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AHOTANIIA

®dinak 1.0. Enexrpodinbna reTepoluKJIi3amis 2-
ajkeHij(ankiHi)Tio(ceseno)xinomin-3-kapoanpaerinie. — Ha  mpaBax
pykonmucy.

Jluceprariist Ha 3700yTTsS HayKOBOTO CTYIEHS KaHIWAaTa XIMIYHMX HayK 3a
cnemianpHicTIO  02.00.03 — opraniyHa ximig. HamioHanbHMIT  yHIBEpCUTET

«JIpBiBCHbKa MOMITEXHIKa», MiHICTEPCTBO OCBITH 1 Hayku YKpainu, JIpBis, 2019.

Hucepramiiina poOoTa NpUCBSYEHA 3’SICYBAHHIO 3aKOHOMIPHOCTEM peakiiiii
eNeKTpO(UIbHOI TeTePOLMKIIZaIli  aJKeHUI(aIKiHLT)-QyHKIIIOHAII30BaHUX  2-
T10KCO(CEJICHO )X1HOMIH-3-KapOaIbIeT1 1B i1 T €10 rajoreHiB Ta
XaJbKOTE€HTETparajaoreHiiiB. Merow aucepTauiitHoro AOCIIKEHHS € po3poOKa
3pyYHHX METOJIB KOHCTPYIOBaHHSI a30J10(a3WHO)aHEbOBAHUX XIHOJIHIB Ta

JTOCITIIIKEHHS IXHIX O10JIOTIYHUX BJIACTUBOCTEM.

Hamu  BCTaHOBJEHI ~ 3aKOHOMIPDHOCTI ~ QHENIOBAaHHS  JI0JIaTKOBOTO
HITPOT€HOBMICHOT'O TE€TPOLMKIY /10 OCTOBAa XIHOJIIHY B peakuii eneKTpo]iIbHOI
reTepOLMKIII3aIi MMl JI€I0 TaJOreHiB, B 3aJieKHOCTI BiJi HAasSBHOCTI 1 MPUPOIU
3aMICHUKa B aJIUIbHOMY (parMeHTI aJKeHITbHUX TMOXIIHUX XIHOJIH-3-
KapOanperiny. BuspieHo, 10 mpu TaJONUKIII3alil TEPMIHATBLHO HE3aMIIMEHUX
QIKEHIITIOXIHOMIHIB 3 BHUCOKMMH BHUXOJaMHU YTBOPIOIOTHCS TPUTAJIOTCHIAH
T1a30JI0X1HOJIHIB. BBeIEHHS TBOX METUIILHUX 3aMICHHKIB JI0 JIUTy HE BIUIUBAE Ha
perioHanpsIMJEHICTh Mpolecy uukm3anii. HatomicTe, y BUNaaky (EHUIbHOTO
3aMICHMKAa B ajill 3MIHIOETBCS HAMpPAMOK IUKII3AIl 1  YTBOPIOIOTHCS
T1a3MHOXIHIONIHIN TPUTaJoOreHiid. 3anpornoHOBAaHO 1IMOBIPHI MEXaHI3MHU Iepeoiry
peaxiiii nUKIIi3aIii TepMiHATBHUX Ta IHTEPMIHAIBHUX IUIBHUX TIOETEPIB X1HOJIIH-
3-kapbanpaeriny. JloBeaeHo MiHIMadbHUI BIUIMB MNPHUPOAM XaJbKOTEHY B
MOJIOKEHHI 2 XIHOJIHY Ha pErioHamnpaBlieHICTh Mpolecy eNeKTPOoPLIbHOI

UKJTI3AaI.



3HaleHO, IO TaJIOTeHOIMKII3aIlis MPONapriibHUX TiO- Ta CEIECHOETEPiB
X1HOMIH-3-KapOaJIbJICTI/IIB  BIIOYBA€TbCSI  PErio- Ta  CTEPEOCENICKTUBHO 32

3aIPONIOHOBAHNM MEXaHi13MOM 3 YTBOPEHHSM OJHOTO KOH(ITYpaIliiiHOTO 130MepYy.

3 METOI0 TMONIYKY HOBHMX IOTEHIIHHO O10JIOTIYHO AaKTHUBHUX CIOJIYK 3
X1HOJIIHOBUM IUKJIOM OyJ1a TOCIIKEHA B3aEMO/IISI TiO- Ta CEJICHOETEPIB XIHOMIHY 3
TeTparajoreHilaMu CelIeHy 1 TeIypy, sIKi BAKOPUCTOBYBAJIMCS B peakiii in Situ i3
TIOKCHTY XaJIbKOT€HY Ta TAJIOT€HOBOIHEBOI KUCIOTH. B 1IbOMY BHMAKy perioximis
porecy eNeKTPo(IbHOT MUKITI3AIlT 3aJIeKUTh HE TUTHKU BiJl BUY QJIKEHIJIHLHOTO
3aMICHUKA, a TaKOX 1 B NPUPOIU XalIbKOT€HY eJIeKTpO(IILHOTO pearcHTa.
AJIBHUI TiOETEp JOCHIIP)KYBAHOTO XIHOJIHY NpH il TETpaOpoMiay CeJIeHY
[UKII3YETbCA 3 AHEIIOBAHHSIM  TIACEJICHA3WHOBOTO KUIbLS, IO JIOBEJEHO
CHEKTPaIbHO Ta XIMIYHUMH TIE€PETBOPEHHSMU. PeriocenekTuBHICTh MpoIecy
CEJICHOOPOMYBaHHS IMHAMIJIBHOTO TIOETEPY X1HOMIH-3-KapOanbaeriay
3MEHIIIYETHCS, IO TMPUBOJIUTH JI0 YTBOPEHHS CYMIIl 130MEPIB CEJICHOBMICHHX
TETEPOIMKIIIB 3 €K30- Ta CHIOIMUKIIYHUM CEJICHOM. BBemeHHS TBOX METHIIBHHX
3aMICHHUKIB JO0 aIUIBHOTO (PparMeHTy CEJICHOETepY XIHOJIHY IiJIBUIIYE

CEJICKTUBHICTh CEJICHOOPOMYBaHHS 3 (POPMYBaHHSIM CEJICHA30JI0X1HOIHIN OpoMmiy.

IIportec  TemypoiHayKoBaHOI  €IEKTpOMUIBHOI  HHUKII3AIli  allIbHUX,
METaJIUTPHUX Ta TMPOMApriIbHUX TiO(CEICHO)eTePIB € PErioCeICKTUBHHM, II10
OPUBOAUTH 1O  YTBOPEHHS  OI1OJIOTIYHO AKTUBHUX  TEIYyPOBMICHUX
Tia30J10(CeIeHa3010)X1HOUTIHIB. BusBIeHa iX BUCOKAa aKTUBHICThH MO BIIHOIIECHHIO
no xminivaux i3o07atiB  Klebsiella pneumonia, Escherichia coli, Salmonella
enteritidis, y ToMy 4uClli 3 MHOXHHHOIO aHTHOIOTHMKOPE3UCTCHTHICTIO, a TaKOX

KoJeKIiitHOrO TecT-mtamy Escherichia coli ATCC 25922,

HaykoBa  HOBM3Ha  OTpMMaHHUX  pe3yabTaTiB.  BcraHoBieHa
perioHanpaBleHICTh peakilii enekTpodiabHOi reTepouukiizamii  2-S(Se)-amin-
(Metanut-, 2-MeTuUiOyT-2-11-, LMHAMUI-, TPONAPrii-) TMOXITHUX XIHOJIH-3-
KapOanbAETIAIB Tij JI€I0 TaJOTeHIB Ta TETPArajJoTeHiNiB CeJIeHy 1 Temypy Ta

3’SCOBAHO BIUIMB CTPYKTYPHUX (DAKTOPIB 1 peaKI[IHHUX YMOB Ha Mepedir HUKIIi3alli.
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3HalIeHO, 1110 B3a€MO/Iis TaJIOTeHIB 3 2-S(Se)-aJIKeHUIbBHUMHU TOX1THUMHA
X1HOMIH-3-KapOaIbAeri Ty MIPOXOIUTH 3 aHEJIIOBAHHIM T1a30J11HOBOTO
(ceneHa3oIiHOBOI0) YW Tia3MHOBOIO (CEICHA3WHOBOIO) IMKJIIB, 3aJICKHO BIJ

HAssBHOCTI Ta MPUPOJIM 3aMICHHUKA 01711 TEPMIHAJIBHOTO aToMa KapOoHYy.

3’COBaHO, MO0 TaJOTCHOTETEPOITUKIII3aIlisa 2-S(Se)-nponapriapHUX
MOXIAHUX XIHOJIH-3-KapOanbAerily MPOXOAUTh PErio- Ta CTEPEOCEIIEKTUBHO 3
aHEJTIOBAaHHSM Tia30JIbHOTO(CEICHA30IbHOT0) IMHUKIY 10 XIHOJIHOBOiI CHCTEMH 3

YTBOPEHHSM MPOAYKTIB E-KOH}Iryparii.

BcraHoBiieHO, MmO perioHamnpaBieHICTh peakiii  2-S(Se)-alkeHUTbHUX
MOXIJIHUX XIHOJIH-3-KapOalbJAeriay, TETpaOpOMIZIOM CEJIEHYy 3aJIeKUTh BiJl
3aMiCHUKa 01151 TepMIHAJIIBHOTO aToMa KapOOHY alINIbHOTO (parMeHTy. AJIbHUN
Ta METUJIOYTEHUIBHUN TIOETEPH (CEJICHOECTEPU) UKII3YIOTHCS PEriOCEIEKTUBHO 3
YTBOPEHHSIM ~ TOJILIUKIIYHUX  CEJICHOTIa3WHO- YU  CEJIEHA30JI0X1HOJITHOBUX
aHTYJSIPHUX CHCTEM, HATOMICTh MpPHU LMKII3alli [UHAMIIBHOTO TIOETEPY

PEri0CeNeKTUBHICTh 3MEHILYETHCS 1 YTBOPIOETHCSA CyMIlI 130MEPIB.

BusiBieno, mo Ttemypouumkimizamis  2-S(Se)(aminm)mponaprijaxiHomiH-3-
KapOanpJAeriy TeaypTeTparajoreHilaMd MPOXOJUTh  PETiOCENeKTUBHO  Ta
CTEPCOCCIICKTUBHO 3  YTBOPEGHHSAM  OJHOTO  KOH(DIrypamiiHOro  i30Mepy

T1a30J11HO(CEJICHA30JI1HO )X1HOJIIHY .

3’sCOBaHO BILJIUB XaJIbKOTE€HY B T10(CEJIEHO)EeTepax Ha MPOIIEC rajloreHo- Ta
XaJIbKOT€HOTeTEPOLMKIII3aLli 1 BCTAHOBJIEHO, 0 PEr1OHANPABIECHICTh HMKIII3allii HE
3MIHIOETHCSA, ajié BUXOAM IS CEJICHOBMICHUX TIOETEpIB MEHII y TOPIBHSIHHI 3

TiO€TEpPaMH.

JlocamipkeHO Jeski XiMIYHI Ta OI0JIOTIYHI BJIACTHMBOCTI CHHTE30BaHUX

CEJICHOBMICHUX 1 TETYPOBMICHHUX CIOJIYK.

IIpakTu4YHe 3HAYEHHS] OTPUMAHUX pe3yJbTaTiB. Po3pobieHo edexTrBHI

METO/IM CHHTE3Y HOBHUX a30J10(a31HO)aHEeIbOBAHUX MOX1IHUX XIHOJIH-3-KapOaibIeriy
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aHTYISIpHOI OYZOBM Ha OCHOBI peakuii eleKTPO(UIbHOI BHYTPIIIHEOMOJIEKYIISPHOT
[UKJTi3a1ii raloreHaMu Ta XaJIlbKOTeHTeTparajoreHilaMu.

[IpoBeaeHo GiomoriuHi1 TOCHIPKEHHSI OTPUMAHUX CHOIYK 1 €KCIIEPUMEHTAIBHO
BCTAHOBJICHO, M0 HM3Ka TEIYPOBMICHHX T'ETEPOIMKIIB BUSBISIOTH OAKTEPULIMIHY

AKTUBHICTb.

KirwuoBi cjoBa:  xiHomiH-3-KapOanmpaeriia,  aJKeHIUIBHUN  TioeTep,
eIeKTPO(DIbHA TETePOIMKIIIZAIlis, TETPAOPOMIT] CeJIeHY, TETParajJoTreHiIu TeIypy,
PerioCeIeKTUBHICTh, CTEPEOCEICKTUBHICTD, T1a30JI0X1HOJIH, CEJICHA30JI0XIHOJIIH,

AHTUMIKpPOOHA aKTUBHICTb.
SUMMARY

Filak 1.0. Electrophilic heterocyclization of 2-alkenyl(alkynyl)
thio(seleno) quinoline-3-carbaldehydes. - On the rights of a manuscript.

Thesis for the Degree of a Candidate of Chemical Sciences in specialty
02.00.03 - organic chemistry. - Lviv Polytechnic National University, Ministry of
Education and Science of Ukraine, Lviv, 2019.

The dissertation is devoted to the elucidation of the regularities of the
reactions of electrophilic heterocyclization of alkenyl(alkynyl)-functionalized 2-
thioxo(selenoxo)-quinoline-3-carbaldehydes under the action of halogens and
chalcogen tetrahalides. The main aim of the dissertation is the development of
convenient methods for the construction of azolo(azino) annelated quinolines and
investigation of their biological properties.

We have established regularities of the annelation of an additional nitrogen-
containing heterocycle to the quinoline backbone through the reaction of
electrophilic heterocyclization under the action of halogens, depending on the
presence and the nature of the substituent in the allylic fragment of the alkenyl
derivatives of quinoline-3-carbaldehyde. It is revealed that during the
halocyclization of terminally unsubstituted alkenylthioguinolines, the trihalides of

thiazoloquinolines are formed with high yields. The introduction of the two methyl
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substituents in the allyl fragment does not affect the regioselectivity of the
cyclization process. Instead, in the case of the phenyl substituent in the allyl
fragment, the direction of the cyclization changes and the thiazinoquinolinium
trihalides are formed. Possible mechanisms of the cyclization reactions rout of the
terminal and non-terminal allyl thioethers of quinoline-3-carbaldehyde are proposed.
It was proved the minimal influence of the chalcogen’s nature in position 2 of the

quinoline on the regioselectivity of the process of electrophilic cyclization.

It was found that halogenation of propargyl-thio- and seleno-ethers of
quinoline-3-carbaldehyde goes regio- and stereoselectively by the proposed

mechanism for the formation of a single configurational isomer.

In order to find for new potentially biologically active compounds with the
quinoline cycle, we have investigated the interaction of quinoline thio- and seleno-
ethers with selenium and tellurium tetrahalides, which were introduced through the
in situ reaction of chalcogen dioxide and hydrochloric acid. In this case, the
regiochemistry of the electrophilic cyclization process depends not only on the type
of alkenyl substituent but also on the nature of the chalcogen of the electrophilic
reagent. The allyl thioether of the studied quinoline under the action of selenium
tetrabromide cyclizes with the annelation of the thiaselenazine ring, which is proved
spectrally and by chemical transformations. The decreases of the regioselectivity of
the process of selenobromination of quinoline-3-carbaldehyde cinnamyl thioether
lead to the formation of a mixture of isomers of selenium-containing heterocycles
with exo- and endocyclic selenium. The introduction of the two methyl substituents
to the allylic fragment of the quinoline seleno-ether increases the selectivity of

selenobromination with the formation of selenazoloquinolinium bromide.

The process of tellurium-induced electrophilic cyclization of allyl, methallyl
and propargyl thio-(seleno)-ethers is regioselective, which leads to the formation of
biologically active tellurium-containing thiazolo(selenazolo) quinolines. It was
revealed their high activity against clinical isolates of Klebsiella pneumonia,

Escherichia coli, Salmonella enteritidis, including multiple antibiotic resistance, as
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well as the high activity against the collection test-strain Escherichia coli ATCC
25922, was found.

Scientific novelty of the obtained results.

We have established the regiodirection of the reaction of electrophilic
heterocyclization of 2-S (Se)-allyl-(metalyl-, 2-methyl-but-2-yl-, cinnamyl-,
propargyl-) derivatives of quinoline-3-carbaldehydes under the action of halogens
and tetrahalides of selenium and tellurium; the influence of structural factors and

reaction conditions on the cyclization route was clarified.

It has been found that the interaction of halogens with 2-S(Se)-alkenyl
derivatives of quinoline-3-carbaldehyde takes place with the annelation of
thiazoline(selenazoline) or thiazine(selenazine) cycles, depending on the presence

and nature of the substituent at the terminal carbon atom.

It has been found that halogenoheterocyclization of 2-S(Se)-propargyl
derivatives of quinoline-3-carbaldehyde proceeds regio- and stereoselectively with
the annelation of the thiazole (selenazole) cycle to the quinoline system with the

formation of E-configuration products.

It was established that the regiodirection of the reaction of 2-S(Se)-alkenyl
derivatives of quinoline-3-carbaldehyde with selenium tetrabromide depends upon
the substituent at the terminal carbon atom of the allylic fragment. Allyl and
methylbutenyl thioethers (selenoethers) were selectively cyclized with the formation
of polycyclic selenothiazino- or selenazoloquinoline angular systems. Whereas in
the case of cyclization of cinnamy!l thioether, the regioselectivity decreased and a

mixture of isomers is formed.

It has been found that the telluro-cyclization of 2-
S(Se)(allyl)propargylquinoline-3-carbaldehyde via the action of tellurium
tetrahalides proceeds regioselectively and stereoselectively to form one

configuration isomer of thiazolino (selenazolino) quinoline.
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The effect of chalcogen in thio(seleno)ethers on the process of halogeno- and
chalcogeno-heterocyclization was investigated and it was found that the
regiodirection of cyclization does not change, but the yields for selenium-containing

thioethers are smaller compared to thioethers.

Some chemical and biological properties of the synthesized selenium- and

tellurium-containing compounds have been investigated.
The practical significance of the results obtained.

Effective methods for the synthesis of new azolo(azino) annelated derivatives
of quinoline-3-carbaldehyde with angular structure, based on the reaction of
electrophilic intramolecular cyclization by halogens and chalcogen tetrahalides have

been developed.

Biological studies of the compounds have been carried out and it has been
experimentally found that a number of tellurium-containing heterocyclic substances

exhibit bactericidal activity.

Keywords: quinoline-3-carbaldehyde, alkenyl thioether, electrophilic
heterocyclization, selenium tetrabromide, tellurium tetrahalides, regioselectivity,

stereoselectivity, thiazoloquinoline, selenazoloquinoline, antimicrobial activity

CIIUCOK ONNYBJIIKOBAHUX MPAIIb 3A TEMOIO JUCEPTAIIII
1. 1.O. ®inak. Cunre3 Ta ankityBaHHs 3-popminxiHomiH-2-ceneHona / 1.O.
®inak, M.IO. Onuceko, B.I'. Jlennen // HaykoBuii BICHHUK ¥Y3>KTrOpOJCHKOTO
yHiBepcuteTy. Cepist: Ximisa. — 2011, — Nel (25). — C. 68-71.
2. 1.0. ®inak. XanbKOreHOTAJOT€HYBAaHHS 2-alIKeHUITIOX1HOJIH-3-
kapbanpaeriny / 1.O. ®@inak, M.}O. Onucekko, B.I'. Jlennen / HaykoBuii BicCHHK
VYxroponcbkoro yHiBepcutery. Cepist: Ximis. — 2011, — Ne2 (26). — C.74-771.

3. 1.0. ®dinak. Hoporereporukiizaiis — 2-aluICeIEHOXIHOMIH-3-



9

kapbanpaerina / C.T. Canicno, 1.O. ®inak, M.}O. Ounuceko, B.I'. Jlenmen /
HayxoBuii BicHUK Y Kropojacbkoro yHiBepcutety. Cepist: Ximist. — 2012, — No2 (28).
- C.76-71.

4. 1.0. ®inak. Cunre3 Ta rereporukimizanis 2-(3-MeTunoyr-2-eH-1-11Tio)-
xinomukapOanpaeriay / 1.O. ®inak, M.IO. Onuceko, B.I'. Jlennen / HaykoBuii
BiCHUK Yxropojckkoro yHiBepcutetry. Cepist: Ximis. — 2014, — Ne2 (32). — C. 53-
54.

5. L.O. ®inak. ['ereponmkitizaiis TeTpadpominom ceneny 2-(3-mMeTmioyT-2-
eH-1-iceneno)-xinominkapoanpaeriny / 1.O. ®dimak, M.}O. Onuceko, B.I'. Jlennen
/ HaykoBuii BicHUK Y Kropojacbkoro yHiBepcutety. Cepis: Ximis. —2015. — Nel (33).
—C. 56-57.

6. 1. Filak. Halogenoheterocyclization of 2-(allylthio)-quinolin-3-
carbaldehyde and 2-(propargylthio)-quinolin-3-carbaldehyde./ M. Onysko, I. Filak,
V. Lendel / Heterocyclic Communications. — 2016. — 22(5). — P. 295-299.

7. 1. Filak. Halogenoheterocyclization of terminallysubstituted 2-
allylthio(seleno)quinolin-3-carbaldehydes./ M. Onysko, I. Filak, V. Lendel /
Heterocyclic Communications. — 2017. — 23(4). — P. 309-312.

8. ®inak 1.0. Ilarenr 116884 UA, (2017.01). 3actocyBaHHs cojei
1-TpuranoreHoTeTypOMETUI ACH(TPUTATIOT €HOTETypoMeTHIT)-4-hopmin-1,2-
nuriapo[ 1,3]-Tiazomno(cenenas3ono)|3,2-a]X1HOMIHIM TaJOreHiIiB SK OaKTEePHUIIH/IIB.
/®inak 1.0., [TaaTteo B.B., Onucsko M.1O., Kosans I'.'M., Jlengen B.I'/. Ne u 2016
12593. 3asBn. 09.12.2016. Omy6s. 12.06.2017. brox. Ne 11. 2017

9. ®dinak 1.0. Ilarenr 115417 UA, (2017.01). 3actocyBaHHs cojei
1-TpuransoreHoTenypoMeTUI AeH(TpUranoreHoresypomerut)-4-hopmin-1,2-
nuriapol[1,3]riazono(cenenas3ono)[3,2-a]XiHOMIHINA TaJoreHiaIB K OaKTePUIUIIB
/®inak 1.0., [TaaTteo B.B., Onucsko M.1O., Kosans I'."M., Jlennen B.I'./ Ne u 2016
12596. 3asBn. 09.12.2016. Omy65125.10.2017. brom. Ne 20. 2017.

10. L.O. ®inak. ['ereporukimizartis 2-aniitioxiHodin-3-kapoanpaeriay / 1.O.
®dinak, M.IO. Onuceko, O.B. Typos, B.I'. Jlenaen / XXII Ykpaincbka koHpepeHItis

3 opraniyHoi ximii. Te3u gomosigeit. 20-25 Bepecns 2010 p. — Yxropoxa. — C. 265.



10

11. Hn.0. dunak. Cunres u rajJoreHreTEPOLUKIN3aALMUA
2-aJIKeHUJICEICHOXMHOJUH-3-Kapoanpaeruaa / U.0. ®@uaak, M.YO. Onuceko, B.T.
Jlennen / Cumno3uym «CuHHTETHYECKas, TeOpeThyecKas, Ouoioruueckas u
MPUKJIAJAHAS XUMUS DJIEMEHTOOPTraHUYECKUX COeANUHEHMI, 5-7 nekabps 2011 r. —
Cankr-IletepOypr — C. 52.

12. 1.O. ®inak. TlamoreHyBaHHS MPONAPTUITIO(CEICHO)XIHOMIH-3-
kapbansaeriny / 1.O. ®inak, C.T. Canicno, M.}FO. Onucsko, O.B. Typos, B.T".
Jlernnen / XXIII Ykpaincbka koHbpepeHiis 3 opraniunoi ximii, 16-20 Bepecus 2013
p. —Yepninmi — C-190.

13. 1.O. ®inak. ['ereponukizaiiist 2-alKkeHUI(aIKiHLUT)TI0(CEeIeHO0 )X1IHOITH-3-
kapoanpaeriny / 1.O. ®inak, M.IO. Onuceko, B.I'. Jlenmen. / XV Haykosa
koH(pepen1is «JIpBiBChKI XiMiuHI unTaHHs — 2015». 30ipHUK HAYKOBUX Mpallb. 24-
27 tpaBus 2015p. — JIbBiB. — C. 26.

14. 1.0. Filak.  Heterocyclization of  2-(3-methylbut-2-en-1-
ylthio(seleno))quinolone carbaldehyde / 1.O. Filak, M.Yu. Onysko, .M. Balog,
V.G. Lendel // «Chemistry of Nitrogen Containing Heterocycles» CNCH-2015 : VI
International Conference, 9-13 November 2015 abstract — Kharkiv. — P-29.

15. 1.O. ®inak. ['ereponukiizaiist 2-alkeHUI(amKiHLUT)TIO(CEeIeHO0 )X1HOMIH-3-
kapOanpaeriny / 1.O. ®@inak, M.1O. Ounuceko, B.I'. Jlennen / XXIV Ykpaincbka
koH(pepeHt1is 3 opraniunoi ximii, 19-23 Bepecus 2016 poky. — [lonrasa.— [{-47.

16. 1.O. ®inak. Cunrte3 OI0OJOTIYHO AaKTHUBHUX  TETyPOBMICHHUX
[1,3]xanbkorenaszono|3,2-a]xinominiil raigoreniaiz / B.B. Ilantro, 1.O. ®Dijak,
M.IO. Onucwko, B.I'. Jlennen // «lomOpoBchki xiMiuHl uutaHHg - 2017». 7
VYkpaincbka koHpepenuis, 12-16 epecust 2017 — Apemue. — C. 32.

17. 1.0O. dinak. Enexrpodinpaa TeTePOIUKITIZAITiS
2-ankeHin(ankinin)rio(ceneHo)xinominkapoanpaeriny / LO. ®inak, M.IO.
Onuceko, B.I'. JIennen / XVII HaykoBa kondepenis «JIbBIBCbKI XIMIYHI YUTAHHS

—2019». 36ipHuK HayKOBUX Tiparlb. 2-5 uepBHs, 2019. — JIpBiB. — C. Y33.



