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3AT'AJIBHA XAPAKTEPUCTHUKA POBOTH

AKTyasbHiCTh TeMHM. CHHTE3 HOBUX TE€TEPOIMKIIYHUX CHCTEM Ha OCHOBI 1,4-
HaTOXIHOHY Ta TMojaibina ixX MoAuQIKalisd € MEePCHEeKTUBHUM HAIPSIMKOM IIOIIYKY
HNOTEHIIMHUX  O10JIOTIYHO aKTUBHUX PEUYOBHUH, OCKUIBKH JOOpe BIJIOMO, IO 3HA4yHa
KUIBKICTh TTOX1AHUX 1,4-HadTOXIHOHY HpOsBisAe (Pi310JOTIUHY aKTUBHICTH PI3HOTO THITY.
Oco0MMBO aKTyallbHUM € CHHTE3 TpHU- 1 TETPAUUKIIYHUX KOHJIEHCOBAHUX CHUCTEM
riaHapHoi OymoBM Ha OCHOBI 1,4-HaAQTOXIHOHY, OCKUIBKH CHOJYKH TakKOro THILY €
e(eKTUBHUMHU TPOTUITYXJIMHHUMH areHTamu. Tak, Ha JaHWW Yac XIHOIJHI CIOJYKH
CTaHOBJSATH JAPYTUd  BEIMKUH  KJac MOPOTUNYXJIMHHUX 3acob0iB, Oararto
NpPEACTAaBHUKIB SIKOTO 3HAXOMASTHCS HA PI3HUX CTaAiAX KIIHIYHOTO 1 JOKJIIHIYHOTO
AochiKeHHa. B ocTaHHI poKHM y HAyKOBOMY CIIBTOBAapUCTBI 0Ope MOMITHA HOBA
XBHJISL 3allIKaBJICHOCTI KJACOM XIHOIJHUX CHOJYK. 3aBASKA CBOIM YHIKaJIbHUM
BJIACTUBOCTSIM X1HOI/IHI CIIOJYKH 3HAUIILIN MIUPOKE 3aCTOCYBAHHS B PI3HUX TaIy3X HAYKU
1 TEeXHIKM — B MEIHUIIMHI, CUIbCBKOMY T'OCHOJAPCTBI, MOJEKYJISIPHIM €JIEeKTPOHIII],
OpraHiYHUX HaIMiBIPOBIIHUKAX, KOMYHIKAIIMHUX TPUCTPOsx Toino. [locTiiiHe 3pocTanHs
HAyKOBOTO 1HTEpecy A0 MoxigHux 1,4-HadTOXIHOHY BUKIMKAHO iX BUCOKOIO PEAKIIHHOIO
3JIaTHICTIO 1 MOXKJIUBICTIO CHHTE3Y Ha iX OCHOBI HOBUX P13HOMAHITHUX CHOJYK 3 IIUPOKUM
CHEKTpOM 010J10T14HOT aKTUBHOCTI. OCTaHHIM YacOM TaKOX PI3KO 3pociia KUIbKICTh
JOCITIDKEHb CTOCOBHO PI3HHMX acIeKTiB XiMii TiopeHy Ta Woro moxigHux. Baxkimse miclie
cepell HUX MOCIAAl0Th aMiHU TIO(EHOBOro psiAy 1 KOHJIEHCOBaHI CUCTEMHU Ha iX OCHOBI,
OCKUIbKM 0araro NOXIJHUX aMiHOTIO(EHIB 3HAWIUIM 3aCTOCYBaHHSA SK JIKapChKI
npenaparyd, XIMIYHI 3acO0M 3aXMCTy PpOCIUH, HAMIBIPOAYKTH CHUHTE3y OapBHUKIB, Yy
TOHKOMY OpPTaHIYHOMY CHHTE31.

3’5130k podOTHM 3 HAYKOBMMH MpOrpamMaMiu, IUIaHAMHM, TemMamu. Tema
JIUCEPTALIITHOI poOOTH BIANOBIIa€ HAYKOBOMY HAIpPsIMKY KadeapHu TEXHOIOTrIi 010JI0TTYHO
aKTUBHUX CHOJYK, (apmarlii Ta OI0TeXHOJIOTIl, € 4YacTUHOKW (yHIAAMEHTAIBHHUX
JOCHIKEHb Kadenapu 1 HaykoBo-gochigaux Tem ,,Ckpunir’ (Ne pepikpeectpartii
0102U0001199), ,. Xinon” (Ne mepxpeectparii 0104U002315) ta «CunTe3 Ta OiojoriyHa
aKTUBHICTh KOHJICHCOBAHMX Ta HEKOHJICHCOBAHUX T'€TEPOIMKIIYHUX MOXITHUX Ha OCHOBI
xiHoimaux crnomyk» (Ne nmepxkpeectpamii  0107U009418), 1uio BHUKOHYBaJIUCS B
HanionansHomy yHiBepcuTeTi ,,JIbBiBChbKa nositexHika” y 2007-2015p.p.

Meta po6oTu. Po3poOka HOBUX METOMIB 1 €hEeKTUBHUX IMpENapaTUBHUX METOIUK
CHHTE3Y TeTEePOIMKIIYHUX MOXiTHUX 2-aMiHO0-3-kapOeTokcuHadTo[2,3-b]rioden-4,9-niony
Ta moxigaux 6,11-mi0kco-6,11-auriagpoden3o| f]mipino[ 1,2-aJinmomn-12-kapOOHOBOI KUCIOTH
1 IOLIYK cepe/l HUX PEYOBHH 3 010JIOTTYHOIO aKTUBHICTIO.

O6’exmu  OocniddicenHs:  peakuii  HYKJICO(PIILHOIO  3aMIMICHHS,  peakiii
reTepoLuKII3allii Ta 010J0T1YH1 BJACTUBOCTI B psiny NOXIAHUX 1.4-HAPTOXIHOHY.

Ilpeomem Oocnioacenns: HOBI MOXimHI 2-amiHO-3-kapOerokcuradro[2,3-b]Tiodhen-
4,9-niony Ta  6,11-mgiokco-6,11-gurinpobenso|flmipuno[1,2-a]inmon-12-kapboHoBoi
KHCJIOTH.

Memoou Oocniodxcenns: OpraHiyHUN cuHTE3, crnekTpanbHi meromu (I4- 1 SAMP-
CIEKTPOCKOTIIT Ta Mac-CIIEKTPOMETpii), enemeHTHHI aHaimi3, TIIIX, Gionoriyauii CKpUHIHT.

HaykoBa HOBHM3Ha OTPUMAHHX Ppe3yabTaTiB. Y pe3ynbTaTi MPOBEICHUX
JOCIIIKEHB OYJI0 BIEpIIIE:
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- po3po0JIEHO METOIM CHHTE3y HOBHX MOXIMHHX S- Ta N-BMICHHUX T€TEPOIUKIIUYHUX
X1HOITHUX MOXIJTHUX;

- TPOBEJICHO IIJIECHPSIMOBAHUN CHUHTE3 HOBUX KOHJEHCOBAHUX TE€TEPOIUMKIITYHUX
NOXiTHUX 2-aMmiHo-3-kapOeTtokcuHadTo[2,3-b]Ttioden-4,9-miony Ta 6,11-mi0KCO-
6,11-nurinpo6en3o[ f]mipino[1,2-a]inmon-12-kapOoHOBOI KMCIIOTH;

- CIPOTHO30BaHO 010JIOTTYHY aKTUBHICTH CHHTE30BAHUX T'€TEPOIUKIIIB;

- TIOKa3aHO EeKCIEPUMEHTAIIbHO HAsBHICTh y OJEpPKAHMX HOBUX PEUYOBUH
PI3HOMAaHITHOI O10JI0T1YHOT aKTUBHOCTI;

- mpoBeaeHo In  SilicO MosekynsipHHMIA JOKIHT TeTEPONUKIIYHOTO ITOXiTHOTO
Ha(TOXIHOHY Ha MPOTUITYXJIMHHY aKTUBHICTB;

- BCTAHOBJICHA 3QJIEKHICTh MK CTPYKTYPOIO CUHTE30BAHUX PEYOBHH Ta BEITUUHHOIO
aKTUBHOCTI 1X 0O10JI0T19HOT Aii.

IIpakTuyHe 3HAYEHHS OTPUMAHHUX Ppe3yJbTaTiB. Po3polieHo mpenapaTuBHO
3py4Hi 1 HaJ1HI METOJUKU CUHTE3Y 2-amiHo-3-kapOeTokcuHadTo[2,3-b]Tiodpen-4,9-niony
ta 6,11-m10kc0-6,11-gurinpoden3o[f]-mipumo[1,2-a]jingon-12-kapboHOBOI KHCIOTH Ta
JIOBEICHA MOJXKJIMBICTh 1X BHUKOPUCTAHHS SIK CHOJYK-JIAEPIB IS OJEpKaHHS HOBUX
TeTePOIMKIIYHUX NOX1AHUX 1,4-HaQTOXIHOHY.

BusiiieHo psij 610J10T19HO aKTUBHUX S- Ta N-TeTepOIMKIIYHUX MOX1THUX Ha OCHOBI
1,4-HadTOX1HOHY, cepell AKUX € MOTEHIIHHI PYyHTIIUIU, OAaKTEPULIUIU, PETYISITOPH POCTY
POCIIVH 3 BUIIIOIO AKTUBHICTIO Ta HUYKYOI TOKCUYHICTIO TIOPIBHSIHO 3 €TAJIOHAMH.

