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1. ETaniy BUKOHAHHS

Homep etany: 2

Hassa eranmy: CuHTE3 MaJIMX MOJIEKYJI — LIECTUYIEHHUX CYJIbTaMiB i CyJIbTOHIB.
IToyaToxk eramy: 01-2023

3akiHueHHs eTany: 12-2023

Bup, 3BiTHOTO ZOKyMeHTa: [IpOMIKHMIA 3BIT

2. BukoHaBeup

Hassa oprasnisanii: KuiBcbkuil HanjioHanbpHMI YHiBepcuTtet imeHi Tapaca IlleBuenka
Kog, €IPIIOY /IITH: 02070944

MigmopsaxoBaHicTh: MiHiCTEepCTBO OCBIiTU i HAyKu YKpaiHu
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3. BnacHuk pesyabstaTtiB HIJKP (mpoayKiiii)
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Kog, €IPIIOY /IIIH: 38621185

Appeca: npocriekt bepecreiicekuii, 6yz. 10, M. Kuis, 01135, Ykpaina
MignopsaxosaHicTs: KabineT MiHicTpiB Ykpainu

Tenedon: 380444813221

E-mail: mon@mon.gov.ua

WWW: https://mon.gov.ua/ua

4. JI>xepeJia Ta HanpsiMu PpiHaHCYBaHHSA

IligcTaBa o715 IpoBeAeHHs POOIT: 34 - IOroBip (3aMOBJIEHHS) 3 LIeHTPAJIbHUM OPraHOM BUKOHABYOI BJIaIM, aKaleMi€lo HayK

(rO;IOBHMMU PO3NOPSIAHNKAMY OIOIPKETHUX KOIITIB Ha mpoBeaeHHst HIIJIKP)
KIIKBK: 2201040

Hanpsm ¢inancyBanHs: 2.1 - pyHIaMeHTaNbHi TOCTiIKEHHS

J>kepesia piHaHCYBaHHS



IkepeJio diHaHcyBaHHS: 7713 - KOWITHU IEePKOIOIKETY

dakTuunmii o6csr pinancyBasHs 3a 3BiTHMH eTtan: 960.000 TuUC. rpH.
5. HaykoBo-TexHiYHa po6oTa

Hasga po6oTH (YKp)

MounekynsapHuil gu3aiH 6i0i30CcTepiB IPUPOAHMX CIIOJIYK Ta MYJIbTUKOMIIOHETHUX MaTepiasiB AJis 1ibOBOI JOCTABKY JIiKAPCHKUX

rpenaparis
Ha3sBa po6oTH (aHrJ1)

Molecular design of bioisosters of natural compounds and multicomponent materials for targeted drug delivery

Pedepar (ykp)

Y3araJbHEHO Ta PO3IVISIHYTO JITEpaTypy MpO LUKIiYHI CyabdiHamigyu (MIpocTille KaKydd, CyJIbTMMHU), OIy6JikoBaHy 3 1989 mo
2022 pix. HaBeneHi gaHi 6yayTh KOPUCHI (paxiBLsIM pi3HUX ranyseil, 0COO6JIMBO TUM, XTO NPaLIO€e B raay3i CHHTETUYHOI OpraHivyHoi

Ta ¢apmaleBTUYHOI XiMil. MU ONUCYyeMO peaklilo KapooHITPUIiB 3 O-(QYHKLIOHANI30BaHUMU CyJIb(OHIIXIIOpUIAMU Ta PEAKLINHY
3JATHICTb OTPMMaHUX O-(YHKLiOHANI30BaHMX O-€HAMiHO O-CyJbTaMiB. AHasi3 pE3yJbTATiB KOMIIEKCHOTO HOCJIIXKEHHS i3
3acTocyBaHHsIM ¢iznyHux MeToxiB (IMP Ta [Y-cnekrpockomii, peHTreHiBcbkoi gudpaxiiii) Ta po3paxyHkiB DFT (BUKOHaHOrO Ha
piBHi Teopii PBEO QZVP) no3BosMB palioHali3yBaTM Ta CHOPMYJIIOBATU IMpaBUa B3a€MO3BSI3KY CTPYKTypa—aKTUBHICTb [IJIst
00roBOpIOBaHi cyiaTamMu. MM po3poOUIM METOJ ABOETANTHOTO CHHTE3y JOCUTb Majo IPEACTaBIE€HUX TeTE€POKOH(Y3HUX
€3yJIbTaMiB, aHeJIbOBaHUX Ha rpaHi [d]. TakuM YMHOM, aJjKin-2-(MeTunCyIbPOHaAMITOMETIIT)I€TapUIKaPOOKCUIATH JIETKO 6epyTh
y4yacTb y cysbpa-KoHAeHcalii JlikmMaHa 3 yTBOPEHHSIM 0a’kaHMX IeTePOKOHJEHCOBAaHUX €-CyJbTaMiB. MeToJ, MpOoJeMOHCTPYBaB
HIMPOKY 06J1aCTh 3aCTOCYBAHHSI CyOCTpaTy, TOAI SIK LiJIbOBi CIIOJYKM NPOJEMOHCTPYBa/IX BEJIUKUI CUHTETUYHUI MOTEeHIian. Mu
po3poOMIM Ta CHUHTE3yBaJM CEpil0 HOBUX 0O0,0-AU3aMilllEHHMX O-KETO O-CyJbTaMiB, MiATOTYBajiM HU3KY IOXIIHMUX Ta OLiHMIU iX
LUMATOTOKCUYHY aKTHUBHICTb IIPOTHU JIiHii KJIITUH PaKy MOJIOYHOI 3ano03u MDA-MB-231. lleit kiac CHOJyK MOXKHA PO3IJISIATh SIK
1iHHI OyiBesbHI 6JI0KY, OCKIJIBKM BOHU MalOTh KapOOHiNbHY (PyHKIiOHaNbHICT i EWG-aKTUBOBaHY METHIJIEHOBY TPYITY, 3[aTHY
[0 mopasnbinoi QyHKIioHampHOCTI. He3Bakaouy Ha Te, M0 OTPUMaHi 0-KeTO O-CYJIbTaMH JIEMOHCTPYIOTh CJIa0Ky LIUTOTOKCHUYHICTh
MPOTU JIiHii KJITMH paky MoJIo4HOi 3ano3m MDA-MB-231, ix mnipa3osio3/nMTi NOXigHiI BUSBUINCS MEPCIEKTUBHUMU

