O6J1ikoBa kKapTka HIJIKP

Jep>kaBHuMH 061ikoBHI HOMep: 0220U103650
Iep>kaBHuUMH peecTpaniiinuii Homep: 0115U002146

Bigkpura

Iara peecrpamnii: 29-10-2020

1. ETaniy BUKOHAHHS

Homep eTany: 5

Hasga erany: Ha OCHOBIi aHasli3y pe3yJbTaTiB BUBYEHHS 3B'I3KY MiX CTPYKTYpOI0, (Pi3UKO-XiMiYHUMU BJIACTUBOCTSIMU, aiHITETOM
II0 BiITIOBiIHMX PeLeNnTOpiB i papMaKoIOriYHUMU BIACTUBOCTSIMU JliraHziB penentopis HHC Ta pi6prHOreHOBUX peLenTopiB
BUSIBUTU CTPYKTYpPHO-KO(pOPMallifiHi NapaMeTpy, KOTPi BUBHAYaIOTh (i3i0I0riyHy aKTUBHICTb IOTEHLINHUX JIiTaHiB, BKIIOYA04U
CEeJIeKTUBHICTb JliraH-pelenTopHoi B3aeMoii i papmMaKkoIoriYHUX BJIACTUBOCTEH, a TAKOX 6i- a60 NoyiMofanbHiCTh Aii. 3
ypaxyBaHHSAM LMX JAHVX 30iACHUTYA MOJIEKYJIAPHUI IM3aliH i CUHTE3 CIIOJIYK i3 3aBAAHMMU BIAaCTUBOCTAMU. [Tomyk
MO>KJIMBOCTE CHHTE3y HOBUX ONITUYHOAKTUBHUX 3-aiKin-5-[(E)-2-(apui)Binin]-1,2-gurinpo-3H-1,4-6eH3nua3enii-2-0HiB 1151
6iosioriyHMX JOCTiIKeHb. BuB4eHHs 6i0s10Ti4HUX BaacTuBocTel 3-apuninen-5-[(E)-2-(apun)sinin]-1,2-gurigpo-3H-1,4-
6eH3uasenin-2-oHiB, 3-3amimeHux 1,2-gurinpo-3H-1,4-6en3aiazenin-2-oHiB, 0 MiCTITh PparMeHTH Minepa3nHOeH30MHUX
KUCoT Ta 3-ankin-5-[(E)-2-(apun)Binin]-1,2-gurinpo-3H-1,4-6en3nnasenin-2-ouis. JJocaimxenHs BBy [IPOITOKCA3EITAMA

ITouyaToxk eramy: 01-2019
3akiHueHHs eTany: 12-2019

Bup, 3BiTHOTO ZOKyMeHTa: OCTaTOYHUH 3BiT

2. BuKkoHnaBeunpb

HasBa oprawnisanii: Qisuxo-ximiunuii inctutyT im. O.B.Borarcekoro HAH Ykpainu
Koz €PIIOY /IITH: 03534535

IlignopsaxoBaHicTe: HallioHanbHA akaieMis HayK YKpaiHu

Agppeca: Jlioctnopdcrka fopora, 86, M. Oneca, Onecbka 0671., 65080, Ykpaina
Tenedon: 380487662044

E-mail: office.physchem@nas.gov.ua

WWW: https://physchem.od.ua/

3. BnacHuk peayabtartiB HIJKP (mpoaykiiii)

Hag3Ba oprawnisanii: Qizuxo-ximiunuii inctutyT im. O.B.Borarcekoro HAH Ykpainu
Koz €IPIIOY /IITH: 03534535

Appeca: Jlioctnopdcbka nopora, 86, m. Oneca, Oznecbka 06:1., 65080, Ykpaina
MignopsaxoBanicTe: HallioHanbHa akagemis Hayk YkpaiHu

Tenedon: 380487662044

E-mail: office.physchem@nas.gov.ua

WWW: https://physchem.od.ua/

4. JI>)kepesia Ta HanpssMu piHaHCYBaHHA



IlizcraBa a1 npoBeAeHHs PooiT: 34 - HOroBip (3aMOBJIEHHS) 3 LIEHTPAJIbHUM OPTaHOM BMKOHABYO] BIai1, aKaZileMi€ro HayK

(roJ1I0BHMMU PO3MOPSAHUKAMU OI0IKETHUX KOIITIB Ha TpoBeaeHHs HIIKP)
KIIKBK: 6541230

Hanpsm ¢inancysanss: 2.1 - pyHIameHTasbHi JOCIiIKEeHHS

J>kepesia piHaHCYBaHHS

I>kepeJio gpiHaHCyBaHHS: 7713 - KOWITHU IEePXKOIOIKETY

dakTuynmii 06car pinaHcyBaHHS 3a 3BiTHHIH eTam: 3514.59 TuC. rpH.
5. HaykoBo-TexHi4Ha podoTa

HasBa po6oTHu (YKp)