Oco0uctuii BHecOK 3700yBaya. ABTOpPOM JucEepTaliiiHOI poOOTH 3H1HMCHEHO
JiTEpaTypHUH TIOIIYK Ta aHaji3 JITepaTypHUX JaHUX, TUTAHYBAaHHS Ta BHKOHAHHS
EKCIIEPUMEHTIB, aHA13 CIEKTPaJIbHUX JAHUX, KBAHTOBO-XIMI4H1 po3paxyHku. [locTranoBKka
3amayl, OOrOBOPEHHsI pe3yJbTaTiB JAOCHIIKEHHS Ta (OPMYJITIOBaHHS BHCHOBKIB
MPOBOJIMJIMCH CIUIBHO 3 HAYKOBUM KEPIBHUKOM — J.X.H., Tpod. HosikoBum B.II. Ta k.x.H,
nou. MycaaoBuuem P.S. JlocaimkeHHs] TPOTUMIKPOOHOT aKTUBHOCTI BUKOHAHO CYMICHO 3
k.x.H., noi. O.3. Komaposcbkoro-IlopoxHsiBerb. AHami3 pe3yibTaTiB MPOTHO30BAHHUX
dapmMakosioriuHux akTHBHOCTEH mporpamoro PASS Online mposexeHi cniibHO 13 1.0.H.,
npod. B.B. IlopoiikoBum Ta k.0.H., H.c. TapacoBoro O.0O. (denepanpHa nep:kaBHA
Oro/pkeTHa HaykoBa ycrtaHoBa «HaykoBo-mocmiiHUNM 1HCTUTYT O1OMEIMYHOI XIMii 1MeH1
B.H. Opexosuua» PAMH, Mocksa, Pocis).

Anpobaunisa pe3dyabTaTtiB aucepramii. OCHOBHI pe3ynbTaTH poOOTH OyIio
npeacraBieno Ha Il Bceykpainchkili HaykoBO-MpakTH4UHIM KoH(epeHmii «XiMmis
npupogHux cnoiyk» (TepHomnuis, 2012); HamioHaneHI HayKOBO-TEXHIUHIA KOH(eEpeHIii
3 MIKHAPOAHOKO YYacTIO «AKTyalbHI MPOOJIEMHU CUHTE3Y 1 CTBOPEHHSI HOBHX 010JIOTTYHO
aKTUBHUX CIOJIYK Ta (papMalleBTUYHUX MpenapariBy, NpucBsdyeHid 90-piuuto kadeapu
TEXHOJIOT1i O10JIOTIYHO aKTMBHMX CIONYK, (papmaiii Ta OiorexHosorii HamioHanbHOro
yHiBepcuTeTy «JIbBiBchbKa modiiTexHika» (M. JIbBiB, 2013); MixnapoaHiil koH(pepeHIil
«JIitH1 HaykoBi ynTanHss» (M. Kuis, 2013), XXIII Ykpaincekiil koH(depeH1ii 3 opraHiyHoi
ximii (M. UepniBi, 2013); mixkHapoaHii kKoHpepeHiil «3100yTku Hayku y 2014 porti» (M.
Kuis, 2014); IV Ykpaiucekiit koHnpepenttii «/{omOpoBcoki ximiuni uutanus — 2015» (M.
Yepnirmi, 2015); International Scientific Congress «Modern Directions in Chemistry,
Biology, Pharmacy and Biotechnology» (m. JIeBiB, 2015); XI mixkHapoaHili HayKOBO-
npaktuyHii koHpepenmii da Rostim 2015 «Teopis, mpakTuka W TEPCHEKTUBBI
MpPUMEHEHUsT OWOJIOTMUECKH AaKTUBHBIX COCIMHEHHWNA B CEICKOM XO3sicTBe (T.
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CeixteiBKap, Poccus, 2015); MixkaaponHoMy HaykoBoMy KOHrpeci «CydacHi HaNnpsiIMKU B
ximii, 610011, papmartii 1 6iorexnonorii» (JIsBiB, 2015).

IMyoaikanii. 3a marepianamMu aucepTaliiHoi poOoTH omyOJikoBaHO 16 HayKOBHUX
npaib, 3 SKkMX 3 cTaTTi - y (axoBUX BHJIAHHAX YKpaiHW, 3 CTATTI - B 1HO3EMHHX
HAyKOMETPUYHHUX BUJAHHsIX, 1 — y 30ipHUKY cTarei, 9 pobiT - y maTepianmax 1 Teszax
YKpPaiHChKHUX Ta MIKHAPOJHUX KOH(EPEHIIIH.

CTpykrypa Ta obcsar aucepramii. J(ucepranis CKIagaeTbCcsl 3 NEPENTIKy YMOBHUX
MMO3HA4Y€Hb, BCTYIMY, II'SITH PO3JUIIB, BHCHOBKIB, CIMCKY BHKOPHUCTAHUX JDKEPEN, IO
CKJaiaeThesl 3 255 HaliMeHyBaHb, Ta 3 n0AaTkiB. PoOoTa BukiazeHa Ha 116 cTopinkax
JIPYKOBAHOTO TEKCTY (0€3 CIUCKY JITepaTypH), MicTUTh 18 Tabauis Ta 9 pUCYHKIB.

OCHOBHMUWMU 3MICT POBOTHU
B ormsai miteparypu mpoaHadizoBaHO 1 y3arajlbHEHO BiJOMI METOAM CHHTE3Y,
MEPETBOPEHHS Ta 010JIOT1YHI BIACTUBOCTI I'€TEPOIMKIIYHUX MTOX1THUX X1IHOHY.

Cunre3 2-amino-4,9-nioxkconadro[2,3-b]riodeH-3-kapo0HOBOI KHCI0TH
Ta i HOXITHUX

BpaxoByroun nonepeaHi HayKOBO-IOCHITHUIBKI HAMPaIIoBaHHs Kadeapy B ramysi
CHUHTE3Yy T'€TepPOLUKIIYHUX MOXIJHUX XIHOHY, 1, 3Ba’KalOuM Ha BIJCYTHICTb Yy JITEpaTypi
BIJIOMOCTEH NpO HAPTOXIHOHM 3 JABOMA 1 OLIbIll€ KOHJECHCOBAHWMHU T'€TEPOLMKIITYHUMU
¢parmMeHTamu, OyJ0 MOCTaBJICHO 3aBAaHHs PO3POOUTH HOBI METOAM CTBOPEHHS MOXI1IHUX
1,4-nadroxinony 3 naBoma KoHAeHCOBaHMMH S, N, O-BMICHUMH T€TEPOLMKIIYHUMHU
KUIBI[SIMU.

PerpocunteTnuHuii aHai3 Takux HaTOXIHOHIB OYB MIPOBE/ICHUI HAMU Ha OCHOBI
2,3-nuxinopo-1,4-nadToxinony 1.1 - BUXiAHOI pEUYOBHHH, IO € JTOCTYITHOI CHPOBHHOIO i
BUITYCKA€ETHCS XIMIYHOIO MPOMUCIOBICTIO YKpainu (Cxema 1)

I cTagis — BKIIIOYAE peakiiio HyKICOPIIbHOTO 3aMIIIEHHS OJHOTO 3 aTOMIB XJIOPY
B 2,3-nuxinopo-1,4-vadToxiHoHi 1.1 mlaHAETUILHUM YIPYIIOBAHHSM, SIKE € 3pDYYHUM IS
BHYTPIIIHbOMOJIEKYJISIPHOI HMKITI3a11ii;

Il cramis — yTBOpEHHsS MEpPLIOr0 S — BMICHOTO TETEPOUMKIIYHOTO (parMeHrty
HIUIIXOM HYKJIEO(PIIBHOTO 3aMillleHHs APYroro aroMa XJjopy Ha CyJlb()ypoBMICHUN
3aMICHHK 3 IOJIAJIBIIO0 TeTePOIUKIIIZAIlI€I0;

Il  cramis — cTBOpeHHS Japyroro KoHaeHcoBaHoro N, O-BMICHOTO
TETEPOIMKIIIYHOTO KIJIbLS B3aeEMoOaier0 3 auxjopoTpudeninipochopanom abo 3
130111aHATOM 32 Y4aCTIO €CTEPHOI Ta aMiHOTPYIIH.

Cxema 1

O 0
COOEt CHzCOOEt -
‘ S g i ' Cl

¢) O 11
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Cunmes 2-xnopo-3-(a-uiano-a-kapoemoxcu)memun-1,4-nagpmoxinony
B pamkax po3po0ieHoi cTpaTerii Mepioro CTaaieo € CHHTE3 2-XJI10po-3-(o-111aHo-0L-
kapOeTtokcu)MeTui-1,4-nadToxiHoHy 2.2, st yoro OyB BHUKOPHUCTaHUW TEXHIYHHM 2,3-
nuxyopo-1,4-nadroxinon 1.1.

Cxema 2
o 0 COOEt
cl CN 1. NH; /H,0 /EtOH CH-CN
. 2. HCl/H,0
CH, - NH,CI
Cl COOEt Cl
) o)
1.1 2.2

CuHTe3 3AilCHIOBAIM NULIXOM B3aemofii 2,3-guxmoponadroxiHony 1.1 3 25%
HAJJIMIIIKOM €THJIOBOTO €CTepy IliaHareTaTHoi KuciaoTu 2.1 mpu KiMHATHINA TeMIieparypi B
eTaHoJ (cxema 2). SIk o0CHOBY BUKOPUCTOBYBaNH 25%-Hui BOJHUN po3uuH amiaky. [licis
NepeKpucTatizamii 3 METaHOIY OTPUMYBAIU CBITJIO-)KOBTI KPUCTAIU 2-XJIOpO-3-(0-I[iaHO-
a-kapOeTokcn)MeTui-1,4-HadToxiHoHy 2.2 3 BUXoaoM 64 %.

bynu 3piiicHeni crpoOu oTpuMatu 2-XJ0po-3-(a-111aHo-0-KapOeTokcH )MeTui-1,4-
HaTOXIHOH 2.2 1 B IHIIMX pPEaKLIMHUX YMOBaX, ajie BOHU HE Jalii 0aXaHOTO pe3yJIbTaTy.
Tak, pu B3aemonii 2,3-muxnopo-1,4-nadroxinony 1.1 3 HaTpid eTWIliaHOAIETATOM B
€TaHoJII TIpW HarpiBaHHI 1 3a HasBHOCTI NaOEt sk ocHOBHU, OyJO oOJiepKaHO CIOIYKY
HEBU3HAYEHOTO CKJIaAy 3 Temneparyporo miasiaeHHs > 300°C.