3MICT

[Tepenik yMOBHUX MO3HAYEHb 13
Beryn 14
PO3AUI I. EJIEKTPO®IJIBHA TETEPOLUKIIIBALIA HEHACUYEHUX
[OXIAHUX XIHOJIIHY TA IHIINX A3MHIB 19
1.1. Enextpodinsna reteporukiizaris S,N,O-ankeHimsHUX (IKIHITHHUX )
MOX1THUX X1HOJIHY 20
1.1.1. EnextpodinpHa MUKIi3aIis S-aIKeHIIBHUX MOX1THUX XIHOJIHY 20
1.1.2. Enextpodinbaa nukmiizanist O-aJKeHUIbHUX MOX1IHUX X1HOJIHY 23
1.1.3. EnextpodinbHa nukiIi3alis NponapriabHUX MOX1AHUX X1HOJIIHY 24

1.1.4. Enextpodinpna mukmizaiis N(1)-alkeHUIbHAX MOX1IHUX XiHOMIHY 24
1.1.5. EnextpodinbHa mukiizaris 8-Ti0(0KCo, aMiHO)aTKEHIIbHUX MOX1THUX
X1HOJIIHY 31

1.2. EnextpodinbHa UKIIi3aIisa S-aIKeHUTbHUX (IKIHITBHUX )ITOX1THAX

a3MHIB 33
1.2.1. EnextpodinbHa muKIi3allis S-alKeHUTbHUX MOX1THUX Tioyparmmty 33
1.2.2. EnextpodinbHa mUKII3aIlis S-alKeHUTbHUX (TKIHIIBHUX )

MOXI1THUX MIPa30JIONipUMIINHIB 38
1.2.3. EnextpodinbHa muKIi3alis S-alkeHTbHUX (aTKIHITHHHX )

MOX1THUX TIEHOMMPUMIIUHIB 42
1.3.EnextpodinibHa 1ukiIi3allisi HEHACHYEHUX CIIOIYK allUKJIIYHOTO Ta
reTePOLUKIIIYHOrO pAly 3 TETparajJoreHiJaMu CelIeHy Ta Telypy 47
PO311JI 2. CUHTE3 TA EJIEKTPO®IJIbHA I'ETEPOLIMKJII3AIIIA
2-S(Se)-AJIKEHIJIbHUX(AJIKIHIIBHUX) ITOXIJIHWX XIHOJITH-3-
KAPBAJIBAEI'T/IIB 52
2.1. Cuntes 2-S(Se)-ankeHiIbHUX (TKIHITBHUX ) TIOX1THUX

X1HOJIIH-3-KapOanpaeriay 52
2.2. EnextpodinbHa ramoreHoukizaris 2-S(Se)-ankeHinpbHuX (aIKiHITbHUX )

MOX1THUX X1HOJ1H-3-KapOaabaeriay 57

11



2.3. EnexrpodinpHa reteporukiizaiis 2-S(Se)-ankeHUTbHUX (ATKIHUTEHUX )
MOX1THUX X1HOJ1H-3-KapOaapaeriay M 1€ TeTparajloreHiiB
CEJICHY 1 TeIypy 74
2.4. OxucHeHHs 2-TIOKCO(MpOonapriiTio)X1HOMH-3-KapOaibAeriay 82

2.5. biosioriyHi BIaCTUBOCTI TEIYPOBMICHUX T1a30J10(CEI€HA3010 )X 1HOIHIH

12

TJIOTCHITIB 84
PO3IJI III. EKCITEPUMEHTAJIbBHA YACTUHA 88
3.1. 3aranpHa MeTOAMKa OfepKaHHs 2-S(Se)-ankeHITbHUX (AIKIHITBPHIX ) ITOX1THAX
xiHomiH-3-Kapbansaerigy 4-20 88
3.2. 3aranbpHa METOJIMKA OJIEp>KaHHA TPUOPOMIIIB 1 TpuitonuiB 21-45 92
3.3. 3arayibHa METOAMKA OJIepKaHHS OpOMIIiB 1 XopuaiB 46-55 97
BUCHOBKU 100
CIIMCOK BUKOPUCTAHUX JIDKEPEJI 102
JOJATOK A 128

JIOIATOK B 131



INEPEJIIK YMOBHUX ITIO3HAYEHD

13

Hal ["amoren

JIMCO (DMSO) Jumeruncynbhokenn
JAM®A (DMF) Jumetrndopmamig

IY criextp IndpauepBonuii CrIeKTp
T Temneparypa naBiaeHHs
Txkun TemnepaTypa KuniHHs
R Pangukan

Me Metun

Et ETtun

Bu H-OyTHII

Ac Anerun

TMC TerpameTuncuian

M.Y. M1bIOHHI YacTKU

o XiMIYHHM 3CYB

C Cunrier

| Hybner

T Tpuner

M MynbTHILIET

Cnextp AMP 1H

CrexTp saepHOTO MarHiTHOTO
pe3oHaHcy Ha sapax 1H

Cnextp AMP 13C

CriexTp s/1epHOTO MarHiTHOTO
pe3oHaHcy Ha siapax 13C




14

BCTYII

Axmyanovnicms memu. Bigomo, 1o 6araTto moxXigHUX XIHOJIHY BUSBISIOTH
6i0JI0riuHy AKTHBHICT. IX BMKOPHUCTOBYIOTH SK JIKapchKi 3acO00M 3 Pi3HONO
(b1310J10TIYHOI0 aKTHUBHICTIO, a TaKOX SIK pPEarecHTH B OPraHidYHOMY CHHTE3I.
AHeoBaHHSI HITPOTEHOBMICHHX TETEPOITMKIIIB JI0 OCTOBA XIHOJIHY pPO3IIUPIOE
MOJKJIMBOCTI MOIIYKY 010aKTUBHUX CIIONYK Y IIbOMY PsATY. 3yYHUM Ta e(heKTHBHUM
METOJIOM AaHENIOBaHHS a30JIbHOTO Ta a3MHOBOTO LHKIIB € eleKTpodiibHa
BHYTPIITHROMOJIEKYJISIPHA UKJIII3a1lis 3 BUKOPUCTAHHAM PI3HUX €IEKTPOPIIHLHIX
areHTiB. MOJIMBOCTI IOTO CUHTETUYHOI'O MIAXOAY JajeKo He Buueprani. ToMmy
JOCHTIDKEHHST  B3a€EMOAIl  €lIeKTpOUIBHMX  pEeareHTiB 3  HEHAaCHYCHUMHU
T10(CEJICHO)MOXITHUMHU  XIHOMIHY 1 BHUBYEHHS XIMIYHUX Ta O10JIOTTYHHUX

BJIACTUBOCTEH MPOAYKTIB UKIII3AIli € aKTyaJIbHOIO MPOOIIEMOIO.

36’a30k pobomu 3 HAYKOGUMU RPOZPAMAMU, NIAHAMU, MEMAMU.
JocnimkeHHs: MPOBOJIUIIOCH Y BIAMOBIIHOCTI 3 HAYKOBO-IOCIHITHOK TEMAaTHKOIO
kadenpu opraniunoi ximii JIBH3 «YXropoacekuil HaliOHadIbHUN YHIBEPCUTET» B
Mexax Jepxx0rokeTHUX TeM «KoHneHcoBaHi (yHKIIOHAIBHI TOX1HI MPUMIIUHY,
xiHomiHy 1,2,4-TprUa3oiy: CUHTE3 i JOCIIKEHHS XIMIYHUX, (PI3UYHUX, O10I0TTYHUX
BrnactuBoctei» ([AP-01113U002360) Ta «HoBi mimxoau mHiIecipSMOBAHOTO

CHHTE3y OioJoriYHOaKTUBHUX crioyk» (JIP-0116U004789).

Mema i 3adaui Oocnioycenna. Meroo pobOTHU € 3 SCYBaHHS
3aKOHOMIPHOCTEH peakiliii eneKTpopUIbHOT TeTepOoUrKIi3anii aTKeHUT(aIKIHLI)-
(GYHKIIOHATI30BAaHUX  2-TIOKCO(CEJICHO)XIHOMIH-3-KapOapIeriAiB Mo JI€r0
TaJIOTEHIB Ta  XaJbKOTEHTETPAarajoreHilliB, pPO3poOKa 3pyYyHHUX  METOJIB
KOHCTPYIOBaHHsI a30J10(a3MHO)aHEIbOBAHUX XIHOJIHIB Ta JOCIIPKEHHS IXHIX
010JTOTIYHUX BIIACTUBOCTEH.

JIst TOCSTHEHHST TOCTaBJIEHOT METH HEOOX1MHO Oyslo po3B’s3aTH Taki
3aBJIaHHS:

1) mochiautu mepedir peakiiii eneKkTpodiIbHOT reTepOIUKIIi3amii 2-ai-

(meTaiii-, UHAMLI-, JUMETUIAIILI-, MPOMAPriyi-)Tio(CeNeHO )X 1IHOMIH-3-
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KapOanpJeriaiB Mg JI€I0 TaKUX €IEKTPOPUIBHUX PEareHTiB K rajsorenu (Opom,
Ho/) Ta TeTparajoreHiIiB cejaeHy 1 Tenypy,;

2) 3’sacyBaTH 3aKOHOMIPHOCTI perioXiMii aHETIOBAaHHS HOBOTO IIHKITY
3QJIEKHO BiJl IPUPOJU cyOcTpary (KpaTHOCTI 3B 43Ky HEHACHYEHOTO 3aMICHHKA,
MoJIsIpy3allii aJKeHUIBHOTO (PparMeHTy, BUAY XaJbKOTEHY, CTEpPUYHOTO (pakTopy),
IPUPOJIU ENEKTPOPIILHOTO PEeareHTa;

3) po3poOuTH mpenapaThBHI METOAU OJEP)KAHHS HOBHMX IMOJIIHKIIYHHX
CHCTEM Ha OCHOBI X1HOJIHY;

4) nocmiauTy 010J0T1YHI BIIACTUBOCTI KOHJICHCOBAHUX ITUKIIIB.

06 ’exm docniodxceHHs: peakiii eneKTpoPiIbHOI BHYTPIITHBOMOJIEKYIISIPHOT
FeTEepOIMKIIIZaIll  MiJ €0 TaJoreHiB Ta  XaJIbKOT€HTETparajoreHisiB
AIKEHUTbHUX(AJMKIHUIBHUX) —~ TOXIJIHUX  XIHOJIHY, BHUBYEHHS XIMIYHMX Ta
010JIOTIYHUX BIACTUBOCTEN OJICPIKAHUX T€TEPOIMKITYHIX CUCTEM.

Ilpeomem docnioxcennsi. 2-S(Se)-ankeHITbHI(ATKIHUIBHI) TIOX1THI X1HOJIH-

3-kapOabAeriay Ta ix a30J10(a31uHO)aHeIbOBaH] MOXITHI.

Memoou Oocniodcenns: OPraHIYHUNA CUHTE3, €JIEMEHTHUM aHali3, TOHKOILIApOBa
xpomarorpadis, cnexkrpanbHi Meroan (I4U-, SAMP-cnexTpockomis, XxpomaTomac-
CHEKTPOMETpIsl, TOMosiiepHa KopensmiiiHa cnektpockomis COSY, sanepHa
cnektpockomisi 3 edekrom Onepxaysepa (NOESY), rereposimepni KopensiiiHi
cnektpockomnii (HSQC, HMBC).

HaykoBa  HoBHM3Ha  ojep:kaHMX  pe3yabTariB.  BcraHoBieHa
perioHanpaBleHICTh peakilii eaekTpodinbHol Terepormkimizamii  2-S(Se)-amin-
(Metanin-, 2-MeTHAOYT-2-i1-, IMHAMIJ-, TPOMNApPrii-) MOXITHUX XIHOJIH-3-
KapOanbAETIAIB TiJ JI€I0 TaJOTEHIB Ta TETPAraJioTeHiIiB CeJIeHy 1 Tenypy Ta
3’SCOBAHO BIUIMB CTPYKTYPHUX (DAKTOPIB 1 peaKI[ifHUX yMOB Ha MepeOdir MUKIIi3aIli.

3HaiiIcHo, 10 B3a€MO/Is rajoreHiB 3 2-S(Se)-aakeHIIbHUMH TOX1THUMH
X1HOJTIH-3-KapOaIbaeriay MPOXOUTH 3 aHEJIOBAaHHIM
T1a30JIIHOBOTO(CEJIEHA30JIIHOBOT0) YM Tia(CeJIeH)3MHOBOTO ILMKJIIB, 3aJICKHO BIJl

HAsIBHOCTI Ta MPUPOJIM 3aMICHHUKA 01711 TEPMIHAJIBHOTO aToMa KapOoHY.
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3’scoBaHO, MO0 TaJloreHoreTeponukiizamss  2-S(Se)-mpomapritbHuX
MOXIAHUX XIHOJIH-3-KapOanbAerily MPOXOAUTh PErio- Ta CTEPEOCEIEKTUBHO 3
aHEJTIOBAaHHSM Tia30JIbHOTO(CEIECHA30IbHOT0) IHUKIY 10 XIHOJIHOBOI CHCTEMH 3
YTBOPEHHSAM MPOJYKTIB E-KOHDIrypartii.

BcraHoBiieHO, 10 perioHampaBieHICTh peakiii  2-S(Se)-alkeHUIbHUX
NOXITHUX  X1HOJIH-3-KapOanberiny, TeTpaOpoMiIoM CeleHy 3aJIeKUTh BiJ
3aMICHHUKA O1151 TEPMIHAJIBHOTO aToMa KapOOHY allJIbHOTO dparMeHTy. ANUIbHUN
Ta METUIOYTEHITLHUN TiOeTepH(CEICHOETEPH) ITUKITI3YIOThCS PETIOCETCKTUBHO 3
YTBOPEHHSAM  MOJIIUKIIYHUX  CEJICHOTIA3UHO- YU  CEJICHA30JI0X1HOJIHOBUX
aHTYJISIPHUX CHCTEM, HATOMICTh TIPH I[UKJI3alii IUHAMIUIBHOTO TIOETEPY
PErioCeNeKTUBHICTh 3MEHILYETHCS 1 YTBOPIOETHCSA CyMIlI 130MEPIB.

BusBneno, 1m0 Temypouumkiizamis  2-S(Se)(anin)nponapriixinoii-3-
KapOanbJAeTriyy TeIypTeTparajoreHilaMd MPOXOJAUTh  PErioCeNIeKTUBHO  Ta
CTEPEOCEJICKTUBHO 3  YTBOPEHHSIM  OJHOTO  KOHQIrypamiiHoro i3zoMepy
T1a30J11HO(CEJIEHa30J11HO )XIHOIHY.

3’sCOBaHO BILIMB XaJIbKOTE€HY B T10(CEJIEHO)EeTeEpax Ha MPOIIEC raloreHo- Ta
XaJIbKOTEHOTETEPOIMKIII3AIT 1 BCTAHOBJICHO, IO PET10HATIPABIICHICTh IIUKIII3aIlii HE
3MIHIOETHCSA, ajié BUXOAM IS CEJICHOBMICHUX TIOETEpIB MEHIN y TOPIBHSIHHI 3
TiO€TEPaAMH.

JlocmimkeHo neski XiMidHI Ta O10JIOTIYHI BJIACTHBOCTI CHHTE30BAaHHX
CEJICHOBMICHHUX 1 TETYPOBMICHHUX CIOJIYK.

IIpakTuyHe 3HaveHHs. Po3poOneHO ePeKTHBHI METOAM CHHTE3y HOBHUX
a30J10(a31HO JaHEeTThbOBAHMX TOX1THUX X1HOJMH-3-KapOaJlbeTiny aHTYJIIpHOI OyI0BH Ha
OCHOBI peakIlii eIeKTpOo(UILHOI BHYTPIIIHBOMOJICKYJISIPHOT UKJITI3allli rajloreHaMu Ta
XaJIbKOT€HTETparajaor¢HiIaMH.

[TpoBeneHo 6i00TIUHI TOCTIKEHHS! OTPUMAHHX CIIONMYK 1 eKCIIEPUMEHTAITLHO
BCTAHOBJICHO, 110 HM3KAa TEIYPOBMICHHUX TETEPOLMKIIB BUSABISIOTH OAKTEPUIUIHY

AKTUBHICTb.

Anpobauisa podoru. 3a MarepiaiamMu gucepTanii omyOJjikoBaHo 17

HAyKOBHX pOOIT, y TOMYy 4YHCII 2 HAyKOBI CTaTTi y MDKHapoJHUX (paxoBHux
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KypHaJax, 5 HAayKOBUX cTaTell y (paxoBux )xypHanax YKkpainu, |1 mateHt Ykpainu
Ha BHUHaxlJ, 1 HaTeHT Ha KOPUCHY MOJEb, 8 TE3 JONOBiIEH YKpaiHCBKUX Ta

MDKHApOIHUX KOH(EPEHITIH:

Pesynbpratu pobotn momnoBimanmck Ha XXII YkpaiHncekiit koHbepeHIii 3
opraniunoi ximii (Ykropon, 2010); cumnoszuymi « CHHTETHYECKas, TEOPETUYECKa,
Ovoyornyeckas W TMPUKIATHAS XUMHUS DIEMEHTOOPTaHWYECKUX COCIUHEHUIN
(Cankr-IletepoOypr, 2011); XXIII Vkpaincekili KOH(pEpPEHIl 3 OpraHiyHOi Ximil
(UepniBui, 2013); XV HaykoBiit koH(pepeHIii «JIpBiBChKI XiMiuH1 unTanHsg — 2015»
(JIeBiB, 2015); mikuaponHiii koHdepeniii Chemistry of Nitrogen Containing
Heterocycles, CNCH-2015 (XapkiB, 2015 p.); XXIV VkpaiHcbkili KoH(pepeHIIii 3
opraniuHoi ximii (ITonraBa, 2016 p.); 7 Ykpaincbkiii koHbpepeHiii «/JoMOpoBchKi
ximMiyHl yutaHds - 2017» (Spemue, 2017 p.); XVIII HaykoBiii koH(pepeHIil
«JIpBiBCBKI XIMI4H1 ynTaHHa — 2019» (M. JIbBiB, 2019 p.).

Ctpykrypa i o6csar podoTu. [(uceprariis CKIaga€eThCs 13 BCTYITY, TPhOX
PO3/ILJIiB, BHCHOBKIB, IIEpEJIiKy BUKOpUCTaHHX Jikepen (171 HaliMeHyBaHs), MICTHTh
2 Tabnwii Ta 26 pUCYHKIB. Y MepIioMy po3/ijil y3araibHEHO Ta CHCTEMaTH30BaHO
JITEpaTypHi JaHi, M0 CTOCYIOThCS PEAKIIAM eJIEKTPO(PiIbHOI BHYTPIIIHBO
MOJIEKYJIIPHOT LIMKJI13allli HEeHACUYEHUX MOXIAHUX X1HOJIHY. Pe3ynbTaTi BiacHUX
JIOCITIJIKEHb aBTOpa BUKIIAJEHI Y APYTOMY PO3JILI, SIKHH MPUCBIYCHUN BUBYCHHIO
peakmii 2-S(Se)-aikeHiITbHUX(ATKIHIIBHAX) TOXITHUX XIHOMiH-3-KapOasbaerity
M1JI T1€0 TAJIOTEHIIB Ta XaJbKOTeHrajJoreHiaiB. TpeTiil po3/ia MICTUTh METOAUKU
CUHTE3Y Ta (p13UKO-XIMIUHI XapaKTEPUCTUKUA OTPUMAHHUX CIIOIYK. 3araJibHUM 00CsT
nuceprartii ckiaangae 142 cTopiHOK.

Ocobuctuii BHecok. OmnpaifoBaHHs JITEpAaTypHUX JaHUX 32 TEMOIO
JYcepTallii, IPOBEACHHS CGKCIICPUMEHTANBHUX JOCIIKeHb, 00poOKa OTpUMaHHUX
pe3yJbTariB, GOpMyITIOBaHHS OCHOBHUX IOJIOKEHb Ta BUCHOBKIB POOOTH 3pO0JICHI
0COOHMCTO TUCEPTAHTOM.

[ToctaHoBKa 3aaui Ta OOTOBOPEHHsI PE3yJbTaTiB POOOTH TPOBEIEHI 3

HayKOBUM KEPIBHUKOM, K.X.H., 101. M.}O. OHUChEKOM.
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AHami3 NESKUX CHEKTpaJbHUX JOCTIKeHb IMPOBEACHO Y CIIBIpaIli 3
n.X.H., npodpeopom TypoBum O.B. [ocmijxeHHss O010J0T1YHOT aKTUBHOCTI
OJIep>KaHNX CIIOJIYK MPOBEICHO y CHIBIpalll 3 AOIEHTOM Kadeapu MiKpoOiomiorii,
BIpycCOJIOTii, IMYHOJIOTIi 3 KypcoM 1H(MEKIIHHUX XBOPOO MEIUYHOTrO (haKyJbTETy

JABH3 «YxHVY», k.6.H. B.B. [TaaTso.
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PO3A1J I. EJEKTPO®IJIBHA 'ETEPOLMUKJII3ALIA
HEHACHUYEHUMX ITOXIJITHUX XIHOJIIHY TA IHIINX ASUHIB

MeTton enekTpodiabHOI TeTePOIMKIII3aIlil IMUPOKO BHKOPUCTOBYETHCS IS
CHUHTE3y pI3HUX TeTepolMKIiyHux cucrteM. Peakmii EBI] wacTto mnporikaroTh
cTepeocrnenudigao, XeMo- 1 PerioceIeKTUBHO, 110 BU3HAYAE iX BAXKIWBY POJb B
CUHTETHYHIN npakTuill. Kimacuunumu enexrpodiibHUMH pearenTamu peakiiii EBIL]
€ TAJOTeHHU Ta MPOTOHHI KUCJIOTU. B Haml 4ac Koio eneKTpoiIbHUX peareHTiB
HECTPUMHO POCTE, 3yCTPIYAIOTHCS PEAKIIil 3 BAKOPUCTAHHIM B IKOCTI €JIEKTPO(LIIB
TeTparajoreHiJliB ceJieHa 1 Telaypa, apuicylb()eHUIXJIOPUIIB Ta Oarato iHIIMX.

B nmitepatypi 3ycTpiuaroThCsi BIIOMOCTI, IO MOX1/IHI XiHOJIIHY MPOSBIISIIOThH
HIUPOKHUM CHIEKTp 010JI0TTYHOT aKTUBHOCTI. [10X1H1 X1HOMIHY BOJIOAIIOTH BUCOKOIO
010JI0T1YHOIO aKTUBHICTb, 30KpEMa aHTHOAKTEPIaAIbHOIO Ta aHTU(GYHTIIUIHOIO [1-
6], antudaamaTopHoro [7-9], mpotutyOepKyab03H0I0 [9-17], aHTHKOJIBBYCAHTHOIO
[18], miypernunoro [19-25], amTuBipycHOIO [26], aHTHOKCHAaHTHOWO [27],
aHTHTIpioNaIbHOO [28] akTHBHICTIO. BOHM TaK0X BOJIOIIOTH aHAJIBIC€TUIHUM [29-

37], anecretnunum [38] edexrom Ta € aHTaronictamu perentopis [39].

Onnak, JOCHIDKEHHS peakiiii HEHAaCUYCHMX TMOXIJHUX XIHOJIHY 3
eNEKTPO(PUILHUMHU CTIOTYKaMU CEJICHY 1 TeNypy YCKIAIHIOETHCS 1X T1APOodHOOHICTIO,
a TPOAYKTH B3AEMOJII LMX €IEKTPOPUIIB 3 HEHACHMYEHUMH cyOcTpaTamMu €
HECTIMKUMU CIOJTYKaAMHU.

JliTepatypHUil OTJIsi/1 MPUCBSIYEHO aHATI3y HAYKOBUX Mpallb, 0 CTOCYIOTHCS
peakiiii eneKkTpodUIbHOI TeTePOLMKIi3alli HEHACUYEHUX MOXIJHUX XIHOJIHY Ta
IHIMX  a3uHiB. Takok yBary MNPUAUICEHO peakiisiM 3 BUKOPUCTaHHSIM

TETparajoreHiliB CeJIeHy 1 TeIypy.
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1.1. Eaekrtpodinbha rerepounkJizanisa S,N,O-ankeHinbHUX(AJKIHIIbHUX)
NMOXITHUX XIHOJIiHY.

1.1.1 . EnexktpodiibHa mukiizamis S-alkeHUIbHUX MOXiTHUX XiHOJIiHY

S-ankeHUTbHI TTOX1AH1 XiHOMIHY 1.1 3rigHO JTepaTypHUX IKepell 3a3HaI0Th
IUKITI3AI] T €0 eKBIMOJSAPHOI KUTHKOCTI OpOoMy 3 YTBOPEHHSM MOHO- a0o
TpubpomiaiB 1.2 anrymnspHoi 6ynosu. Tpubpominu 1.2, B cBOro uepry npu oopoOiri

aIleTOHOM ITePETBOPIOIOTHCS Ha BiMIOBIIHI MOHO ToXinHi XiHomiHy 1.3 [40].

Cxema 1.1
X AN
— ~ Br, A Me,CO ‘ i )
N S N+/ Br-2n+1 = N+/ Br 2n+1
S S
1.1 % (-
R R Br 1.3
1.2
R=H, Ph
n=0,1

BpoMyBaHHs T10aI1IbHOTO MOX1IHOTO X1HOMIHY 1.4 TPUBOAUTH 10 YTBOPEHHS
i3omepiB arynsHoi Oymosu 1.5, 1.6. I[3omep 1.5 yTBoproeTbcs 3a paxyHOK
BUHUKHEHHSI OPOMOHIEBOTO KaTiOHA B MIPOILIEC] eNeKTPOdIbHOT UKITi3allii, a Horo

i3omep 1.6 — TiipanieBoro iony [40].
Cxema 1.2

‘ N AN N X X -
= = # _ - ‘ Br 2n+1
N S N S = =

N S\?\/ Br
H Br-2n+1
14 |l

NN TN
= - = <
TN N g
2\/ Br'2n+1 Br-2n+1
Br 1.6 Br
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Mounob6pomia 1.8 yTBOproeTbcs MpH B3a€EMOJIIi €KBIMOJSPHOI KIJIBKOCTI

OpoMy 3 aJTIbHUM TiOeTepOM 3-111aHOX1HOMIHY 1.7 B cepenoBuiii xjaopodopmy [41-
43].

Cxema 1.3

CN

X CN T
(Ij\ Brz | SN\ Br
N~ S N s

CHCl,
1.7 | 64% 18 L
r

AnminbHi Ta MeTanmuibHI moxigHl XiHomiHy 1.9, 1.12 mwmxmizyroThcs B

MPUCYTHOCTI oy 3 yrBopeHHsM Tpu WoauaiB 1.10, 1.13 anrynspuoi 6ygosu. Ha
BIJIMIHY BiJI OpOMyBaHHS B LbOMY BHUIAIKYy YTBOPIOETHCS OJIUH MPOIYKT
Tia3oMiHOXiHOIH y Bursaai coneit 1.10, 1.13 [40-43]. ITpu o6poo6mi coneit 1.10 Ta

1.13 HaTpiit HOIUIOM YTBOPIOIOTHCS BiAMOBIIHI MOHO Hoamam 1.11, 1.14.

Cxema l4d

@ CQ s @Q
ﬁ S o )7 Z#

I

Cxema 1.5

L L b
I- -
P L, Jo B Nar BN
FONTNS = NN S
ﬁ) Mej\/ Me——/

1.12 1-13 Z

Me I L4 S

TepMmiHambHO 3aMillleH] aJKeHUIbHI MOXiaH1 XiHoJiHy 1.15 3a3HaroTh
IIUKJII3a11i1 B MPUCYTHOCTI MOy 3 YTBOPEHHSIM MOHO Ta Tpu Woaumais 1.16. ABtopu

3aCBIUYIOTh aHETIOBAHHS Tia30JIIHOBOTO IIMKITY 10 XIHOMIHOBOI cuctemu [41-43].
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Cxema 1.6

- . R
R R
AN ) N
\ P j L S P A I'on+
ZN — - N+
N § ——— N7 s S
Me. Me 2\/
\ N Me/\Jr# Mo T
(4
Me = I - 1.16
1.15 R=H, CH;; n=0, 1

byteninbuuii Tioerep xiHomiHy 1.17 mukmmizyeTbcs HOIOM 3 aHEIIOBAHHSIM
TIa3MHOBOTO ITMKJIY. YTBOpPEHHS Tia3uHOX1HOMIHY 1.18 aBTOpM MOSICHIOIOTH
BUHHUKHEHHSIM MOJIOHIEBOTO KaTiOHA B MPOILIEC] peaKli eeKTPOPIIbHOT HUKITI3aLIli

[43].

Cxema 1.7

2 NN | P
= -~ [ _—
N s F NS NN
L X

n=0,1

[Tpu OGpomyBaHHI B OLTOBIM KHUCIOTI 2-(2-OpomoainiicynbdaHiia) XiHOMIHY

1.19 BinOyBa€eTHCS aHETIOBAHHS Tia30JIBHOTO KBS J0 XIHOJIIHOBOI cuctemu [44].

Cxema 1.8

| XX | AN (j\/\/L
Br;]| Bry
— Br, ~ 3 _ 3
= N S = N* S _ Nt S
AcOH Br —
1.19 1.20

Br Br Br

Ha BinMinHy Big OpomMyBaHHS HoayBaHHs MOX1AHUX XiHONIHY 1.21 npuBoauTh
JI0 YTBOPEHHSI TPUUUKIIYHUX cucTeM 1.22 aHrynsipHOi OyJ0BH 3 €K30LUUKIIYHUM

NOBIHHUM 3B’s13K0M [45].
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Cxema 1.9

N X N N N
| o | oL I;  Nal |
N F 2 e - +7 -
N ——— NL/ NN ZANEN
1.21 s() Brz 1.22 )\/ 123 )\/
Br I

1.1.2. EaexkrpodiibHa nukizania O-ajakeHIbHUX NOXiTHUX XiHOJIHY

Etep 1.24 uukmizyerbcst OpMOM B TETPaxJIOPOMETaHI 3 YTBOPEHHSIM
TPULMKIIYHOI KOHJEHCOBaHOi cuctemMu 1.25 anrynspHoi OynoBH Yy BHIJISIII

Tpubpominy [46].

Cxema 1.10

Me Me
X NN -
_ Br2, CC14 ‘ _ _ Bl‘3
N (0] N* '0)
1.24 %

81%
1.25 \\<
Br

["anorenyBanHs anuibHUX okcoeTepiB 1.26 ta 1.28 npuBoauTh 10 YTBOPEHHS

MOHO Ta Tpuranorenifais 1.27, 1.29 anrynspHoi Oy 10BH 3 BUCOKUMHU Buxoaamu [47].

