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Tema gucepranii:
1. CynbdonanBMicHi amiHOCIMpTH Ta cyibdoHaminy. CUHTE3 Ta BJIaCTUBOCTI

2. Sulfolane-containing aminoalcohols and sulfonamides. Synthesis and properties

Pedepar:

1. Po6oTa mpucBsiueHa CUHTE3Y Psify CyJ/b(OJaHBMICHMX aMiHOCIUPTIB Ta TiIpOKCUCYIb(POHAMIIIB 3 KaDKAaCHUMU
dparmeHTamy; aMiHiB, cysnbdoxnopuiB cyabdoIaHOBOrO psLy; TeTparinpotiodpen-1,1-niokcuny, aHesab0BaHOTO
OKCa30J1iHOBMM, OKCa30J1iIMHOBUM, OKCA30JIiIMHOHOBUM, MOP(OJIiIHOHOBUM LIMKJIAMU. 3 3aJIyY€HHSIM KBAHTOBO-
XiMiYHMX pO3PaxyHKiB BCTAHOBJIEHI OCHOBHI 3aKOHOMiPHOCTI IIPOTiKaHHs peaklii amiHoJi3y 3,4-eNoKCcuCyIb(poiany
aMmiakoM Ta IIEpBMHHMMM aMiHamu. BcTaHOBJIeHI 0cOGIMBOCTI B3aemMoaii TpaHc- i nuc-4-amiHo-3-
rigpoxcucysib@osiaHiB 3 psiIoM eeKTpoibHUX PeareHTiB Ta ix 34aTHOCTI 1o nukJisatii. nuc-N-MoHoaluaboBaHi
MOXiIHI IUKJIi3yIOTbCSI B OKCA30JIiHM; IPU B3aeMOZIi 1[Cc-4-aMiHO-3-TifpOKCUCYIb(OAHY 3 TPUPOCTEHOM
YTBOPIOETHCS OKCA30JiJMHOH, a 3 AUMETUIALeTUIEHIUKAPOOKCUIaTOM MOP(OJIiHOH; TpaHC-Opi€eHTallisl 3aMiCHUKIB

nepeukoKae nukiizauii. [{uc-aminocniuptu B peaxiii 3 GpopmasbAeriiomM yTBOPIOIOTh OKCA30JiINHY, @ TPAHC-



i3omMepu MeHII Halpy)KeHi fiokcas3eniHoBi a60 Ai0KCa3eIMHOBI UKJIIU. 3'SCOBaHi 0COBJIMBOCTI TAyTOMEPHUX
IlepeTBOPEeHb iMiHIB cybd0IaHOBOrO PNy, IO MICTATh apoMaTUYHi 3aMicHUKU. 3a pesysbraTamu in silico, in vitro
Ta in vivo gociigkeHb papMaKoJIoriYHoi akTUBHOCTI psLly CHHTE30BaHUX CIIOJYK 3HalieH] IOTeHLilHi iHribiTopu
kiHa3 CK2 i FGFR-1 ta pe4oBUHH, 1[0 MAIOTh IPOTUIYXJIMHHY, IPOTUMIKPOOHY Ta IPOTUIPUOKOBY i, HEUPOTPOIIHY

AKTUBHICTb.

2. The thesis is devoted to the synthesis of a number of sulfolane-containing aminoalcohols and
hydroxysulfonamides with cage fragments as well as sulfolane-containing amines and sulfonyl chlorides,
tetrahydrothiophene-1,1-dioxides annelated with oxazoline, oxazolidine, oxazolidinone, morfolinone cycles. Using
quantum chemical calculations, we have found the main factors that influence aminolysis of 3,4-epoxysulfolane
with ammonia or primary amines. We have also studied the reaction of trans- and cis-4-amino-3-
hydroxysulfolanes with electrophilic reagents and compared their ability for cyclization. Oxazolines were
synthetized by cyclization of cis-N-monoacylated derivatives. Reaction of cis-4-amino-3-hydroxysulfolane with
triphosgene furnishes oxazolidinone and with dimethyl acetylenedicarboxylate a morpholinone. In both cases,
corresponding trans-isomers did not give desired heterocycles since such orientation of substituents prevents
cyclization. cis-Aminoalcohols undergo heterocyclization with formaldehyde to form oxazolidines, however, under
the same conditions, trans isomers lead to less strained dioxazepines or dioxazecines. We have also studied
tautomeric transformations of sulfolane-containing imines with aromatic substituents. According to the results of
in silico, in vitro and in vivo studies of pharmacological activity in the group of synthesized compounds, potential
CK2 and FGFR-1 kinase inhibitors, compounds with anticancer, antimicrobial and fungal, neurotrophic activity

were found.
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