Cunre3  2-xyopo-3-(o-1miaHo-a-kapOerokcu)Metun-1,4-naproxinony 2.2 €
npukiagoM peakuii 1,4-npuenHanns HykiaeodiniB 3a Mixaenem. Ll peakiiss pocuthb
IIMPOKO BUKOPUCTOBYETHCS B OpPraHIYHOMY CHHTE31 1 € e(pEeKTHUBHUM CIIOCOOOM
30UIbIIIEHHST KapOOHOBOTO JIAHIIOTA €JIEKTPOQiIiB HAa TpH 1 OlIble atoMu KapOoHy. B
KJIACHYHOMY BapiaHTl 1l€i peakiii sfK HYKIeo(PiIM BUKOPUCTOBYIOTh CTaO1I130BaHI
KapOaHIOHM — TIOXIJHI AKTUBHUX METUJICHOBUX CIHOJYK, SIKI TE€HEPYIOThCS i €0
cnabKMX OCHOB 0€3MOCEpEeAHbO y PEAKI[IHHOMY CEpEeNOBHILI 332 HAsBHOCTI aKIENTOPIB
Mixaensi, y TOMY YHCJIl XIHOHIB.

Cunmes 2-amino-4,9-diokconagpmo(2,3-bJmiogpen-3-xapoonosoi kuciomu

ma it ecmepy

Jlotemnep onucano HeOaraTo KOHACHCOBAHUX XIHOITHUX CHCTEM, 10 CTPYKTYPH STKHUX
BXOJISITh HITPOT€HOBMICHI 200 OKCUTE€HOBMICHI rerepouukin. Ille MeHie BigoMocTel mpo
Takl CHOJYKH 3 CyJIb(DYypOBMICHUMU TE€TEPOIMKIAMH, 30KpeMa 3 TIO()EHOBUM SAPOM.
[lepcieKTUBHUM peareHTOM JJisi KOHCTPYIOBaHHSI TaKUX CHUCTeM € 2-aMiHO-3-
kapoetokcuHadto-[2,3-b]riopen-4,9-mion 2.3, ame HOro CHHTETHYHI MOKJIHMBOCTI
MPaKTUYHO HE BUBYCHI.

Mu onepkyBajH II0 CHOJYKY B3a€EMOJIIEI0 alleTOHOBOIO PO3YHHY 2-XJI0po-3-(0-
1iaHo-a-kapoetokcu )Metui-1,4-nadToXiHOHY 2.2 3 BOJHUM PO3YMHOM HATPIO CYIbdiTy
npu Ttemmepatrypi He Bumiid 20°C (cxema 3). Ilicms mepekpucramizamii 3
IUMETUI(OpMaMily OTPUMYBAJIM TEMHO-YEPBOHI KPUCTAIH 3 TEMIIEPATYpPOIO IJIABJICHHS
180-182°C.



Cxema 3

O COOEt O
C—CN COOEt
f Na,S / H,0 / MeCOMe
>~ |
5-20°C
Cl S NH
O O
2.2 23

MMoBipauii MexaHi3m miei peaxiii HaBemeHo Ha cxemi 4. CroyaTKy TioJAT-iioH
B3a€MOJIIE 3 MOJIEKYJIOI0 2-XJIOpo-3-(o-IiaHo-0-KapOeTokcu)meTun-1,4-nadroxinony 2.2.
[Ticas BiALIEIUIEHHS XJIOPUA-HOHY YTBOPIOETHCS 1HTepMerdiar 2.4, SKUW ITUKII3ye€ThCA.
Bin6yBaeTbcs HykiIeodibHa aTaka TIONAT-aHIOHY HA aTOM KapOOHY HITPHJIBHOI TPYIH 1 B
pe3yabTaTi 3aMUKAaHHS IUKIY, YTBOpIO€ThCs imiHomoximHe 2.5. Tlomamema [1,3]-
CUTMaTpOIHA Mirpalliss TPOTOHY Ha aTOM HITPOreHy MPUBOAUTH JO CTAOUIHHIIIOTO

apOMaTUYHOTO IHKITY (crojyka 2.3):

Cxema 4
O
0 (|:OOEt 0 clzooa COOEt
~
C—CN L
H +(§H ﬁ ?,C_N
—_— —
Cl cl —Cp )
SH
0 0
2.2 L
0
O COOE COOE!
H [1.3]-3cys
] )
SN S NH,
o) o)
2.5 . 23
2-AmiHo-4,9-niokcoradTo[2,3-b]riopen-3-kapooHoBY kucioTy 2.6 omepkanu
rigpomi3zom  2-aMiHo-3-kapOerokcunadto[2,3-b]rioden-4,9-niony 2.3 (cxema 5).
OTpumanu  CBITJIO-KOpPHYHEBI  KpucTamu  2-amiHo-4,9-miokconadro[2,3-b]rioden-3-
KapOOHOBOI KUCIOTH 2.6.
Cxema 5
o) o)
COOEt
1. KOH / EtOH oon
2. HCl/H,0
S S
° 2.3 0 2.6
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Cunmesu nHa ocHO8I 2-amino-3-kapoemoxcunagpmo-[2,3-bjmiogpen-4,9-oiony
3rifHO 3 pO3pOOJICHOIO  CTPATETi€r0  CHHTE3y  aHENMIOBAaHHS  JIPYroro

TETEPOLMKIIIYHOTO KUTBIlS 0a3y€eThCs HA y4acTl y IbOMY IMPOIIECi €CTEPHOI Ta aMiHOTPYII.
Bigomo, 1110 B €HamiHOecTepax HYyKJI€O(DUIbHICTh aMiHOTPYIH HEBHUCOKA 1 MOTp1OEH
peareHT 3 BHUCOKOGICKTO(PUILHUM IICHTPOM [UIsl OTPUMAaHHS IUIBOBUX MPOIYKTIB 3
BUCOKMMU BHUXOJaMU. BpaxoByiouun 11e, MU JOCHIIWINA B3aEMOAII0  2-aMiHO-3-
kapOerokcuHadTo[2,3-b]Tioden-4,9-niony 2.6 3 XJOpaHTiApUIAMH  apOMaTUYHUX
KapOOHOBHUX KHUCJIOT y PI3HHX yMOBax. Y TEpIIOMY BUMAIKY PEAKIII0 MPOBOIWIH Y
mipuguni npu 70°C mpotsarom 5-7 rox. Y pesynbTaTi peakiii yTBOPIOETbCSA cymimn 2-
apunamino- 2.10B,r Tta 2,2-miapmnaminosamimenux- 2.10a,3 3-kap6etokcunadro[2,3-
b]rioden-4,9-mionis, y ciBBimHomeHHi 2,5:1 (cxema 6).

Cxewma 6
COOEt
Arcoct COOEt
: COAr
NHCOAr
0 O 70-78% O 22-30% “coar
0
COOEt 0 210 a8
“ | ] Ar=4-NO,C¢H,- (B,x); Ph- (1,3)
S NH, o

o COOEt

ArCOCI |

Et;N
3 S NHCOAr
5 87-98%

2.10 a-r
Ar = 4-CICeH4-(a); 4-MeCsHa-(6); 4-NO2CsHs-(B); Ph-(r)

[Ipu npoBenieHHI peakilii y A10KcaHl 3 €KBIMOJSPHOIO KUIbKICTIO Tpuetuiaaminy (70-
80°C, 5 rox) oTpuMaaM BHKIIOYHO 2-apuiamiHo-3-kapOeTokcuHadTo-[2,3-b]Tioden-4,9-
nioan 2.10a-r 3 Buxomamu 87-98%. YTBOpeHHS MiapuiamMiHO3aMIMIEHUX MOXITHUX THITY
2.101,3 y 11bOMY BUITQJIKy HE CIIOCTEPITa€ThCA.

VY peakmii 2-apunamino-3-kapoerokcuHadTo[2,3-b]riodpen-4,9-nionis 2.10a-r 3
nuxyoporpudenindpochopanom (cxema 7), SAKAW  YTBOPIOETbCS TPU  B3aEMOJIT
TpudeHuipocdiny 3 TeKcaxJIOpeTaHOM, B1IOYBA€ThCS YTBOPEHHS paHillle HEONMUCAHUX 2-
apHn-4H-Ha(1)To[2’ 3’:4,5]rieno[2,3-d][ 1,3 ]okca3un-4,5 10-TpI/IOHiB 2.11a-r:

COOEt COOEt
O‘ RCOCVEGN/ Jiokcan O‘

23

Cxema 7

Ph;P/C,Cl¢/EtsN/ Tonyeun

R= 4-CIC¢H,-(a); 4-MeC¢H,-(6); 4-NO,CyH,-(8); Ph-(r)



7

HaitiMmoBipHIiIIni MeXaHi3M YTBOPEHHS TeTEPOIMKIIYHUX CHOIyK 2.11a-r HaBeneHo
Ha cxeMmi 8.

Cxema 8
0 0 B
\E: OEt 1 a
- c
O‘ | PhsPCly, EtsN “ | SO—Et  [1.3}3cys
@ >
s” ONH - 0=PPh, s N@ "HCI-Et,N
0 O)\R o) /’i
L cl | >cl
R
2.10a-r A
Co ®
NSOnlr g gty 00wl
R - Et =z
s~ “N=c] o oy s” ONTTR
NS R
o) o 0
B B 2.11a-r

2-Apunamino-3-kapoerokcunadto[2,3-b]riodpen-4,9-nionu 2.10a-r npu B3aemMoii 3
nuxyoptpudenuipochopaHoM B MPUCYTHOCTI TPUETHIAMIHY YTBOPIOE Te€MIHAIBHUN
auxyopun A, sixuit eniminye HCl 3 orpumaHHsAM iHTEpMeiaTy y BUIIS iIMiOIIXIOPHITY
b. HoBoytBopenuii enexkTpouIbHHI  BYIJICIEBUM IIEHTP aTaKyeThCS BUIBHOIO
CJICKTPOHHOIO TApOI0 aTOMa OKCUTEHY €CTEPHOI TpYNH, YTBOPIOIOYM MIECTUWICHHUN
nUKTYHUR 1HTepMeaiaTr B. EniMiHyBaHHS €THIXJIOPHUAY 3 OCTAaHHBOTO IMPHU3BOAUTH 10
cTabuUIbHUX crioNyK 2.11a-r 3 1BOMa KOH/IEHCOBAHUMHU T€TEPOLIMKITYHUME KIJTBISIMHU.