Cxema 1.11
Me Me
N N N -
N Y N Y

1.26 //) 1.27 8\/

Y=0,S; X=Br,I;n=0,1 X

Me Me
AN X N - -
Cﬁj\ Haly, CHyCl, ‘ ) Hal /Hal;
N~ "o ZON o

_7009,
128 52-70% 129 (M
/ Hal= Br, I

Hal
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Mounob6pomiau 1.32 ta tpu oguan 1.31 MokHa OTpUMAaTH MPH B3AEMO/IIT

O-MetaininbpHOrO TioeTepy XiHominy 1.30 3 6poMoM Ta ioxoM BiamosiaHo [48].

Cxema 1.12
Me Me Me
\
X . .
| P Hal, | N I S | Y Br
/ i~ / Z
N QO cHoy N N

o N o
N B
1.30 M Hal= Br, I Me L Me E/
¢ 1.31 I 1.32 B

86%

1.1.3. EnexrpodisibHa uMkJizaiis nponaprijisHuX NOXiTHUX XiHOJIIHY

lanorenyBanHss mnpomnapruibHoro Tioetepy 1.33 Opomom Ta #omom
BIJIOYBAEThCS PETIOCEIEKTUBHO 3 AHENIOBAaHHSAM TIAa30J1HOBOTO LHUKIY 10
X1HOJIIHOBO1 CHUCTEMHU. Y BUTAKY HOAYBaHHS YTBOPIOETHCS MOHO Honun 1.34, a npu

OpomyBanHiI — TpuOpomin 1.34 [49].

Cxema 1.14

_ X, . _
N~ s NNy ——— N\*
—/
1.34 J\/ 1.35
1.33 /} <7 v/

X'2n+1 X an+1
X=Br,I;n=0,1
1.1.4. EnexkrpodinbHa mukJizamia N(1)-aJkeHiabHUX MOXiTHIX

XiHOJIIHY

Eteninpue nmoxigne xinomny 1.36 nmpu KiMHATHIM TeMIiepaTypl OpOMYy€eThCs
PErioceIeKTUBHO 3 aHEJIOBaHHSAM OKCA30JIHOBOTO LMKIY. BuXIT HOpoayKTy

muktizanii 1.37 ckimagae 55% [50].
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Cxema 1.15

N X .
@\/1 Br,, 25 °C | Br
/ \N+//\O

N O
1.36 ‘% cay 1.37 )\/

55% Br

XopyBaHHA aiiIpHUX moxigHux 1.38 B TeTpaxiiopoMmeTaHl BiIOYEThCS 3

AHEIIOBAaHHIM OKCa30JIiHIEBOTO IUKITY 10 XiHOMiHY [51].

Cxema 1.16
Rl
X HClL,CcCl, Rl “
J\\/L 2) Me,CO cr
2 = _
R N O Rz N* o
.
1.38 H 1.39

cl
R'= Me, R’= H (a); R'= H, R*= Me (b)
[Mpu OpomyBanni N(1)-amimpHux noxigaux XiHomiHy 1.40 yTBOpPHOETHCS
Tpubpomiz 1.41, sskuii mpu 0OpoOIll ALIETOHOM MEPETBOPIOETHCS B MOHO Opomin 1.42

[51].

Cxema 1.17
R1 1 1
m R N R S
Br,, CHCl; Bry Br’
RY NS0 2m\ T Mec 2 N
R N 0 R N 0)
1.40 ‘ 141 % 1.42 Lé
Br B

R'= Me, R?=H (a); R'= H, R>= Me (b)

[Ipu nii rigporen 6poMily B IEPOKCUII BOIHIO HA aJIIbHE MOX1IHE XIHOJIOHY

1.43 yTBOPIOETHCS CyMII MPOAYKTIB Ituk-Tizarii 1.44 ta npuennanns 1.45 [51].
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Cxema 1.18

Me. 1) HBr (40%) + Hy0, 30%) Me._~_~. _  Me X
U\ 2) MeZCO M >
= N o) = N+ (0] + N O
1.43 H 1.4 Lg 145 Kf\
‘ Br

Br Br

B Toii ke wac 7-metwi-N(2)-aminxinonoH-2 1.46 B aHaJOTIYHHX yMOBax
3a3Ha€ MUKJII3allii OpOMOM 3 YTBOPEHHSIM TPULIMKIIYHOI aHTYJIsIpHOT cuctemu 1.47
conenofionoi OymoBu. Cminx BIAMITUTH, WO BiAOYBA€ThCA E€ICKTPOQIIbHE

3aMillieHHs] OpOMY B TIOJIOJKEHHS 3 Ta 6 XiHOJIIHOBOTO UKy [52].

Cxema 1.19

\ 1) HBr (40%) + H,0, (30%) N
2) Me,CO e
N
Me N" "0 Me” N No Br

[Tpu GpomyBanHi xiHOMOHY 1.48 aBTOpU 3aCBIAYYIOTH YTBOPEHHS MPOIYKTY
mukmizanii 1.49 ta BuxigHoro pearenty 1.48. Tlopsia 3 mporiecoM enekTpodiabHOI
IUKJII3a11i1 BiI0OYBA€ThCS peakiiisi eIeKTPOQPLIHLHOTO 3aMIIIICHHS B TPETE MOJIOKESHHS

xiHoJioHy [53].

Cxema 1.20

OH 0 OH
1.48 ) ° N o N 0
H 1.49 \\g 1.48 ﬁ
| N |

3 BHCOKMMHU BHUXOJaMW MOXXHa OTpuMatu MoHO Opomimu 1.51 ta 1.53
B3aeMojier0 OpoMmy 3 moxigHumu XiHomiHy 1.50, 1.52 B cepemoBuili onTOBOI

kucaotu [54-56]. Buxoau B 11boMy BUIaAKy CTaHOBIATH 81-95%.
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Cxema 1.21

Me
Me
N R R
Br;, AcOH | ~ \£ Br
N~ 0 _
1.50 ZON
. 81-95% o)
‘ 1.51
R=H, COOH
Br
1\‘4e o Me O Me O
| A OH WOH X OH
_ 1
N O L = N o) - N \O+
1.52 - -
Br 158 =L Br
\ 1.53
Br Br

[Toximni xinominy 1.55, 1.57 nukmi3yroThCsa OPOMOM B CEPEIOBUII OI[TOBOL
KHCIIOTH a00 TeTPaxJIOPOMETaHy 3 YTBOPCHHSIM TPUIIUKIIYHOI aHTYJISIPHOT CUCTEMHU
1.56 Ta 1.58. Ilpu o6poO1i 6pomonoxigaux 1.60 TpueTnIaMiHOM B CEpEIOBHIII

JIM®A BinOyBaeThcs enimMinyBaHHs atoma bpomy [54, 57, 58].

Cxema 1.22
?H 0] o O
| NN OEt OFt
_ B
N (0] i N 0)
1.55 H AcOH 1.56 \\g
‘ Br
Cxema 1.23
OH o
1 1
R R R
X Br,, AcOH ‘ R
ccl
R2 N 4 RZ

o
1.57 ﬁ 86-92% 1.58 \\g
| R= COOEt

R'=R’= H, OCH,
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OH

o)
X \)k
‘ g OR g,., AcOH or CCl, w
=
N~ Y0 N

Cxema 1.24
o O o O
o) N o
1.59 1.60 1.61 \\&
| R=H,Et
Br

bpomyBaHHs amMiTHUX MOXITHUX XiHOJNOHY 1.62 BiAOyBa€ThCs aHATIOTTYHUM

Et;N, DMF

YUHOM 3 aHETFOBAaHHSIM OKCa30JIIHOBOTO MUKITY [59].

Cxema 1.25

1 |
R R R
m Bry, AcOH R
2 cal
R N (o) 4 2
86-92% 1.63 \\é
R= CONHAr B

R'=R’= H, OCH;4

bpomyBanus aminy 1.64 Hapmumkom 6poMy BiIOYBA€THCS PEriOCEIEKTUBHO
3 YTBOpEeHHSM TpuOpomiay 1.65, sskuii npu Aii alleTOHy Ta BOIU NEPETBOPIOETHCS Y

BiTbHY OCHOBY 1.66.

Cxema 1.26
O P 1‘&‘* i OH O Me |
MeO ~
AN N Me MeO\/\ X N/LMe 2Br
H Excess Br, L H 3
MeO N "0 MeO = N+/ o Br,
Br
L 2
Equivalent of Br, |
o O Me _ _
MeO._~ ){ )K /LMe OH O  Me
J‘\/L /{ E MesCO, Meow /L
MeO = N No* Br,

1.67 Lg

Br
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Bpomornoxigne 1.66 MoxHa OTpUMAaTH B OAHY CTaAII0 AI€0 €KBIMOJISIPHOIO

KUIbKiCTIO OpoMy Ha amin 1.64 [60].

Jlist eKBIMOJISIPHOT KIJIBKOCT1 OpoMy IIpH KIMHATHIM TeMrepaTypi Ha XiHOJIOH
1.68 mpuBomuUTH N0 YTBOpEeHHS BUIbHOI ocHOBH 1.69, a Hammumok Opomy B
aHAJIOTTYHUX YMOBax 103BoJIsg€ oTpuMatu opomornoxigue 1.70. Caix BigMITUTH, IO
B1I0YBa€ThCs €NEKTPOdUIbHE 3aMIlleHHs] OpoMy B OCH3E€HOBE KIJIbIIC aMiJIHOi

KOMIIOHEHTH [61].

Cxema 1.27

AR” -0

Br,
2 equiv. M /\Q

1.70

AcOH

Br

Mounob6pomiza 1.72 mokHa OTpuMaTH B3aeMoi€r0 XiHoMOHY 1.71 3 6pomom B
CEpENIOBHUIIIl OITOBOI KHUCJIOTH, KU MpU 0OpoOIll BOMOI TMEPETBOPIOETHCS HA

noxigHe XiHoJiH-kapoampaeriay 1.73 [54, 59].

Cxema 1.28
= Br
\ Br

¢k [S Y

_— OH N
9 k Ny (jf
5 N o Br, H,O0 N o

1.71

H AcOH O 61% 1.73 \\g
‘ Br

1.72 \\S

Br
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Cxema 1.29

=
| o /‘

0 HN™ g AONT AR 1) Bry, AcOH 9 9
A H 2) H,0 N
A e (LA

N0 ZSN

1.74
‘ E-isomer

PlozxyBaHH;I xiHonony 1.77 Ha BIOMIHY BiJ

1.75 H R=2-MeO-5-Cl, 4-Br
‘ Z-isomer

OpoMyBaHHSI BiJI0YBa€ThCS

pETiOCEeNIEKTUBHO 3 YTBOPEHHSM Tpu Hoauay 1.78. IMOBipHO, yTBOPEHHIO TaKOMY

MPOJAYKTY Iepenye BUHUKHEHHS HOJOHIEBOTO KaTIOHY B IMPOIEC] eeKTPOdiIbHOT

rukoTizanii [51].

I, AcOH (a)
HI (57%) + H,0, (30%) (b)

Cxema 1.30
R1
N 13_
. R? N o
3
KQI 1.78 \\g
+

R'= Me, R>= H (a); R'= H, R?= Me (b)

MertaninpHe moxigae 1.79 mix gi€ro TaloreHiB YTBOPIOE TPUTATOTSHITHI COJTi

1.80 Ta 1.81 3 Bucokumu Buxomamu [54].

Cxema 1.31
Me
| NN Hal, N W
=
N" o
CHCl,
17 1.80 L/ Me 181 L Me
Me Hal= Br, I S

1
88%

TepminanbHO 3aminieHuid XiHOJIOH 1.82 3a3Hae

Br
92%

eNeKTpOodIIbHOI ITUKITI3allii

HOJIOM B CepelOBHUIII JILOASIHOI OLITOBOI KUCIOTH 13 3ayYeHHSIM €K30IMKIIYHOTO

aToMa OKCHCEHY 3 yTBOpeHHsM Tpu Homumy 1.83. BpoMyBaHHS B aHAJIOTTYHHX
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YMOBax MPOTIKAE HE PErioceNeKTUBHO. B pe3ynpTaTi peakiii yTBOPIOIOTHCA
Tpuopomiau 1.83 Ta 1.84 3 aHeTbOBaHUM OKCA30JIIHOBUM Ta OKCA3UHOBUM ITUKJIAMH

JI0 CUCTEMH XiHOJIHY [54].

Cxema 1.32
Me Me
\
N N -
_ > Nz
N AcOH N" "o N O
) 1.83 \\< 1.84 vbMe
‘ Hal=Br, 1 . _Me [ Me
Mo Hal” Me Br

Me

1.1.5. Enekrpodinbna nukiizanis 8-tio(okco, aMiHo)aJIKeHIJILHUX

NMOXiAHUX XIHOJIIHY

[Ipn nii eKBIMOJSPHOI KUIBKOCTI OpOMy B TETpaxJOpOMETaHi Ha §-
anintioxiHodiH 1.85 ytBoproerbes cymimn i3omepiB 1.86 Tta 1.87 y Burisami MoHo

OpominiB [62].

Cxema 1.33

X
_ 1 equiv. Br,
N

S CCly
\—
5

r
1.86 27% 187 Br 61%

B cBoto uepry nist Hagmumky ioxy Ha tioetep 1.88 B aneToHi mpuBOAUTH 10
yTBOpeHHs Tpu Hoauny 1.89, axuit mpu 0OpoOIll HATPiK HOIUIOM MEPETBOPIOETHCS

Ha Moo woaux 1.90 [62].

Cxema 1.34
N X
N/ 2,5 equiv. I, 2,5 equiv. Nal N+/ T
S\: Me,CO Me,CO S \/\\/1

1.90 93%
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Hukmizanis TiomoxigHoro 1.91 ramoreHizamu pryTi HOpPUBOAUTH 0

YTBOPEHHSA PTYTh 3aMIIIEHUX KOHJeHCOBaHUX MmoxigHux 1.92 conenomioHoi 6ynoBu

[63].

X

~

N

S‘\:

1.91

Cxema 1.35

HgXZ X
20°C
HgX
S g
X=Cl, Br, I A

bpomyBanus MertaniipHoro noxigHoro 1.93 B xmopodopmi mpuBoaUTH 110

YTBOPEHHS MPOAYKTY LUKIi3aiii — MoHO 6poMiny 1.94 Ta mpomykTy nmpueaHaHHS

1.95. Haromictb oayBaHHs Takoro Tioetepy 1.93 BinOyBa€eThCsl pEriCeIeKTUBHO 3

yTBOpeHHsIM nojii Hoaumy 1.97. Tlpu 06podmi comi 1.97 HaTpiit HoauaoM B arieToHI

yTBOPIOETHCS MOHO Hoaua 1.98. [lis xmopuay pTyTi Ha XiHomiH 1.93 nmpuBoauTH 10

yTBOpeHHs coii 1.96 [64].

Cxema 1.36
AN AN
N |
P e N
N Bry, CHClL, L N
Br
0°C N\
3: e 4B_/
M¢ 195 F
HgCl,,
MeZCO

1.96 2

["asiorenyBaHHs aniIbHOTO MOX1AHOrO 8-okcoxiHodiny 1.99 mpuBoauth 10

yrBopeHHs cojei 1.100 3 aHeIp0BaHUM OKCOa3MHOBUM IHKIIOM [65].
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Cxema 1.37

AN
N~ %2 N X on+1
0O\ _ o _b_x
1.99 1.100

X=Br,I;n=0,1

N-amineuuit xinomin 1.101 mig miero #ony 3a3Hae HUKII3ALI] 3 YTBOPEHHSIM
KOHJICHCOBaHO1 CHCTEMH coJenoaioHoi OymoBu y Burisal Tpu uoauay. Ilpu

00poOIIl TpH HoaM Iy HATpil HOIUAOM yTBOPIOETHCS MoHO Hoauy 1.102 [67].

Cxema 1.38
X
= DI
N )R b
N 2) Nal
R/ ‘\:
1.101 R=Ac, Ts

1.2. EnextpodiibHa mukiizamis S-ajkeHUIbHUX(ATKIHUTbHUX)OXiTHIX

a3uHIB
1.2.1. EnexkTpodinbHa NMKIi3alia S-aJKeHiIbHUX NOXiTHUX Tioypaiuity

VY aninpHOTO TiOETEPY MPH J1i eIeKTpodisia aHeTHOBAHHS JOAATKOBOTO IUKITY
MOJKe TBimOyBaTHcs 3a ydacTio aroma HitporeHa N(1) um N(3). BusiBmiiocs, 1o
UKIII3AIs S-anKeHUTbHUX noxigHux 2-tioyparty 1.103 mix nmiero cynbdarHoi

KHCJIOTH BiIOYBA€EThCS 3 YTBOPECHHM TiazosomipuminuHis 1.104 [68, 69].

Cxema 1.39
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[Toxibno 2-metaninrio-6-metun-5-etun-4(3H)-mipuminuaon 1.105 pearye
3 Ccynb(paTHOO Ta OpOMOBOJHEBOIO KHCIOTOIO 3 YTBOPCHHSM MOXITHHUX
tiazonomnipumiauny 1.107 ta 1.106 BiamoBigHO. OOpoOka OCHOBOIO MPOAYKTIB

1.107 mpuBoauTh 10 yTBOopeHHs ocaoB 1.106 [70].

Cxema 1.40
0 Me 0
M M
Et Me Et HBr Et . Me Et ‘. Me
H,S0, B
Ny e © o 7N 3 TN
— -
Me— N7 S Me N/% 53: Me— N+ S HX Me— >\ S
|
1.106 1105 ¢ x H 1.106

X=HSO,, Br
B=NaHCOj3, AcONa

[anorenyBanus  2-amin(meranin)cynbdanin-4(3H)mipumiaunonis  1.108
POXOAUTH N0 aToMy HiTporeHy B nepiiomMy moJoxKeHH1 NIPUMIIUHY 3 YTBOPEHHSIM

raJoreHiIiB TiazoniHomipumigunio 1.109. [71-75].

Cxema 1.40
(0]
(0]
R, ! NH
NH Y
‘ P S Halz R2 N+ S
R, 1N1 o8 ¥ _ » R %\/ Hal
. 3
Ry R,= H, Et, iPr CH,Hal
R,=Me, Bn 1.109
R;= H, Me
Hal=1, Br

Wogorukimizanisi  alKeHiIbHOro mipumigunay 1.110 wHagmumkom Koy
BIJIOYBAETHCS 3 YTBOPEHHSIM cosiei TiazonomipumiauHiio 1.111. Comi 1.111 niero

Hoaumy HaTPirO B alleTOHI epeBOAATH B MOHOMoauan 1.112 [76].
Cxema 1.41

(0]

| NH Nal | NH
N+/J\S a

P
s

F;C7 N ¥ F;C F;C7 N g
Lo R RAH R/‘L/
: CH,I CH,1

1.111 1.112
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PeriocenextuBHicTh ranorenyBanHs mnipumiguHiB 1.113 Bu3HavaeThcs
JIOBKMHOIO QJIKEHIJILHOTO 3aMiCHHUKA Ta HYKJICO(DUIBHICTIO aTOMIB HITPOTEHY
nipuMiTuHOBOTO Kinbls. [Ipu rajoreHyBaHHI aliIbHUX(METATUIBHHAX) TOX1THUX
tioyparmty 1.113 B cepenoBuiii xsopogopmy abo OLTOBOI KUCIOTH BiAOYBAETHCS
aHEITIOBaHHS Tia30JIIHOBOTO IMKIYy 3 yTBopeHHsM cosedr 1.116 [71, 72], a npu
rajioreHyBaHH1 OyTeHITbHUX(IIMHAMIJIBHHX ) TIOETEPIB — aHETIOBAHHS TIa3MHOBOTO
ukay (1.114) [77]. Coni 1.114 ta 1.116 ameratoMm HaTpiiO MEPEBOAITh B OCHOBU
1.115 Ta 1.117 BigmoBigHO.

Cxema 1.42
o o o
| NH
~ Hall ‘ NH Halz ‘ -
R +J\ - - & Hal
R j\; " ) N%SMRI K NL/S
1
R Ry
. R 2 3
R L13 Rs CH,Hal
1.114 AcONa R= CH,, NH, 1.116
DMSO R,= H, CH, AcONa
0 R,= H, CH;, Ph o DMSO
R;=H, CH;, Ph
N Hal= Br, I | )N\
H;C ITI/\S H,C~ N g
RI/Y R3/H
R2 CHzBl‘
Br

[Tpu Homouumkmizaiii 2-aminrionipuMiguH-6-ony 1.118 yTBOproroThes coui

tiazonomnipumiauHiro 1.119 [78].

Cxema 1.43
0
I,

NH NH R T

S R N+/

1.118
IH2C 1119 THC 1120
R=H, CH;,

B3aemonisi ankeninmbHux TioerepiB 1.121, 3 Opomom B xjopodopwmi

MPOXOJUTh PEriOCEIECKTUBHO 3 YTBOPEHHSIM 3aMIIIEHUX Tia30JI0MIPUMIIUHOHIB
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1.124, a 6GpomyBaHHs IUHAMUIBHOTO TioeTtepy 1.122 yTBOproe mipuMiIuHOTIa3UH

1.123 [79].

Cxema 1.44
o
(  N-H,C
NH
| B 0 0
HiC N g R*HZC% Br, RHC
Br, /& NH D ——— ‘ T\H
- /LS e Br’
Br cH,  HCTON _ R CHCL, HiC™ Nty
1123 R,=H, 1.121,1.122 R, R,=R,=H BrH,C
R,=Ph <:/\ 1.124
R= [CH3(CH,);3],N—
0O N—
N/

lanorenyBanns cnonyku 1.125 npuBOAWTH A0 YTBOPEHHS BIJIMOBITHUX

OpoMifiB i WoaudiB Tia3050[3,2-b]mipumiguniro 1.126 Ta 1.127 [80].

Cxema 1.45
NH, NH,
[ NH 5 NHz NH
- I I
H,N N+/k P ‘ oN % ‘ +//K
° Br HN" ST S con % N
}\/ CHCl, 2 N \— 2Hs H I
CH,Br 1.125 CH,I
1.126 127
2-Aninriompuminua-4(3H)-orn 1.128 B3a€EMOJIIOTH 3

apwICyNb(QEHIIXJIOPUIaMU 3 YTBOPEHHSM SIK POAYKTiB mpueananug 1.131, Tak 1

rukmizaii 1.129 [73].
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Cxema 1.46

(o) (0}
Rl _ Rl
M Ry-SCI Ay
s
R, z S\: R:™ N \___SR;
1128 L3l of
R,-SCI
o 0]
Rl Rl
| NH AcONa | i
~ Cr >
R, °N* >
g#s DMSO R 1‘{ S
S. fg
Ry S\R4
1.129 R]=H, Rz— CH3 1.130
R3= NOZPh
N— X
R4= [
ey
['eTeporukiizariis S-aniIbHUX TIOETEPIB TIOypaIuiIy 1.132

b eHuIceIeHTpUOPOMIIOM Y OPOMOM MPOXOJAUTH PET1OCEICKTUBHO 3 aHEIIFOBAHHIM
ceneroTiazuHoBoro mukiay 1.133 Tta TtiazompHoro nukmy 1.134 BigmomigHo [81].

OO6po6xa coeii 1.133 arleToHOM IPUBOJUTH 0 EKCTPY3ii peHiIceIeHOpoMiTy.

Cxema 1.47
(0)
NH
PhSeBr; ‘ J\ Acetone
[ e -
o Ri™ N s -PhSeBr 0]
Ph/§e W) Br
~ N Br oo | F\H
/LS ] . 2br R >
Ri™ N = R o) l N>\/S Br
R,=NH,, CH Pl
! ? 3 2Br, /ﬁLNH Acetone BrH,C 4135
1.132 R, N+/KS o
. -Br,
Bl'3
Bl'HzC
1.134

Hist Opomy Ta Hony Ha 2-nponapriiaTionipumianH-6-on 1.136 npuBoguTh 10
yTBOpeHHs ranoreHimiB 1.137, ski mpu oOpoOiri aneraToM HATPilO B CEPEIOBHIII

JAMCO ytBoprotoTh ocHoBu 1.138 [77, 82].
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Cxema 1.48

0]

[0} (0)
N
NH Hal, NH AcONa )
| — | H;C S n~ N

H;C N/% Sx H;C N+/kS DMSO NS
N

1.137 1.

Hal=1, Br
[Toxazano [81], mo nuKIi3amiss S-MPOMAPriUIBHUX MOXIAHUX TIOYpAlHIiB
1.139 ¢deninceneHTpuOpoOMiIoM 4d OpOMOM BiAOYBAETHCS CTEPEOCEIECKTUBHO 3
YTBOPEHHSAM FE-130MEpiB KOHJCHCOBAaHUX TIa3WHO- Ta Tia30J0 MIPUMIJIMHOBUX

cucrtem 1.140 ta 1.141 BignosigHo. Jis anerony Ha 1.140 cnipuuuHsie eKCTpy3ir0

dbeniiceneHopoMiy.
Cxema 1.49
o)
R,
NH
PhSeBr; ‘ J\ Acetone
:> +/
o ki S _PhSeBr \
R, ph-S¢
Br ‘
R, %sx — 1.140 % Br
R,= NH,, CH A\ - 5 l\/
R,= Br, H 2 | iﬂ Acetone
Ri™ N -Br, 1.142
1.139 >\/ Bry
n-
Br

1.2.2. EnexkrpodiiibHa HMKIi3aLifA S-aJKeHiIbHUX(AJKIHIIbHIX)
NMOXiITHMX NMiPa30JI0NipUMiTUHIB
[{unamineHuA TioeTep mipaszosomnipumianH-4(5H)-ony 1.143 mukimi3yeThbes
HaJIuMmIkoM #ony B mneHtaoauna 1.144, sxuii nepeBoasTh B ocHOBY 1.145.
HarpiBanus Ttiazunomnipazonomnipumiguay 1.145 B pozumni eranon—JMCO

CIPUYHMHSIE Pe MUKITI3AI[II0 3 YTBOPSHHAM TiazoJomipasononipumiannay 1.146 [83].

Br
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Cxema 1.50

O
0 N
S
S~ N 31, /~ “NH Na,SO -
N/‘\/X — = N | ——— N N)\S
ITI N S 1\‘] Nt S 5
H H
NS
|
1.143

(0]
N N*s
H _/

\CHZI

1.146

BpomyBanns tioetepy 1.147, sikuit Mae 3a010Kk0BaHU HYKJICO(DUIBHUHN LIEHTP

B TI0JIOXEHHI 3 MIPUMITUHY, IPUBOIUTH 10 yTBOpeHHs TpuOpomiay 1.148 [84].

Cxewma 1.51

NH

MeS Q =

>\)L MeS NH /@ MeS NH O
N/J‘\ N 2Br, MN Acetone MN X

NN ST\ CHCl, N\NLN(K Bry’ > N\N/\ S B
Me Mé )\/S Mé NS
1.147 BrH,C BrH,C
1.148 1.149

[anmornukdmizariist TioetepiB mipaszoso[4,3-d]mipuminuniB 1.150 BinOyBaeThCs
aHAJIOTIYHO, AK 1 JUIsS BIAMOBIAHUX TioeTepiB mipa3ono[3,4-d]mipuminuHiB 3

YTBOPEHHSM CoJjIe mipaszonoTiazonomnipumiguniro 1.151 [85].



Peakmii

6-anirrionipaszono|3,4-dnipumiana-4(SH)—ony
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Cxema 1.52

R
XH;C L
+ Haly
_ 2Hal, \( al
T AOH \
R=H, CH;
Hal=Br, I 1'151

1.152 3

apwicyiadeHuIxaopuaamMu B xjaopodopmi j1ae npoaykT npueaHanus 1.155, a npu

nonaBanHi coboBoi go6aBku LIClIO4 B o1TOBIM KHCIOTI MPUBOJUTE IO MPOIYKTIB

IUKTi3aMii aHryasapaoi 0ymosu — nepxsopari 1.153 [86]. [IpoaykT npueaHanHs

1.155 nuKIi3y€eThCA JII€10 aleTaTy HATPIko.

