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I11. BimomMocTi mpo opranizariiio, e Big0OyBcsl 3aXHCT
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V. BizomocTi npo gucepraniio
MoBga guceprariii:
Koau TemaTHYHHUX PYOpPHK: 76.31.31

Tema gucepranii:
1. Cuntes, 6yn0Ba Ta 6i0s10riyHa aKTUBHICTb 6POM- i Cy/IbdaMoin3amMillleHUX OpPTO-XJI0pOeH30MHUX, N-R-

AHTPAHUJIOBUX KUCJIOT Ta iX NOXigHUX

2. Synthesis, structure and biological activity of brom- and sulfamoyl substitute of ortho-chlorobenzoic, N-R-
anthranilic acids and their derivatives

Pedepar:

1. 3 MeTO10 NOUIYKYy HOBUX 6i0JIOT{YHO aKTMBHUX PEYOBUH CHHTE30BAHO HOBI 'PYIU CIOJYK NOXifHI 5-6pom-2-
XJIOp6EeH3011HO1, 5-6poM-N-R-aHTpaHiIOBUX KUCJIOT i ix 3-cyabdamoinsamimeHni. 3arrporoHOBaHi penapaTuBHi
METOJUKY CUHTe3y OpoM- Ta cyJibdamoinzamimenux 3-okco-1,2-nurinpoinnaszosy, N-QeHin-aHTpaHiIOBUX KUCJIOT
Ta €KCIIPECHUI METOJ, KiJIbKiCHOIO BU3HAUY€HHSI HOBUX N-(EHiNaHTPaHIIOBUX KUCJIOT METOOM ABO(GA3HOrO
TUTPYBAaHHS B CUCTEMI OKTAHOJI-BOJA. BylOBY Ta iHIMBiyalbHICTh CUHTE30BAHUX CIIOJIYK MiITBEPIPKEHO NJaHUMU
esleMeHTHOro aHainizy, [Y-,YO-, [IMP-criekTpockorii, xpoMaroMac-CleKTpoOMeTpii, 3yCTPiYHUM CUHTE30M,
SIKICHUMU peakuigmu, XxpomaTorpadieio B TOHKOMY L1api cCOp6eHTy. 3a pe3ysbTaTaMu 6i0JIOTiUHMX JOCTiIKEeHb
cepeJi CUHTE€30BaHUX CIIOJNYK 3HalIeHi CyOCTaHLlil, SIKi IPOSBIISIIOTh BUCOKY IPOTU3aNajbHy, aHAJIbI€TUYHY,
IiypeTnyHy, rinoryuikeMiuny, 6akTepiocTaTUu4Hy, QyHIriCTaTUYHY aKTUBHICTb IPY HU3bKill TOKCUYHOCTI.

BcTaHOBJI€HO psifi 3aKOHOMIPHOCTEH 3B'13KY "0y40Ba-aKTUBHICTh-TOKCUYHICTB". 3allaT€HTOBAaHA Ta PEKOMEH/10BaHa



IJ1s1 TOAQJIBIINX JNOKJIHIYHUX JOCJiIKeHb 5-6poM-N-(2'-kapbokcu-4'-6poMpeHin)aHTpaHiIOBa KUCIOTA, SKa
IIPOSIBJISI€E BUCOKY aHAJIBI€TUYHY, IPOTU3aNabHYy, AiyPETUUHY Ta (PYHTICTAaTUYHY aKTUBHICTb IIPU HU3bKIi

TOKCUYHOCTI.

2. With the purpose of searching the new biologically active substances the new groups of compounds of 5-brom-
2-chlorobenzoic, 5-brom-N-R-anthranilic acids derivatives and their 3-sulfamoyl substitutes have been
synthesized. The preparative synthesis procedures of 3-oxo-1,2-dihydroindazole and N-phenylanthranilic acids
brom- and 3-sulfamoyl- derivatives and the express quatification method of new N-phenylanthranilic acids by the
biphase titration method in the octanol - water system have been proposed. The structure and individuality of the
substances synthesized have been confirmed by the ultimate analysis, IR-, UV-, NMR-spectroscopy, chromato-
mass spectrometry, counter synthesis, qualitative reactions data, and thin-layer chromatography. According to the
results of the biological screening the substances, which reveal a high anti-inflamatory, analgesic, diuretic,
hypoglycemic, bacteriostatic, fungistatic activity, as well as hypotoxicity, have been found among the compounds
synthesized. A number of regularities of the "structure - activity - toxicity " relationship have been determined. 5-
Brom-N-(2'-carboxy-4'-bromphenyl)anthranilic acid, which reveals a high analgesic, anti-inflamatory, diuretic and
fungistatic activity with a low toxicity, has been patented and recommended for further pre-clinical trials. 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-ox0-3,4-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)-
4-0x0-3,4-dihydroquin-azo-lin-3-yl]-1,8,8-tri-me-thyl-3-azabicyclo[3.2.1Joctan-2,4-dione (with high
anticonvulsive activity) has been recommended for profound pharmacological study.