Apun-4H-nadro[2’,3”:4,5]rieno[2,3-d][ 1,3 Jokcaszun-4,5,10-tprionn 2.11a-r nmpu B3aeMoii
3 aMiaKOM B €TaHOJII MPU KUIIHHI 1 HACTYIHOIO Ji€to 5 % po3unny KOH 103BOssitOTh J1E€rKO0
onepxaru 2-apuiHadTo[2’,37:4,5]rieno[2,3-d][ 1,3 Jnipuminun-4,5,10(3H)-tpuonu 2.12a-r
3 Buxogamu 72-78% (cxema 9).

Cxema 9

0 0
NH,OH/EtOH | NH, OH
D —
-H,0

s ONH

0
o” R

NH
R
& ")

O
~ 2.12a-r

R= p-CICzH,-( a); p-MeCgH,-( 6); p-NO,CgH,-( B); Ph-( 1)

3riIHO 3 PO3POOJIEHOI0 CTpATEri€l0 yYTBOPEHHS APYroro KOHACHCOBAHOIO KUIbIIS
MOKJIMBE 3a YYacTIO 1301[iaHaTiB. Sk mpukmian, Oyjna mpoBeleHa B3aeMojis 2-amiHO-3-
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kapOeTokcuHadro[2,3-b|rioden-4,9-giony 2.3 3 QeHLTI30MIaHATOM 332 HASBHOCTI
nipuauHy. 3’SCOBaHO, IO MPHU IOMY YTBOPIOEThbes 3-¢eHinHadTo[2’,3°:4,5]Tieno[2,3-
d][ 1,3 Jmipumigun-2,4,5,10(1H, 3H)-terpaon 2.13 3 Buxoaom 73%. IMOBipHUII MeXaHI3M
IILOTO MPOIIECy MpeAcTaBIeHo HIKYe (cxema 10).

Cxema 10
o)
0 Q I
C—OEt
| COOEt  pnNcorpy O‘ |
“ s~ “NH, S NH—%—NHPh
3 o) o)
2.3 _
0 0/* o) 0
c OEt o _Ph
-OEt N
—@—» I P
NH— ff NPh s” N7 o
o)
2.13

[Ipu B3aemoxii amiHoTiodeny 2.3 3 OEH301MI30TIONIAHATOM B alleTOHI TPH
HarpiBaHHi 3 MOJAJBIIUM JIY>KHUM T1APOJII30M YTBOPIOETHCS 2-TIOKCO-2,3-IUT1ApOHAPTO
[2°,37:4,5]tieno[2,3-d]4,5,10(1H)-tpuon 2.14 3 BuxomoM 63%. IMOBIpHHI MeXaHI3M
IIOTO TIEPETBOPEHHS HaBeAeHO Ha cxemi 11.

Cxema 11
o) o) o
COOEt COEt
PhCONCS _
“ | — “ | o) OH
S 'NH, MeCOMe S "NH~c-NH_]] 1,0
S
2.6 B
C”> f* 0 0 0 ]
c OEt H l (&
— > o — —_—
c i -EtOH “
N/II\NQCPh S N/J\s
H S H
o)
o) o) |
KOH “ l NH
-PhCOOK
S H/J\s
(0] 2.14

Hns 2-apun-4H-nadro[2°,3°:4,5]rieno[2,3-d][ 1,3 ]okca3un-4,5,10-tpuoniB 2.11a-r,
2-apunHadro[2’,3”:4,5]rieno[2,3-d][ 1,3 mipumiaun-4,5,10(3H)-tpuownis 2.12a-r, 3-deHin-
HadTo[2°,3°:4,5]Tieno[2,3-d][1,3 Jmipumiaun-2,4,5,10(1H,3H)-Tetpaony 2.13 Ta 2-TioKcO-
2,3-nuriaponadro[2’,3”:4,5]rieno[2,3-d mipumiaun-4,5,10(1H)-tprony 2.14 Oy
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MPOBE/ICHI KBAHTOBO-XIMIYHI po3paxyHKH 3a MetogoM PM3 mporpamu HyperChem 7, na
OCHOBI SIKMX BCTaHOBJICHI ONTHMalbHA MPOCTOPOBA Oy/0Ba JaHUX CIOJYK Ta YaCTKOBI
3apsau Ha aTOMax, IO JI03BOJISIE TIPOTHO3YBATH B MOAAIBIIOMY HANPSIMKH PEAKIlid IHX
CITOJTYK 3 HYKJICODIILHUMHU Ta €JIEKTPOPIILHUMH peareHTaMM 1 MPOTHO3YBATH MEXaHI3MU
ixHpoi OilosioriyHoi aii. KpiM TOro, BUKOPUCTAaHHS Cy4YacHUX KOMIT FOTEPHUX TEXHOJOTIN
JUI  TPOTHO3YBaHHSA O10JIOT1YHOI aKTUBHOCTI 3a mporpamoro PASS  nmosBoiisie
ITECTIPIMOBAHO CHHTE3YBaTH CaMme Ti CIOJYKH, IO BiAMOBIIalOTh TICBHUM KPHUTEPIsM 3a
JaHUMH KOMIT IOTEPHOTO POTHO3YBaHHS.

Takum ymHOM, Brepiie Oydd CHHTE30BaHI HOBI TeTepoLUKIiyHI moxigHi 1,4-
Ha(TOXIHOHY Ha OCHOBI 2-aMiHO-3-KapbOerokcuHadTo[2,3-b]|Tioden-4,9-giony 2.3 —
CHONYKH 3 HAPTOTIEHOMIPUMITUHOBUM YW HAPTOTIEHOOKCA3MHOBUM CKEJIETOM 1
3aMpoNOHOBaHI IMOBIPHI MEXaHI3MH 1X YTBOPEHHS.

Cunre3 noxignux 6,11-miokco-6,11-gurigpodenso[flmipuro-
[1,2-a]inmon-12-kapo0HOBOT KHCJIOTH
Cunmes xnopanziopudy 6,11-oioxco-6,11-ouziopooenzo[finipuoofl,2-afinoon-12-
KapOoHoeoi kucaiomu

Bzaemoniero  2,3-nuxnopo-1,4-nadroxinony 1.1 3 ameToonToBUM ecTepoMm i
MIPUAMHOM B €TaHOJI MPU KHUITIHHI 32 BJOCKOHAJICHOK HAMU METOJIMKOI) CHHTE3yBAIU
etuioBuid ectep 6,11-miokco-6,11-muriapodenso| f|mipuno| 1,2-ajinmon-12-kapboHoBOi KHCIOTH
1.3 (cxema 12).

Cxema 12
0
COMe
cl N
+ CH, + ‘ -
=
Cl COOEt N
o)

1.1

[Ipu rigpomizi ectepy 1.3 Oynmu orpumani HatpieBa 3.1 Ta kamieBa 3.2 codl.

OnepkaHHS IUX COJICH 3yMOBJICHO 3aIliKaBJICHICTIO y O10JIOTIYHUX JOCHIDKCHHSIX Ha

MPOTUINIEMIYHY Ta aKTONpOTeKTOpHY aii. [Ipu migkucnenni coneit 3.1 ta 3.2 oxepxanu

paHime HeomucaHy 6,11-miokco-6,11-quriagpo6en3olf|mipumo[l,2-a]ingon-12-kapOoHOBY
kucioty 3.3 3 Maike KiJTbKICHUM BUX0JI0M (cxema 13).

Cxema 13

KOH, i-PrOH + NaCl
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Haiikpami  pesyapTaT mpu  cuUHTe31  xJjopaHrigpuay  6,11-miokco-6,11-
nuriapo6enso| flmipuno[1,2-a]ingon-12-kap6oHoBoi kuciaotu 3.4 Oyaud ojaepKaHi Mpu
IIPOBECHHI B3a€EMO/II1 6,11-mi0okco-6,11-murinpodenso[ f]mipuao[1,2-aJinmon-12-
KapOOHOBO1 KMCJIOTH 3.3 3 HEBEJIIMKUM HAIJTUIIKOM XJIOPUCTOTO TIOHLTY (cxema 14).

Cxema 14

Cunme3s amioie ma ecmepig 6,11-0iokco-6,11-ouziopooenszoffnipuool1,2-afinoon-
12-kap6onosoi kucromu

3 xnopanriapunay 6,11-giokco-6,11-gurinpodenso|flmipumo[1,2-a]inmon-12-kap6o-

HOBOI KHCJIOTH 3.4 OyJI0o OTpHMAaHO HHU3KY paHille HeonmucaHux aMmifmiB 3.76-m (cxema 15)

ta ectepiB 3.8a-r (cxema 16). Peakmiro xmopanrinpuay 3.4 3 aMiHaMU 1 aMiHOKHCIIOTaMH

npoBomuaM npu Temmeparypi He Bumid 3a 100°C B xymopOeH3eHi 3a HasBHOCTI
TPUETWIIAMIHY 1 TAKUM YHHOM OYyJIM OTpHUMaHi amijiu 3.7a-M.