ArSCl, AcOH
LiClO,
(o)
N//l)L NH
\N / S o J—
NN \—
1.152 PhSCI, CHCl,

S-nimHamimipasono|3,4-d]mipumigua-4-oH

Cxema 1.53
o
N//\/\HLNH AcONa N ‘N
\ P clo, ~ > ;
= NN Y DMSO )\s
C -
SAr SAr
1.153 1154
(o}
AcONa /fk SPh
%s ! DMSO *&J/
H w
1155 ©hS 1.156
Ar= 4-N02C6H4, 4-MeC6H4
1.157 B3a€EMOJIIE 3

apwiICcyaEeHUIXJIOpUIaMHU B OITOBINA KUCJIOTI 3 aHEIIOBAaHHAM Tia3MHOBOTO ITUKITY

1.158 [86].
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Cxema 1.54

0 0 o
2 NH ArSCl //\AHk NH
7 NH N
N\ ‘ 8 — N\/j\)k AcONa \N +/J\
N™°N N —_— N S
— AcOH N N+ S - [
! [ Cl H
1.157 SAr
SAr
1.159
1.158

Ar=4-NO,C¢H,, 4-MeC¢H,
CeneHorajaoreHyBaHHs aJKCHUIBHUX MOXITHUX Mipa3oio[3,4-d] mipumiauHy
1.160 mae cymim mpoayKTiB IUKITI3allli 3 aHTYJISIPHO aHEIbOBAHUMU T1a30J1HOBUM
Ta TiaceleHasnHoBUM mukiaamu 1.161, 1.162 [87].

Cxema 1.55

% s O #

7 N SeBry N 4

N, | N N, | B Br
N N/% S¥ N\/j\)L/ B + N N+J\S

\ +7N

R, XJS

"
N / \
R
RZ li] ! Bl'/§e7\)
1.160 Ry CH,SeBrs Br R, CHyBr

X= 0, NH 1.161 1.162
R1= H, CH3, C6H5
R2= H, CH3

[erepormkiizanis 2-npomapriationipaszono[3,4-d]oipuminun-4-onie 1.163
Cyib(haTHOIO KUCIOTOIO BiOYBAa€ThCS 3 YTBOPEHHSM aHTYJSpHOI cuctemu 1.64 3

CK30LMKJIIYHMM ITOABIMHUM 3B’ s13K0M [88].

Cxema 1.56
o (o)
N 2 | NH H,S04 7 | NH
. — > N
1\‘1 N/ S‘\ N N"'/J\S
R AN R —

1.163 H,C
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BbpomyBanHs Ta fioyBaHHS NpoONaprilbHUX TioeTepiB 4-okcomipasono|3,4-
d]mipuminguny 1.165 gae cymiin CTpyKTypHUX Ta KOH(Irypamiiaux izomepis 1.166-
1.168. Ipu Temmneparypi 70°C mepeBaxkae KinbKiCTh NPOAYKTY 3 €HAOLMKIIYHAM
noapiiiEuM 3B’a3koM 1.168. 3menmenns Temmneparypu peakuii go 10-15 °C

MIPUBOJUTH JI0 YTBOPEHHS TUIBKK CyMIillll reoMeTpuyHux 13omepiB 1.166, 1.167.

[85].

Cxema 1.57

O O el ey
0 R o R — R O
R /
HN )— HN, //L /)\ Hal,_; *HN +//K Hal, ;" TN - +/J\ Hal,,
N/ N/ S N N* " n-1 N N S N N S
1.165 \ //u % =
' Hal—(" 1 166 H 1.167 Hal,C g 168
H Hal
R=H, CH,
Hal=Cl, Br, I
n=1 (CI), 2(Br, I)
4-ImiHo-1-MeTun-5-denin-6-nponaprinrio-1,5-murinpo-4H-mipasosno[3,4-d]

nipumiguH 1.169 ramoreHyeTbcs CTEPEOCENEeKTUBHO 3 YTBOPEHHSIM MPOIYKTY Z-

koHpirypaii 1.170 [86].

Cxema 1.58

N 2 | N > N 4 | N
N 7 Hal
N N//‘*S \ AcOH /N N* S aly
Hal 1.170
1.169 Hal=Br, I H

1.2.3. EaexrpodinbHa mukiizamis S-aJkeHiIbHUX(AJIKIHIIbHIX)
MOXITHUX TIEHOMIPUMIINHIB
EnextpodinbHa rereponmkiizaiiis 2-aninarioTieno[2,3-d]mipumianH-4-oHiB

1.171 mix fi€l0  TETparajoreHilliB CeleHy NPUBOAWTH JO YTBOPEHHS
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CEJICHOTIa3MHOTIEHOMPUMIUHY SIK JIIHIMHOI, TaK 1 aHrysipHOi OynoBu 1.172,

1.173 3anexxHo Big criocoOy nNpUroTyBaHHs einekTpodiry [87].

Cxema 1.59
R, O
7 NH SeBry MNH
R I -
2 S N/);S R; //‘\ /J\ Br
— ST N s
1.171 Br—Se
/
-X + Br
2 SeOZ 2Ha12 CHZBI‘
1.173
Acetone
R, O
%N/Se CH,Br R, O
R || j/ NH
STONTs R
| . $TONT S
H  Hal \
1.172 Sed
R1= R2= CH3 ‘
R;+ Ry= (CHy), 1.174 CH,Br
Hal = Cl, Br
Haromicte,  Terpabpomin  Tenypy 3  QIUIbHUMH  TiOoe€TepaMu
tieno[2,3-d|mipuminuay  1.175  perioceJeKTUBHO  yTBOPIOE  KOHJICHCOBaHI

TiazoJoTieHOmpuMiIuHU 1.176 3 eK30IUKIIYHUM TPUTAIOTCHTEIYPOMETUILHUM

3aMicHHKOM. [88].

R, O Q
Rz%ﬁls
ST N T\

1.175

Cxema 1.60

% 2 0
TeB
€ebry / N
R, | P Br
S N*

R1= R2= CH3
R+ Ry=(CHy)4

1.176
TeBr;

MeraninbHi Tioerepu TieHomipuMmiguny 1.177 terparanoreHigamu ceieHy

HCCCICKTUBHO LII/IKJ'IiBYIOTBCH,

criBBigHomenHi 2:1 1.178, 1.179 [89].

YTBOPIOYH  CYMIII

CTPYKTYPHUX 130MEpiB Yy
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Cxema 1.61

D PO RS e
4& SeO,+HC1 0-5°C N/\ Vi N
%S — R ] N

< _| a o+ <
AcOH STON' S N+ S
1. 177 o
R;=R,= CH; 20-25°C CH,SeCly cr ) CH,CI
R+ Ry=(CHy)4 1.178 179

Hisa mudeninauxiopceneHy Ha Tioetepu TieHomipumiauHie 1.180 yTBOproe

xomiutekc 1.181 [90].

Cxema 1.62
R . Ph
thSEClZ Se\
LS —_— RZN f P Cl
P 1]
= R;= Ry= CH; SN Sy
1.180 Ri+ Ry=(CHy)y4 —

1.181

B anamoriuHux yMmoBax (PEHUICENEHTPUTaJOreHIIn UUKII3YIOTh allJIbHI
noxiaHi TieHomipumiauny 1.182 no cenenoriasunTieHompumianuia 1.183 [91-97].

Cxema 1.63

0 R ¢
R, PhSeHal, NN
N I R2 ‘ _ Hal
. M sl A

sl Ax

N — Ri=R,=CH, HalS\e\H
1.182 R;+ Ry=(CH,)4 Ph/
Hal = Cl, Br CH,Hal
X=0,§ 1.183

lamormukmizariss  2-mpomnaprinrio(okco)rieno[2,3d|mipuminun-4-onis 1.184
B1JI0YBAETHCS PETio- Ta CTEPEOCETEKTUBHO 3 yTBOpeHHs M E-130mepin 1.185 Ta 1.186

[98].



R (0]

N R,
7 N Br’ 1
R R
2 si A AcOH N
N' X =—Bn+ g _
%\/ 0 S X
H

3h,10°C

Br
1.185

R (0]

SN

R;=R,=R;=CH;, X=S

R;=Ry= -(CH,);-, Ry=CHj, X=S
R,=R,=CHj, R;=Ph, X=S
R;=Ry= -(CH,);-, R;=Ph, X=S
R,=R;= -(CH,)-, R;=Ph, X=S
R;=Ry= -(CH,)4-, R3=Ph, X=0
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Cxema 1.64

/R3
N I
R, |
AcOH >
—_—
0
48h,20°C
; 4/8,\/

[IpomnaprineHi Tioetepu TieHomipuminuHiB 1.187 3 apuncynsdeninxnopunamu

B XJOpOQOpMi YTBOPIOIOTH MpoAYKTH TpuenHanHs 1.189, a B uirpomeTani 3a

HasBHOCTI TepXJIopara JIiTito MUKII3yIThes 3 yrBopenHsm 1.191 [99].

(o}
—_—
ArSCl, /
CHCI4 s 37
1189 ArS
o
NH ArSCl
77 L r =
S -
N \ CH;NO,+LiClO,
1.187 A
(1) Bry, CHCl;
(2) Acetone
(3) AcONa, DMSO
v
o
711
S
1.188
Hc”
Br
(o}
ArSH 7
ST N

Cxema 1.65

=g

ClHZC
1.190

(0]

I N o,

1.191 4

HC\
SAr

AcONa,
DMSO

(0]

am

.o

1.192 )

Hc”
SAr

AcONa

DMSO
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2-Ilpomaprinriotieno[2,3-d|mipumiguan~ 1.194  npu  B3aemomii 3
TeparajoreHilaMu CeJleHy Ta TeIypy LMKII3YIOTbCS 3 YTBOPEHSIM aHTYJISPHUX
cuctem 1.195 [100-101].
Cxema 1.66

R1 o R ()

1
NH AHaly
R, 4 ‘ g —> R, N NH -
s M Hal
N ‘\ S Nt S
\\ R1= R2= CH3

\
Hal—A
1.194 Ri+ Ry= (CHy)4 Hal’ |
Hal = Cl, Br " Hal
A =Se, Te 1.195 2
[IponaprinbHi T10(OKCO)TI€EHOMIPUMITUHH 1.196 UKIII3YIOThCS

deHinceneHTpUOPOMITaMH TaKOXK 3 aHETIOBAHHSIM CEJICHOTIa3nHOBOTO Kty 1.197
[91-97].
Cxema 1.67

g 1,0 y 1,0
N PhSeHal;
N e 74 N -
R %ﬁ RZM/ Hal
s N/%XX s
AN

S/\ + X
= = \
R;=R,= CH, Hal—Se
1.196 R+ R,= (CHy)4 PH |
Hal = Cl, Br - Hal
X =0, S 1.197 a

['erepoumkmnizamist 3-amin-2-npomaprinriotienonipuminuHie 1.198 min miero
TETparajioTeHi/liB CEJeHy Ta TeIypy MPOXOAUTh 3a YYacTIO IPOIMAPTiIbLHOTO

¢dbparMeHTa 3 yTBOpeHHIM MpoaykTy mukitizanii 1.200 [102].
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Cxema 1.68

AHal3

%IL Hal
—A w %s
%fk AHal, 1.199

%s

R1= R2= CH3

1.198 R+ Ry=(CH;)4 \Hk
Hal = Cl, Br Rz‘( Hal
A =Se, Te
Hal*/A
Hal ‘

1200 H Hal

1.3.EnexkrpodiibHAa HUKITi3a1lisi HCHACMYEHHUX CIOJIYK AllMKJIIYHOI0 Ta

reTePpOUMKJIIYHOIO0 PAAY 3 TETPATraJOreHiIaMu CeJIeHY Ta TeJLypy

3 niTepaTypHUX JaHUX BiAOMO, IO OpPTraHIYHI CIOJYKH, SIKI MICTSTh aToOM
TEIypy NPOSBIAIOTH IMUPOKUH CIIEKTP 010aKTUBHOCTI. Cepen HUX € CIOJYKH, SIKi
IPOSBIISAIOTH MPOTHITYXJWHHY akTUBHICTH [103-112], aHTHOKCUIAHTHY aKTHBHICTD
[113-117], adTunapasutapHy  aktuBHicTh  [118-121]. Bonum  MOXyTh
BUKOPHCTOBYBAaTUCh B SKOCTI IMyHOMOAyisTopiB [122-124], a Takox Yy
dapmaxogorii [125-128] ta neitponarii [129-130]. CeneHopraHiuHi CIIOJIYKH TAKOXK

BOJIOJIIFOTH IIIMPOKUM CIIEKTpOM (hizionoriuHoi aktuBHOCTI [131-140].

Ceneno TterparanmorenyBanHs cimany 1.201 BigOyBaeThcsi 3 yTBOpEHHSIM
npoaykTiB mukmizamii 1.202, ski MICTATh €HIOIMKIIIYHUN aTOM CeJIeHY Ta CUIIIIIO

[141].

Cxema 1.69
Me
Me X\/Sl
/ o SeXy %x
\\ Se

Huetnninaumerwicinman 1.203 mukiizyeTscs TeTpaOpoMioM celeHy 3
YTBOPEHHSIM MPOAYKTIB IMKJI3allii, a caMe TeTpaObpomo- Ta AHUOPOMOIOXITHHUX

1.204 Ta 1.205 [142].
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Cxema 1.70
Me, Me Me,_ Me
Me ~ Br— S g Br—_Si
Me/ Si =+ SeBr4 ‘ ></Br + ‘ >q
AN se 1 Se Br
1.203 1.204 1.205

Juetnninmetun cinad 1.206 3a3Hae mukimi3zalii TeTparajoreHilaMu CeJieHy B
xjopodopMi 3 yTBOpEeHHAM aurainoreHonoxigaoro 1.207, ske B CBOIO 4epry Mix
JIE€I0 BOJM YU KHUCHIO TepeTBOproeThcsi Ha eTep 1.208. AHajgoriyHMM YMHOM
BiIOYBAETHCS 1 TeypoxyopyBaHHs cimany. Ciif BIAMITUTH, IO €HIOIUKIIYHUN
aToOM TEeJIypy Ha BiAMIHY BiJl CEJICHY NPU CEJIICHOTETparajJoreHyBaHHI OTOYCHHI

JBOMa aToMamHu xJyiopy [143]. .

Cxema 1.71
H
X
~ “Se
Me /M M Me(;’ SiK\(X
X Si H LN
— T \— X—_Si H H
H S HzO or 02 I >%
/ —
Me H Se X
\Si// CHCI, 1.207 1.208 H -
H/ + SeX4 )
X
\\ 2 /Se
Me~g;
X=Cl. Br Me,  H SITX
% e\Si' H,0 or O, Me_ O X
1.206 I >/X X X—Si x X
X ] H Se X
1210 X -
1.209 r
SeXy Me_  H
X—_Si
X
I <X
Se
H X
- 1211
r 7] H\ // Me\ //
H Me Me H Me si
o 1— Si ]
Me\s = CHCl C‘IS'>_<C' \\ ¢ [ l>_<0
_Si T 1 - - —— T
H \\ + TeCly 20°C H ;Te\ H TeCly. H,O H ;l“e\ H
a a a d
1.206 1213
1212 :
R R'
R ~Z Ca—_Si ¢
R'/Sl + TeCly I >:<
\\ ! ’Te\a !
1214 Cll 215

Terpabpomonioxigne 1.217 mokHa OTpUMaTH B3aEMOMIEI0 TEPTAOPOMIAY
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CelieHy B CepesloBullll XJIopodopMy Ta KIMHATHINA TemmepaTypi 3 cinanom 1.216

[144].

Cxema 1.72
Me. Me
CHCI1 o
(HC=C);SiMe, + SeBry, ————=> » Br—Si Br
2 0 \ /
20-25 °C | <<
1.216 Se Br Br
1.217

CeneHoTreparajoreHyBaHHsI €THHUIBHUX MOXIZHUX Tepmanito 1.218

BiJI0OYBA€ThLCS 3 YTBOPCHHAM CyMIIII MpoayKTiB nukiizamii 1.219 ta 1.220 [145].

Cxema 1.73
R R'
R R
R // X\/Ge
Ge CHCl;4 + /
Rv/ + SCX4 / X
AN Y

RR' = (CHy)s,

1.218 R =R'= Me,CH, 1.219 1.220
R =Et, R' = Me;C
X =Cl, Br

CininpHi noxigai 1.221 pearyioTs 3 TETpaxJjIOpUIOM TEIypy 3 YTBOPEHHAM
cyMimr reoMerpuuHux i3omepiB Z 1.222 1 E 1.223 xondirypamii. Hammumox

CTUHIJIBHOT'O MOXiTHOTO A03BOJIsI€ oTpuMaTH etep 1.226 [146].

Cxema 1.74
R R' R R'
R — CHCl, ‘ si m d
Si + TeCl j I
R'” 4
\\ 20 OC H Te /
| a a cl
1.221 R+R'= (CH2)4a (CH2)59 1.222 1.223
R = R'=Me, Z
R = Me, R'=Me;Si(CH,),
-~ _ H & Me_ //
H Me _Si H Me Si
. Me Si 1
v con | A
Me/S‘\\ + TeCly R H ~Te H TeCly. H,0 H™"Te H
. /
N 20°C a a a d
1.224 E
1.225
L J 1.226

Husinincynedin 1.227 mig ai€0 TeTpaxjaopuiy CeJleHy B CEpelOBHIII
xJopodopMy 3a3Ha€ eneKTPOPIILHOT LIUKITI3a1ll] 3 YTBOPEHHSAM JUXJIOPONOX1AHOTO

1.228 [147].
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Cxema 1.75
Cl

Cl\se/
HCI
/\s/\ + SeCly _CHCL | r T
/\S

05°C e

1.227
1.228

OyHkIioHaNbHI  ToXigH1 (ypanoBoro psay 1.230 moxHa oTpuMartu

B3a€EMOJIEI0 aNiIbHUX MOXigHUX (enomy 1.229 3 Terpaxiopuaom Tenypy mOpu

HarpiBaHHi B cepenoBuill xjopodopmy. Ilpu nii mepcynbdary HaTpito Ha

BignoBiaHi Tpu xjopuan 1.230 BinOyBaeTbCs BiIHOBJICHHS TETYPY 3 YTBOPEHHSIM

matenypunis 1.231 [148].

Cxema 1.76
/ CCly refl
4 reflux TeCl;
+ TeCl4 Nazszos, HzO-PhH
OH R=H, Me o 0 to 20-25 °C
R R 1.230
1.229

‘ AN Te—Te \—@
7

~~0 0"

R 1.231 R

B3aemonist TerparanoreniniB tenypy 3 TioerepoMm 1.232 mpu KiMHATHIM
TEeMIIepaTypl TMPUBOJUTH 1O YTBOPEHHS MOJEKYJIsIpHOro kKomiuiekcy 1.233.
HarpiBanHsi OCTaHHBOT'O MPOTATOM 7 TOJWH JO3BOJISIE OTPUMATH T1APOTaJIOreHI]
1.234. Tiazonino tpmazon 1.234 MoXHa OTpUMATH B OJHY CTaJil0 7-TOJWHHHM

HarpiBaHHSM BUXiIHOTO Tpuasony 1.232 3 Temyprerparanorenigom [149].

Cxema 1.77
N—-N
/0

/ \ (/ \

_ N~ S

z- TeHal,
N 1.233 N
1232
_ heating
Hal= Cl, Br heating / .
X
al’

TeHal;

N-N

H

N—N+w
an
N

S
1.234 @
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TenypoTerparanoreHyBanHs anipHuUX TpuazoniB 1.235 BinOyBaerbcsa 3

aHEITIOBAHHIM Tia30J1IHOBOIO UKy 10 TpHrazoiy [150].

Cxema 1.78
B N—-NH
N—-NH
/ R
R%N\/ss + TeHal, N\;\S HHal
1.235 &
H R= C¢Hs, 4-NO,C¢Hy, 4-NCsH, 1.236 TeHal,
Hal= Cl, Br

N-aminpHIMOXiaHI S-amiHOTpHa3oy 1.237 mif Ai€ro TeTparajloreHiiB ceIeHy
3a3HAIOTh HUKIII3AII] 13 3ATy4eHHSIM €K30IMKITYHOro aroma cyiabdypy. [lukimizaris
nuaniapHoro noxigHoro 1.239 tetpabpomigoM Temypy BiAOYBa€ThCs aHATIOTTYHUM
gyuaoM [151]. Cmim BigMmiTuTH, O oxaepxkaHi riaporamoreHimm 1.238, 1.240

NPOSIBIISIOTH 010JI0T1UHY aKTUBHICTH 110 ITaMy KynbTypu Salmonella derbie.

Cxema 1.79
R N-NH N )\
) N
HN N/gs + SeHal, N)\S HHal
1.237 ﬁ R=H, CH;0CH,CH,, Allyl 1.238 SeHal
‘ Hal= Cl, Br ?

\L R N
N—-NH . NH
aN-—{ )\ g HBr

/
1;1[ N/\s S + TeBry ———— N\\&
1.239 ﬁ 1.240 TeBr;

Takum 4YwHOM, aHaNi3 JITEpaTypHUX JaHUX PO3KPUBAE CHUHTETHYHI
MOXJIMBOCTI ~ BUKOPUCTAaHHSA  €JICKTPO(PUIBHOI  BHYTPIIIHHOMOJEKYJISPHOT
reTEePOLMKII3AIi i CHUHTE3y NOMIIUKIIYHUX CHCTEM, a BHKOPHCTAHHS
TETparajoreHiJliB CeJeHy 1 Teypy B TAKUX PEaklisix Ja€ MOKJIMBICTh CHHTE€3YBaTH

MOTEHIIIMHO 010JI0T1YHO aKTUBHI XaJIbKOT€HOBMICHI F€TEPOIIMKIIH.

ITokazaHo MOTEHIiadl BHKOPUCTAHHS HEHACHYCHHMX IOXIJHHMX Aa3WHIB IS
JOCITIKEHHSI PET10HAMPaBICHOCTI peakilii eleKTpoduIbHOI TeTepOoLMKIizallii, a
BUKOPHCTAHHS XaJIbKOTE€HOBMICHUX €JIEKTPO(IIHHIUX PEAreHTIB B TAKUX PEAKIIISX €

AKTYaJIbHOIO 3aJ1a4CH0.
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PO341JI 2. CUHTE3 TA EJEKTPO®IJIbHA TETEPOLUKJII3ALILA 2-
S(Se)-AJIKEHIVIbHUX(AJKIHIJIBHUX) MOXIAHUX XIHOJIIH-3-
KAPBAJIBJAEI'TAIB

Sk BUIAHO 3 JITKPATYpHOTO OTJISAY, €IEKTPO(IIbHI HMUKII3AII] € MOTYXKHUM
IHCTPYMEHTOM KOHCTPYIOBaHHS KOHJICHCOBBAHHMX TETCPOIMKIIYHUX CHCTEM.
Opnak, MOTeHIIal peakiiil enekTpodiapHOT MUKII3aIii Ta iIXHI 3aKOHOMIPHOCTI
BUBYEHI HENOCTaTHbO. BapiroBaHHS SK CyOCTpaTiB, Tak 1 eJIEKTPOQIILHUX
UKJTI3YIOUMX PEareHTiB Ha/la€ MOXKIIMBOCTI I pO3POOKK HOBUX BapiaHTIB TaKUX
nuKIBamii. BaxiuBuM Ta MEpPCHEKTUBHUM  HANPSIMKOM €  JOCIHIKEHHS
TFeTEpPOLMKIII3aid 3 HOBUMH YHM  MAJOJOCIIKEHUMU  €IeKTPOPUIbLHUMU
peareHTamMu. 30KpeMa, BUKOPHUCTAHHS TaJIOTEHIJIIB CEJICHY Ta TeNypy BIJIIKPUBAE
NUISIX 10 TOOYIOBM  HEBIJIOMHUX  paHimie  Ol0JOTIYHO  IEPCHEKTHBHUX

CeJIEHO(TeIypO)BMICHUX F€TEPOIIMKIIIB HA OCHOBI X1HOJIIHY.

2.1 Cunre3 2-5(5Se)-aakeHIIbHUX(AJIKIHUILHUX) MOXITHAX XiHOJIiH-3-

kapoaabaeriay [152-164]

BuxinHuM peareHTOM JJIs HAIIMX JTOCHIIKEHb CIIYTYBaB 2-T1OKCOXIHOJTIH-3-
kapOanpaerin 1, 7-MeTui-2-TioKCOXiHOMH-3-KapOanbaerig 2 Ta 2-ceJIeHOXIHOMiH-
3-kapOanpaeria 3. ANKUTIOBaHHSM IIMX PEAareHTIB 32 aTOMaMHU CipKH YW CEJICHY
BBOJIWJIM 3aMICHUKHM 3 KPaTHUMH 3B’SI3KaMH, SIK1 O CHpUSIIM IUKIII3aIii mpu i
eJIEKTPO(DLIIB.

3 niTepaTypHUX JAHUX BIJOMO, 1110 B 3aJIEXKHOCTI BiJl IPUPOAH LUKII3yIOYOTO
areHTy, MOJsApu3allli KpaTHOTO 3B’S3KYy Ta KHUCIOTHOCTI CEPEIOBHINA, MOXKYTh
YTBOPIOBATHCS TETEPOLUKIIH 3 aHEIIBOBAHUM IIIECTH- a00 IT’ATUYJICHHUM ITUKIIOM.
Tomy anKeHUTbHI 3aMICHUKHA BHOUPAIM TAKMM YHHOM, 11100 KpaTHI 3B’ S3KU OYJIH SIK
TepMiHaJIbHI, TaK 1 IHTEPHAJIbHI.

AnkinroBaHHs TIOHIB 1, 2 Ta cereHOHY 3 HECHACUYEHUMH TaJIOT€HOOX1THUMU
HaMu 37ilicHeHo Brepiie. [IpoBeneHo onTuMizallito yMoOB peakilii. BctanoBieHo,

i (0) npu AJIKUTIOBAHHI METAILTXJIOPUIIOM, JTUMETUIATIIIOPOMIIOM,
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MUHAMUIXJIOPUIOM Ta MpOMapriiopoMizioM HalKpalie BHUKOPHUCTOBYBAaTH SIK
OCHOBY JIYT YH aJIKOTOJIAT y CHUPTOBOMY CEPEIOBHILI, TOAl SIK MPU AJIKUTIOBaHHI
aNIOpOMIZIOM ONTHUMAIBHO peakiio mnpoBoautu y cepenoBuml JIM®DA 3a
HassBHOCTI JIyry. HallBUIIIMMU BUSIBUIIMCS BUXOJIU aJIKEHIJILHUX TIOTEPIB.

Cxema 2.1

R H X R? N X/§:< 3
1-3 4-16 re R
43-90%
Ne cionyku X R R1 R2 R3
1 S H - - -
2 S CHs - - -
3 Se H - - -
4 S H H H H
5 S CHs H H H
6 S H CHs H H
7 S CHs CHs H H
8 S H H CHs CHs
9 S CHs H CHs CHs
10 S H H CeHs H
11 S CHs H CeHs H
12 Se H H H H
13 Se CHs H H H
14 Se H CHs H H
15 Se H H CHs CHs
16 Se H H CeHs H
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Cxema 2.2
| |
AN + Hal N
Q al — Base/sol P
R H X R N X -
1-3 .
17-20 41-54%
Ne cionyku X R
17 S H
18 S CHs
19 Se H
20 Se CHs

Hal = Br, Cl
Base = KOH, EtONa
Sol = i-PrOH, EtOH, IM®A
Ckian ogxepkaHux TioeTepiB Ta ceneHoerepiB 4-20 migTBEpIKEHO
€JIEMEHTHUM aHali30M, a OyAOBy — CHEKTpaJlbHUMHU MeTrojnaMu. PosrisHemo

XapaKTEePHI CIIEKTPU [UX CIOIYK

[E=1") 1.07 324 1.00 4.00 1.0:.07 2.20

10,332

2427

4111

F.arg

5.287498
5198

228

E

G026

adbe A I de AL

» ]

4 2 0 ppm

Puc. 2.1. Cnextp IIMP 2-aminrtioxiHoiin—3-kapoaabaeriny (4)
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Tak, y cnektpt IIMP (puc.2.1) tioerepy 4, HeMae CHUTHalIy MOpPOTOHA
MEpKanTo-TPyNH, IpUTaMaHHUN peareHTy 1, B ciabkoMy 10y, HATOMICTh
3’SBISIOTBCS CUTHAJIM TIPOTOHIB aliJIbHOTO 3aMiCHHKa — JyOJeT MpOTOHIB
METHJICHTiO-TpynH 1ipu 4.11 M.u., 1Ba 1y0ieTH MPOTOHIB METUIICHOBOI TPYIH HpU

5.19 m.4. Ta 5.44 M.4., MyJIbTUIUIET IPOTOHY METUHOBOI Ipynu npu 6.08 m.4.