Jliranay OeH3[ia3eniHOBUX, CEPOTOHIHOBUX, JodamiHOBUX 1 ¢ibpuHOreHoBux peuentopis. CHUHTE3, 3B'SI30K "CTPYKTypa-

BJIACTHBOCTI", CEJIEKTUBHICTh Ta 6i(I10J1i)MOJAIbHICTD il

Ha3zBa po6oTu (aHrJI)

Ligands of benzodiazepine, serotonin, dopamine, and fibrinogen receptors. Synthesis, "structure-property" relationship,
selectivity and bi(poly)modality of action

Pedepar (yxp)

Merta pmocnimxkenHs: CMHTe3 HOBUX JIraHZiB GeH3[ia3eriHOBUX, CEPOTOHIHOBUX, BodgamiHOoBuX peuenTtopiB IITHC i aHTaroHicris
(i6prHOreHOBUX PpelenTopiB: BCTAHOBUTU CTPYKTypPHO-KOooOpMaliiiHi ¢akropy, $Ki BHU3HAYAIOTh CEJIEKTHUBHICTb JIiraHp-
pelLenTOpHUX B3aeMOJil, Ta GapMaKoJIOTriyHi BJACTUBOCTH, a TAaKOX 6i- abo mosiMomanbHOCTI fii siranmis. Po3po6ieHo meTon
CHHTE3y Ta OTPMMAaHO pPsJi HOBMX 2-aMiHOXaJKOHIB, MifibpaHO yMOBM OTpUMaHHS Ha iX OCHOBi 5-ctupui-1,2-murinpo-1,4-
6eH3piasemniHiB. 3xilicHeHO cuHTe3 HOBUX 3-(raniminoanui-1,4-6eH3niazenin-2-oniB. KongeHcarieo 3-xnop-1,4-6eH3niazenin-2-
OHIB 3 0-, m-, p-gTop-, abo 0-, M-, p-XJOpaHiJiHaMU CHHTE30BaHO HHU3KY 3-XJop(deHin- Ta 3-(PpTopdeHin)amino-1,4-
GeH3[ia3eniH-2-0HiB. 3allpOIIOHOBAHO METO, CUHTE3Y [JIs1 Ofep>KaHHs paHille He omnucaHoi Hu3ku 5-[(E)-2-(4-deninsinin)]-1,2-
nurinpo-3H-1,4-6eH3pia3enin-2-oHiB. 37iliCHEHO KOHHeHcalilo 0eH30(EeHOHy, aflaMaHTaHOHY abo (iyapeHOHYy 3 7-6poM-5-
(penin-1,4-6ensaiazenin-2-oHom. [lokazaHo, mo HaKpalli BUXOIU LiJIbOBUX MPOAYKTIB OTPUMYIOTHCS 332 YMOBU BUKOPHCTaHHS
Kap6oHaTy ne3ilo sk jyrd. CHHTE30BAaHO ONTUYHOAKTUBHI 3-ankin-5-[(E)-2-(apun)Binin]-1,2-gurinpo-3H-1,4-6ensniazemnin-2-
oHM. CHHTE30BaHO HU3KY HOBUX 1,4-6eH37ia3eniH-2-0HiB, 0 MiCTSATh y MOJIOKEHHI 3 3aJMLIKU MiNepasnHOEH30MHUX KUCTIOT. 3
BMKOPHUCTAHHSM iMMOOGii30BaHOi MiKpOCOMasbHOI (Ppaklii 37iiICHEHO €HaHTIOCEJEeKTUBHUN TigpoJi3 3-aleToKCU-7-6poM-5-
(denin-1,4-6ensniazenin-2-oHy Ta OTpPUMaHO S-eHaHTioMep cybcTpary. BuBueHHsam adiHiTery 3-dranmimigoaunsn-1,4-
6eH3piazeniH-2-oHiB o LIBJP IJHC BCTaHOBJIEHO, 1O CMOJIYKU LbOTO PSiAy MAalOThb BUCOKUI adiHiTeT. BuByeHHsIM adiHiTeTy
OTPUMAaHUX CIIOJIyK [0 LEeHTpanbHUX I nepudepuyHux BJIP mokazaHo mpo, noxigHi 3 3-(o-, m-, p-PropdeHin)amiHHUM
3aMiCHUKOM € BUCOKOA(iHHUMU JliraHJaMH, SIK 10 LEeHTPa/bHUX, TakK i [0 nepudepuynux BJIP. [Ipy BUBYEHH] BIJIUBY MOXiTHUX
1,4-6eH3pia3eniHiB Ha aleTUT IypiB 3a METOIOM «AHOPEKCisi» OyJI0 [MOKa3aHO, MO [esKi CIIOJIYKU MPOSIBISIIOTh aHOPEKCUTEHHY

niro.
Pedepar (aHrI)