Cxema 15

NH PhCI,Et3N
+ 2 "_EtzN-HCI

a-mMm

NH— NH—
NH—
_—HN .
R=©(a); @6); — to(a); (o) Y\O
F COOMe Cl

HN— HN—
N NH— OMe —HN ~ OMe

— <3>:© (0 ﬁj () Q@/O (n):(j )

S COOMe  MeO

Peakuiro xnopanrigpuny 6,11-giokco-6,11-aurinpodenso| flnipumo[1,2-ajJingon-12-
KapOOHOBOI KUCIOTH 3.4 3 TJIPOKCUBMICHUMH CIIOJYKaMH a-T MPOBOAMUIIM MPU KIMHATHIN
TeMrepatypi B XJjopOeH3eHi. Sk 1 y nomnepegHbOMYy BHUINAAKY, BHUKOPHUCTOBYBAIH
TPUETHIIAMIH SIK OCHOBY 1 OIep>KyBajiu ectepu 3.8a-r.
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Cxema 16

+ ROH —_—
a-r
3.8a-r
O COOEt
6); COOEt (B); (r);
Et
Me Me 0 00
Me

Pearentn a-r migOupanu TakuM 4YUHOM, 00 moeaHatu Oen3zo[f]mipumno[l,2-
alingonpHui ckenet 3 papmaxkohopHUM PparMeHTOM 1, HMOBIPHO, MiABUIIUTUA O10JIOTTYHY
AKTUBHICTh — PYHTIUIHY, aHTUOAKTEplaIbHY, IHCEKTUIIUAHY, AaHTUOKCUIAHTHY.

Cunme3s aminocynvghoxkuciomuux noxionux 6,11-oiokco-6,11-ouziopooenszolff-
nipuoo[1,2-afinoon-12-xapoonoeoi kucnomu

Mu Bmepmie OTpUMadM  aMIHOCYIb(OKHUCIOTHI moximaHi 6,11-miokco-6,11-
auriapoben3o|flmipino[ 1,2-a]imona-12-kapOOHOBOT KHCIOTH B3a€MOJIIEI0 XJIOPAHTIAPUITY
6,11-miokco-6,11-nurinpoden3o[f|mipimo[1,2-a]inmon-12-kapbonoBoi  kucimotn 3.4 3
apwiaMiHaMH, 110 MICTATH CyJb(Orpynu B METa- YW Mapa-MoJIOKEHHAX 0 aMIHOIPYIU
(cxema 17).

BuOip peareHTiB a-r 3yMOBJICHHMI KiulbkoMma NpuuuHamu. [lo-mepiue, BBeAeHHS
Cylb(POTrpynu B MOJIEKYJy CHpusie 30UIblIeHHIO TiapodiasHocTi. [lo-apyre, HasBHICTH
CyJb(pOTrpyInu A03BOJSIE YTBOPIOBATH B PEAKIIsAX 3 aMiHaAMU CyJib(aMiJHi 3B’S3KU 1, MO-
TpETE, BBEACHHS CyJIb(QOrpynud MOXKE CHPUSITH TOSABI HOBUX BHJIB O10J0TTYHOI
aAKTUBHOCTI.

Cxema 17

0] _ O _

N / N /

/ + NH,-R — ‘ /

a-r
0 COCI o CONHR
3.4 SO4H 39ar
R=

HO
{} (a); —_)—s0s(6); 803H (B):SOSH (")
W, L)

BusHnauatoun BHXOAM MPOAYKTIB 3.9a-r uepe3 IMEBHI MPOMIKKHU 4acy, 3’sICyBaliu
BIJIHOCHI TIBUIKOCTI B3a€MOJIi apwIaMiHOCYIb(POKUCIOT a-T 3 XJopaHrigpuaoMm 6,11-
niokco-6,11-aurinpoden3o|f]mipuno[ 1,2-a]inmon-12-kapdbonosoi kuciotu 3.4. PeakmiiiHa
3JIaTHICTh PEAreHTIB a-T 3MEHIITYETHCS B PAIY:



stle deos

SO,H SO4H SOzH
98% 96% 80% 74%
a o B r

CumOaTHO 3MEHINYIOTHCA 1 BHXOAM CHOAyK 3.9a-r. OueBHIHO, HAa BHXOAH
BIUTMBAIOTH 1 CTEpHYHI, 1 eJeKTpoHHI edektu. Cmia BpaxyBaTH HYKJICO(DUIBHICTh
aMIHOTPYIIH, IO UTIOCTPY€E BIUIMB TLAPOKCUTPYNH B aMIHOCYIb()OKUCIOTHOMY 3aJIHIIKY T
y MOPIBHSHHI 3 3aMICHUKOM B (OpTO-€()eKT), a TaKOXK MOPIBHAHHS (hparMeHTiB a 1 0 (MeTa-
edekT cynpbhorpynn). Lle ysromkyerbes 3 An-E MexanizsMoM peaxirii.

TakuM 4YWUHOM, OJIEp’)KAaHO HOBI TETEPOUMKIIYHI ToXigHl 1,4-HapTOXIHOHY -
cynbpamiim 3.9a-r, IKi € 3pydYHUMH peareHTaMH JJis TMOJAJIbIIUX CHHTE31B, a TaKOX
MEPCIIEKTUBHUMU 00’ €KTaMH JIJIs1 010I0T1YHUX JOCIIJIKEHb.

Biosioriuna akTUBHICTh CMHTe30BaHUX S- Ta N- rerepouMKIiYHUX MOXiTHUX
1,4A-na¢ToxiHoHy

bionoriynuii CKpUHIHT TMPOBOAMBCS 3a JBOMAa HaMpsIMKaMH: TEOPETUYHE
OOTpYHTYBaHHSI CUHTE3Y, TPOTHO30BaHa 010JI0T1YHA AKTUBHICTh CUHTE30BAaHUX CIIOJIYK Ta
EKCIIEPUMEHTAJIbHUNA  MOIYK  €QEKTUBHUX  AHTUMIKPOOHMX,  (QYHTIIUIHUX 1
PICTPETYIIOIOUNX CIIOIYK Ta BCTAHOBJICHHS 3B 3Ky «CTPYKTYypa - His».

[Iporno3yBanHs 610J0TIYHOT AKTHBHOCTI 3a KOMII FOTEPHOIO Tporpamoro PASS
Online Ta BCTaHOBJCHHS 3aJCKHOCTI 3B’SI3KY «CTPYKTypa-Iis» 3 BHKOPHUCTAHHSIM
po3paxyHkoBux MetoaiB HyperChem 7 mo3Bosviiv OIIHUTH MEPCIICKTUBHICTH CHHTE3Y Ta
JOCTIKEHb TETEPOIUKIIYHAX CHCTEM Ha OCHOBI 2-amiHO-3-kapOeTokcuHadTo[2,3-
b]rioden-4,9-miony ta moximaux 6,11-miokco-6,11-murinpodenso|f]mipino[1,2-a]inmon-
12-xapO6OHOBOT KUCIIOTH.

AHanizytoun TeopeTudHo (3a mporpamoro PASS) Ta excriepuMeHTaIbHO OJepXkKaHi
JaHl aHTHOAKTepiaabHOI Ta (QYHTIIMIHOI aKTUBHOCTI MOKHA CKa3aTH, II0 KOMIT FOTEPHUIN
CKPHUHIHT JijIsl 0aratbox CIOJIyK OyB MiATBEP/KEHUN €KCIIEPUMEHTAIBHO 32 IIMMHU BUJIAMU
010J10T19YHOT aKTUBHOCTI.

Cepen noCiiKyBaHUX PEUYOBUH OyJIM BUSIBICHI CIOJYKA 3 YITKO BHUPaXEHOIO
OaKTepUITMAHOI0, (PYHTIIMIHOI aKTUBHICTIO Ta PICTCTUMYIIIOIOUOIO Ji€t0. BunpoOyBanHs
HaTpieBOi Ta KauieBoi coneir 6,11-miokco-6,11-murinpo6ensolf]mipino[1,2-a]inmgon-12-
KapOOHOBOi ~KHMCIIOTM Ha MPOTHUIMIEMIYHY Ta aKTONPOTEKTOPHY [ii  IOKa3aiu
MEePCIEKTUBHICTD IIUX CITOIYK JIJIS TTOAAJBIITUX IPYHTOBHUX JOCIIIKCHb.

OTtxe, 3a pe3ysbTaTaMH aHali3y NPAKTUYHUX JAHUX aHTUMIKpOOHOI, PyHTIIKIHOT
Ta PICTPETYNIOI0Y0T aKTHBHOCTEH MOJKHA 3alpOIOHYBAaTH BHUKOPHUCTAHHS CHUHTE30BAaHUX
noxigaux 6,11-miokco-6,11-nurinpodenso[f]mipino[1,2-a]inaoa-12-kapOOHOBOT KHUCIOTH
Ta MOXiaHuX 2-aMino-4,9-miokconadto[2,3-b]riodpen-3-kapOOHOBOT KUCIOTH I 00POOKH
HACIHHS PI3HUX CLIBCHKOTOCHIOAAPCHKUX KYJIbTYp, L0 OyJae CHpUATH MIJBUIICHHIO iX
CXOXOCTi, 30UTBIIEHHIO PO3MIPY TPOPOCTKIB Ta OioMacu. Takoxk Meski 3 MUX CHOJIYK
MOXYTh OyTH BHKOPUCTaHI OJHOYACHO ISl 3amoOiraHHs TprOKOBUM 1 OaKTepialbHUM
3aXBOPIOBAHHAM POCIHMH. TakuM YMHOM, CHHTE30BaHI S- Ta N-TeTepOmMKIIYHI MMOX1THI
Ha(TOXIHOHY € MEPCTIEKTUBHUMH JIJIsl TIOJATBIIINX IPYHTOBHUX JOCTIIKCHbD.
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BUCHOBKHA

VY nucepTariiiHiii poOOTI HaBeIEHO TCOPETUYHI y3arajbHECHHS, €KCIICPUMEHTAIbHI
JaHl Ta BUPIIICHO HAYKOBO-TPUKIAAHI 3aBJIaHHS IIOAO0 PO3POOKH METOJIIB CHHTE3y Ta
MpenapaTuBHUX METOAWK OJIEP)KaHHS HOBHX TETEPONMKIIYHMX ToXimgHux 1,4-
HadToxiHoHy. [IpoBeneHO qoCTiTKEHHS 010JIOTTYHOI aKTUBHOCTI ITUX CTIOJYK Ta 3’ SICOBaHi
MEPCIEKTUBY MOJANBIINX AOCTIHKCHD Y JAHOMY HaIPSIMI.