B cnextpi [IMP (puc.2.2) Tioerepy 10 crocrepiraroThCsi XapaKTepHi CUTHAIN
JUI LIMHAMIJIBHOTO 3aMiCHMKA: JyOJIeT METHJIEHOBHX MNpOTOHIB mpu 4,18 m.u.,
MYJIBTUIUIET OJHOTO METHHOBOTO MpOTOHa mpu 6,48 M.4. 1 nyOneT 1HIIOro
METIHOBOTO IpoToHA Mpu 6,80 M.4. 13 KOHCTAHTOI CHIH—CITIHOBOI B3aemoii 15,6

['1, m10 CBIAYUTH PO MpaHc—KOHDIrypalito HMHAMUIBHOTO 3aMiCHHUKA.

4.186

~.4.169

8.917

NN
~

~

6.782

mmmmm

PPM
— .126
~._8.106
—_8.049
~._8.028
7.927

7.628

—_7.294
~N_7.275
~\_7.227
7.209
6.821

6.481

. J -

g3 [ellsislzl : 2

ﬂr

=1

-

o 10.0 9.5 9.0 8.5 8.0 7.5 7.0 .5 6.0 5.5 5.0 4.5 4.0 3.5 3.0 2. 2.0 1.5 1.0 0.5 0.0
File name: if-29 Owner: SF: 400.4487 MHz NS: Sl: 65536, TD: 32026

—

~
S
o

Date: 30-Dec-1899 Solvent: "DMSO-d6 SW: 8000 TE: 293

Puc. 2.2. Cnextp I[IMP 2-timnaminrioxiHomid-3-kapoansaeriay (10)
JlonaTkoBUM CBIqYeHHSIM yTBOpeHHs Tioetepy 10 € curnanu B cnextpi AMP
BC, mo mosoguts S-ankimosarHs (puc.2.3), A¢ iHPOPMATHBHUM € CHIHA
amiarnyHoro aroma kapobony mpu 32.08 Mm.4., 10 BIANOBIAAE TPOIYKTY

QJIK1TIOBAHHS TI0 €K30IUKIIIYHOMY aTOMY CyIbypy.



: o ela
£ e o
3 - g
3 ] 33 S
z . o o J o olel <ol o =
& 8 8 o & & = el S~ 5 o
R 3 @ G I - -
5 3 o g g =x5KNe 4 g
5 il g & gy§yg ¢ 8
& 138.0 136.0 134.0 132.0 180.0 128.0 126.0 124.0
u“,\' h A VS ——
& 190 180 170 160 150 140 130 120 110 100 90 80 70 60 50 40 30 20 10 0
File name: if-29-13C Owner: SF: 100.7017 MHz NS: SI: 131072, TD: 50714
Date: 30-Dec-1899 Solvent: "DMSO-d6 SW: 21097 TE: 294

Puc. 2.3. Cnektp SIMP 3C 2-nunaminrioxinonin—3-kap6ansaeriay (10)
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bynosy ceneniny 12 Takox niarBepmkye criektp [IMP (puc.2.4), ne curnan

IPOTOHIB AJIUIBHOTO (PPArMEHTy MPOSIBISIETHCS Y BUIJISAAl MYJIbTUIUIETY MPOTOHY

METHUHOBOI Ipynu mpH 6,09 m.4., TBOX Ay0JIeTIB METUICHOBOI rpynu npu 5,34 Mm.4.

15,03 M.4. BIANOBIAHO Ta AyOJeTy METUIIEHTIOTpYNH npu 3,95 m.u.

s
g
o

| /
[ !
I (|
IGa-53

1T 1T T I T

I EIEE

g g 31318 A 3

3 140 | 130 | 120 | 110 100 90 80 70 &0 | 50O 40 30 20 10 00

Puc. 2.4. Cnextp IIMP 2-anincenenoxinonin—3-kapoanbaeriay (12)
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B cnextpi [IMP (puc.2.5) npomapriibHoro tioerepy 17, Hemae CUTHATY
IIPOTOHA MEPKANTO-TPYNU y CIIA0KOMY TIIOJi, HATOMICTh 3 SIBISIOTHCS CHUTHAIA

MIPOTOHIB MPOMAPTILHOTO 3amMicHUKa Tipu 4,16 M.4. Ta 2,99 m.u.

1.04 1.10 4.22 1.99 ooz

8878

2898

oy

Puc. 2.5. Cnextp IIMP 2-nponaprinrioxinoiain—3-kapoansaeriay (12)

Takum uuMHOM, ajKUTIOBaHHS 2-TiO(CENIEHO)XIHOMIHKApOambAerily 3a
HAsIBHOCTI OCHOBM CEJIEKTUBHO MPOXOJIUTH 32 aTOMOM XaJIBKOTE€HY 3 YTBOPEHHSIM
HEHACUYEHUX TIO(CEJIEHO)EeTepIB  XIHOJIHY, SKI € MEepPCHEeKTUBHUMHU IS

JOCITIJIKEHHS PeaKiliid eaeKTpoQiIbHOI reTeporKIIi3aIlii.
2.2 EnexTpodiibHa rajoreHouunkJizamis 2-S(Se)-
AJIKeHUTbHUX (AJIKIHUILHUX) MOXITHUX XiHOJIiH-3-Kapoaabaeriny [152-164]
Sk BUIHO 3 JITEPaTypHOTO OTJISTY, OPOM Ta MO IMUPOKO BUKOPUCTOBYIOTH Y
peaKIisix eaeKTpodiIbHOT BHYTPINIHBOMOJIEKYIApHOI mukiizarii [40-86, 98,99].

BukopuctanHs pI3HMX 3a TOJSPHICTIO PO3YMHHMKIB CYTTEBO BIUIMBAE Ha

PET10XIMII0 TPOIIECY, CKJIAJ Ta BUXOIU MPOTYKTIB PEAKIIii.
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[lepmmM  MOAETBHUM  QJIKEHITBHUM  TIOETEPOM  JJIST  JTOCIIJKEHHS
raJloreHyBaHHs BHOpaHO TEPMIHAJIBHO HE3aMIIICHUH  2-aJIUITIOX1HOJIH-3-
kapOanpaerin 4. HasBHiCTh 1BOX HYKJIEO(IIRHUX IEHTPIB Yy TioeTepi 4 CTBOPIOE
nepeayMOBH JIJIs1 aHEJIIOBAHHS JI0JIATKOBOIO TETEPOIUKITY IIUISIXOM €JIEKTPO(UILHOT
reTeporuKiizalii. 3ayBakKMMoO, IO PE3yJbTaT peakiii 3 TrajoreHamMu He OyB
OYEBUIHUM, OCKIJIbKA MOKHA OYJI0 O4iKyBaTH FeTePOIMKIII3aIlil 3 YTBOPEHHIM S5-U
a00 6-1 YJIEHHOTO UKIIIB, @ TAKOX MPUETHAHHS MO AJIKEHUIBHOMY ()parMeHry.

["amorenyBanHs TioeTepy 4 TPOBOAWIM B XJIOpopopMi 3 JTBOKPATHUM
HaJIJTUIITKOM Opomy uM ony. HamMu BCTaHOBJIEHO, 110 TaJIOTEHTE€TEPOLIMKIIIZAIS 2 -
QNIITIOX1HOJIH-3-KapOanberiny 4 Bi10yBa€ThCsl PET10CEICKTUBHO 3 aHETIOBAHHIM
TI1a30JIHOBOTO IMKJIYy. B pe3ynprari peakuiii BUAUIEHO Ta 1AEHTU(IKOBAHO
Tpurajgorexniiy 1-ranoreHomeTmii—4-gpopmin-2,3-1uriaporia3ono[3,2-a]XiHoiHi0

21, 22.

Cxema 2.3
7
X CHCI,
_—
N™ ST\ — 71-83%
4 21, 22

Hal = Br (21), 1 (22)

Cknan i 6ynoBy cionyk 21, 22 noBefeHI e1eMEHTHUM aHaJIi30M, CIIEKTpaMH
[IMP, IMP23C, COSY, NOESY, reteposiepHoi KOpeJsii.

Ha pucynky 2.6 nasenenuii cniektp [IMP tpubpominy 21.



PPM
10.247
9.745
6.633

PPM

8.008

—_— 7.989

o
IN
S

4.10 4.00 3.90

g

& 105 100 95 9.0 8.5 8. 7.5 7.0 6.5 6.0 55 5.0 4.5 4.0 35 3.0 25 2.0 15 1.0 0.5 00 -05
File name: lendel-if21PROTON Owner. SF: 400.4477 MHz NS: SI: 65536, TD: 19174
Date: 30-Dec-1899 Solvent: "DMSO-d6 SW: 4805 TE: 293

Puc.2.6. I[IMP
a|xixominiit Tpudbpominy 21

Crnextp
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1-6pomometun—4-hopmin-2,3-guriapotiazono|3,2-

JIJist yTOUHEHHsI BiJHECEHb TaKOX BUKOpHUCTaIU JBOMIpHI cnektpu COSY 1

NOESY (pwuc.2.7 1 2.8). Bouu mo3Bossitoth poouTH BimHeceHHs Ha ocHOBI KCCB i

MPOCTOPOBOI OJIM3BKOCTI MPOTOHIB BIJIMOBIAHO.

”Vv |

I
?tﬂh »
@0 Q

Puc.2.7. ABomipuuii cnextp COSY nns cnonmyku 21
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Puc.2.8. Isomipuuii cnexktp NOESY mis cionyku 21

I3 xpocmikiB, HasBHUX y criekTpi COSY MoO’KHa CKJIACTH HACTYIHY CXEMY

KOPEJISIIIiN TPULUKITIYHOT cucteMu 21

H 10,25

Jlns BIOHOIICHHS CHTHAIIB HAWOUIBII Ba)KIMBHUMU BHUSBHJINCH JallbHI
KOpEJISIIil MK MPOTOHAMH, BIJUICHUMH OLTBIN, HIK TphOMa 3B’SI3KaMU. 30KpeMa
KOpessiii MK CHHTJIETOM Tipu 9,75 M.4. 1 IyOJIe€TOM OJHOTO 13 apOMAaTHYHHUX
MPOTOHIB JI03BOJISIE€ BIIHECTH CUTHAJI OCTAHHBOTO JI0 MPOTOHY, KU Ma€ BIJTHOCHO
CUHIJIeTa nepu-opieHTanito. lle gomomarae BigHECTHM 1 BCi 1HII CHUTHAJM.

[TinTBepKeHHS 3p00JICHUX BiJHECEHbh MOKHaA 3HaTH 1 B criekTpi NOESY.
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’/‘ 655 9,75

H 10,25

34.90
32.82

PPM
\_189.99
165.40

152.91

66.93

PPM

139.13

138.63

133.24

129.03

126.64
~~_126.53
119.49

wwmwwwwmw

2140 138 136 134 132 130 128 126 124 122 120 118

i e
L
& 180 170 160 150 140 130 120 110 100 90 80 70 60 50 40 3
File name: lendel-if21CARBON Owner: SF:100.7017 MHz NS: SI: 131072, TD: 50714
Date: 30-Dec-1899 Solvent: "DMSO-dé SW: 21142 TE: 290

Puc.2.9. Criextp SIMP BC 1-6pomomeTun—4-popmin-2,3-

JUTiApoTia3os0[3,2-a]xiHomiHiid Tpudpomin (21)

JUisi  BiAHECEHHS CHUTHANIB y KapOOHOBOMY CIHEKTpi Oylid BHUMIpSHI

rereposiaepHi cnekrpy HMQC 1 HMBC (puc. 2.1012.11).
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“i |

150 140 130 120 110 100 90 80 70 60 50 40
F1 (ppm)

Puc.2. 10. Cnektp rereposinepanx kopensiiiit HMQC s cnonyku 21

I
I

160 150 140 130 120 110 100 90 80 70 60 S50 40 30
F1 (ppm)

Puc.2.11. Cnextp rereposinepaux kopemsarin HMBC mns crionmyku 21

VY Tabmumi 2.1 HaBeAeHO BCi KOPETSAIli, M0 CIIOCTEPIraloThCs B CHEKTpPax

HMQC i HMBC.
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Ta6muns 2.1. Tlosauii nepenik rereposaepanx H—3C kopensmiii,

3HaWJeHUX A Tpubpomigy 21

'H curnan, ITosokeHHs Kpoc-HiKiB y BuMiproBanti *C
9, M.A. HMQC HMBC *
10,25 190,00 165,40: 126,64; 152,91s
9,75 152,91 165,40; 138,63; 133,24, 126,64
8,55 133,24 152,91; 139,13; 126,57; 119.49s;
8,45 119,49 152,91s; 139,13; 133,24s, 129,93; 126,57,
8,32 139,13 138,63; 133,24, 129,93s, 126,57s; 119,49s
7,99 129,93 139,13; 133,24s, 126,57, 119,49
6,63 66.93 165,40
4,20 34,90 66,93; 32,82
4,07 32,82 66,93; 34,90;
4,02 32,82 66,93; 34,90
3,97 34,90 66,93; 32,82

Ha ocHOBI nmaHux mi€i Tabiuui MU MOOYAyBalM CXEMY TIETEpOSIIEPHUX

KOpeJisiiii. 3a ii IomoMOororo BAAJIOCS BIIHECTH BC1 KapOOHOBI CUTHAIH CIIOTyKH 21.

TyT npoTOHOBaHI aTOMU KapOOHY BIJIHECEHI Ha OCHOBI BJKE€ BIJIOMUX KPOCIIIKIB Y

cnexktpi HMQC, a yeTBepTUHHI aTOMU KapOOHY — Ha OCHOBI KOpEJSLINA Yy COEKTP1

HMBC.
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Crnektpanbhi nani Tpuitoguny 22 (puc.2.12) TakoX MiATBEPAXKYIOTH

aHEJIIOBAHHS T1a3011HOBOIO IMHUKITY.

PPM

3
8
8
B

10.257

9.726

7.992

~
8
g
@

e

05 100 95

9.0

6.5

5.0

4.5

35 3.0 2. 20 15 1.0 0.5 0.0

‘ SF: 400.4487 MHz

NS: Sl: 65536, TD: 32000 ‘

‘ File name: if24 ‘

‘ Date: 30-Dec-1899

Solvent: "DMSO-d6

‘ SW: 7994

TE: 293 ‘

Puc.2.12. Crnexktp IIMP 1-fionomerun—4-dopmin-2,3-auriaporiazonol3,2-
a]xiHOJIHIA TpuoauIy 22

Takum uymHOM, OpoMyBaHHS Ta MOJIYyBaHHA AaIlJIOBOIO  TIOETEPY
X1HOJIIHKapOanpAeriny BIAOYBA€TbCS  PETIOCENEKTUBHO 3  YTBOPEHHsM  1-

rasioreHoMeTui—4-hopmin-2,3-auriapoTiazono[3,2-a|XiHOIIHIA TpUragoreHiIiB.

Ha ocHOBI eKkcrnepuMEHTAbHUX AaHUX MOYHA 3alpONOHYBATH 1IMOBIPHHIA

MeXaH13M raJJOorcHyBaHHA:

+ Hal-Hal

_—

O
|
N
N+ s Hal3
21, 22 2\—/

Hal

_—

CrnoyaTky YTBOPIOETBCS /7-KOMILIEKC TaJIOTEHY 3

\

Hal-Hal =

Cxema 2.4
o o}
I | —
A
E—
~
\ Hal-
Hal+

KPAaTHUM 3B’ SI3KOM
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AJIKCHUIBHOTO (PparMeHty, SIKMil epeTBOPIOETHCA y TaJOTEHOHIEBUN KaTiOH. Y
BUMAJAKYy TEPMIHAJIBLHO HE3aMIIIEHOTO TaJIOTCHOHIEBOIO KaTIOHY B1JI0YBa€ThCs
aTaka Tapu €JEKTPOHIB aToMa HITPOTeHy Ha JPYTHil aToM KapOOHY OHI€BOTO
KaTIOHY 13 3aMUKAaHHSAM T1a30J1IHOBOTO IIUKITY.

3HaiiieHnii HampsIMOK peakxilli raJoreHyBaHHS TEPMIHAJIBHO HE3aMIIIeHUX
TUJIBHUX TiO€TEepiB OyB YCIIIIHO peali30BaHUM TaKOX 1 HA METATUIHPHUX TIOETEPAx
6, 7 Ta 7-MeTuI-2-aniaTioX1HOMIH-3-KapOanbaerial 5:

Cxema 2.5

—O

r.to )
5-7

R 65-76%
Hal
23-28

Ne cionyku Hal R R1

23 Br CHs H

24 I CHs H

25 Br H CHs

26 I H CHs

27 Br CH3 CH3

28 I CHs CHs

HasiBHicTh 3aMicHMKA Ol TEpMIHAJIBLHOTO aToMa KapOOHY ajijbHOTO
3aMICHMKa MO’K€ CYTTEBO BIUIMHYTH Ha HAMpsIMOK rajoreHuukmzani. Jlms
3’sCyBaHHS BIUIMBY 1IbOTO (haKTOPy Ha Mepedir peakxiii eNeKTpoiIbHOI UKTi3allii
OyJi0 BHUpIIICHO MPOBECTU Trajolukiizamiio TioetepiB 8-11, mo MicTaTe Ois
TEPMiHAJIBLHOTO aTOMa KapOOHY /1Bl METWJIbHI TPYIH Y¥ (PEHUTHHUI 3aMiCHUK.

B niteparypi MICTAThCS cynepedsiMBl JaHl IIOAO TrajoreHonuKiizami 3-
METUJI0YT-2-eH-1-UTbHUX (AUMETHIATIIPHIX) TIOETEPIB UM €TEPIB T€TEPOIUKIIIB.
Mu nocniauiau B3a€EMOJIII0 JTUMETWIANIIBHUX TIO€TEPIB X1HOMIH-3-KapOaabAeriay

(8, 9) 3 OpomoM Ta ¥OaOM B aHAJIOTIYHUX YMOBax, IO 1 JUIS TEPMIHAJILHO
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HE3aMINICHNX aIUIBHUX TioeTepiB. BCTaHOBIEHO, IO perioXiMmis TMpoIecy
raJloreHyBaHHS HE 3MIHIOEThCSI, TOOTO aHEMIOETHCS T1a30J11HOBE KUJIbIIE 0 X1HOJIIHY,

HE3Ba)KAI0YM HA CTEPUIHUI (HaKTOp.

Cxema 2.6
o) O
|
AN
CHCIéj
+ 2Hal 0 -
~ 2 r.t R N Hal
5.9 >f
70-73%
Hal
29-31
Ne cnonmyku Hal R
29 Br H
30 | H
31 Br CHs

[TinTBEepKEHHSIM YTBOPEHHSI Tia30JIIHOXIHOMIHIA TpuramoreHigiz 29-31
ciyxats gani cnexpis IMP *H ta C, B sskux cMraan METHHOBOTO IPOTOHY i aTOMa

kapOOHy HPOSBIACTLECA mpU 6,59-6,64 mu. (IMP H) 1a 68 m.u. (SIMP 13C)

(puc.2.13 Ta 2.14).

sovif105.fid

Wl (de )3 5

Puc. 2.13. Cnekrp  IIMP 1-(1-tiomo-1-metmnerwn)-4-popmin-1,2-

auriapo|1,3]riazono[3,2-a]xinomninii tpuiioauy (30).
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sovifl05 APT

1 i I [

Puc. 2.14. Cnexrp SMP®EC 1-(1-#iomo-1-metunernn)-4-popmin-1,2-

muriapo[ 1,3]riazomn0[3,2-a]xinominii Tpuioauay (30)

[li mani KOpemwIOTh 13 XIMIYHMMH 3CyBaMHM TPOTOHY 1 aTomMa KapOOHY
METHHOBOL rpymnu MPOJIYKTIB LUKITI3a11i AIIBHOTO TIOETEPY
X1HOJIHKapOaabAeriay, CTPYKTypa SKUX OJHO3HAyHO Joka3zaHa. QOueBHUIHO,
MEXaHi3M TaJOIMKJIII3aIlli TAKUX TIOETEPiB aHAJIOTTYHHH 10 BHIIE3ragaHOTo.

HaromicTh, HasiBHICTh (PEHIIBHOTO 3aMICHUKA OUIA TEpPMIHAJIBHOIO aToMa
KapOOHY aJUJILHOTO TIOETEepy 3MiHIOE HampsiMOK mukdiizamii. [Ipu peakiii nBox
eKBIBAJICHTIB OpOMY 4M HOAY 3 2-IIMHAMINTIOX1HOMIH-3-Kapbanpaerinamu 10 ta 11

y XJ0p0o(hOpMi YTBOPIOIOTHCS TPUTATIOTEHIIN Tia3WHOX1HOMiHIIO0 32-34.

Cxema 2.7
o) O
|
A CHCI,
+ 2Hal -
10,11 Ph)\H 69-71%

Hal
32-34
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Ne crionmykwu Hal R
32 I H
33 Br H
34 I CHs

Taxuit HanPsIMOK IUKJTI3a1lli IMHAMIJTBHUX TI0€TEPIB BITOMHIA 1 OSICHIOETHCS
CTEpUYHUM  (PaKTOPOM. CnexTpanbHi xapaktepuctuku (puc.2.15 1 2.16)

rajoreHigiB 32-34 1odpe KOpearoI0Th 13 BiIOMUMH Y Jiiteparypi [ 77].

5.881

~._5.864

mmmmmm

4.300

9.680
8.384
~.8.366
8.088
~._8.067
\.7-980
N7.792
7.421

6.776

5.881

~.__5.864

7.421
7.112
6.776

.

g
8
o

8 5 8 8
S o S <
0.5 100 9.5 9.0 8.5 8.0 7.5 7.0 6.5 6.0 5.5 5.0 4.5 4.0 3.5 3.0 25 2.0 1.5 1.0 0.5 0.0
File name: if-32 Owner: SF: 400.4487 MHz NS: Sl: 65536, TD: 32026
Date: 30-Dec-1899 Solvent: "DMSO-d6 SW: 8000 TE: 293

Puc. 2.15 . Cnextp [IMP 2-iiogo-5-popmin-1-denin-2,3-guriapo-1H-riasunol3,2-
a|xinousiHid Tpuitoaumy (32)



PPM
——_ 10338

9.706

PPM
8.567

— 8547

8.309

PPM

®
3

o9

69

3.687
3.370

~.3.364
~.3.326

3.650

& 100

9.5 9.0
File name: if30

8.5 5.0 4.5

SF: 400.4487 MHz

4.0 3.5 3.0 2.5

NS:

2.0 15 1.0

SlI: 65536, TD: 32026

0.5 0.0

Date: 30-Dec-1899

Puc. 2.16. Cnextp I[IMP 2-6pomo-5-dopmin-1-denin-2,3-auriapo-1H-
Tia3uHO[3,2-a]xiHoiHil Tpuopominy (33)

Solvent: "DMSO-d6 SW: 8000 TE: 293

IMOBIpHMIT MEXaHI3M pEaKIii HABEIEHO Ha CXEMI:

Cxema 2.8
0 0
| — I | ]
o + Hal-Hal — A N
—_—
~ ~
R N 7 R R N S Haly_
Hal
10, 11
Il
0
I
A
— ™R N~ S Hal,
Ph
Hal
32-34

CroyaTKky YTBOPIOETHCS /7--KOMIUIEKC TallOTEHY 3 KpPaTHUM 3BSI3KOM
AIKEHIJTLHOTO (parMeHTy, SKHM TEPEeTBOPIOETHCS Yy TalIOTCHOHIEBHM KaTIOH.
HasiBHiCTh (heHUIBHOTO 3aMiCHHUKA CIPUYMHSE aTaKky Tapu eJEeKTPOHIB aroMma

HITPOT€HY Ha TPETi aTOM KapOOHY OHIEBOTO KaTIOHY 13 3aMHKaHHSIM Tia3MHOBOTO
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uKITy. Hamr npunytieHHs: He cyrepevarh BIJOMUM MeXaHi3MaM TaJIoTeHyBaHHS
ATKSHUTITPUMIIUHOBUX CHCTEM.

Takum YMHOM, HampsIMOK IUKJi3allli TrajoreHaMH AaJiIbHUX TiOETEepiB
X1HOMIHKApOaIpJeriy 3aJeXUTh BIJ HAsSBHOCTI 1 BHUIY 3aMiCHUKA O
TEPMIHAIBHOTO KapOOHY aJIJIbHOTO (hparMeHTy.

Hactymaum etamom Hamoro A0CipKeHHS 0Y10 3’ ICYyBaHHS BIUTUBY IPUPOIH
XaJBKOTEHY Y TTOJIOKEHHI 2 X1HOJIIHY, 3 SIKUM 3B’ S3aHUM aJIKEHIJILHUM 3aMiICHUK, Ha
mporec rajoreHornukimizamii. Jlis BUpIMICHHS I,bOTO 3aBJaHHS IPOBEICHO
OpoMyBaHHST Ta  HOAYBaHHA  QJIKEHUIbHUX  (QJIUIBHOTO,  METAIIBHOTO,
METUJIOYTEHIJIHOTO, IIMHAMIUIBHOTO) ceneHoerepiB 12-16, mo wMicTaTh sK
TE€pMIHAJIBHO HE3aMILIEHUH, TaK 1 3aMIILIEHUN aIlIbHI1 3aMICHUKH.

BcranoBiieHo, 1110 B aHAJIOTIYHUX yMOBaxX MPOBEIEHHS peakiii mpupoja
XaJIbKOT€HY HE€ BIUIMBA€ Ha PETiOHAIMPABJICHICTh IMPOIIECY TrajloreHyBaHHs, ajie
BHUXOJIM MPOJIYKTIB JIeN[0 HUKY1. Tak, raJlonuKIIi3amnis alibHOr0, METAIIBHOTO Ta
METUJIOYTEHIJILHOTO CEJICHOETEPIB MPUBOJIUTE O AHEIIOBAHHS CEJIEHA30JiHOBOTO

UKy, @ IUHAMIJIBHOTO — CEJIEHA3MHOBOTO UKIY /10 OCTOBA X1HOJIIHY.

Cxema 2.9

45-85%

i

A + 2Hal,
2
R N Sew:<R R1=R3=H
R R e /
12-16 TR N~ Se Hal; 48-54%
Ph/J\\T/J 40, 41
Hal
Ne cronmykm Hal R1 R2 R3

35 Br H H H
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36 I H H H
37 Br H CHs H
38 I H CHs H
39 Br H CHs CHs
40 Br H CeHs H
41 I H CeHs H

CnexTpasibHi AaHi coyieid 35-41 KOpemnolTh 31 CHEKTPaJbHUMHU JTaHUMHU
BIINOBITHUX TioaHanoriB. Tak, B cnektpl [IMP (puc. 2.17) cenena3onoxiHOmiIHIN
Tpuitonuay 36 cobauBo 1HGOPMATUBHUM € XapaKTep MPOSIBY CUTHAJIB MPOTOHIB
CHIOIMKIIIYHOT METUJIEHOBOI IPYIH Ta €K30IUKIIYHOI HOJOMETHUIILHOI TPYIIH, 110

JAOBOAUTL YTBOPCHHSA CCICHA30JIbHOI'O HUKITY.

PEM
10328

. 6:552

9718

— 2086
8.570
8464
8497
8354
8.03¢
6554

PeM

4.115

~.4.114

PP
=7
o

i

100 80

i

Ry

: gl

ARR

70 60 50 40 30

103 /,_i.é(
= D
o] 116 _F v

£ 120 11.0

File name iga 57

Operator: root

SF: 500.0717 MHz

NSC: 0

PW: 0.00 usec, RG: 0

SlI: 32768

Date:

Solvent:

SWW: 8503 Hz

TE: 0K

AQr 3.85 sec, RD: 0.00 sec

Puc. 2.17. Cnektp [IMP cenenazonioxinomiHii Tpudbpominy 36

Cnig BIAMITATH, IO JaHUM TUN peakli Jae 3MOTry CHHTE3yBaTH

OlomepCcreKTUBHI

CEJIEHOBMICHI

eNeKTPOUILHUX PEareHTIB.

reTeporkin  6e3 i

CIIOJIYK CCJICHY K
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BBeneHHss mpomapriibHOTO 3aMICHHKA O aTOMa XajbKOTEHY BIIKPUBAE
MOXJIMBICTh CHHTE3Y ITPOIYKTIB IIUKJI13aI1ii, 10 MICTATh €K30LMKIIYHUN MOIBIHHUN
3B'S130K 3 (DIKCOBAHOIO TEOMETPIEI0 Ta MPUIATHUN A0 TTOAATBINOT (PyHKITIOHAITIZAITI].