The purpose of the study: Synthesis of new ligands of benzodiazepine, serotonin, CNS receptors and fibrinogen receptor
antagonists: to establish the structural-coformational factors that determine the selectivity of ligand-receptor interactions and
pharmacological properties, as well as bi- or polymodal action of ligands. A synthesis method has been developed and a number
of new 2-aminochalcones have been obtained, conditions have been selected for the preparation of 5-styryl-1,2-dihydro-1,4-
benzodiazepines on their basis. The synthesis of new 3-phthalimidoacyl-1,4-benzodiazepin-2-ones has been carried out.
Condensation of 3-chloro-1,4-benzodiazepin-2-ones with o-, m-, p-fluoro, or o-, m-, p-chloroanilines synthesized a series of 3-
chlorophenyl- and 3-(fluorophenyl)amino-1,4-benzodiazepin-2-ones. A synthesis method was proposed for obtaining the
previously described series of 5-[(E)-2-(4-phenylvinyl)]-1,2-dihydro-3H-1,4-benzodiazepin-2-ones. Condensation of
benzophenone, adamantanone or fluarenone with 7-bromo-5-phenyl-1,4-benzodiazepin-2-one has been carried out. It is shown



that the best yields of the target products are obtained when using cesium carbonate as a base. Optically active 3-alkyl-5-[(E) -2
(aryl)vinyl]-1,2-dihydro-3H-1,4-benzodiazepin-2-ones have been synthesized. A number of new 14-benzdiazepin-2-ones
containing piperazine benzoic acid residues at position 3 have been synthesized. Using the immobilized microsomal fraction,
enantioselective hydrolysis of 3-acetoxy-7-bromo-5-phenyl-1,4-benzodiazepin-2-one was carried out and the S-enantiomer of
the substrate was obtained. The affinity of 3-phthalimidoacyl 1,4-benzodiazepin-2-ones to the BDR of the central nervous
system was studied and it was found that compounds of this series have a high affinity. When studying the effect of 1,4-
benzodiazepine derivatives on the appetite of rats using the "Anorexia" method, it was shown that some compounds exhibit
anorexigenic effect.

Inpekc YIK: 547.9;577.1, 547.891.2 + 615.217 +577.32'17.012:543.422.25 + 542.943 + 547.1:541.6

Kozu tremaruynux py6opuxk HTI: 31.23
6. HaykoBo-TexHiyHa npoaykuis (HTII)

HTII 1

Hassa npoaykuii (ykp): [ToxinHi 1,2-purigpo-3H-1,4-6eH3pia3eniH-2-0HiB, 10 MICTSITb Y IIOJIOKEHH] 3 3aJIMIIKN
ninepasuH6eH30MHUX KUCIOT.IToxiaHi 3-ankin-5-[(E)-2-(apumn)Binin]-1,2-gurinpo-3H-1,4-6en3niazemnin-2-oHiB.

Hassa npoaykuii (auri): Derivatives of 1,2-dihydro-3H-1,4-benzdiazepin-2-ones containing in position 3 residues of
piperazinebenzoic acids. Derivatives of 3-alkyl-5 - [(E) -2~ (aryl) vinyl] -1,2-dihydro-3H-1,4-benzodiazepin-2-ones.

OuikyBaHi pe3yJybTaTi: MaTepianu
Tanysp 3acTrocyBaHHs: bioopraniyna Ta MeguyHa Ximis

Onuc npozykuii (ykp): V 3BiTi npencTaBieHo METOM CUHTE3Y JiraHiB 6eH3/iia3eniHoBrUX, CEpOTOHIHOBUX PELENTOPIB i
aHTaroHicTiB Ppi6GpUHOreHOBUX peLenTopis. [IpuBegeHo AaHi 10 BCTaHOBJIEHHIO CTPYKTypHO-KopopMaliiaux ¢paxkropis. OnrcaHo

¢papmakosoriyHi B1aCTUBOCTI LIiJIbOBUX CIIOJIYK.

ComianbHO-eKOHOMIYHa cupsimoBaHicTs HTII: CTBOpeHHs IPMHLIMIIOBO HOBOI MPOAYKLil (MaTepiasiB, TeXHOJIOTIH TOILIO) 115
3a6e3Me4eHHs] eKCIIOPTHOTO NMOTEHLiaNy Ta 3aMillleHHIO iMIIopTy, IlosinimeHHs SKOCTi )KUTTS Ta 3LOPOB'sl HACEJIEHHS,

e(eKTUBHOCTI [iarHOCTUKY Ta JIIKyBaHHS XBOPUX

Cragis 3aBepmenocri HTII: 3git o HIJIKP

Bruposagskenns HTII: He BnposamkeHo

Crpoxku BrnpoBagykeHHs: 01.201912.2019

Bupo6nuk npoaykuii: ®isuko-ximiunuit inctutyT im. O.B. Borarcekoro HAH Ykpainu
Cro>KuBayi NpoAyKIii:

IlepcneKTHUBHI pUHKH:

IpaBa iHTeJIEKTYya/IbHOI BJIACHOCTI: 32 J0OTOBOpamMU

®opmu Ta ymoBH nepepaui npozykuii: CriisibHi HIJIKP
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8. 3BiTHa JOKyMeHTaist

KinbKicTh CTOPiHOK B 3BiTi: 279
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