1. 3’sacoBano, mo mpu B3aemonuii 2-xymopo-3-(a-1iaHo-o-kapoerokcu)merni-1,4-
HAQTOXIHOHY 3 BOJHHUM PO3YMHOM CyJIbQiy HATpPiI0O YTBOPIOETHCS 2-aMiHO-3-
kapoetokcunadTo[2,3-b]rioden-4,9-m10H, MO AO3BOIWIO PO3POOUTH OPUTIHAIBHUM
METOJ CHHTE3y 3PYYHOrO peareHTy s KOHCTPYIOBaHHs CIHOJYK 3 HadTo[2,3-
b]TiodeHOBUM (hparMEeHTOM.

2. Po3pobnieno  metonu  onepxkaHHs — 2-apun-4H-wadrto-[2°,3°:4,5]tieno[2,3-
d][1,3]okca3un-4,5,10-tpuoniB i 2-apunnHadro-[2°,3’:4,5]tieno[2,3-d][1,3] mipumiauH-
4,5,10(3H)-TpuoHIB Ha OCHOBI B3aeMo/Iii 2-aMiHO-3-kapOeTokcu-HadTo[2,3-b]Tiodhen-4,9-
nioHy 3 auxjopoTpudenivipocpopanoM Ta amiakoM BIAMNOBIAHO. 3ampoOIOHOBAHO
HMOBIpHI MEXaH13MH MPOIECIB FETEPOIIUKIIIZAITI].

3. Po3pobiiera  mpemapaTMBHa ~ METOAWKA  CHHTE3Y  2-XJI0po-3-(a-1iaHo-o-
KapOeTokcH )MeTui-1,4-Ha TOXIHOHY Ha OCHOBI peakiiii 11iaHaleToonToBOro ecrepy 3 2,3-
nuxJiopo-1,4-nadTOXIHOHOM, BUSIBJIEHO BIUIMB YMOB IPOBEACHHS peakili Ha ii nmepeoir.

4. Po3pobieHo Mertomu onepkanHs 3-deninmnadro[2’,3°:4,5]rieno[2,3-d][1,3]-
nipuminna-2,4,5,10(1H,3H)-tetpaony Ta 2-Tiokco-2,3-maurigponadro-[2°,3:4,5]TieHo
[2,3-dnipuminun-4,5,10(1H)-Tprony PEaKIIi€ero 2-amino-3-kapoeTokcuHapTo[2,3-
b]rioden-4,9-niony 3 deHuT30miaHaTOM Ta 3 OCEH3WII30TIONIaHATOM BIJAMOBIIHO 1
3aIPOIIOHOBAaHI HMOBIPHI MEXaHI3MH ITUX PEAKITIH.

5. 3ampornoHoBaH1 3py4yHi NpemapaTHBHI METOJAMKH CHHTE3y paHIlle HEOMUCAHUX
6,11-miokco-6,11-aurigpooden3o[flmipimo[1,2-a]inmon-12-kapOoHOBOT KHCJIOTH, il
XJIOPaHTIAPUAY, aMiIiB, €CTEePIB Ta aMiHOCYJIb(OKUCIOTHUX MTOX1THUX.

6. st 2-apun-4H-nadro[2’,3”:4,5]rieno[2,3-d][ 1,3 Jokcasun-4,5,10-tproHiB, 2-apruaHagTo
[2°,37:4,5]rieno[2,3-d][ 1,3 Jmipumimun-4,5,10(3H)-tprioniB, 3-dpenimnadro [2°,37:4,5]rieH0[2,3-
d][ 1,3 Jmipumiaun-2,4,5,10(1H, 3H)-tetpaony Ta 2-Tiokco-2,3-auriapoHadto [2°,3:4,5]tieHo-
[2,3-d]mipuminua-4,5,10(1H)-TproHy ~ mpOBENEHO  KBAaHTOBO-XIMIYHI  PO3paxyHKH
HamiBeMITipUYHUM MeToaoM PM3, Ha OCHOBI SIKUX BCTAHOBJIEHI ONTHUMAaJbHA MPOCTOPOBA
OyJZ10Ba Ta 4aCTKOBI 3apsiiv HA aTOMax.

7. Cepell CHHTE30BaHMX HOBHMX TE€TEPOLUUKIIYHUX MOXIAHUX 1,4-HadTOXIHOHY
BUSIBJICHO CIIOJIYKH — MOTEHIINHI QyHTIIUIU, OaAKTEPUIIUIN, PETYISTOPU POCTY POCIIHH 3
BUIIIOI0 aKTHBHICTIO y TOPIBHSIHHI 3 eTajoHamu. [IpoBeneHa Kopensiisi MiXXK KBaHTOBO-
XIMIYHUMH pO3paxyHKaMu CTPYKTypu 3a mporpamoro HyperChem 7, mporxHo3oBaHoro
aKTUBHICTIO 3a porpamoro PASS i1 ekcriepuMeHTaIbHUMU JaHUMHU.

8. MoJjiekysipHUM ~ TOKIHTOM  2-Tiokco-2,3-auriaponadto[2’,3’:4,5]rieno[2,3-d]-
nipuminua-4,5,10(1H)-tpuony 3a mnporpamoro VIDA moka3aHa CHOPIAHEHICTh [0
¢bparmenTy Oinka TyOyJiHYy, IO MOXE CBIAYMTH MPO HMOBIPHY peajizallilo MeXaHi3My
HOT0 MPOTHUPAKOBOT AKTUBHOCTI.
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CIIUCOK ONYBJIIKOBAHUX MPAIb 3A TEMOIO JJUCEPTAIIII

. CraceBnuy M.B. CuHTe3 HOBUX 010JI0TTYHO aKTUBHUX CHOJIYK 3 MPAKTUYHO KOPUCHUMU
BinactuBocTsMu cepen S,N,O-BmicHux xiHoimHux mnoxigaux / M.B. Craceuu, B.I.
3Bapuu, FO.T. Jlenn, P.SI MycsuoBuu, B.Il. HoBikoB // VYueHwsie 3amucku
TaBpuyeckoro HanuoHajdbHOTO YyHUBepcuTera uMm. B.M. Bepnanckoro. Hayunbri
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HAGMOXIHOHY, ONPAYIOBAHHI pe3yIbmamie Di0N02IUHUX O0CIOIHCEHD.

. Jleub FO.T. Po3pobka meTtomy cuHTE3y [-aMiHOKHCIOTH TiopeHOHAPTOXIHOHY /
10.T. Jlenp, O.B. Cranpko, M.B. CraceBuu, P.fJI. Mycsnosuu // Bicauxk HY
«JIpBIBChKA MOJIITEXHIKa»: X1Misl, TEXHOJIOT1s pEUOBHMH Ta iXx 3actocyBaHHs. — 2013. -
Ne 761. — C. 96-100.  Ocobucmuii  eHecox  aemopa  noiaseac 8  CUHME3I
miogenonagmoxinon f-xuciomu, 00pooOYi CNneKmpaibHUxX OaHux, OGQOPMIEHHI
cmammi.

. Len Yu. One-pot synthesis of novel 2-arylnaphtho[2',3":4,5]thieno[2,3-
d][1,3]pyrimidine-4,5,10(3H)-triones / Yu. Len, |. Drapak, R. Musyanovych,
G. Zagorij, V. Novikov // Journal of Chemical and Pharmaceutical Research. — 2015. —
Vol. 7, Ne 4. — P. 1470-1472. Ocobucmuii snecox aemopa noJsede 6 CUuHmesi
YINbOBUX CNOJIYK, ONPAYIOBAHHI CHEKMPALbHUX OAHUX, O)OPMIEHHI cCImammi.

Len Yu. Synthesis of New Derivatives of Benzo[f]Pyrido[1,2-a]Indole Carboxylic
Acid / Yu. Len, I. Drapak, M. Kurka, G. Zagorij, M. Stasevych, V. Novikov //
Research Journal of Pharmaceutical, Biological and Chemical Sciences. — 2015. — Vol.
6, Ne 3. - P. 1749-1754. Ocobucmuii 6necox asmopa nossieae y cunme3si KUCIOMHUX
NOXIOHUX, AHANI3 pe3yTbmamis, 0hOPMIAeHHI CIMammi.

. Len Yu. Heterocyclization of ethyl 2-amino-4,9-dioxo-4,9dihidronaphtho[2,3-
B]thiophene-3-carboxylate  with arylisocyanates / Yu. Len, 1. Drapak,
R. Musyanovych, G. Zagorij, V. Novikov // International Journal of Current Research
in Chemistry and Pharmaceutical Sciences. — 2015. - Vol. 2, Ne 5. - P. 47-49.
Ocobucmuii Hecox agmopa nousaeac y Npo8eoeHHi eKCNEPUMEHMATbHUX O0CAI0HCEHD,
ONpayrOBaAHHI CHEKMPAIbHUX OAHUX, OOPMIEHHI CIammi.

. Jlenb FO.T. Cunres 2,3-dranoinmipokosid-1-kapOOHOBOI KHCJIOTH Ta 1i HOBHUX
noxinaux / FO.T. Jlenb, M.C. Kypka, P.{l. Mycsanosuu //Bichuk HY «JIbBiBCbKa
MOJIITEXHIKay: XiMisl, TEXHOJOTIS pe4oBUH Ta iX 3actocyBaHHs. — 2015. - Ne 812. —
C. 267-273. Ocobucmuii 6Hecok asmopa nNoAfeA€ Yy CUHME3l KUCTOMHUX
NOXIOHUX,00p00YI pe3yIbmamis,0ghopMIeHH CMammi.

