KopucHa Mopenb HanexuTb [0 ranysi XiMiYHMX TEXHOMOorin, a came [0 OpraHiyHol Xximii Ta
¢apMaLeBTUYHOIO CUHTE3Y, | CTOCYETbCS CNOCcOoBIB OAepKaHHSA LMKMIYHMX NOXiAHWX TiaduHobeHsimigasony.
3a3HayeHi Cnonykn XapakTepu3yloTbCs BUCOKUM piBHEM (Di3iONOriyHOi akTMBHOCTI Ta MOXYTb OyTu
BMKOPUCTaHI Y hapMaueBTUYHI MPOMUCINOBOCTI sk BiONOriYHO akTUBHI peyoBMHM abo NPOMiIXKHI MPOAYKTU
ONs CUHTE3Y NikapCcbkMx 3acobiB.

Peakuii enekTpodinbHOI BHYTpilUHbOMONEKyNApHOi umknizauii (EBL]) HeHacuveHux dyHKUiOHaNsHO
3aMiLLEHMX CMOMYK LUMPOKO 3aCTOCOBYIOTLCHA B Cy4aCHOMY OpraHiyHOMY CUMHTE3i SIK e(PeKTUBHUI iIHCTPYMEHT
nobynooBn Pi3HOMAHITHUX LMKIIYHUX TeTepoUMKIYHMX cucteM. Bucoka CenekTuBHICTb, M'SKi  YMOBM
NPOBEOEHHS Ta MOXIMBICTb LinecnpsiMoBaHoro (oOpMyBaHHS HOBMX o-3B'A3KIB 3YMOBSIOKOTb X KIOYOBY
poOfb Yy CUHTE3i CTPYKTYPHO CKNaAHWX KOHAEHCOBAaHMX reTepouukniB. Y Mexax Takoro nmigxogy ocobnusy
yBary npuainawTb peakuism EBL], 3a ydacTio aTomiB as3oTy OeHsiMiga3onbHoOro dparmeHTta, sk €
BHYTPILLUHLOMONEKYNAPHUMU HYKNeodinbHUMK LeHTpamu. [lig gieo enekTpodineHUX peareHTiB, 30Kpema
MOrneKkynspHoro 6pomMy Ta moay, BiabyBaeTbCA iHIiLiOBAHHS LMKMi3aUiMHOMO npouecy 3 yTBOPEHHAM HOBUX
KOHOEHCOBAHUX CUCTEM, LU0 XapaKTepu3ylTbCA MNiABULLEHOK CTPYKTYPHOK  Pi3HOMAHITHICTIO Ta
CUHTEeTUYHOW npuBabnueicTio [guB. Gevaza, Y.l., Staninets, V.I. Electrophilic heterocyclization of
unsaturated amino compounds in the synthesis of nitrogen-containing heterocycles (review). Chem
Heterocycl Compd. 1985, 21, 359-371]. Y gocnigxyBaHnx peakuiax ranoreHyBaHHs ankeHinNbHOro 3amMicHuKa
nepebir npouecy BioOyBaeTbCcs 3a MexaHiamom Ae2, Wwo nepenbayvae enekTpodpinbHy aTaky MOnekynu
ranoreHy Ha KpaTHWIA 3B'A30K i3 YTBOPEHHSAIM LMKIIYHOIO OHIEBOro KaTioHHoro iHTepmegiaty. CopmoBaHuii
NPOMDKHUI OHIEBUIA KaTiOH XapaKTepu3yeTbCs BUCOKOK peakuiMHOK 34aTHICTI0 Ta 3a3Hae nogarnblloro
BHYTPILLHbOMOIIEKYIISIPHOIO  HYKIEeoMdinbHOro 3aMilleHHss 3 6Goky artoma as3oTy OeHsiMmiga3onbHoro
dparmeHTa, O BUKOHYE pOSib HykneodinbHoro LeHTpy. NpocTtopoBa GygoBa Ta LOBXMHA anKeHiNbHOro
3aMiCHMKa ICTOTHO BMMMBalOTb Ha HanNpsiMOK i pesynbTaT uuknidadii. 3a HasBHOCTI aninbHOro 3amicHuka
reoMeTpUYHi YMOBU CMPUSIIOTb 3aMUKAHHIO M'ATUYNEHHOIO LMKITY, WO NPUBOAMTL 4O YTBOPEHHS Tia30sbHOro
Kinbus. HaTomicTb y BMNagKky UMHaMinbHOrO 3amiCHMKa peani3yeTtbCs umkmisauis 3 dopMyBaHHAM OBinbLu
TepMoanHaMi4yHO CTabiNbHOro LWECTUYNEHHOro Tia3nHOBOro uukny. Omke, perio- Ta UUKMiYHOCENEeKTUBHICTb
npouecy BU3HAYAETLCA CTPYKTYPHUMWU OCOGMMBOCTAMM  amKeHINbHOro 3aMiCHUKa, $Ki  3yMOBIIOKOTb
NepeBaXHUN LINAX BHYTPILULHBOMOMEKYNSAPHOI atakm Ta po3Mip HOBOYTBOPEHOrO reTepouumkny. Taka
3anexHiCTb YHEMOXNUBIIOE pearni3auilo anbTepHaTMBHMX LUASXIB UMKNi3auil i, BiANOBiAHO, He [03BONSsE
opgepxatn 3-6pom-4,4-gumetnn-2,3,4-Tpurigpo-1,1-giokcoTia3nHo[2,3-b]6eH3imigasony 3a pgaHux ymoB
peakuii.