JIis  JOCHDKEHHS  perio- Ta  CTePEOCETICKTHUBHOCTI  TIPOIECY
raJIOreHOTreTEPOLMKIII3aIlii sIK MOJIeJIbHI 00’ €KTH BUKOPUCTAHO MPONapTIbHI T10- Ta
cenenoerepu 17-20. bpomyBaHHsI Ta HOAyBaHHS MPOBOIWIHN y XJOpodopmi mpH
KiIMHATHI{ TeMIepaTypi 3 JBOKPATHUM HaJTUIIIKOM TaJIOTEHY.

BceranoBieHo, 10 TraJOreHONUKII3allis MpomaprulbHuX mnoxigaux 17-20
3MIACHIOETBCS PETiO- Ta CTEPEOCENEKTHBHO 3 YTBOPCHHAM cHoilyk 42-45 3

Buxogamu 73-92%.

Cxema 2.10
@)
|0 |
N
CHCI
S + 2Hal, — P )
= r® R N~ Sy Hal,
R N X —
H—< 73-92%
17-20 Hal
42-45
Hal X R
Ne
42 Br S CHs
43 | S CHs
44 Br Se H
45 I Se CHs

Ckuag Ta OynoBy cnioiyk 42-45 miaTBepIuiii JaHUMHU €JIEMEHTHOTO aHalli3y
Ta KOMILIEKCOM CHEKTPaJIbHUX JOCHIKEHb. Tak, s TpuopoMiny 42 crekTpalibHi
nani AMP H i IMP 3C iagnosinarots HaBeneHili CTpyKTypi. AJle 3aaMIIanoCs
MUTaHHS PO3MIIIEHHS aToMa OpoMmy Oiisi €K30IMKIIIYHOTO MOABIHHOTO 3B’ SI3Ky Ta

nepeBakHa kKoHdopmMallis B po3uuHi alnbAeriIHOl rpynu. BianoBial Ha 111 mUTaHHS
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3HaWJIeH] 3a TOTIOMOT0I0 €KCIIEPUMEHTIB 0 roMosiziepHoMy edekty OBepxaysepa

(SEO). Pe3ynbratit €KCIEpUMEHTIB JUIsI CTIOTYKH (42) HaBe[eH1 Ha CXEMi:

5% — 1026

Ve

5% _9% H

- 9,72
/6% 8,415 7%

4,66

Br

Benuke 3nauenHs SAEO s curHally apoMaTUyHOTO MPOTOHA 3 XIMIYHUM
3cyBoM 8,34 M.4 IpHU J0IATKOBOMY OIPOMIHEHH1 Ha YacCTOTI 0JIe(piHOBOTO MPOTOHY
CBITYUTH TIPO T€, 10 aToM Opomy B oJjiepiHOBOMY (dparMeHTi Mae E-opieHTarlilo.
Hassuicts AEO mix curHaiamu ajibI€TiIHOTO MMPOTOHY Ta ApOMAaTHYHOTO MPOTOHY
3 XIMIYHUM 3CYBOM 9,72 M.4. CBITYHUTH MPO T€, IO aIbJAETITHA TpyMa, 3B’ sA3aHa 3
reTepOIMKIOM MAa€ HaBEACHY Ha CXEM1 OpIEHTAIIIIO.

CriekTpasibHi faHi croyk 43-45 KopermoroTh 3 JaHUMU JJIS CTIOTYKH 42.

TakuM YMHOM, TaJOTEHOIMKII3aIlisd MPONAPTUIBHUX IMOXITHUX XIHOJIHY
3IIACHIOETHCS PETiO- Ta CTEPEOCENEKTUBHO 3 AHEIOBAHHAM T1a30J1HOBOTO LIUKITY,
mo mae E-koHdirypamiro B onedinoBomy ¢parmenti. [Ipupona xaibkoreHy He
BIUIMBA€E HA PETi0- T CTEPEOCENEKTUBHICTh IPOLIECY.

OTtxe, rajioreHyBaHHS 2-ankeH1(aaKiHUT)T10(CeJIeHO0 ) XIHOIIH-3-
KapOanpAeTiiB B M SKMX YMOBAaX NPHUBOJWTH JO AaHEIIOBAHHS Tia30JI1IHOBOTO,
CEJICHA30JIIHOBOTO, TIa3MHOBOTO Ta CEJICHa3MHOBOIO UHUKIIB JI0 XIHOJIIHY.
BapitoBaHHA 3aMICHUKIB Ol1s TEpMIHAJIBHOIO aroMa KapOOHY alliJbHOTO
dbparMeHTy Ja€ MOXJIHMBICTh KEPYBaTH AU3AHHOM KOHACHCOBAHOI CUCTEMH 3 SIIPOM

X1HOJIHY.
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2.3. EnextpodinabHa rerepounkiaizanis 2-S(Se)-aakeHiibHUX (AJKIHIILHUX)
MOXiTHUX XiHOJIIH-3-Kap0aJbaeriay mija ai€o TeTparajoreHiaiB cejieHy i
Teaypy [160-168]

Bukopucranns s enekTpoduIbHOI IMKIII3aIii TajJoreHIAiB cejeHy Ta
TENypy BIAKpHUBA€E HOBI CHHTETHYHI MOXKJIMBOCTI, TOB’S3aHI IEpII 3a Bce 13
CHHTE30M MAJOBMBYCHHX Ta TMEPCIEKTUBHUX Y OI0JOT1YHOMY BiJHOIICHHI
ceJIeHO(TeIypO)BMICHUX T'€TEPOILMKIIIB. BiloMo, 1110 BBECHHS B MOJIEKYJIM aToMa
XaJIBKOTEHY YacTO MO3WTHBHO BIUIMBAE HA BUSB O10JIOTIYHOT aKTUBHOCTI CTIOJYK
[103-140].

Terparanorenigu  celeHy  SK  €JIEeKTpo(dUIbHI  peareHTH  MOJKHA
BUKOPHCTOBYBATH SIK ITONIEPEIHHO CHHTE30BaHI 13 IPOCTHX PEYOBHH, TaK 1 0JIepKaH1
In situ i3 gioKcHIy celaeHy Ta BIAMOBIAHOI rajJoreHOBOAHEBOI KucaoTH. OCTaHHIM
METO]1 MIEPEBaXKHO BUKOPUCTOBYIOTh Ha Kaeapl opraniyHoi Ximii YKropoachbKoro
YHIBEPCUTETY.

3 JiTepaTypHOro OTJsi Ay BUTHO, IO MPU CEICHOTAIOTeHYBaHH1 HEHACUUEHUX
TIOETEPIB TETEPOLUKIIB AHEIIOIOTHCS UKIU AK 3 €K30-, TaK 1 3 €HIAOLUKIIYHUM
aToMOM celeHy. Ha perioxiMmito mpolecy BIUIMBAalOTh OyaoBa cyOcTpary,
PO3YMHHHUK, YMOBU TMPOBEICHHS peakiii. Y Hamrii poOOoTI MM JOCIIIAIN
pETiOHAIPaBIIEHICTh MPOIIECY CEICHOTAIOTeHYBaHHS TSl aIKCHUTPHUX TTOX1THHUX
X1HOJIH-3-KapOanbaerimy.

Ak 1 mpW JOCHIIKEHHI TaJOreHyBaHHS, MEPUIUM MOJEIbHUM 00’ €KTOM
BUOpaHO 2-aminTioXiHomiH-3-kapOanpiaeriy 4. Peaknito 13 €KBIMOJSIPHOIO
KUIBKICTIO JIOKCHA CEJCeHY Yy IMIECTUKPATHIN KUIBKOCTI OPOMOBOIHEBOT KUCIOTH
NpoBOAWIIM Yy xjopodopMi Ipu KiMHATHIN Temmeparypi. 3rigHo ganux THIX
YTBOPIOETHCS OJUH TPOAYKT PEaKIlii, SIKUA BUSBUBCS TiaceICHA3WHOXIHOMIHIN

OopomiioMm 46.
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Cxema 2.11
i
N SeO,+6HBr /CHCI,
= r.t0 - Br
N S
R\ 62%

46 Br

Cknan ta 0ynoBy OpoMiny 46 0BEeIEHO JaHUMU €JIEMEHTHOIO aHajli3y Ta
CHEKTpaIbHUMU JTociiKeHHaMu. Y criektpi [IMP (puc.2.18) curnan MeTHHOBOTO
MPOTOHY, 3B’SI3aHOTO 3 CEJICHOM, 3MIIIEHHUI B OUIbII cla0Ke MoJe 1 MPOSBISETHCA
npu 6.7 M.4, a BUIJISIT TPOTOHIB €HJI0- Ta €K30LUKIIYHUX METHIIEHOBUX rpy1I (3.97-
4.23 M.4.) BKazy€e Ha YTBOPEHHS TPULHUKIIYHOI CTPYKTYpHU 3 CHAOIUKIIYHUM
aToMOM ceJieHy. Jloka30M yTBOPEHHSI CeJIe€HATIa3uHOBOIO IIUKITY 3 €HIOUUKITYHUM
aTOMOM CeJleHy € CHUTHAJl METUHOBOTO KapboHy y cmekrpi SIMP BC (puc. 2.19).
3riIHO0 TEOPETHUYHHUX PO3PaXyHKIB Ta JITEPATypPHUX JAHHUX XIMIYHUH 3CYB LIOTO
kapOoHy mae Oytu B obsacti ~70 m.4. SIk BHAHO 31 CIIEKTPYy CHTHAJI KapOOHY
METHHOBOI TPYNU MPOSBISEThCA NMpU 67 M.4., 10 MIATBEPIKYE YTBOPEHHS

CEJICHOTIa3MHOBOTO IIUKITY.

982
se1

N T
N\ e
477

325

— 7%
a2
23

007"
N
\\ 056
\2.998
Nsser

7.998

QH§K\V§KL\W§T J il J
a 8.60 8.50 8.40 8.30 8.20 8.10 8.00 l ‘\,éKL — “5( —
/
/
bl e
ElE g2l B EE

805 10.0 9.5 9.0 8.5 8.0 7.5 7.0 6.5 6.0 5.5 5.0 4.5 4.0 5 3.0 2.5 2.0 15 1.0 0.5 0.0
Owner. ‘ SF: 400.4487 MHz NS SI: 65536, TD: 24004 ‘

File name: if17

Date: 30-Dec-1899 ‘ Solvent: "DMSO-d6 ‘ SW: 8000 TE: 293 ‘

Puc. 2.18. Cnekrp IIMP  1,1-nubpomo-2-6pomomerui-5-popmin-2,3-
nuriapo| 1,4,3]riacenenasuno|3,2-a]xinominiit 6pominy (46)
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PPM

190.39
165.54
15313
66.71
34.79
3316
3315

119.66

if17-13C

e 190 180 170 160 150 140 130 120 110 100 90 80 70 60 50 40 30 20 10 0
File name: if17-13C Owner: SF:100.7017 MHz NS: SI: 131072, TD: 50714

Date: 30-Dec-1899 Solvent: "DMSO-d6 SW: 21142 TE: 294

Puc. 2.19. Cnexrp SIMP 3C 1,1-mqu6pomo-2-6pomomeTun-5-gpopmin-2,3-
nuriapo| 1,4,3]riacenenasuno|3,2-a]xinouiHii Opominy (46).

JlomaTkOBMM [OKAa30M AaHEIIOBAHHS caM€ TIaCCICHA3MHOBOTO  KIIBILA
CBIYaTh XIMi4HI epeTBOpeHHs Opominy 46. Tak, npu oOpoO1i alleToHOM OpoMiaTy
46 BiIOYBa€ThCA EKCTPY3isl CEJEHY 1 YTBOPIOETHCSA Tia30JIHOXIHOMIH 47, sKul

OJIeP>KYBaJI 3YCTPIYHUM CHHTE30M 13 TpuOpomixy 21,

0
| |
XN N
- P Br-
NS CH,C(O)CH, N~ g CHC(O)CH, NG
- = -
Br
7 B

46 Br 4 r 21 Br

Cxema 2.12

—O

JInst mociKeHHsT perioceIeKTUBHOCTI aTaku  eJIeKTpo(iILHOTO peareHta
Ha QJIKEHITBHUN TioeTep XIHOJIHKApOAIbJAETIMy, IO MICTUTh 3aMICHUK OLIs
TEpPMIHAJIBLHOTO aTOMa KapOOHY alijbHOro (hparmeHTa, 0yB BUOpaHUM IMHAMUITbHUAN
TioeTep 10. 2-1luHaMIITIOX1HOMIH-3-KapOaIbIeTiT I TaJIA
CEJICHOTAJIOTCHOIMKITI3allii, B pe3yJabTaTl dYOro 3a JaHWUMH TOHKOIIApOBOT

xpomarorpadii, cmexrpis IIMP Ta SIMP ¥C yTBOpro€ThCs CyMinl HpOmYyKTIB

Br,
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reTepOoIMKITI3aIlii 3 eH10- (48) Ta ek3ommMKIIiYHUM aToMoM cesery (49) (puc.2.20
i 2.21). ChiBBifiHOIIEHHsS CTPYKTypHHUX i30mepiB 48 Ta 49, 3a manumm SIMP,

cranoButs 1:0,7.
Cxema 2.13

@]

o) |

I A
A SeO,+gHBr /CHCI,

P - + N S Br
N S
0
10
SeBr,
49

65%

PPM
10.340

—_10274
9.764
8.353
8.197

~.8.188
7.444
7.254

6.883

~._6.864

~_7.236

— 9647

PPM
8197

~.8.188

7.254

~._7.236

8.353

7.444

8 ]
3 ] ] 8 1B :
81055100 95 90 85 80 75 70 65 60 55 50 45 40 35 30 25 20 15 10 05 00
File name: if-35 ‘ Owner: ‘ SF: 400.4487 MHz ‘ Ns: ‘ SlI: 65536, TD: 32026
Date: 30-Dec-1899 ‘ Solvent: "DMSO-d6 ‘ SW: 8000 ‘ TE: 293 ‘ ‘

Puc. 2.20. Cnextp [IMP cymimi 6pomizis 48 ta 49.
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PPM
7338
66.57
50.21
4248
37.46

3111
~3L10

PPM

133.76
130.47

135.65

& 140 138 136 134 132 130 128 126 124

&90 180 170 160 150 120 130 120 110 100 90 80 70 60 50 40 30
File name: if-35-13C ‘ Owner: SF: 100.7017 MHz ‘ NS: ‘ SI: 131072, TD: 50714 ‘

Date: 30-Dec-1899 ‘ Solvent: "DMSO-d6 SW: 21097

Puc. 2.21. Cnekrp SIMP 3C cyminii 6pominis 48 Ta 49.

O4eBuHO, YTBOPEHHS 130MepiB 00YMOBIIEHE pealli3alli€lo IBOX MEXaHi13MiB
celeHOOpoMyBaHHs.  Tak, yTBOpPEHMH  T-KOMILJIEKC  IEPETBOPIOETHCS B
CEJICHOHIEBMM KAaTIOH, a NOTIM BiAOYyBaeTbCAd aTaka MapHu EJIEKTPOHIB aroma
HITPOT€HY Ha aToM KapOOHYy OHIEBOrO KaTiOHY, 3B’S3aHOTO 3 (DEHIIBHUM
3aMICHUKOM 13 3aMHUKaHHSAM Tia3uHOBOTO Kbl (49). KoHkypeHTHO Bi0yBaeThes
aTaka Tapu €JICKTPOHIB aToMa HITPOT€HY Ha aTOM CeJIEeHy OHIEBOrO KaTioHa 13

3aMHUKaHHIM TiaCeJIe€Ha3uHOBOIO Kbl 48.

i
N
—_— ~ - —_—
N SBr

<N\
+SeBr,

Cxema 2.14

— SeBr,
+ SeBr,

Qﬁ
Cff

AN
©\/\’/5 - N s Br\Se
(' r- Br
48
Br,Sg j Br
— SeBr, 7
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Takum unHOM, BBEACHHS (PEHUILHOTO 3aMICHUKA B alUIbHUN (parMeHrT,
TOOTO BUKOPUCTaHHS [MHAMUIBHUX TOXIJHUX, 3MEHIIY€E PErioCelIeKTUBHICTD
UKJTi3al1li, B pe3yJIbTaTi 4OT0 YTBOPIOIOTHCS 130MEPH1 CEJIEHOBMICHI T€TEPOLIUKIIH.

Cynsuu 3 monepeaHix pe3yyibTaTiB, BBEJICHHS 3aMICHUKIB 10 TEPMiHAIBLHOTO
aToma KapOOHY, a TAaKOX 3aMiHa Cy/Ib(ypy Ha CEJICH y MOJIO0KEHHI 2 X1HOJIIHY, MOXKe
BIUTHHYTH Ha PETiOHAMPABIICHICTh CEJICHOTAIOTeHYBaHH. [l 3’ ACyBaHHS 1IbOTO
IPUITYIICHHS MU BBOAMIIM Y PEAKI[ii0 3 TeTpadpoMigoM ceneny 2-(3-metunoyr-2-
eH-1-inceneno)xinomin-3-kapoanpaerin 15, 3’sgcoBaHo, MO B Takux YMOBax
B1I0yBa€ThCs eNeKTpoiIbHA HMKII3AIlA 3a Y4acTIO aToMa KapOOHY METHHOBOI
Ipynu, y pe3yJbTaTi 4oro oJepkKajiu ceneHa3ouno[3,2-alxinominiii 6pomin 5S0.

Bynosa 6pominy 50 mosenena cnexrpamu IMP *H ta SIMP 13C.

Cxema 2.15
7
o Se0,+6HBr /CHCI, o
= > r
N Se
15 w 50 67%
SeBr,

[Ipo aHentoBaHHS caMe Tia30J11HOBOTO LHUKIIY CBIAYUTH HAABHICTH Y CHEKTP1
[IMP curnaiy METHUHOBOTO MPOTOHA OUIsI OHIEBOTO LIEHTPY, KU 3MIIICHUA B
Ounbl ciabke mosie Ha 0.8 M.4., MOPIBHAHO 3 CHUTHAJIOM METMHOBOTO MPOTOHY
CEJICHOTIa3MHOBOTO ITUKITY 46. XapaKTepUCTUKU CUTHAJIIB TPOTOHIB €HAOIMUKIIYHOT
METHUJICHOBOI IPYIIH TAKOXK Y3TOKYIOThCS 3 TAKUM HAMPSMOM TeTepoIukIiizaiii. B
cnektpi AMP 3C (puc. 2.22) curman atoma KapOOHy METHHOBOI TpYIH
TIa30JIIHOBOT'O KiJIBIISI IPOSIBIISIETHCS MPH 77 M.4., 0 XapaKTepHO s Kapoony N*-
CH yrpynyBanHsi. YTBOpeHHS Tia30JIHOBOTO IHMKIY J00pe KOPETIOEThCS 3
nonepeaHIMUA  JOCHIDKCHHSIMU TEeTePOLUKII3aid  allJIbHOTO, METAJIIBHOTO Ta

130MEHTEHUTLHOTO Ti0(CEJIEHO)eTePiB X1HOMH-3-KapOaibIeTiy.
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Puc. 2.22. Cuexrp AMP 3C 6pominy 50.

OTxe, XaJbKOT€HOTeTePOIMKIII3allisi METUIOYTEHUIBHOTO CEJIICHOETEpY
X1HOJIH-3-KapOanpJeriny BiAOyBaeTbCS PETIOCEIEKTUBHO 1 MPUBOAUTH JO
YTBOPEHHSI TPULMUKIIYHOI AHTYJIAPHOI CEJICHA30JIIHOXIHOJIIHIEBOI CUCTEMHU 3
CK30IIMKIIIYHIM  TPUOPOMOCEIICHOBUM  3aMICHMKOM. Ilg1 moicenmeHoBMicHA
reTepOIUKIIIYHA CLJIh MOTEHIIMHO MOYKE BUSIBUTH 010JIOT1YHY BJIACTUBICTD.

Mu 3’sicyBalii TaKOK MOKJIMBICTh MPOBEAEHHS €IEKTPOPIIbHUX UKII3aIii
peareHTiB 4, 7-19 giiero Terpaxyopuay Ta TeTpabpominy Tenypy  SK
enekTpodiIbHUX peareHTiB. TerparaioreHiau Tenypy renepyBaiu in Situ mpu mii
rajoreHOBOIHEBOI KUCJIOTH Ha I1OKCUJ TeIypy. Peakiiii mpoBOIUIIN B aHAJIOTTYHUX
YMOBaX, fIK 1y BUIAJIKy 3aCTOCYBAaHHS T€TPAraJioreHi/iiB CEJICHY.

3’gCOBaHO, IO IPU MEPEMILLYBAHHI PEAreHTIB Y XJIOPO(OpMI IpH KIMHATHIN
TeMrepaTypi BOpoOJOBXK 4-5 rox BimOyBaeTbes mukiizaiis. [Iporiec mpoxoauTh
PETi0CEeNEeKTUBHO 3 YTBOPEHHSM TETEPOLMKIIB 3 EK3O0IUKIIYHUM TEIypOBUM
bparmenToM  (cmoimyku  51-55).  VYTBOpeHHsS TUIBKM TakKuX MPOAYKTIB
TETYPOIHAYKOBAHOI ITUKIII3AIlll, MOMJIHBO, TOSICHIOETHCS MEHIIOK CTIWKICTIO
3Bs13ky N*-Te, 1110 yrBOproBaBcs O IpH aHETIOBaHHI TiaTeTypa3sHHOBOTO KiJIbIA. Sk
BXK€ 3a3HAUCHO, JJIA TEIypOraJOreHyBaHHS MM BUKOPUCTAIM aJUIbHI Ta

MPOMAPTiIbHI TiO- Ta cenenoerepu 4, 17-19.
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Cxema 2.16

i
o TeO,+6 HCl ICHCI, o
= >
N sR
68%
4 N 51
i
h TeO,+6HHal /CHCI,
~ >
R N XW R
17-19 N 52-55 59-79%
TeHal,
Necrmonyku  Hal X R
52 Br S CHa
53 Br S H
54 cl S H
55 Cl Se H

Bynosa cnonyk 51-55 4iTko J10BE/IeHA MAHUMU CHIEKTPaIbHUX JOCIIKEHb.
Crin 3BepHYTH yBary, 1o, IMOBIpHO, TajioreHian 52-55 matote E-koH(irypaiiito,
PO IO CBITYMTH BEIMYMHA XIMIYHOTO 3CYBY METUHOBOTO ITPOTOHY.

TakuM 4YMHOM, periOHAINpPaBIICHICTh XaJIbKOTEHIaJJOTCHYBaHHS 3aJI€KUTh B1T
OyZI0OBH aJUIBHOTO YW TMPOMAPTUTHHOTO ()parMeHTy Ta BiJl MPUPOIU XaJIbKOTEHY

eNeKTPOUILHOTO peareHTa.
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2.4. OxucHeHHs 2-TioKco(MponapriiTio)xiHojiH-3-kapoasabaeriay

Bigomo, 110 OKMCHEHHS TMOXiTHUX XIHOJIH-3-KapOaibAeTiqy BigOyBaeThbCS
miJ J1€0 BOAHOTO YW MIPUIMHOBOTO PO3YMHY TEpPMaHTaHATy Kalilo, OKCUIY
apreHTyMY B JIy’)KHOMY CE€pEIOBUILI, FIOXJIOPUTY HATPIIO Ta IHITUMH OKUCHUKAMHU.
Mu BHUKOpPHUCTATM B SIKOCTI OKHUCHHKAa YOTUPUKPATHUN HAUIMIIOK  TiAPOTEH
HEPOKCUy B CEPEAOBUINI OLTOBOI KHUCIOTH. Peakiiro MpOBOIWIM MOBUIBHUM
NpUKAyBaHHAM OKHCHUKa JO 2-MEpKamTo- Ta 2-MpOmapriiTioXiHoMiH-3-
KapOaperiay B OLTOBIM KUCIOTI MPU KIMHATHIN TemnepaTypi. BctanosneHo, 1o
OKUCHEHHsI TioHy 1 Ta Tioetepy 17 CEJIEKTMBHO MPUBOJIUTH JI0 YTBOPEHHS 2-
OKCOX1HOJIH-3-KapOOHOBOI KHCIOTH 56, X04ua y BHUIAJIKy OKHCHEHHs Tioetepy 17

OUIKYBaJIOCSl YTBOPEHHS CYJIb(GOKCUITY U CYJIb(POHY.

Cxema 2.17

T

X HO,

N CH,COOH e}
1 H
N OH
KOH //\/Br .
g i
HO, 56
A CH,COOH
—
S /\2
17

Cknan i OynoBy KHCIOTH 56, oTpuMaHoro 3 tioerepy 17, Oysio AOCHiHKEHO
cnexkTpanbHuMu nociimpkeHasmu (AMP, xpomaTomac-cnektpomeTtpisi). B cmektpi
[IMP BiaCyTHI# CUTHAJI MPOTOHY aJbAET1IHOI IPYIX Ta MPOTOHIB MPONAPTIIBLHOTO
3aMICHUKA. HATOMICTh CIIOCTEPIraeThCsl CUTHA MPOTOHY KapOOKCUIILHOT TPYIH Ta

MPOTOHY JAaKTaMHOI rpymnu (puc.2.23).
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Puc. 2.23. Cnektp [IMP 2-okcoxinomiH—3-kapOOHOBOT KUCIOTH 56
YTBOpeHHs caMme 2-OKCOX1HOJIIH-3-KapOOHOBOT KUCIOTH MIATBEPIKYIOTh JTaH1

XpOMAaTOMac-CIEKTPY, A€ YITKO CIIOCTEPIraeThCs MOJIEKYJISIPHUM MK OKCUKUCIOTH

(puc. 2.24).
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OxucHeHHSI 2-TIOKCOXIHOJIH-3-KapOambaeriny 1 TakoX MNpPUBOIUTH [0
YTBOPEHHSI OKCUKHUCIOTH 96. 3MimaHa mpo0Oa HE JaBajia JIeTIpecii TeMIeparypu
TOTUICHHS, 110 CBIAYUTH MPO YTBOPEHHS OJTHOTO MPOIYKTY S6.

OTe, OKHMCHEHHS 2-TIOKCO- Ta 2-MPOMNapriiTio-X1HOJIH-3-KapOaabAeriay
PO3YMHOM TIAPOTEH TEPOKCHIY CEJIEKTUBHO TNPUBOJUTH JI0 YTBOPEHHS 2-
OKCOXIHOJIIH-3-KapOOHOBOI KHCIOTH. /laHa KHCI0Ta MOXKEe OyTH BHKOPHUCTAHA IS
noAanbinoi (QyHKIIOHAI3AIi 3 YTBOPEHHSAM O10J10TEKH O10JI0T1YHO aKTHBHHUX
CTIOMYK.

2.5. BioJioriuHi BJ1acTUBOCTI TeJIypOBMiCHUX
Tia3zos10(ces1eHa30J10)XiHOMiHII rajoreninis [167-168]

OaHuM 13 TOJIOBHMX HAIpsIMKIB Y OOpOTHO1 3 BHYTPIIIHBbOJIKAPHIHUMHU
1H(DEKIIIMH € TIepepUBaHHS JaHIIOTY nepeaadl 1HGEKIil, M0 0CATAETHCS MUISIXOM
HaJeXHOI Ae3iH(eKiii Ta cTepuiiizailii 1HCTPYMEHTIB 1 MoBepXoHb. Hacmigkamu
HEJIOCTATHbOI AaHTUCENTUYHOI OOpPOOKM 4YM AE31H(EKIlli € YHCICHHI BUIMAJIKU Ta
criajaxu HO30KOMIaJIbHUX 1H(EKITIH.

Cepen 30yAHHMKIB BHYTPIIIHBONIKAPHSHUX 1H(EKI1A BaXXJIMBE 3HAYEHHS
MaloTh MPEACTaBHUKK poauHu Enterobacteriaceae, s sAkux XapakTepHa
TEHJEHIlIE JO 3pOCTaHHS PE3UCTEHTHOCTI IO AaHTHOIOTHKIB, a TaKoX
AHTUCENTUYHMX Ta Ae31H(]PIKyI0UnX 3ac001B.

Bracniiok 1bOro axkTyaqbHOIO € po3poOKa HOBUX PEUYOBUH 13
MPOTUMIKPOOHOIO AKTUBHICTIO Ha 30YyJIHUKIB 1H(EKIIHHUX 3aXBOPIOBaHb, CEpell
AKUX BUPAKEHOI OaKTEpULIUIHOIO [I€I0 BOJOMIIOTh, SK MH 3 SICyBajH,
TEJIYPOBMICHI MOX1/IHI X1HOIHY.

