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I11. BimomMocTi mpo opranizariiio, e Big0OyBcsl 3aXHCT

Iudp cnenianizoBaHoi BY€HOI pagH (pa30Boi Creliaai30BaHOl BYEHOI paju). [164.605.01
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IV. BimomocTi Ipo niznpueMcTBO, YCTaHOBY, OpraHi3alliio, B sIKi# 0yJ10

BHKOHAHO JHCEPTaIlilo

IToBHE HaﬁMeHyBaHHﬂ IOPUIHUYHOL 0C00H: HanionanbHuit papmalleBTUYHUIA YHIBEPCUTET
Kog, 3a €IPTIOY: 02010936
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V. BizomocTi npo gucepraniio
MoBga guceprariii:
Koau TemaTHYHHUX PYOpPHK: 76.31.31

Tema gucepranii:

1. Cuntes, ximMiuHi nepeTBOPeHHS i 6i0J10riYHA aKTHMBHICTb MOXiJHUX 2-TiOKC0-2,3-puriapo[1]6ensodypo[3,2-
d]mipumMinuH-4-0HiB Ta iX 2-0KCOAHAJIOriB

2. The Synthesis, chemical and biological activity of 2-thioxo-2,3-dihydro[1]-benzofuro[3,2-d]pyrimidin-4-ones
and their 2-oxoanalogues

Pedepar:

1. locaimkeHo B3aeMoZi0 eTuil 3-i3oTiouiaHaTto-1-6eH30(]pypaH-2-KapOOKCUIATy 3 IEPBUHHUMU i BTOPUHHUMU
amiHamu, B pe3ysibTaTi ogepskaHo N1-(2-kap6eTokcubenso[b]dypan-3-in)-N2-3amimeHni TioceuoBrHU. 30iiCHEHO
cuHTe3 N1-(2-kapbeTtokcubenso[b]pypan-3-in)-N2-3amileHUx ceYoBHH. 3allpOIIOHOBAHO HOBUM MifXiN 4O CUHTE3Y
HOBUX 3-3amileHux 2-Tiokco-2,3-nurinpo[1l]6ensodypo[3,2-d]-nipuminna-4(1H)-oHis. Ogep>kaHo KOMOIHATOPY
6i6stioTexy 2-[(3-3amimeHnx-4-okco-3,4-gurigpo[1]6ensodpypo[3,2-d]-nipuminnn-2-in)cynbdanin]-3-N-
asKis(apui)aneTaMizis. 3pificHEHO cuHTe3 aMifiB N-3amimeHux-3-[4-0Kkco-2-Tiokco-1,4~
nurigpo[1]6enzodypo[3,2-d]nipuminuH-3(2H)-in]eTanoBoi Ta MponaHoBoi KUCJIOT. JOCiIPKeHO JBa METOAU
cuHTe3sy 3-N-samimenux[1]6ensodypo[3,2-dJnipuminun-2,4(1H)-nioHiB Ta IpoBeAEHO iX ajKiyBaHHS, B pe3yJbTaTi
4Oro OZ,€p>KaHO KOMOIHATOpHY 6i61i0TeKy. B pe3ybTati papmMaKkoIorivyHOro CKpUHIHTY BUSIBI€HUH 2-[(3-MeTu1-4-
okco-3,4-purinpo[1]-6ensodypo[3,2-d|uipuminun-2-in)cynbdanin]-3-N-(2-eTundenin)-aneramif, 110 BUSBUB



BUICOKY aHAJIbTE€TUYHY aAKTUBHICTh Ta ITI0KA3aB HU3BKY TOKCI/I‘{HiCTb, SAKUU 3aIIPOIIOHOBAHO NJ1d MOTIM0JIEHOTO

dhapmakosIoriyHOro BUBYEHHS!. [I7151 3a3HaU€HOI CIIOJIyKU po3po6ieHo rpoekT AHTI.

2. An effective method of synthesis of N'-anthranoyl-a-hydrazide of (+)-camphoric acid has been developed. 2-
Substituted derivatives of quinazolin-4(3H)-one, 1,2,3,4-tetrahydroquinazolin-4-one and 2-oxo(thioxo)-1,2,3,4~
tetrahydroquinazolin-4-one with the moiety of amide or imide 1,2,2-trimethylcyclopentan-1,3-dicarboxilic acid in
the position 3 of heterocycle has been synthesized on the basic of this substance. The structure of synthesized
compounds has been confirmed by IR-, NMR-, mass-spectra, alternative synthesis, the purity has been controled
by TLC method. The sequence of formation of quinazolin-4(3H)-one and 3-azabicyclo[3.2.1]-octan-2,4-dion cycles
closure during the synthesis of 1,8,8-trimethyl-3-(4-oxo-2-alkyl(aryl)-3,4-dihydroquinazolin-3-il)-3-
azabicyclo[3.2.1]-octan-2,4-diones has been determined. For the first time the method of formation quinazolin-
4(3H)-ones by the reaction anthranilamide with ?-diketones has been discovered. The hypoglycemic, diuretic,
antimicrobic, anticoagulatic, hemostatic, anticonvulsive screening of the synthesized compounds has been
conducted. The "structure - activity" relationship for these types of activities have been determined. According to
the results of biological assay two low-toxic substances 3-[2-(2-(5-bromothiophene-2-yl)-2-oxoethylthio)-4-oxo-
3,4-dihydroquin-azo-lin-3-yl]-1,8,8-tri-me-thyl-3-azabicyclo[3.2.1]Joctan-2,4-dione (with hipoglicemic activity)
and 3-[2-(2-(3-nitrophenyl)-2-oxoethylthio)-4-o0xo0-3,4-dihydroquin-azo-lin-3-yl]-1,8,8-tri-me-thyl-3-
azabicyclo[3.2.1]Joctan-2,4-dione (with high anticonvulsive activity) has been recommended for profound
pharmacological study.
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VIII. 3akr04Hi BimoMocTi
BiiacHe IIpi3Buie Im'sa I1o-6aTbKOBI
TOJIOBH pagu

BaacHe IlpizBuiie Im's ITo-6aTbKOBI
rOJIOBYIOYOTO Ha 3acCifiaHHi
BigmoBigasbHUH 32 MiATOTOBKY

00JIIKOBHX JOKYMEHTIB

PeecTpartop

KepiBHuk Bigginy YKpIHTEI, mpo €
BiZITIOBiZaJIbHUM 3a PEECTpalLilo HayKoBOi

OisIJIbHOCTI

I'punienko IBan CemeHOBUY

I'puuenko IBan CeMeHOBUY

FOpuenko T.A.



