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1. dynkuionanizoBaHi l06-i3oTtiazosniguH-1,1-gioHn

2. Functionalized 106-isothiazolidine-1,1,4-triones

Pedepar:

1. 3 nieto meTo 6YB BOOCKOHAJIEHUH i BIIepIIe 3aCTOCOBAHNU 1151 OTPMMAaHHS CIIPOLUUKIIYHUX CIIOJIYK METO
cuHTe3y 106-i3oTia3oniguH-1,1,4-TpUOHIB Ha OCHOBI 0-aMiHOKUCJIOT, @ TAKOX BIIEPLIE [IPOBENEHO CUCTEMATUYHE
BMBUYEHHS XiMIYHUX BJIAaCTUBOCTEN 2,3,3-Tpu3amileHux 1n6-izoriaszonignH-1,1,4-TpUOHIB, B TOMY YXCJIi JOCIIIKEHO
BIUJIMB CIIPOLUKJIIYHUX 3aMiCHUKIB B 110710>keHHi C(3) Ha peakuifiHy 3aTHICTb KapOOHINBbHOI i aKTUBHOI
METUJIEHOBOI I'PYII IaHUX reTEPOLUKIIIB. BuB4eHO B3aemogito N-meTui-106-i3oriazonigui-1,1,4-TpuoHiB i3 psigoM
enekTpodinbHYX Ta HyKJIeoPiNnbHUX areHTiB. Briepiue ofep>kaHo BiAIOBiNHI eHaMiHY, rilpa3oHN, OKCUMH,
IIPOAYKTU peakuii BiTTira, MponyKTu asnkisyBaHHS, aliMJII0BaHHS, HITPO3YBaHHS Ta a30CIOJIy4€HHS; PO3LIMPEHO P
IPOAYKTiB KoHeHcalii. TpudeHinkap6ankokcumeruneHpocdopaH BIEPIIE ONUCAHO B SIKOCTI alJUJII0I0YOr0 areHTa.
Briepiie npoBeneHo BiIHOBIEHHS KapOOHinbHOI rpynu 1n6-i3oTiazoniguH-1,1,4-TpHOHIB [0 riIpoKCuiIbHOI Bnepue

3MifICHEHO rifponi3 5-[(Z)-(oumeTnnamino) metusineH] -106-i3oTiazoniguH-1,1,4-TproHIB, a TaKOXK 3aMillleHHS B HUX



nuMmeTtunaminorpynu N- ta C-Hykaeodinamu. B mpoueci po60oTu Haf, IOCTaBJI€HUMU 3aBIAHHIMU Oy pO3pO06JeHi
IOCTYIHI, Ha#ilHi i npupatHi Ay MaciTabyBaHHsSI CUHTETUYH] Hifgxoau 1o 1-amiHonuksonponas- i 1-
aMiHOLMKJIO0yTaH- KapOOHOBUX KUCJIOT. OTpUMaHi B pe3ysbTaTi po60TH eKCIIepUMEHTAaIbHI JaHi cUCTeMaTU30BaHi

i TEOpETUYHO OOIPYHTOBAHI.

2. During the present research the synthesis of n-keto-n-sultams from n-amino acids was for the first time
accomplished at room temperature and applied to obtaining spirocyclic compounds. The first 2,3,3,5-
tetrasubstituted o-keto-o-sultam was also obtained by direct cyclization. Moreover, affordable, reliable and scalable
synthetic approaches to 1-aminocyclopropane- and 1-aminocyclobutanecarboxylic acids were elaborated. The first
systematic study of the chemical properties of 2,3,3-trisubstituted 1n6-isothiazolidine-1,1,4-triones was conducted,
including exploration of the effect of spirocyclic substituents at the C(3) position on the reactivity of the carbonyl
and active methylene groups of the heterocycles. The reactivities of 2,3,3-trimethyl- and 2-methyl-3-spirocyclo-
substituted 1o6-isothiazolidine-1,1,4-trionestowards a range of nucleophilic and electrophilic reagents were
compared. As a result, first 2,3,3-trimethyl- and 2-methyl-3-spirocyclo-substituted 1,1-isothiazolidinedione-4-
hydrazones and-oximes, 4-ethoxycarbonylmethylidene-1,1-isothiazolidinediones, 4-pyrrolidinyl- and 4-anilino-
2,3-dihydro-1H-1n6-isothiazole-1,1-diones, 5,5-dimethyl-, 5-benzoyl-1,1,4-isothiazolidinthriones, 1,1,4-
isothiazolidinthrione-5 -carboxamides, -5-carbothioamides, -5-hydrazones, as well as 2,3,3-trimethyl-substituted
4-chloro-1,1-dioxo-2,3-dihydro-1H-106-isothiazole-5-carbaldehyde, 1n6-isothiazolidine-1,1,4,5-tetron-5-oxime and
2-methyl-3-spirocyclopropyl-substituted 5-ethoxy-methylidene-, 5-phenylmethylidene-, 1,1,4-isothiazolidine and
a set of 2-methyl-3-spirocyclo-substituted 5-dimethylaminomethylidene-1,1,4-isothiazolidinetriones were
obtained. The first acylation of o-methylene active ketone with Wittig's reagent to yield previously unknown 2,3,3-
trimethyl-1,1-dioxo-5-[2-(triphenylphosphonio)acetyl]-2,3-dihydro-1H-1n6-isothiazole-4-olate is described. The
first reduction of the carbonyl group of 106-isothiazolidine-1,1,4-triones to the hydroxyl group is reported.
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