($apmakosoriyHUMH MAGIO0HAMY 3i CTAGITPHUMU IIUTOTOKCUYHUMU e(deKTaMu.
Pedepar (aHr1)

The literature on cyclic sulfinamides (put simply, sultims) published from 1989 to 2022 has been summarized and reviewed. The
data presented will be useful to specialists in different areas, especially those who work in the field of synthetic organic and
pharmaceutical chemistry. We describe the reaction of carbonitriles with o-functionalized sulfonyl chlorides and the reactivity of
resulting o-functionalized o-enamino o-sultams. The analysis of the results of a complex study involving physical methods (NMR
and IR spectroscopy, X-ray diffraction study) and DFT calculations (performed at PBEO QZVP level of theory) allowed us to
rationalize and formulate the rules of structurenactivity relationship for the discussed sultams. We developed method for two-
step synthesis of quite underrepresented heterofused esultams annelated on face [d]. Thus, alkyl 2-
(methylsulfonamidomethyl)hetaryl carboxylates readily participate in the sulfa-Dieckmann condensation to give the desired
heterofused e-sultams. The method showed a broad substrate scope while the target compounds demonstrated a great
synthetic potential. We designed and synthesized a series of novel o,o-disubstituted o-keto o-sultams, prepared a number of
derivatives and evaluated their cytotoxic activity against MDA-MB-231 breast cancer cell line. This class of compounds can be
considered as valuable building blocks since they possess carbonyl functionality and an EWG-activated methylene group
capable of further functionalization. Despite the prepared o-keto o-sultams showing weak cytotoxicity against the MDA-MB-231
breast cancer cell line, their pyrazolofused derivatives appeared perspective pharmacological templates with stable cytotoxic
effects. Moreover, o-keto o-sultams and their heterofused derivatives form watersoluble conjugates with branched polymers based
on dextran-polyacrylamide (D-PAA) that can be used as the transport module for targeted drug delivery in biological media.

Inpekc YIK: 577.1

Kozu tremaruynux pyopuk HTI: 31.27



6. HaykoBo-TexHiyHa nponykuis (HTII)

HTII 1

Hassa npoaykiii (yKp): MeTon ABOETAITHOTO CUHTE3y reTePOKOH(Y3HUX €3yJIbTaMiB, aHEJIbOBAHUX Ha IPaHi.
Hassa npoaykuii (arrJ): Method of two-stage synthesis of heteroconfused results annealed on the face.
OuikyBaHi pe3ysbTaTi: HAaHOKOMIIO3UTH i3 smart-rosimepamu