3a3HauUMo, 110 cepell BIIOMUX OAKTEPUIIMIHUX PEUOBHUH € TaKi, 10 MICTATh
¢dparmeHT Tia3on0xiHoMIHY. CHHTE3 IMX CHOJYK CKJIaJHUM, 0araToCcTyiHYaTHH.

Panimre Ha HaImm kadeapi II0Ka3aHo, 10 coutl
tieno[3',2":5,6]mipuminuno[2,1-b][1,4,3]riacencnazun-12-iro BUSIBIISIIOTD
Oakrepuruany mir0  [5]. LI  peyoBMHM  3YMOBIIOIOTH  OaKTEPUIIUTHUI
OakTepiocTaTUYHUN €(EeKT Ha TPAMIIO3UTHUBHI Ta TPAMHETaTUBHI MIKPOOPraHi3MH,

y TOMY 4HCII Ha 30yJHUKH HO30KOMialdbHUX 1H(DEKIH, ajle He BUABISIOTH
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OakTepuuuaHOi Ta  OakTepiocTaTM4HOi  Jii  Ha  Oakrepli  pPOAUHH
Enterobacteriaceae. Mu  gochmiawaun — OakTepuIMAHy — Oif0  coied  1-
TPUTaJIOreHOTEITYPOMETIIIIICH(TpUTaIoreHOTeTypoMe T )-4-popmin-1,2-

nuriapo[ 1,3]riazono(cenenas3ono)[3,2-a]xiHominito 51-55, ki BIAPI3HAIOTHCS Bij
conei tieHo[3',2":5,6 jmipumiaunao[2,1-b][1,4,3]riacencHasun-12-ir0 THIIOM

TeTePOLMKITY JJIS IIUKTI3alii Ta XadIbKOT€HOM eNeTpOo(iIbHOTO areHTa.

eCl 55 eCl

1106 BM3HAUMTHU OaKTEpULUIHY Ta OAKTEplOCTaTUYHY Nit0 cojiei 51-55 mo
BIIHOIICHHIO 10 MPEACTaBHHMKIB poauuHu Oaktepiii  Enterobacteriaceae,
JOCHIDKYBJIM OaKTepULIMAHY Ta OaKTEepIOCTaTUYHY aKTUBHICTh 3a3HAUYCHUX
TETYPOBMICHHUX MOXIJTHUX X1HOJIIHY o BIJTHOIIICHHIO hi(
antuOiotukopesuctentnux mramiB  Klebsiella pneumonia, Esherichia coli,
Salmonella enteritidis, BumiaeHuX BiJx XBOPHX Ta 3 MOBITPS BIIUICHb JIiKapHI, a
TaKOX KoJjekiiHoro tect-mramy Esherichia coli ATCC 25922 3a mponomororo
nucko-audy3iiaoro Meroay. CTepuibHiI AUCKH, A1aMETPOM 5 MM, BUTOTOBJICHI 13
GIIBTPYBAILHOTO — Mamepy, MpPOCOYYBAIM  JAOCHII)KYBAHHUMH  PEYOBHMHAMMU
Oe3nocepelHbO Tepe]] IXHIM HaKJIaJaHHSIM Ha MOCIB OaKTepialbHOI KyJIbTYpH Y
yamky [leTpi (a1 mociBy BUKOPUCTOBYBAIM 5-6-roauHHI OynbioHHI ab0 16-24-
TOJIMHHI arapoBi KyJbTypH MIKPOOPTaHi3MiB, IOBEJEH1 0 cTaHaapTy MyTHOCTI 0,5

3a Maxk-@apnanaoM) 3 TMOJAIBIIMM KyJIbTUBYBAHHAM Yy TEPMOCTaTI MpHU
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temneparypi 37°C mpotsrom 24 roxa. BumiproBanu 30HM 3aTPUMKH POCTY
MIKPOOPTaHi3MiB HaBKOJIO JIMCKIB, BKJIIOYAIOYH J[laMeTp CaMUX TUCKIB (puc. 2.25 1
2.26). Ilpu mpoMy HaOUIBII BUpakeHY OAaKTEpUIUAHY IO CIIOCTEpirajiach Io

BimHomenHwo 10 Salmonella enteritidis.

Puc.2.25. UYymmusicts Klebsiella pneumonia mo 3aranbHOBXKHBaHHX

AHTHUOI10THKIB.

Puc. 2.26. Uytnusicts kyasTypu Klebsiella pneumonia o mocnimkyBanux
peuyoBuH 51-55.
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VY Tabn. 2.2. mpencTaBiIeHO CTATUCTUYHO OOpOOJEeHI AaHI MPO 30HU
3aTPUMKH  POCTY MIKPOOPTaHi3MiB HAaBKOJIO JHUCKIB 13  JOCIIKYBaHUMHU
pEUYOBHUHAMU.

Ta6mui 2.2. Po3mipu 30H 3aTPUMKH POCTY MIKpPOOPTaHI3MiB, MM.

Bun JocunikyBaHa peuoBHHA

MIKpOOpPTaHi3MiB 51 52 53 54 55

Esherichiacoli | 8,8+1,78 | 17,4£3,20 | 15,4230 | 15442,03 | 15,8+1,92

Esherichia coli
20,6+2,31 | 21,8+2,58 | 21,242,388 | 22,6+2,07 | 21,8+2,38

ATCC 25922
Klebsiella

_ 18,442,770 18+3,08 16,242.58 | 16,4+2.,61 | 13,4+2,07
pneumonia
Salnonella

18,6+£2,07 | 21,442.41 | 2324238 | 22,6+1,68 | 23+1,87
enteritidis

TakuMm 4YMHOM, MU PO3ITUPUIN AaCOPTUMEHT aHTUMIKpOOHUX Tpenaparis, sKi
BOJIOIIFOTH BUCOKOK aKTUBHICTIO I10 BIAHOIIEHHIO 10 KiIiHIuHuX 13074TiB Klebsiella
pneumonia, Esherichia coli, Salmonella enteritidis, y ToMy umncii 3 MHOKHHHOIO
aHTHO10TUKOPE3UCTEHTHICTIO, @ TAKOX KOJIeKIiiiHOTo TecT-mramy Esherichia coli
ATCC 25922.

Ile mikpoOioyioridyHe AOCIIIKEHHS 3allaTCHTOBaHE 1 BUHAXiJ MoOXke OyTu
BUKOPHCTAHUH JIJII CTBOPCHHS HOBUX aHTUMIKPOOHUX MPENapaTiB, SK aHTHCETITHKH
Ta pAe3iHpexTaHTH 1 e(DEeKTUBHOI OOpOOKM MEIUYHUX I1HCTPYMEHTIB Ta
MOBEPXOHbB, IO J03BOJUTH MEPEPBATU JIAHIIOT Mepeadyl BHYTPIIIHbOIIKAPHTHUX

(aTpOreHHnX) 1H(EKIIH.
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PO3J1LJ ITII. EKCITIEPUMEHTAJIbBHA YACTUHA

[Y-cnextpu 3anucani Ha npuiaai UR-20 B tabnetkax KBr a6o Ha mpunani
Shimadzu IRPrestige-21 FTIR y Buriisaai mopomiky.

Cnextpu SIMP H 3anmcani va npunazi “Varian VXR-300 (300 MI'1) a6o
Bruker DPX-400 (400 MI'r), B JIMCO-Dg a60 CDCl; 3 BHYTpIllIHIM CTaHAapPTOM
TMC.

Crnexrpu AMP 3C ta nsomipai SIMP criextpu 3anmcano B pozunHax JMCO-Dg a6o
CDCl;, na cnektpometpi “Varian Mercury — 400B” (100 MI'm), 3 BHyTpilIHIM
crangaprom TMC.

Temnepatypu ToruieHHs BUsHavanucs Ha ctoyiuky Koddiepa abo Ha mpuai
Stuart SMP30.

EnemenTHuit ananiz nmpoBoawiiud 3a jgornoMoror npuiaay Elementar Vario
MICRO cube analyser.

3-dopMminxinomH-2-TioH (1) 1 7-metmi-3-popminxiHoniH-2-TioH (2)
CHHTE30BaHI 3a METOJHMKOI0, omucaHor B poboti [169]. 3-DopminxiHomiH-2-
cenleHoH (3) cuHTe30BaHui 3a Metoaukoro [170]. 2-Amintio-3-popminxinoinin (4)

CHHTE30BaHMi 32 MeTOAMKO0 [171].:

3.1. 3araabHa MeToUKA oep:kaHHs 2-S(Se)-aJKeHUTbHUX(ATKIHIJILHIX)
NMOXiAHUX XiHOJiH-3-kapOaabaeriay 4-20

Jo po3unny kauii rigpokcuay (0.012 monb) y Boai (5 Mi1) 1071ar0Th PO3YHH TIOHY
1,2 a6o cenenony 3 (0.01 moiyip) B eranom uwm i3omponanoni (20 mur). Peakmiliny
CYyMIIll TEPEeMINIYyIOTh 0 PO3YMHEHHS 1 NPUKAMYIOTh AJKEHIITAJIOTeHin ado
nponapriuiranorenin (0.012 moins). YTBOpeHuit ocan GuUIBTPYIOTh 1 KPUCTATIZYIOTh
3 €TaHOJTY YH 130TPOTaHOITY.

2-(ITpon-2-en-1-inTio)xinoain-3-kapo6anbaerin 4. Buxin 71%; T,, 44-45°C
(eranon). 'H NMR(CDCIs3), m.u., 8: 1 4.11 (2H, SCH2), 1 5.19 (1H, =CHy), 1 5.44
(1H, =CH>), m 6.08 (1H, =CH), v 7.52 (1H, 6-H), m 7.85 (2H, 5,7-H), 1 7,98 (1H, 8-
H), ¢ 8.49 (1H, 4-H), ¢ 10.33 (IH, CHO). 3naiineno, %: C, 68.09; H, 4.83; N, 6.11;
S:13.98. C13H11NOS. Bupaxysano, %: C, 68.00; H, 4.68; N, 6.09; S, 13.97.
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7-MeTuj-2-(mpon-2-eH-1-inrio)xinoain-3-kapo6aabaerin 5. Buxin 75%; T, 75-
76°C (eranomn). 'H NMR(CDCI3), m.u., 8: ¢ 2.50 (3H, CH3), 1 4.20 (2H, SCH2), n
5.17 (1H, =CHy), 1 5.51 (1H, =CH), m 6.05 (1H, =CH), n 7.25 (1H, 6-H), n 7.55
(1H, 5-H), ¢ 7,98 (1H, 8-H), ¢ 8.25 (1H, 4-H), ¢ 10.26 (IH, CHO). 3naiineno, %: N,
5.76. C14H13NOS. Bupaxysano, %: N, 5.75.
2-(2-MeTunnpon-2-en-1-inrio)xinomin-3-kapoanbaerin 6. Buxin 61%; T, 55-
56°C (eranon). 'H NMR(CDCly), m.u., 8: ¢ 1.90 (1H; CHs), 1 4.14 (2H; SCHy), ¢
4.75 (1H; =CHy), ¢ 5.16 (1H; =CHy), T 7.78 (1H; 6-CH), m 7.84 (2H; 5,7-CH), n
8.18 (1H; 5-CH), ¢ 8.85 (1H; 4-CH), ¢ 10,22 (1H; CHO). 3natizeno, %: N, 5.82.
C14H13NOS. Bupaxysano, %: N, 5.75.

7-Metnii-2-(2-meTnianpon-2-eH-1-ijario)xinouin-3-kapoaasaeria 7. Buxig 54%;
Tun 79-80°C (eranon). 1H NMR(CDCI3), m.4., 6: ¢ 1.88 (1H; CH3), ¢ 2.48 (3H,
CH3), n 4.18 (2H; SCH2), ¢ 4.80 (1H; =CH2), ¢ 5.12 (1H; =CH2), n 7.23 (1H, 6-
H), n 7.59 (1H, 5-H), ¢ 7,87 (1H, 8-H), ¢ 825 (1H, 4-H), ¢ 10.26 (IH,
CHO).3naiineno, %: N, 5.52. C15H15NOS. Bupaxysano, %: N, 5.45.
2-(3-MeTunoyT-2-eH-1-inTio)xinomin-3-kapoéanbaerin 8. Buxin 55%; Trn 60-
610C (eranon). IHNMR(IMCO), m.4.,0: ¢ 1.69 (3H),c 1.76 BH), 13.94 J=8 I'L,
2H), 539 (J=7Tu, 1H),t7.61 J=7Tu, 1H),m 7.91 (2H), 1 8.10 (J=8 Hz, 1H),
c 8.89 (1H), ¢ 10.17 (1H). 3naitneno, %: C, 70.01; H, 5.87; N, 5.44. C15sH1sNOS.
Bupaxysano, %: C, 69.83; H, 5.65; N, 5.31.
7-Metnii-2-(3-MeTnadyT-2-eH-1-iario)xinoain-3-kapoanbaerin 9. Buxinx 63%;
T 82-83°C (etanomn). *H NMR(ZIMCO): 6 ¢ 1.68 (3H), ¢ 1.74 (3H), ¢ 2.52 (3H), 1
3.90 J=8Hz 2H), 538 J=8Hz, 1H), 1 7.41 J=8 Hz, 1H), ¢ 7.69 (1H), n 7.94
(J=8Hz, 1H), ¢ 8.76 (1H), ¢ 10.12 (1H). 3naiineHo, %: C, 70.82; H, 6.31; N, 5.16.
C16H17NOS. Bupaxysano, %: C, 70.56; H, 6.15; N, 5.01.
2-(3-Denismpon-2-en-1-inrio)xinouin-3-kapoaasaerin 10. Buxin 53%. Ty, 103-
104°C (13ompomnanodn). Rs=0,79 (xnopodopm : H-Tekcan : mieTwioBuii erep =1:2:3).
'H NMR: 6 n4.17 2H, J=7Tu, SCHy), m 6.45-6.49 (1H, =CH), n 6.80 (1H,
J=15.6 I'u, =CH), n 7.21 (1H, J =7 T'u, CHapom), T 7.29 (2H, J =7 ', CHapowm),
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n 7.40 (2H, J=7Tu, CHapom), T 7.63 (1H, J=7I'u, CHapom), T 7.93 (1H,
J=7T'u, CHapom), 18.03 (IH,J =8I, 1H), 18.11 (1H, J =8 I'i, CHapom), ¢ 8.92
(1H, 4-H), ¢ 10.19 (1H, CHO); ¥C NMR: 6 32.1,125.0,125.9, 126.8, 127.1, 127.7,
128.2,129.3, 130.3, 133.6, 134.2, 137.2, 146.1, 149.2, 158.1, 192.0. 3naiineHo, %:
C, 74.73; H, 4.95; N, 4.59. C19H1sNOS. Bupaxysano, %: C, 74.20; H, 4.75; N, 4.43.
7-MeTui-2-(geninnpon-2-en-1-iario)xinouain-3-kapoaanaerin 11. Buxix 90%;
Tux 114-115°C; 'HNMR(IMCO): 6 ¢2.55 (3H, CH3), 14.15 (2H,J =7 I'u, SCHy),
M 6.43-6.47 (1H, =CH), n 6.77 (1H, J=16Tu, =CH), a1 7.21 (1H, J=7Tm,
CHapowm), T 7.28 (2H, J =7 I'n, CHapom), 1 7.39 (2H, J =7 I'u, CHapom), 1 7.45
(1H, J =8 I'u, CHapom), ¢ 7.81

(1H, CHapom), o 7.98 (1H, J =8 I', CHapom), ¢ 8.82 (1H, 4-H), ¢ 10.14 (1H,
CHO); 3maiineno, %: C, 75.21; H, 5.36; N, 4.39. CH17NOS. Bupaxysano, %: C,
75.08; H, 5.19; N, 4.28.

2-(ITpon-2-en-1-isicesieno)xinomain-3-kapoanpaeria 12. Buxin 56%; Ty, 52-54°C
(eranon). R¢=0,82 (u-rekcan : gietunosuii edip = 2:1) *H NMR(IMCO), m.u., 8: 1
3.94 (2H; SCHy), 1 5.02 (1H; =CHy), n 5.32 (1H; =CH>), m 6.06 (1H; =CH), T 7.66
(1H; 6-CH), m 7.95 (2H; 5,7-CH), a1 8.11 (1H; 5-CH), ¢ 8.93 (1H; 4-CH), c 10.18
(1H; CHO). 3naiigeno, %: N, 5.15. C13H11NOSe. Bupaxysano, %: N, 5.07.
7-MeTuj-2-(mpomn-2-eH-1-isicesieno)xinoin-3-kapoanbaeria 13. Buxin 53%; Ty,
72-73°C (eranon). *H NMR(IMCO), m.u., 8: ¢ 2.55 (3H, CH3), 1 3.94 (2H; SCH,),
n4.95 (1H; =CHy), 1 5.26 (1H; =CHy), m 6.01 (1H; =CH), n 7.25 (1H, 6-H), 1 7.55
(1H, 5-H), ¢ 7,98 (1H, 8-H), ¢ 8.25 (1H, 4-H), ¢ 10.26 (IH, CHO). 3naiineHo, %: N,
4.78. C14H12NOSe. Bupaxysano, %: N, 4.84.
2-(2-Mernimpon-2-en-1-iceneno)xinoiin-3-kapoéananaeria 14. Buxin 62%; T,
78°C (eranon). 'H NMR(IMCQO3), m.u., 8: ¢ 1.83 (1H; CHg), 1 4.04 (2H; SeCHy), ¢
4.83 (1H; =CHy), ¢ 5.11 (1H; =CHy), T 7.86 (1H; 6-CH), m 7.94 (2H; 5,7-CH), 1
8.13 (1H; 5-CH), ¢ 8.94 (1H; 4-CH), ¢ 10,19 (1H; CHO). 3naiineno, %: N, 4.94.
C14H12NOSe. Bupaxysano, %: N, 4.84.
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2-(3-MeTunaoyT-2-en-1-inceneno)xinoin-3-kapoananaeria 15. Buxin 72%; T,
65-66°C (eranon). HNMR(JIMCO), m.u., 6: ¢ 1.69 (3H), ¢ 1.75 (3H), o 3.93
(J=8Tm, 2H), T 547 J=7Tn, 1H), T 7.66 J=7Tn, 1H), m 7.97 (2H), n 8.14
(J=8Twmu, 1H), ¢ 8.94 (1H), ¢ 10.18 (1H). 3naitneno, %: C, 59.23; H, 4.97; N, 4.60.
Ci5sH1sNOSe. Bupaxysano, %: C, 59.56; H, 4.76; N, 4.52.
2-(3-®eniampon-2-eH-1-isiceseno)xinoain-3-kapoanpaerin 16. Buxin 43%. Ty,
95-96°C (i3ompomnanon). 'HNMR: § n4.14 (J =8 I'u, 2H), m 6.51-6.54 (1H), 1 6.73
(J=16Tu, IH), 1 718 J=7Tn, 1H), 17.27 (J=7Tn, 2H), 1 7.36 J =8 ', 2H), T
7.67 J=7Tu, 1H), 795 J=7Tu, 1H), 1 8.09 J=8Tmu, 1H), n 8.15 J=8Tm,
1H), ¢ 8.96 (1H), ¢ 10.18 (1H). 3maitmeno, %: C, 64.79; H, 4.29; N, 3.98.
C19H15sNOSe. Bupaxysano, %: C, 64.92; H,

4.21; N, 3.81.

2-(ITpon-2-un-1-inrio)xinoiin-3-kapoéaasaerin 17. Buxin 54%; T,, 118-119°C,
'HNMR: 8, m. u. (J, T'm): ¢ 2.99 (1H; =CH), ¢ 4,10 (2H; S-CH>), T 7,62 (1H; 6-CH),
T 7,55 (1H; 7-CH), 1 8,00 (1H; 5-CH), 1 8,25 (1H; 8-CH), ¢ 8,97 (1H;4-CH), c 10,17
(1H;CHO). 3naitneno, %: N 6,16. C13HgNOS. Bupaxyrano, %: N 6,09.
7-Metun-2-(mpon-2-uH-1-intio)xinogain-3-kapoaabaerin 18. Buxinm 42%; T,
113-114°C,*H NMR: §, m. u. (J, T'm): ¢ 2,70 (3H, CHz), ¢ 2.99 (1H, =CH), ¢ 4.10
(2H, CHy), n 7.62 (1H, J=7, H-6), 1 7.9 (1H, J=7, H-5), ¢ 8.15 (1H, H-8), ¢ 8.98
(1H, H-4), ¢ 10.11 (1H, CHO). 3naiineno, %: N 5,90. C14H1:NOS. O6uucneno, %:
N 5,81.

2-(ITpon-2-un-1-incesieno)xinoain-3-kapoéannaerin 19. Buxin 41%; T., 127-
128°C, R =0,8(etunoBuii cnupt: H-rekcan : gietmnosuii edip = 1:2:3). *H NMR
(AMCO), 8, m. u. (J, T'y): ¢ 3.04 (1H; =CH), n 3.99 (2H; SeCHy), T 7.70 (1H; 6-CH),
M 7.96 (2H; 5,7-CH), n 8.15 (1H; 8-CH), c 9.01 (1H; 4-CH), ¢ 10,2 (1H; CHO).
3naineno, %: N 5,16. C13HgNOSe. Bupaxysano, %: N 5,11.
7-Metua-2-(mpon-2-uH-1-iceseno)xinoin-3-kapoananaeria 20. Buxin 43%; T,
120-122°C,*H NMR: §, m. u. (J, T'm): ¢ 2,62 (3H, CHz), ¢ 2.96 (1H, =CH), ¢ 4.12
(2H, CHy), n 7.67 (1H, J=7, H-6), 1 7.92 (1H, J=7, H-5), ¢ 8.14 (1H, H-8), ¢ 8.88
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(1H, H-4), ¢ 10.16 (1H, CHO). 3naiineno, %: N 4,90. C14H;:NOSe. O6unceHo,
%: N 4,86.

3.2. 3arajibHa MeTOMKA OJiep:KaHHs TPUOpoMiaiB i Tpuiioguais 21-45
Ho 0.01 monp Tio(ceneno)etrepy 4-20, po3uumHeHoro B 15 mu xjaopodopmy, npu
MOCTIHHOMY TepeMilllyBaHHI MPUKAIYIOTh po3uuH Opomy um Hoay (0.02 Momn) B
xsopodopmi. Uepes 2-5 rox (s Opomy) abo 1-2 modu (mis omy) oca, 10 BUIIAB,
(GUIBTPYIOTH, MPOMUBAIOTH XJIOPO(POPMOM.
Tpudpomin 1-6pomomernii-4-popmii-1,2-gurinpo[1,3]riazono|3,2-a]xinoiniro
(21). Buxing 71%. Ty, 132-133°C. Rf 0,81 (eTanou: rekcad : mieTWioBHil edip =
1:2:3). 'H NMR: 8, m. u. (J, I'm): 1 3.97 (J=10.4 ', 1H), T 4.20 (J=7.6 T, 1H), 1
4.02 (J=6.4 I'u, 1H), T 4.20 (J=10.4 ', 1H), m 6.63 (1H), T 8.00 (J=8 I'y, 1H), T
8.32 (J=8 I't, 1H), 1 8.45 (J=8 I't, 1H), x 8.55 (J=8 'y, 1H), ¢ 9.75 (1H), ¢ 10.25
(1H). 3C NMR: & 32.82, 34.90, 66.93, 119.49, 126.57, 126.64, 129.93, 133.24,
138.63, 139.13, 152.91, 165.40, 190,0. 3maiineno, %: N 2.42; Br 57.13.
C13H11BrysNOS. Bupaxysano, %: N 2.55; Br 58.23.
Tpuiiogua 1-iiogmeTnin-4-gopmin-1,2-qurigpo[1,3]Tiazos0[3,2-a]xiHojiHi0
(22). Buxon 83%. T.mr. 127-128°C. R¢ 0,7 (eTtaHoma: rexcaH : JieTHIIOBUH edip =
1:2:3). 'H NMR, &, m.u. , J (T'n): 1 3.66 (J=10.6 'y, 1H), T 3.75 (J=8.5 I'y, 1H), 1
3.92 (J=12.3 I', 1H), T 4.15 (J=10.5 'y, 1H), m 6.43 (1H), T 7.99 (J=6.9 'y, 1H), T
8.33 (J=6.9 I't, 1H), 1 8.38 (J=8 I't, 1H), 1 8.56 (J=8 I't;, 1H), ¢ 9.73 (1H), ¢ 10.26
(1H). 3naiineno, %: N 1.85; 1 66.48. C13H1114NOS. Bupaxysano, %: N 1.90; | 68.93.
Tpudpomin  1-0pomomeTn-8-merui-4-popmii-1,2-guriapo[1,3]riazono|3,2-
a]xinosiniro (23). Buxig 65%. T, 163-164°C. 3naiigeno, %: N 2.39; | 66.85.
C14H13BrsNOS. Bupaxysano, %: N 2.49; | 67.64.
Tpuiiogua 1-iiogoMeTniI-8-MeTHI-4-popmin-1,2-qurigpo|[1,3]Tiazono|3,2-
a|xinoJiniro (24). Buxin 75%. T,,. 154-156°C. 3naiineno, %: N 2.42; Br 57.13.
C14H1314sNOS. Bupaxysano, %: N 1.86; Br 58.23.
Tpuopomin  1-6pomomerni-1-mernin-4-gopmii-1,2-guriapo[1,3]riazomno|3,2-
a|xinmoainiro (25). Buxin 76%. T. . 207-208°C (ourosa kucinora). *H NMR, §,
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.., J (T'm): ¢ 2.35 (3H, CH3), n 3.88 (2H, J=7, CH3Br), 14.22 (1H, J=12, SCH>),
n4.53 (1H, J=12, SCH,), T 7.96 (1H, J=7, H-7), 1 8.19 (1H, J=7, H-6), T 8.52 (1H,
J=7, H-8), n 8.66 (1H, J=7, H-9), ¢ 9.65 (1H, H-5), ¢ 10.20 (1H, CHO). 3naiineHo,
%: N 2.45. C14H13BrsNOS. Bupaxysano, %: N 2.49.

Tpuiioqun  1-iionoMmeTna-1-meruni-4-gpopmin-1,2-gurinpo|1,3]riazosno[3,2-a]-
xinoainiro (26). Buxin 72%. T. mn. 125-126°C(ourosa kucnora). *H NMR, §, m.u.
,J (I'm): ¢ 2.27 (3H, CH3), 14.07 (2H, J=7, CHal), 1 4.40, 4.85 (2H, J=12, SCH>), T
7.97 (1H, J=7, H-7), n 8.23 (1H, J=7 , H-6), T 8.55 (1H, J=7, H-8), 1 8.69 (1H, J=7,
H-9), ¢ 9.71 (1H, H-5), ¢ 10.24 (1H, CHO). 3naiineno, %: N 1.84. C14H1314sNOS.
Bupaxysano, %: N 1.87.

Tpuodpomin 1-6pomomerni-1,8-numernia-4-popmin-1,2-purinpo|1,3]tiazono-
[3,2-a]xinoainiro (27). Buxing 66%. Ty, 174-175°C. 3naiigeno, %: N 2.29; Br 56.12.
C15H15BrsNOS. Bupaxysano, %: N 2.43; Br 55.46.

Tpuiiomua 1-iogomerni-1,8-numernii-4-popmii-1,2-auriapo[1,3]tiazonno|3,2-
a]xinouiniro (28). Buxig 70%. Ty, 162-163°C. 3naiigeno, %: N 2.42; | 57.13.
Ci5H151sNOS.. Bupaxysano, %: N 2.55; | 58.23.