. Len Y.T. Application of computer methods in the search for new biologically active
quinoid compounds / Y.T. Len, V.l. Zvarych, V.V. Lunin, A.B. Krvavych, R.T.
Konechna, R.Y. Musyanovych, M.V. Stasevych, O.Y. Karpenko, T.A. Gloriozov,
V.V. Poroykov, V.P. Novikov // Modern directions in chemistry, biology, pharmacy
and biotechnology. Lviv Polytechnic Publishing House. — 2015. — P. 249-252.
Ocobucmuii 6Hecoxk asmopa noasa2ac 8 aHani3i KOMN H1OMepHUX pO3PAXYHKIE | OaHUX
EeKCnepUMeHmMAalbH020 0I0102TUH020 CKPUHIH2Y, 0opMaeHH] cmammi.

Jleab FO.T. CuHTe3 Ta mEpeTBOPEHHsS MPOAYKTIB B3aemonii 2.3-auxiopo-1.4-
HaTOXiHOHY Ta  5,6-muriapokcu-2,3-auxiopo-1,4-saproxinony 3 1,4-S,N-
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oinykneodinamu / FO. Jlens, X. bomOpyx, A. Kapxyt, P. Bunnuueka, 0. [lax, A.
Kynpinenpka, C. IlomoBkoBuu, H. Mapinnosa, I. I'youneka, B. Hosikos // III
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#0BTHS 2012 poky: Te3u aon. — Tepnoninb, 2012. — C. 151-152.

9. Zvarych V. Nev N-benzoyl-N-(9,10-dioxo0-9,10-dihydro-anthracene-1-yl)-thioureas /
V. Zvarych, Y. Len, R. Musyanovych, M. Stasevych, V. Novikov, M. Vovk // XXIII
VYkpaincbka koH(pepeHIis 3 opraniuynoi ximii, 16-20 BepecHs 2013 poky: Te3u nom. —
M. Yepnisii: YepHiBeubkuil Hall. yH-T iM. }O. @enpkoBuua, ByKOBUHCHKHI AepK. YH-
T, 2013. - C. JI-55.

10.Jlesb KO.T. XenmatHi komrmiekcu 2-amiHo-4,9-miokco-Hadto[2,3-B]Tioden-3-
kap6onoBoi kuciot / FO.T. Jlens, O.B. Cranpko, M.B. CraceBuu, A.O. MunsHu,
P.S1. MycsanoBuy, B.I1. HoBikoB // XXIIl Ykpainceka koH(pepeHilis 3 opranigyHoi ximii,
16-20 Bepecus 2013 poky: te3u gom. — YepHisii: YepHiBenpkuid Hail. yH-T iM. FO.
®denproBuya, bykoBuHchkuit aepx. yH-T, 2013. — C. C-106
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kapoonoBoi kuciotu / FO.T. Jlenb, O.B. Ctanpko, M.B. CraceBuu, P.5I. MycsHoBuUY,
B.II. HosikoB // InrepHer-koH(pepeHIlis npucBiuyeTbes 90-piuuro  kadeapu
TEXHOJIOT1i O10JIOT1YHO aKTUBHUX CIONYK, (hapMmartiii Ta 6ioTexnonorii HY «JIbBiBchbKa
noyitexHikay, 23-25 kBiTHs 2013 poky: Te3u gomn.— M. JIbBiB, 2013. — C. 51.

12. Jlens FO.T. Cunte3 HOBUX MOXITHUX 2,3-PTanoinmnipokosin-1-kapooHoBo1 KuciIoTu /
O.T. Jlens, P.A. MycsanoBuu, B.Il. HoBikoB // Mixunaponna xoHdepeHuis «JIiTHI
HayKoBi unTaHHsm», 4. |1, 31 cepmus 2013 poky: Te3u gom. — M. Kuis, 2013. — C. 6-9.

13.JIens FO.T. CunTe3 amiHOCYIB(POKUCIOTHHX MOXITHUX 2,3-(dranoinmipokomin-1-
kap6onoBoi kucinot / FO.T. Jlens, O.I1. bonnapuyk, P.f1. MycsHosuu, B.I1. HoBikoB
// MixnapoaHa koHpepeHiss «3100yTku Hayku y 2014 poui» u. I, 27 rpyans 2014
poky: te3u gomn. — M. Kuis, 2014. — C. 15-17.

14. Jlen» FO.T. Hoseie N,S-conmepikaimine reTepolMKINYECKHe XWHOHBI, 00Jagaronime
poctperynsatopHor aktuBHOcThIO / FO.T. Jlens, O.3. Komaporchka-IlopoxHsBelb,
M.C. Kypka, B.Il. HosukoB // Xl MexayHapogHas Hay4YHO-TIPaKTHYECKas
koHdepenmis daRostim 2015 «Teopusi, mpakTHKa W TEPCIEKTUBBI MPUMEHCHHSI
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september—2 october 2015. — Lviv, 2015. — P. 29.
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AHOTAIIA

Jenp IO.T. CunTte3 Ta 0OiosioriuHa akTUBHICTL moxigHmx S- ta N-BMicHHX
rerepouukJivHux noxiguux 1,4-nadgroxinony. — Ha npaBax pykonucy.

Jucepramiss Ha 3700yTTS HAYKOBOTO CTYMEHS KaHAWAATa XIMIYHAX HayK 3a
cnemianbHicTio 02.00.03 — opraniyHa ximis. HamionanbHuii yHiBepcuTeT ,,JIbBiBCbKa
noitexuika”, JIpBiB, 2016.

Jucepraiiisi MpHUCBIYEHA CHHTE3Y HOBUX S- Ta N-BMICHUX TIeTEpOIUKIIIB,
KOHZEeHCOBaHMX 3 1,4-HaTOXIHOHOBHM SAApOM - 2-amiHO-3-KapOeTokcuHadrto[2,3-
b]rioden-4,9-niony Ta 6,11-miokco-6,11-gurigpooen3o|f|mipimo[1,2-a]inmon-12-
KapOOHOBOI KHUCJIOTH Ta iXHIX MOXIIHHMX, JJISI SKHUX PO3pOOJICHI MpernapaTuBHI METOIU
CHUHTE3Y, BCTAHOBJIEHO OYyJI0BY Ta BUBYEHI (DI3UKO-XIMIUH1 BIACTUBOCTI.

3anponoHOBaHU 3pyYHUN METOJ] CHUHTE3y HOBOI Te€TEPOLMKIIYHOI CHUCTEMH 2-
amiHo-3-kapOeTokcuHadro[2,3-b]tioden-4,9-1i0Hy 703BOIMB OTpUMaTu 2-aMiHO-4,9-
niokcoHadTo[2,3-b]riopeH-3-kapOOHOBY KHCIOTY, Ha OCHOBI fAKOi OyJi0 IOKa3aHO
MOJIMBI NUISIXA 1i BUKOPUCTAHHS K peareHTa JJig CTBOPEHHS HOBUX KOHEHCOBaHUX
cucTeM Ha 11 ocHoOBi: 2-apun-4H-nadro[2’,3°:4,5]rieno[2,3-d][1,3]Joxcaszun-4,5,10-TproHiB,
2-apunHadro[2’,3”:4,5]rieno[2,3-d][ 1,3 Jmipumiaun-4,5,10(3H)-tpuoni, 3-denimadro[2’,3°:4,5]
tieHo[2,3-d][ 1,3 Jmipuminun-2,4,5,10(1H, 3H)-TerpacHy Ta 2-TioKc0-2,3-murigpoHadro
[2°,37:4,5]Tieno[2,3-d]mipumiann-4,5,10(1H)-Tprony.

OnTuMi3oBaHO  TpOIleC  TiApOJi3y  eTwioBoro  ecrepy  6,11-miokco-6,11-
murinpobenso| flmipumo[ 1,2-a]inmon-12-kapboHoBoi KHUCJIOTH. Bupineno Ta
inenTudikoBaHo xmopaHriapua 6,11-miokco-6,11-muriapodenso|f]-mipumo[ 1,2-a]inmgomn-
12-xapO0OHOBOT KHMCIIOTH, Ha OCHOBI SIKOro BIEpIe OyJo OTpUMAaHO HHU3KY aMidiB Ta
ecrepiB 6,11-miokco-6,11-muriapoden3o[f]mipumo[1,2-alinmon-12-kapO0HOBOT KHCIIOTH.

Teopernunuit anam3s (3a nmporpamoro PASS) Ta excriepuMeHTaIbHO OAepKaHl JaH1
aHTHOaKTepiabHOI Ta (QYHTIIUAHOI aKTUBHOCTI MOKA3ald, 10 KOMIT IOTEPHUN CKPUHIHT
U1 0araThOX CIOJYK OyB MIATBEPKCHUHN 3a IIMMHU BUAAMHU O10JOTIYHOI aKTUBHOCTI 1
cepen JOCHIPKYBaHMX PEUOBMH OYyJIM BUSBIEHI CIOJYKH 3 YITKO BHUPAKEHOIO
0aKTepULIMIHO, QYHTIIIUIHOIO AKTUBHICTIO Ta PICTCTUMYJIIOIOUOIO JIEIO.

KirouoBi cioBa: HadToxiHoH, 2,3-guxiopHadToxiHoH, HadTo[2,3-b]Tioden-4,9-
mioH, tieno[2,3-d][1,3Joxcazunn, TieHo[2,3-d][1,3 |mipumiauau, Oen3o[f|mipumo[1,2-a]inmon-
12-xapOoHOBa KHCIOTA, KOMIT FOTEPHUI Ta O10JOTIYHUI CKPUHIHT.

AHHOTAIUA

Jlenb FO.T. CuHTe3 M OHoJIOTHYECKAsT AKTUBHOCTHL S- U N-coaep:Kammx
reTepoluKINYecKUX Npou3BoAHbIX 1,4-HadpToxuHona. — Ha mpaBax pykonucw.