T'anyss 3acrocyBaHHs: 72. HayKkoBi 1OCTiKeHHS Ta pO3POOKH

Omnuc npogykuii (ykp): Po3po6sieHo MeToz, ABOETAHOIO CUHTE3y JOCUTh MaJIo IIPeJCTaBIeHUX TreTePOKOH(Y3HUX e3yJIbTaMiB,
aHeJIbOBaHUX Ha rpaHi [d]. Takum YMHOM, aJKin-2-(MeTUICYIbPOHAMITOMETNII)reTaPUIKapPOOKCUIIATH JIETKO GEPYTh YYaCTh y
cynbda-koHneHcalii [likMaHa 3 yTBOPEHHSIM 6a’kaHUX IreTePOKOHIEHCOBAaHUX €-CyJIbTaMiB. MeTo[] IPOJeMOHCTPYBAaB MIMPOKY
0671aCTb 3aCTOCYBaHHS CyOCTPATY, TOZ] SIK 1IiJIbOBi CIIOJIYKY IIPOAEMOHCTPYBAJIM BEJIMKNN CUHTETUYHUH [TOTeHias. Po3pobieHo
Ta CUHTE30BaHO CEPisi HOBUX 0,0-IM3aMill€HUX O-KETO O-CyJIbTAMIB, MirOTyBaIu HU3KY MOXiJHUX Ta OLHUJIN iX LUTOTOKCUYHY
aKTUBHICTb NIPOTH JIiHii KJIITUH paKy MOJIOYHOI 371031 MDA-MB-231. Lleii K1ac CIIOJIyK MO>KHA PO3IJISATH SIK LiHHI OyJiBesbHi
6JI0KH, OCKIiJIbKM BOHM MalOTh KapOOHiNbHY (QYHKLIOHaNBHICT i EWG-aKTHBOBaHY METUJIEHOBY IPYITy, 30AaTHY [0 MOAAJIBIIO]
(dysKuioHanbHOCTI. He3Bakaiouu Ha Te, 0 OTPUMMaHi 0-KETO O-CyJIbTAMU JEMOHCTPYIOTh C1a6Ky IUTOTOKCUYHICTb IIPOTH JIiHii
KJIITAH PaKy MOJIOYHOI 3a103u MDA-MB-231, ix nipa30s103711Ti NOXiAHI BUSBUINCS [1€PCIIEKTUBHUMHU (HapMaKOJIOTiYHUMU
ma6JI0HaMU 3i CTabiIbHUMU LUTOTOKCMYHAMU eekTamu. Kpim TOro, 0-KeTo 0-CyJIbTaMU Ta iX reTEpOKOHAEHCOBaHi NOXiAHi
YTBOPIOIOTb BOJOPO3UMHHI KOH'IOTaT! 3 PO3rayly)KeHMMHU N10JliMEpaMU Ha OCHOBI leKCTpaH-Tojiakpunaminy (D-PAA), gki MoskHa
BMKOPHUCTOBYBATH K TPAHCIIOPTHUI MOy Ib [JIs1 LIiJIbOBOI JOCTABKU JIiKiB y 6iojoriyHi cepenosuima. Po3po6ieHo edeKTUBHi Ta
HaZIiliHi METOIY CUHTEe3y O-KETO-O-CYJIbTOHIB, y TOMY YMCJIi 3 IPOCTOPOBO Ae(POPMOBAHUMH CIIPOLUKIIYHUMY 3aMiCHUKAMU.
JocigpkeHo BIIJIMB 3aMiCHUKIB Y 5-My MOJIOKEHHI 0-KETO O-CYJITOHOBOTO KapKaca Ha iX 34aTHICTb [0 €HOJIi3yBaHHS Ta PeaKUiliHy

3[aTHiCTh. EKCIIEpMMEHTaJIbHI IaHi TIOBHICTIO MiATBEPAKEHI po3paxyHKamu DFT.

ConjiaspHO-eKOHOMIYHa cnpsimoBaHicTh HTII: CTBOpeHHSsI IPMHIMIIOBO HOBOI IPOAYKIi (MaTepiasiB, TEXHOJIOTIH TOIIO) AJIs

3a6e3IeyeHHs eKCIIOPTHOTO TOTEeHIliaNy Ta 3aMillleHHIO IMIIOPTY

Cragis 3aBepmenocti HTII: 3sit no HIIJIKP

Bruposamskenns HTII: BnposamxeHo

CTpoKH BIPOBaJKEHHS:

Bupo6Huk npoaykuii: Kuiscbkuil HanioHanbHUN yHiBepcuTeTe imeHi Tapaca llleBueHKa

Cno>KHBayi NpoayKIii:

IlepcrieKTHBHI pHHKH:

IIpaBa iHTe/IEKTYa/IbHOI BJIaCHOCTI: 3a oroBopamy, I1ofiaHo 3a8BKy Ha BU/Iady OXOPOHHOTO JOKYMEHTY

®opmu Ta ymoBH nepegadi npogykuii: CriinieHi HIJJKP

7. Biosriorpagiyauil onuc

CrarTi y XypHanax, 1o iHIeKCyIOTbCSl HAYKOMETPUYHUMU 6a3aMu JAHUX - 5; CTATTi y (PaxoBUX BUAAHHSIX YKpaiHu Kareropii «b» -
1; moHorpadii Ta po3zinn MoHorpadiii, omy6yiKoBaHi B YKpaiHCPKUMX BUAABHULTBAX - 8; MiKHapoAHi HayKOBO-KOMYHIKaTHBHI
3ax0[U - 6; 3aXUIIeHO AucepTaliil Jokropa ¢inocodii - 2; 3asI5BOK Ha OTPUMaHHS OXOPOHHOTro NOoKyMeHTy Ha OIIIB Ykpainu Ta

/abo iHImMX KpaiH - 1; moJaHo 3asBOK Ha Jep>KaBHi, Mi’>KHApOJHi HAyKOBi TpaHTH - 1;

8. 3BiTHa JOKyMEHTaLis

KinpKicTh cTOpiHOK B 3BiTi: 117

Moga 3BiTy: YKpaiHCbKa

YmoBH nomupeHHs B YKpaiHi: He 3a6oponeHno
YMoBH nepepavi iHmuM KpaiHam: He 3a60poHeHO

KinpkicTs ¢aiisiB y 3BiTi: 1
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