Tpuodpomin 1-(1-6pomo-l-mermiiernn)-4-gopmia-1,2-guriapo[l,3]riazomno|3,2-
a]xinouiniro (29). Buxin 70%; T 145-147°C; *H NMR: § ¢ 1.74 (3H), ¢ 1.83
(3H), M 4.20 (1H), 14.31 (J =9 I'u, 1H), 1 6.64 (J=9 T, 1H), 7 7.94 (J = 8 'y, 1H),
T 824 (J=7Tu, 1H), 1 8.50 J=8 I'y, 1H), x 8.68 (J=8 I'y, 1H), ¢ 9.74 (1H), ¢
10.24 (1H); C NMR: & 32.7, 33.0, 34.9, 68.4, 73.4, 121.8, 126.6, 129.4, 132.4,
137.3, 140.9, 153.2, 167.3, 189.9. 3naiineno,%: C, 31.05; H, 2.50; Br, 55.08; N,
2.26. C15H15BrsNOS. Bupaxysano,%: C, 31.23; H, 2.62; Br, 55.40; N, 2.43.
Tpuiiomna  1-(1-liomo-1-meTnnernn)-4-gpopmin-1,2-gurigpo[l,3]riazono[3,2-
a]ximoainiro (30) Buxing 74%; T 115-117°C; 'H NMR: § ¢ 1.89 (3H), ¢ 1.92
(3H),m4.31 (1H), 14.36 J=9 I'y, 1H), 16.59 J=9 I', 1H), 1 7.96 J =7 ', 1H),
T 825 (J=7Tu, 1H), 1 8.50 J=7Tu, 1H), n 8.67 J=7T'u, 1H), ¢ 9.72 (1H), ¢
10.26 (1H). 3maiineno,%: C, 23.32; H, 1.79; I, 66.41; N, 1.72. CisH1s51sNOS.
Bupaxysano,%: C, 23.55; H, 1.98; I, 66.36; N, 1.83.
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Tpudpomin 1-(1-6pomo-1-meTniiernn)-8-metui-4-gopmii-1,2-guriapo-
[1,3]Tiaz00[3,2-a]xinouainiro (31). Buxix 73%; Tron 128-130°C; *H NMR: & ¢
1.73 (3H), ¢ 1.84 (3H), ¢ 2.69 (3H), m 4.19 (1H), 1 429 J=8 Iy, 1H), 1 6.59
(J=8Tu, 1H), 17.80 J=8 I'i, 1H), 1 8.38 (J=8 I';, 1H), ¢ 8.56 (1H), ¢ 9.66 (1H),
¢ 10.22 (1H). 3naiineno,%: C, 32.20; H, 2.81; Br, 53.96; N, 2.23. C1sH17BrsNOS.
Bupaxysano,%: C, 32.52; H, 2.90; Br, 54.08; N, 2.37.

Tpuiioana 2-iio0-1-enis-5-popmin-2,3-gurigpo-1H-[1,3]riazuno|[3,2-a]-
xinoJiniro (32) Buxix 69%; T 168-170°C; "H NMR: & 14.30 J=7 I'n, 2H),
5.87(J=7Tu, 1H),m 6.78 (1H), m 7.11 (3H), m 7.42 (2H), 1 7.79 J=7T'u, 1H), T
798 (J=7Tn, 1H), 18.07 J=8 I'y, 1H), 1 8.37 J=7 I', 1H), ¢ 9.68 (1H), ¢ 10.28
(1H); BC NMR: § 29.3, 37.6, 72.2, 126.1, 126.8, 129.2, 129.4, 129.5, 130.4, 132.4,
138.1, 138.3, 139.2, 152.8, 164.7, 190.0. 3naiineno,%: C, 28.20; H, 1.78; 1, 62.04;
N, 1.68. C19H151sNOS. Bupaxysano,%:C, 28.07; H, 1.86; |, 62.44; N, 1.72.
Tpubpomin  2-6pomo-1-denin-5-gpopmia-2,3-qurigpo-1H-[1,3|riazuno|3,2a]-
xinouiniro (33). Buxin 67%; T 192-194°C; *H NMR: & 13.36 (J =15 I'n, 1H),
n3.66 (J=15Tu, 1H), 1 590 J=3 T'u, 1H), m 7.40-7.46 (6H), T 7.99 (J=7I'L,
1H), m 8.15-8.22 (2H), 1 8.55 (J=8 ', 1H), ¢ 9.71 (1H), ¢ 10.34 (1H); 13C NMR:
031.0,42.4,66.6,79.9,118.1,125.7,126.7,128.7,129.2,129.7, 130.5, 133.8, 135.6,
138.8, 141.4, 152.1, 163.3, 189.5. 3naiineno,%: C, 38.26; H, 2.50; Br, 50.89; N,
2.12. C19H15BraNOS. Bupaxysano,%: C, 38.51; H, 2.42; Br, 51.14; N, 2.24.
Tpuiionna 2-iiomxo-9-meTui-1-penin-5-popmin-2,3-guriapo-1H-[1,3] riazuuno-
[3,2-a]xinominiro (34). Buxin 71%; Tr 165-167°C; 'H NMR: § ¢ 2.54 (3H), 1
430 (J=7Tu, 2H), 15.79 J=8 I'u, 1H), m 6.79 (1H), m 7.03 (3H), m 7.35 (2H), 1
7.57 J=8Tmu, 1H), ¢ 7.83 (1H), 1 8.18 (J=8 I't, 1H),, ¢ 9.55 (1H), ¢ 10.23 (1H);
13C NMR: § 22.8, 28.8, 37.8, 72.0, 119.9, 124.0, 125.8, 128.6, 129.2, 130.3, 130.8,
131.6, 138.3, 139.3, 150.0, 151.9, 163.7, 189.9. 3naiineno,%: C, 28.91; H, 2.00; I,
61.43; N, 1.55. CyH171sNOS. Bupaxysano,%: C, 29.05; H, 2.07; I, 61.38; N, 1.69.
Tpudpomina 1-6pomomeTni-1,2-gurigpo-4-popmin|1,3]cenenasoo|3,2-a]-
xinoJiniro (35). Buxig 58%. T mn 160-162°C (eranon). '‘HNMR: & n3.62 (1H; Se-
CHy), T 3.81 (1H; CH2Br), n 3.89 (1H; Se-CHy), T 4.15 (1H; CH2Br), m 6.59 (1H;
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CH), T 8.12 (1H; 6-CH), T 8.39 (1H; 7-CH), n 8.48 (1H; 7-CH), n 8.58 (1H; 8-
CH), ¢ 9.72 (1H; 4-CH), c 10.31 (1H; CHO). 3maiineno: % N 2.48.
C13H11BrsNOSe. Bupaxysano: % N 2.35.

Tpuiioaun 1-iiomomerni-1,2-quriapo-4-popmia[1,3]cenenasono|3,2-a]-
xinoainiro (36). Buxin 78%. T m 202-204°C (eranon). 'HNMR: 8 13.57 (1H; Se-
CHy), T 3.72 (1H; CH2l), 1 3.85 (1H; Se-CHy), T 4.11 (1H; CH2I), m 6.55 (1H; CH),
T 8.03 (1H; 6-CH), 1 8.35 (1H; 7-CH), n 8.45 (1H; 7-CH), n 8.57 (1H; 8-CH), ¢ 9.71
(1H; 4-CH), c 10.34 (1H; CHO). 3mnaiimeno: % N 1.75. Ci3H1114NOSe.
Bupaxysano: % N 1.79.

Tpudpomin 1-6pomomerni-1-mernia-4-gopmii-1,2-gurigpo[1,3]cenenaso.io-
[3,2-a]xinouainiro (37). Buxig 78%. T 207-208°C.(xnopodopm). 'H NMR: § ¢
2.35 (3H, CHs), n 3.88 (2H, J=7, CH.Br), n 4.22 (1H, J=12, SCHy), n 4.53 (1H,
J=12, SCHy), T 7.96 (1H, J=7, H-7), n 8.19 (1H, J=7, H-6), T 8.52 (1H, J=7, H-8),
1 8.66 (1H, J=7, H-9), ¢ 9.65 (1H, H-5), ¢ 10.20 (1H, CHO). 3naiineHo, %: N 2.45.
C14H13BrsNOSe. Bupaxysano, %: N 2.49.

Tpuiionua 1-iiogomernia-1l-merun-4-gpopmin-1,2-quriapo[1,3]cerenasono|3,2-
a]xinoainiro (38). Buxig 85%. T 153-155°C.(xnopodopm). H NMR: § ¢ 2.27
(3H, CHs), 1 4.07 (2H, J=7, CH2l), n 4.40( 2H, J=12, SCHy), 1 4.85 (2H, J=12,
SCHy), r 7.97 (1H, J=7, H-7), n 8.23 (1H, J=7 , H-6), T 8.55 (1H, J=7, H-8), n 8.69
(1H, J=7, H-9), 9.71 (1H, H-5), ¢ 10.24 (1H, CHO). 3naiineno, %: N 1.84.
C14H1314NOSe. Bupaxysano, %: N 1.87.

Tpubépomin 1-(1-6pomo-1-mermiaerni)-4-popmia-1,2-muriapo[l,3]cenenasono-
[3,2-a]xinominiro (39). Buxig 45%; Trur 160-162°C; 'H NMR: § ¢ 1.82 (3H), ¢
1.87 (3H),m4.25 (1H), 14.34 J=9 T'u, 1H), 16.62 (J=9 I'u, 1H), t7.97 (J=7 I'y,
1H), 7825 (J=7Tu, 1H), 1 8.51 J=8 I'u, 1H), 1 8.70 (J=8 I'y, 1H), ¢ 9.75 (1H),
¢ 10.20 (1H). 3naitneno,%: C, 28.29; H, 2.50; Br, 51.01; N, 2.13. C45H15BrsNOSe.
Bupaxysano,%: C, 28.88; H, 2.42; Br, 51.24; N, 2.25.

Tpuopomin 2-6pomo-1-penin-5-gpopmia-2,3-guriapo-1H-[1,3]cesenazuno|3,2-
a]ximoainiro (40) Buxin 48%; Tt 193-194°C; 'H NMR: § 14.38 (J =7 I'y, 2H),
n15.89 (J=7TIu, 1H), m 6.80 (1H), m 7.12 (3H), m 7.43 (2H), T 7.78 (J =7 I'y, 1H),
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1 8.00 (J=7Tu, 1H), 1 8.10 J=8Tu, 1H), 1 8.38 (J=7I', 1H), ¢ 9.69 (1H), ¢
10.27 (1H); 3naiineno,%: C, 33.22; H, 2.39; Br, 46.95; N, 2.11. C1gH15BrsNOSe.
Bupaxysano,%: C, 33.93; H, 2.23; Br, 47.62; N, 2.08.

Tpuiionna  2-itomgo-1-denin-5-gpopmin-2,3-gurigpo-1H-[1,3]cesenasuno(3,2-a]
xinouiniro (41) Buxix 54%; T 173-175°C; 'H NMR: 8 14.35 (J=7 T'n, 2H),
593(J=7Tu, 1H), m 6.81 (1H), m 7.13 (3H), m 7.40 (2H), T 7.80 J=7 'y, 1H), T
7.99 (J=7Tu, 1H), 18.05 J=8 I'y, 1H), 1 8.35 (J=7 I', 1H), ¢ 9.67 (1H), ¢ 10.28
(1H); 3maiineno,%: C,26.21; H, 1.59; I, 58.84; N, 1.55. CjgHisl14NOSe.
Bupaxysano,%: C, 26.54; H, 1.76; I, 59.04; N, 1.63.

Tpu6pomin E-1-opomoMernitinen-8-merni-4-gpopmina-1,2-qurigpo[l,3]riazo.o-
[3,2-a]xinomainiro (42). Buxig 73%; Tmx 178-179 °C; R 0.80 (eraHoxa. rexcas:
pietunosuii edip = 1: 2: 3). *H NMR, §, m.u. , J (Hz): ¢ 2.71 (3H, CH3), ¢ 4.66 (2H,
CHy), n7.78 (1H,J=8 I'i, H-6), ¢ 8.08 (1H, =CHB¥), c 8.34 (1H, H-8), n 8.41 (1H,
J=8T'u, H-6), ¢ 9.72 (1H, H-5), ¢ 10.26 (1H, CHO). BC NMR, §, m.u. : 23.45 (CH3),
36.40 (CHy), 111.76 (CHBr), 119.78(C-8), 125.40(C-7), 125.48(C=), 131.77(C-6),
132.97(C-5), 138.75(C-4a), 140.10(C-2), 151.53(C-3), 152.21(C-4), 165,50(C-8a),
189.54(CHO). 3naiineno,%: N 2.41; Br 56.25. C14H1;BrsNOS. Bupaxysano,%: N
2.50; Br 56.98.

Tpuiiomnn  E-1-iionoMeTuiineH-8-merni-4-gopmin-1,2-gurigpo[l,3]riazoso-
[3,2-a]xinoniniro (43). Buxim 81%. T 210-211. Rf 0, 72 (eraHoa: rekcas:
nietunosuii epip = 1: 2: 3). *H NMR, §, m.u. , J (Hz): ¢ 2.73 (3H, CH3), ¢ 4.64 (2H,
CHy), n 7.80 (1H, J=8 I'i, H-6), ¢ 8.18 (1H, =CHI), ¢ 8.32 (1H, H-8), n 8.40 (1H,
J=8T'u H-6), ¢ 9.64 (1H, H-5), ¢ 10.28 (1H, CHO). *C NMR, §, m.u. : 23.62 (CH3),
36.12 (CHy), 112.05 (CHBr), 119.63(C-8), 125.41(C-7), 125.52(C=), 131.60(C-6),
133.04(C-5), 138.72(C-4a), 140.15(C-2), 151.49(C-3), 152.18(C-4), 165,53(C-8a),
189.57(CHO). 3naiineno,%: N 1.85;166.48. C14H111sNOS. Bupaxysano,%: N 1.87;
| 67.78.

Tpuodpomin E-1-6pomomerwmiinen-4-gopmii-1,2-qurigpo[1,3]cesrenoazolio|3,2-
a|xinoiniro (44). Buxin 90%; T >300°C; *H NMR: § 1 4.43 (1H; SeCH>), n 4.71
(1H;SeCHy), t7.97 (J=7T'u, 1H), ¢ 8.14 (1H; =CHBr), t8.25(J =7 I'u, 1H), 1 8.51
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(J=8Tm, 1H), n 870 (J=8Tu, 1H), ¢ 9.75 (1H), ¢ 10.23 (1H; CHO).
3naitneno,%: N 2.42; Br 55.08. C13HyBraNOSe. Bupaxysano,%: N 2.36; Br 53.87.

Tpuiioqun  E-1-fionomerniigen-4-gpopmin-1,2-qurinpo[1,3]cesienoasono[3,2-
a]xinoiniro (45). Buxix 95%; Trur 165-167°C; 'H NMR: § 1 4.38 (1H; SeCHy), 1
4.79 (1H;SeCHy), 1 7.89 (J=7 I'u, 1H), ¢ 8.08 (1H; =CHI), 7 8.27 J=7T'u, 1H), 1
845 (J=8Tmu, 1H), n 8.75 (J=8Twu, 1H), ¢ 9.59 (1H), ¢ 10.20 (1H; CHO).
3naitneno,%: N 1.85; 1 65.87. Ci13HglsNOSe. Bupaxysano,%: N 1.79; | 64.96.

3.3. 3arajgbHa MeTOAMKA O/IepPKaHHs OpoMiaiB i xuopuaiB 46-55

Jlo 0.008 momb Tio(ceneHo)etepy 4-20, pozuuneHoro B 10 mu xiaopodopmy,
Ipy TOCTIMHOMY NepeMillyBaHHI NpukanyioTs po3urH 0.008 Monb miokcumy
CEJICHy YW TeIypy pPO3YMHEHOr0 Yy IIECTUKPATHINH KIJIbKOCTI KOHILIEHTPOBAHOI
XJIOPOBOJIHEBOI YM OpOMOBOAHEBOI KuciaoTH. YUepe3 2-8 ronx ocaia, MO BHUIIAB,
GITBTPYIOTH, MPOMUBAIOTH XJIOPOGOPMOM, JTIETUIOBUM €TEPOM.
Bpowmin 1,1-nu6pomo-2-6pomomeTHII-5-popmin-2,3-nuriapo[1,4,3] riacesen-
asuno[3,2-a]xinouinito (46). Buxig 62%. Tromn 193-195°C (xmopodopm). H
NMR: & (J, T'n): m 3,96-4,09 (3H; CH2Br, SCH2), T 423 (1H CH;,Br), m 6,70 (1H;
CH), 1 7,99 (1H; 6-CH), 1 8,33 (1H; 7-CH), n 8,47 (1H; 5-CH), 1 8,56 (1H; 8-CH),
¢ 9,52 (1H;4-CH), ¢ 10,25 (1H;CHO). ¥C NMR: § 33.15, 33.16, 34.79, 66.71,
119.66, 126.47, 126.61, 129.97, 133.27, 138.63, 139.20, 153.13, 165.54, 190.39.
3naitneno, %: Br 51,05. C13H11BrsNOSSe. Bupaxysano, %: Br 50,91.

1,1-Tuépomo-2-6pomo(denin)mernn-Spopmin-2,3-nurigpo[1,4,3]-

TiaceseHa3uHo|3,2-a]xinoJiniil 6pomin (48) Ta 2-Tpudpomcesneno-s-gpopmii-1-
¢enin-2,3qurinpo-1H-riazuno[3,2-a|xinomainiit 6pomin (49). Buxin 65%. Ttorn
147-150°C (xnopodopm). ' HNMR: § (J, T'): 13,33 (1H; SCH,), n3.65 (1H, SCH,),
M 4,22 (1H; CH), m 4,38 (1H; CH), n 4,63 (1H; SCH3), n 5.15 (1H, SCH>), m 5.88
(1H; CHPh), m 6,88-8.58 (1H; CHapowm), ¢ 9,65 (1H; 8-CH), ¢ 9,76 (1H; 8-CH), ¢
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10,27 (1H; CHO), ¢ 10,34(1H; CHO),. 3C NMR: & 31.11, 37.46, 42.48, 50.21,
66.57,73.38,79.98, 118.14, 119.87, 120.19, 125.71, 125.99, 126.70, 127.09, 128.17,
128.32, 128.72, 128.81, 129.19, 129.70, 129.90, 130.00, 130.38, 131.90, 133.76,
135.65, 137.24, 138.23, 138.74, 139.55, 139.79, 141.40.

Bpomin 1-(1-Tpubpomocesieno-1-mermiaerni)-1,2-quriapo4-dopmin|1,3]-
Tiaz040([3,2-a]xinominii (50). Buxix 67%. Tromr 139-140°C. *H NMR: § (J, I'n):
10.30 (s, 1H), 9.70 (s, 1H), 8.85 (d, 1H), 8.47 (t, 1H), 8.17 (t, 1H), 7.96 (d, 1H),
6.24 (m, 1H), 4.07 (m, 2H), 1.76 (s, 6H). *C NMR: § 21.5, 30.1, 36.3, 56.3, 76.4,
122.2,127.1,129.3,131.4, 135.9, 142.8, 151.2, 164.8, 190.3. 3naiineno,%: N, 2.08;
Br, 46.11. C45H15BrsNOSe;. Bupaxysano, %: N, 1.99; Br, 45.52.

Xuopun 1-Tpuxsaoporesxypomerui-4-gpopmii-1,2-gurigpo|1,3|riazoo|3,2-
a]xinoainiro (51). Buxig 68%. Tromn. 143-145°C (cBiTno-xoBTi Kpucramm). *H
NMR (DMSO-ds, TMS): ¢ 3.66 (d, 1H), 3.75 (t, 1H), 3.92 (d, 1H), 4.15 (t, 1H),
6.41-6.45 (m, 1H), 7.99 (t, 1H), 8.33 (t, 1H), 8.38 (d, 1H), 8.56 (d, 1H), 9.73 (s,
1H), 10.26 (s, 1H). 3naiineno: N, 2.85; Cl, 29.01. C13H1;CI4NOSTe. Bupaxysano
N, 2.81; Cl, 28.46.

Bbpomin  1-TpuGpomoTtesrypoMeTuiiaen-7/-merui-4-gpopmia-1,2-nuriapo|[1,3]-
Tia30.10[3,2-a]xinoainiro (52). Buxin 73%. Tromr. 188-190°C.*H NMR (DMSO-
ds, TMS): 6 2.73 (s, 3H), 4.64 (s, 2H), 7.80 (d, 1H), 8.18 (s, 1H), 8.32 (s, 1H), 8.40
(d, 1H), 9.64 (s, 1H), 10.28 (s, 1H). 3naiineno: N, 2.12; Br, 46.95. C14H11BrsNOSTe.
Bupaxysano N, 2.03; Br, 46.44.

Bpomin 1-tpudpomoTtesypomeruigen-4-gpopmin-1,2-qurigpo[1,3]Tiazono[3,2-
a]xinoainiro (53). Buxig 79%. Tromn. 230-232°C. *H NMR (DMSO-ds, TMS): §
4.52 (s, 2H), 7.93 (t, 1H), 8.08 (s, 1H), 8.40 (t, 1H), 8.45 (d, 1H), 8.60 (d, 1H), 9.64
(s, 1H), 10.28 (s, 1H). 3naiigeno: N, 2.15; Br, 47.08. C13HyBrsNOSTe. Bupaxysano
N, 2.07; Br, 47.40.

Xuaopua 1-TpuxjoporeaypoMeruiinen-4-gpopmin-1,2-nurigpo[1,3]riazono[3,2-

a|ximoainiro (54). Buxin 67%. Tromr. 190-192°C.*H NMR (DMSO-ds, TMS): &
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459 (s, 2H), 7.94 (t, 1H), 8.10 (s, 1H), 8.43 (t, 1H), 8.48 (d, 1H), 8.62 (d, 1H),
9.63 (s, 1H), 10.25 (s, 1H). 3maiineno: N, 2.91; CI, 29.01. Ci3HyCIsNOSTe.
Bupaxysano N, 2.82; Cl, 28.57.

Xaopua 1-TpuxjioporenypoMeruiigen-4-gpopmii-1,2-nurigpo[1,3]cenenasono-
[3,2-a]xinoainiro (55). Buxin 59%. Tromn. 235-240°C. *H NMR (DMSO-ds, TMS):
0 4.82 (s, 2H), 7.93 (t, 1H), 8.12 (s, 1H), 8.40 (t, 1H), 8.43 (d, 1H), 8.59 (d, 1H),
9.72 (s, 1H), 10.30 (s, 1H). 3naiineno: N, 2.74; Cl, 26.35. C13HyCIlsNOSeTe.
Bupaxysano N, 2.57; Cl, 26.10.

Bpowmin 1-6pomomeTtuin-4-gopmin-1,2-nuriapo[1,3]riazono[3,2-a]xinoainiro
47).

Meton A. Jlo 0.001 mons Opominy 1,1-nuGpomo-2-Gpomomerui-S-popmin-2,3-
muriapo[ 1,4,3]riacenenasuno|3,2-alxinominito (46) momatore 10 mur aneToHy i
nepemMinryoTh npu TemmepaTtypi 60°C 2 roa. Tt 246-247°C. 3naiineno,%: N,
3.62; Br, 41.59. C13H11BroNOS. Bupaxysano,%: N, 3.60; Br, 41.07.

Meron B. Jlo 0.001 w™momnb Tpubpominy 1-Gpomomerui-4-hopmin-1,2-
nuriapo|1,3]riazono[3,2-a]xinomiHito (21) mpu mepemiiryBaHHI A0Aal0Th 10 M
areTony. Uepe3 2 TOJ aneTroH 1 OpoMaleToH BUIMAPOBYIOTh. Trui. 245-247°C.
3naiineno,%: N, 3.49; Br, 40.28. Ci3H1:BroNOS. Bupaxyrano, %: N, 3.60; Br,
41.07.

2-Oxcoxinojiin-3-kap6onoBa kuciaora (56). o 0,001 wmomp 2-
Tiokco(mponaprinTio)-3-popmuxinoniny 1 abo 17, po3zunHeHoro y 15 mi onrroBoi
kuciotu, npukanyioTs 4.5 mu (0.004 monb) 30% BOJHOTO PO3YMHY TIIPOTEH
nepokcuy. Peakiiitny cymiin nepemMinryroTh 3 700U 1 BUJMBAIOTH B CYMIIII JIi/1-BOJIA.
Ocan ¢GineTpytoTh, nepekpuctaiizoByioTs 3 JIM®A. Buxin 42%. Tromn 285-286
°C. (JIM®A). Crnextp AMP H, §, m.u., J (I'n): 7.41- 8.05 (4H, m, 4Hapom), 8.98
(1H, ¢, H-4), 13.17 (1H, ¢, OH), 14.73 (1H, ¢, COOH) (1H, ¢, OH). M/z 189.
3naitneno, %: N 7,32. C10H;NO;. Bupaxysano,%: N 7,41.
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BUCHOBKHA

Y  nmmcepramiiHOMY — JOCHIDKEHHI ~ BCTAHOBJCHI  3aKOHOMIPHOCTI
eJIeKTpodinbHOI reTepormkimizaiii 2-S(Se)-ankeHiIpbHUX (AIKIHUIBHAX) MOX1IHUX
X1HOMH-3-KapOanpAeriy Mia Ji€l0 TajoreHiB 1 XaJdbKOTEHTETParaJoreHiIiB Ta
po3po0JieHI METOIM CHHTE3y XalbKOT€Ha30JbHUX IHWKIIB, aHEIhOBAHHX 3

X1HOJIITHOM.

1. BcraHoBieHO, IO PEriocHpPsIMOBAaHICTh peakii  eneKTpodiabHOT
raJioreHorukim3zanii 2-S(Se)-amin-(Meranin-, 2-MeTHI0yT-2-1)1-, THHAMIJI-)X1HOJIIH-
3-kapOabACTiIiB 3aJCKATh BiJ MPUPOIN 3aMiCHUKA Oils TEPMIHAIBHOTO aToma
KapOOHY alJIbHOTO 3aMICHHMKA: BiJAOYBAa€TbCS aAHEIIOBAHHS  Tia30JI1IHOBOTO

(cesieHa30J11HOBOI0) YU TIa3MHOBOTO(CEIEHa3MHOBOIO) IIUKJIIB JI0 X1HOJIIHY.

2. BusBneHo, 1o rajoreHoreTepouukiizaiisa 2-S(Se)-mponapriibHUX
MOX1THUX XIHOJIIH-3-KapOaJlbJIeTiAy 3A1HCHIOETBCS PETio- Ta CTEPEOCEIICKTUBHO 3
aHEJTIOBAaHHSAM Tia30JbHOTO(CEJICHA30JIbHOT0) ITUKIIY 10 XIHOJIHOBOI CHCTEMHU 3

YTBOPEHHSIM NPOAYKTIB E-KOH(Iryparii.

3. 3’scoBaHO, 10 peTriOHANMpaBieHICTh peakilii  S(Se)-alKkeHITbHIX
MOXITHUX XIHOMIH-3-KapOaNbJaeTiy 3 TETPaOpPOMIZIOM CEIeHY 3aJleKUTh BiJl
3aMiCHUKa 01151 TepMIHAJIILHOTO aToMa KapOOHY allIbHOTO (hparMeHTy. AiIbHUN
Ta METUJIOYTEHUTLHUN TIOETEpU(CEICHOETEPH) ITUKII3YIOThCS PET10CEICKTUBHO 3
GbopMyBaHHSIM TOMIIUKIIYHUX CEJIEHOTIa3MHO- UM  CEJICHA30JI0X1HOJIHOBUX
aHTYJISIPHUX CHCTEM, HATOMICTh MpPHU I[HKJII3alli IUHAMIIBHOTO TIOETEPY

PErioceNeKTUBHICTh 3MEHIIIYETHCS 1 YTBOPIOETHCS CYMIII 130MEPIB.

4. BusiBiieHo, mio Temypouukiizaiis 2-S(Se)(amin)nponapriixiHoiH-3-
KapOanpJerily TeaypTeTparajoreHilaMu 3I1ACHIOETbCS PErioCeIeKTUBHO Ta
CTEPEOCEJICKTUBHO 3  YTBOPEHHSM  OJHOTO  KOH(QITYpaIiifHOTO  130Mepy

T1a30J11HO(CEJIEHA30J11HO ) XIHOTIHY.
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5. 3’scoBaHO BIUIMB NPUPOJIM XaIbKOTE€HY Yy TIOJOXKEHHI 2 XIHOJIHY Y
Tio(ceeHo )eTepax Ha MPoIlec eNeKTPOPiIbHOT reTepOIKIIi3allii i BETAHOBJIEHO, 110
perioHanpaBiIeHICTh IUKJIIi3a1lii He 3MIHIOETHCS, ajle BUXOIN MPOAYKTIB IIUKJIIi3allii

CEJICHOBMICHHUX TI0€TE€PiB MEHIIIl Y TIOPIBHAHHI 3 TIOETEPaAMH.

6. Ha ocHOBi enexkTpodinpbHOI TeTepOIMKIi3amii HEHACHYEHUX IOXITHUX
X1HOMH-3-KapOaIp/ieTily 3 TaJoreHaMH Ta  XaJIbKOTeHTeTparajoreHijaMu
PO3POOICHO 3PYYHHM MIAXIJ 0 CHHTE3Y KOHIACHCOBAHUX IMOXIAHUX XIHOJIHY, SIKi

MoKa3ajan OaKTePHUIMIHY aKTHBHICTb.
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