Huccepranysi Ha COMCKAaHHUE YYEHOW CTENEHU KaHAUAATa XUMHUYECKUX HAyK IO
cnennanibHOocTH  02.00.03 - oprannueckas Xxumusa. HalnMOHanbHBIA YHHBEPCUTET
,,JIbBUBCBbKa TToanuTIXHUKa”, JIbBOB, 2016.

Huccepranusi MOCBSIIEHA CHUHTE3Yy HOBBIX S- Ta N-coaepikalluxX TeTepOIUKIIOB,
KOHJIEHCUPOBaHHBIX € 1,4-HaTOXMHOHOBBIM SIAPOM - 2-aMHHO-3-KapO3TokcuHadTo[2,3-
b]jtnodpen-4,9-muona u  6,11-muokco-6,11-quruapodenso|f|mupumo| 1,2-a]Jungon-12-
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KapOOHOBOW KHCJIOTHI M WX MPOU3BOMHBIX, JJIsI KOTOPHIX pa3pabOTaHbl MperapaTuBHBIC
METOJIbl CUHTE3a, YCTAHOBIICHO CTPOEHUE U U3YYEHbI (DU3UKO-XUMHUYECKHE CBONCTBRA.

[IpennoxxeHHbIH yIOOHBIH METOJI CHHTE3a HOBOW IeTepPOIMKINYECKON CHCTEMBI 2-
aMHUHO-3-KapOsTokcuHadTo[2,3-b]tnoden-4,9-amona mo3BoOAMI TMOTYyUYUTh 2-aMHUHO-4,9-
nuokcoHadgTo[2,3-b]tnoden-3-kapOboHOBYIO KUCIOTY, OBLIM MOKa3aHbl BO3MOXKHBIC ITyTH
€€ HCIOJb30BaHMs B KAYECTBE peareHTa i CUHTE3a HOBBIX KOHJICHCUPOBAHHBIX CUCTEM
Ha ee ocHoBe:. 2-apui-4H-nadto[2’,3”:4,5]-tneno[2,3-d][1,3]okca3un-4,5,10-tpronos, 2-
apuiHadTo[2’,3”:4,5]|THeno[2,3-d][ 1,3 [mupumunun-4,5,10(3H)-tpuonoB, 3-henmnHadTo
[2°,3”:4,5]tueno[2,3-d][1,3 [mupumunun-2,4,5,10(1H,3H)-Tetpaora  u  2-THOKCO-2,3-
muruaponadTo[2’,3’:4,5]|tueno|2,3-djnupumuaun-4,5,10(1H)-Ttprona.

HccnenoBano B3ammMojielicTBue 2-aMHHO-3-KapOITokcnHadTo[2,3-b]tnoden-4,9-
JTMOHA C XJIOPAHTUIPHUIAMH apOMATUYECKUX KapOOHOBBIX KHUCJIOT B Pa3IMYHBIX YCIOBHUSX.
B cnydae mpoBeneHMs peakuuy B NUPHUAMHE IOJy4eHAa CMECh 2-apujlaMHHO- U 2,2-
JTMApUIIAMUHO3aMEIIICHHBIX 3-kap6aTokcunadTo[2,3-b]tnoden-4,9-1monon B
cootHomennn 70-78% : 30-22%. [Ipu ucnosib30BaHUU TPUITHIAMUHA TOJTYYEHBI TOJIBKO
MIPOAYKTHI MOHOALIMJIMPOBAHHMS ¢ Bbixoamu 87-98%.

[lokazaHo, 4YTO TMpU B3aUMOJCUCTBUM 2-apHiIaMHHO-3-KapO3ToKcuHadTO[2,3-
b]ruoden-4,9-muonos ¢ muxnoprpudenundochopasom B Tonyone npu 70°C Ha
OpOTSDKEHUH 2-7 4 TMPOUCXOAUT OOpa3oBaHME paHEEe HEONMUCAHHBbIX 2-apuii-4H-
Hadto[2°,3”:4,5]treno[2,3-d][ 1,3 ]okca3zun-4,5,10-TpruoHOB, I KOTOPHIX OBLI IIPEIIOKEH
MEXaHU3M UX 00pa30BaHUs B IPOLECCE JAHHOW PEaKLIUH.

OnTuMU3MpOBaH Tpollecc THApoian3a ATwioBoro »sdupa 6,11-gmokco-6,11-
auruapooen3o|f|mupuo| 1,2-a]Junnon-12-kapOoHOBOM KHCJIOTEL. Brinenen u
UJICHTU(PULIUPOBAH XJIOPAHTUAPU]L 6,11-1rokco-6,11-auruapodenso[floupuao[ 1,2-
aJunnoa-12-kapOOHOBOM KHCJIOTHI, HA OCHOBE KOTOPOTO BIIEPBBIC MOJIYYCH IICNBIA PST
aMHIOB u a¢upoB 6,11-mmuokco-6,11-murunpodenso| flmupumo[1,2-aluamon-12-
KapOOHOBOMW KHCIIOTHI.

BnepBbie monydeHbl aMHHOCYIH(OOKHUCIOTHBIE IPOM3BOJHBIC 6,11-1r0KCc0-6,11-
auruapooenso|f|oupuao| 1,2-a]unmnon-12-kapooHoBoi KUCIOTEI peakuuein 6,11-muokco-
6,11-nmuruapodenso[flmupuao[1,2-ajunmon-12-kapOOHOBOM KHCIOTBI € apUIaMHHAMHU,
coJiepKalMMu CyIb(OTrpynny B Mema- WU napa-mojyioKEHUsIX K aMUHOTPYTIIIE.

VYcraHoBieHa 3aKOHOMEPHOCTh YBETUYEHHS! BBIXOJOB MPOJYKTOB PEAKIIUU B PSIY
3aMecTuTeNel: HaQTUICYIb(POKUCIOTH MEIJIEHHEEe PEarupoBaId MO CPABHEHHH C MEHEe
00BEMHBIMU O€H30JICYIb(OHATAMU, YTO OOBSICHAETCA CIOCOOHOCTBhIO O0OpPa30BBIBATH
MIEPEXOHBIC COCTOSTHUS.

Teopetnueckuii ananm3 (mporpamMma PASS) W SKCepuMEHTAIbHO IMOJTYYCHHBIC
JaHHBIC T1I0 AHTUOAKTEPHANTbHOW W (YHTHIMIHONW aKTHMBHOCTH IIOKa3alH, dYTO
KOMITBIOTEPHBIA ~ CKPUHHMHT  JUIsl  OOJBINIMHCTBA  COCAMHCHHHA  TIOJTBEPKIACTCS
DKCIICPUMEHTALHBIMU  JaHHBIMH. Cpeau HCCASAYEeMBIX BEUIECTB OBUIM  BBISBIICHBI
COCIMHECHUSI C YETKO BBIPAKEHHON OaKTepUIMIHON, (YHTUIIMIHON AaKTUBHOCTHIO U
POCTCTHUMYJIUPYIOIIUM JICHCTBHEM.

KiarwueBble cioBa: HapTOXHHOH, 2,3-muxnopHadToxuHoH, HadTo[2,3-b]THOdECH-
4,9-muoH, treno[2,3-d][1,3]Jokcasunsl, THeHO[2,3-d][1,3 [mupumuaussl, Oen3o[f]mupumo[1,2-
a]un01-12-kapOoHOBAs KUCIIOTA, KOMITBIOTEPHBIH U OMOIOTUYECKUN CKPHHUHT.
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SUMMARY

Len Yu.T. Synthesis and biological activity of S- and N-containing heterocyclic
derivatives of 1,4-naphthoquinone. — Manuscript.

Thesis for Candidate Degree of Chemical Sciences in speciality 02.00.03 — organic
chemistry. Lviv Polytechnic National University, Lviv, 2016.

The thesis is devoted to the synthesis of new S- and N-containing heterocycles
condensed with  1,4-naphthoquinone core - 2-amino-3-carbethoxynaphtho[2,3-
b]thiophene-4,9-dione  and  6,11-diox0-6,11-dihydrobenzo[f]pyrido[1,2-a]indole-12-
carboxylic acid and their derivatives, for which preparative methods of synthesis were
developed, structure was determined and the physical and chemical properties were
studied.

The proposed convenient method of synthesis of new heterocyclic system 2-amino-
3-carbethoxynaphtho[2,3-b]thiophene-4,9-dione  allowed to obtain  2-amino-4,9-
dioxonaphtho-[2,3-b]thiophene-3-carboxylic acid, based on which, possible ways of its
use as a reagent for obtaining new condensed systems: 2-aryl-4H-
naphtho[2°,3”:4,5]thieno[2,3-d][1,3]oxazine-4,5,10-triones, 2-arylnaphtho[2°,37:4,5]-
thieno[2,3-d][1,3]pyrimidine-4,5,10(3H)-triones,  3-phenylnaphtho[2°,3’:4,5]thieno-[2,3-
d][1,3]pyrimidine-2,4,5,10-(1H,3H)-tetraone and 2-thioxo-2,3-dihydro-naphtho-
[2°,37:4,5]thieno[2,3-d]pyrimidine-4,5,10(1H)-trione, was shown.

The process of hydrolysis of ethyl ester of 6,11-dioxo-6,11-
dihydrobenzo[f]pyrido[1,2-a]-indole-12-carboxylic acid was optimized. Chloranhydride of
6,11-dioxo-6,11-dihydrobenzo[f]pyrido[1,2-a]-indole-12-carboxylic acid was isolated and
identified, based on which, firstly, the number of amides and esters of 6,11-dioxo-6,11-
dihydrobenzo[f]pyrido[1,2-a]-indole-12-carboxylic acid were obtained.

Theoretical analysis (by the program PASS) and obtained experimental data of
antibacterial and antifungal activities showed that computer screening for most compounds
was confirmed for this types of biological activity and among investigated compounds
there have been found substances with bactericidic, fungicidic and growth regulative
activities.
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