Jep>kaBHHH peecTpauiiiHuii Homep [IiP:

IIpiopuTeTHHI HaNIpSIM PO3BUTKY HayKH i TEXHIKH:
CrpareriyHui NpiopUTETHUI HAIIPSIM iHHOBaLilHOI AiJIBHOCTI:
ITiZcyMKH JOCTiI>KEeHHS:

Iy6sikamii:

HaykoBa (HayKOBO-TE€XHiYHa) IPOAYKILis:
ConiasIbHO-€KOHOMIYHA CIIPSIMOBAHICTbh:

OxopoHHi gokymeHTH Ha OIIIB:

BrnipoBaaykeHHs pe3yJIbTaTiB AHCepTalii:

3B'SI30K 3 HAYKOBHMH T€EMaMH:

VI. BizoMocTi mpo HayKOBOr0 K€PiBHUKa /KePiBHHUKIB (KOHCYJIbTAaHTA)

Baacue IlpizBume Im'a Ilo-6aTbKOBI:
1. Icaes Cepriii 'puroposny

2. Isaev Sergij Grygorovych

KBasigikanis: k.dpapm.u., 15.00.02



InenTudikarop ORCID ID: He 3acrocosyerbcs
JoparkoBa iHdpopmamnist:

IloBHe HaliMEeHYBaHHSI IOPHAUYHOI OCOOH:
Kop 3a €IPIIOY:

Micue3HaxoAKeHHS:

dopma By1acHoCTI:

Cdepa ynpassriHHS:

InenTudikarop ROR: He zacrocosyerscs

VII. BigomocTi npo odilifiHuX ONOHEHTIB Ta PELeH3€HTIB
OdiuiiiHi OIOHEHTH
Bsacue IlpizBuuie Im's I1o-6aThKOBI:

1. besyramii [leTpo OBKCEHTIOBUY

2. besyrnnii [letpo OBKCEHTIIOBUY

KBasigikamis: g.x.n.,15.00.02
InenTudikarop ORCID ID: He 3acrocosyetscs
JoparkoBa indpopmamnist:

IloBHe HaliMeHYBaHHSI IOPHUAHUYHOI OCOOH:
Kop 3a €IPIIOY:

Micue3HaxoaKeHHS:

dopma BaacHOCTI:

Cdepa ynpasiiHHS:

ImenTudikarop ROR: He zacrocosyerbcs

Baacue IlpizBume Im'a Ilo-6aTbKOBI:
1. 2. KoBaneHnko Cepriii IBaHoBUY

2. 2. KoBanenko Cepriii IBaHOBUY

KBasigikanis: n.papm.u., 15.00.02
InenTudikarop ORCID ID: He 3acrocosyerbes
JoparkoBa iHdpopmamnist:

IloBHe HaliMeHYBaHHSI IOPHUAHUYHOI OCOOH:
Kopg 3a €IPIIOY:

Micue3Haxoa KEeHHSI:

dopma ByracHoCTI:



Cdepa ynpasiriHHS:

InenTudikarop ROR: He zacrocosyerscs

Penensentu

VIII. 3aKkJII04Hi BiZOMOCTi
BiiacHe IIpi3Buie Im'sa ITo-6aTbKOBI
TOJIOBH paju

Baache IlpizBuie Im's ITo-6aTbKOBI

rOJIOBYIOYOTO Ha 3acCifiaHHi

BignoBigasbHUIH 3a HiATOTOBKY

00JIiKOBUX JOKYMEHTIB

Peectpartop

KepiBHuk Bigginy YKpIHTEI, mpo €
BiZIIIOBiZaJIbHUM 32 peECTpallil0o HAayKOBOIi

OisIIbHOCTI

I'punienko IBan CemeHOBUY

I'punenko Isan CemeHOBUY

IOpuenko T.A.



