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V. BizomocTi npo gucepraniio
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Tema gucepranii:
1. Cunte3 pyHKUioOHANI30BaHMX 1,3-0KCa3011iB 3 aipaTUYHUMU 3aMiCHUKaMU

2. Synthesis of functionalized 1,3-oxazoles with aliphatic substituents

Pedepar:

1. Incepraniifina po60Ta IpucBsYeHa po3po0Lii HOBUX IIperapaTUBHUX METOIB CHHTe3y (QyHKIiOHaNi30BaHUX 1,3~
OKCa30J1iB IEKOPOBAHUX alipaTUYHUMU 3aMiCHUKAMU SIK Oy[liBeJIbHUX GJIOKIB [1J1s1 TIOTPed MeINYHO]I XiMil.
Po3pobeHo meTon cuHTesy (S)-4-ankin-2-(niposiguH-2-11)oKkcas3ois, Buxoasuu 3 L-Boc-nposiny, sSskui
TPYHTYETLCS Ha LMKIIi3alil 10ro MoxigHuX B yMOBax peakuii Anessa. ONTUMiI30BaHO TPUCTAAIMHNA CUHTETUYHUNI
niaxin no okcasos-4-KapOoKCUIaTiB, [0 MiCTSTh Y TIOJIOXKEHHI 5 npuenHaHi misxom C-C-3B's13yBaHHS 110 BCix
MOXJIMBUX TIOJIOXKEHHSX MiPOJIiMH Ta NilepuanH. 3HalAeHo e(pEeKTUBHUM NMiAXin 00 CUHTE3y HOBUX SP3-
36aradyeHux 4,5-a11u3amilleH1X OKCa30J1iB i3 PyHKIIOHATIBbHOIO IPYIIOI0 B MOJI0KEHHI C-4, 10 6a3yeThCs HA
NEPETBOPEHHI PYHKUIOHAJIIBHUX IPYI Y 4-My [IOJIOKEHHIO OKCA30J1y, BUXO[S4M 3 eCTepHoi PpyHKUii. [JocigkeHo
LMKJlizaliio 4,5-au3amileHux 6ipyHKIiOHAIbHUX MOXiTHUX 0KCa3o1y, o MicTaTs CH2Cl-rpyny B 4-My NI0JIOKEHHI

Ta aMiHOAJIKIJIbHUI parMeHT y 5-My. Po3po6sieHO NpenapaTuBHi MiIX0Au 40 CUHTe3y 2-, 4- Ta 5-6pOMOKCa30IiB.

2. The dissertation is devoted to the development of novel preparative approaches to functionalized 1,3-oxazoles
decorated by alkyl substituents as MedChem relevant building blocks. A convenient four-step approach to the



synthesis of (S)-4-alkyl-2-(pyrrolidin-2-yl)oxazoles starting from L-Boc-proline inspired by naturally occurring
oxazole-containing peptidomimetics is described. A stereolibrary of conformationally restricted oxazole-
containing amino acids, namely, all isomers of 5-pyrrolydinyl- and 5-piperidinyloxazole-4-carboxylic acids, were
designed and synthesized. An efficient approach to the preparation of novel sp3-enriched 4,5-disubstituted
oxazoles bearing a functional group at the C-4 position is developed. Unexpectedly was found that Base-promoted
cyclization of N-Boc-o-(4-(chlorome-thyl)oxazol-5-yl)alkylamines led to the corresponding “dimerization” products
containing fused 10-, 12-, and 14-membered rings. An approach to synthesis of 2-, 4- and 5-bromooxazoles was
developed.
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