Hanbinbw ©6nM3bkum 3a CyTTHO 4O 3anpornoHOBaHOro crnocoby € cnocib opep)aHHsA Tia3vHOMOXiAHMX
OGeHsimigasony 3 LWECTMYNEHHWA UMKIOM Yy CBOIM  OymgoBi  uuMknisaudielo rigpobpomigis  2-(2,3-
anbpomnponinTio)beH3imigasonis B Xx1opodopmi B MPUCYTHOCTI HATpin aueTaTy i3 po3paxyHKy rigpobpomia:
CH3COONa=1:4 i npu nocTinHOMY nepemiwyBaHHi B NpogoBx 1 rogmHn. Todi xnopodopMHUI LWap Kinbka
pa3 NpoMMBaKTb BOAOH, CyllaTb ©Ee3BOAHUM HaTpin CynbdaToM BUMAapIOTb y BaKyymMi OO YTBOPEHHS
TBepgoro 3anuwky [amB. Krotkykh N.I.,, Raenko G.F., Shvaika O.P. Heterocyclizations of 2-
allylthiobenzimidazoles into benzimidazo[2,1-b]-1,3-thiazine derivatives. Chemistry of Heterocyclic
Compounds. 1995, 3, 410-415.].

Cnocib, BuknageHwi B faHin ctatTi, He no3baBneHni iCTOTHMX Hedonikie. 30kpema, 3a onMcaHux yMOoB
NPOBEAEHHS peakuii Luknisauii Andpomigy yTBOPIETBCA KOMMMEKCHA CyMill MpPOAYKTiB, YHACMigoOK 4oro
LinboBy cnonyky - 3-6pom-4,4-gumeTunn-3,4-gurigpo-2H-6eH30[4,5]imigaso[2,1-b][1,3]Tiasnn-1,1-giokcuna, wo
HaneXxuTb 00 KOHOEHCOBaHMX MOXigHWX TioOeHsimigasony, BOAETLCA BUGINUTA B YACTOMY BUIMAAi nuwe 3
obMexeHUM BUXoaoMm, siknii He nepeBuLlye 50 %.

3agadeto, Ha BWpIWEHHA SKOrO CrpsIMOBaHa 3asiBNieHa KopucHa Mofenb € po3pobka crnocoby
ofepXaHHSA UuKnivyHoro TiasmHobeHsimigasony - 3-6pom-4,4-gumeTvn-3,4-gurigpo-2H-6eH3o[4,5]imigaso[2,1-
b][1,3]Tia3nH-1,1-giokcmay ©e3 CTOPOHHIX AOMILLIOK LUNAXOM YAOCKOHANeHHA TEeXHOSOrYyHOoI cxemn Ta
pauioHanbHoro Bubopy yMmoB nepebiry peakuii uuknisauii.

MocTaBneHa 3agava BUPILLYETLCA TUM, WO Yy cnocobi ogepaHHs 3-6pom-4,4-gumeTun-3,4-gurigpo-2H-
6eH30[4,5]imiga3o[2,1-b][1,3]tiasnH1,1-giokcuay, o BKITIOYae LMKni3au,ito CyInbdOHY 2-(2,3-
anbpomnponin)tiobeHsimigasony y NpWCYTHOCTI aueTaTty HaTtpito B xnopodopmi npu 6esnepepBHOMY
nepeMilllyBaHHi, 3rigHO 3 KOPMUCHOK MOAENNo, nonepeHbOo roTyloTb oxonomkeHun Ao 5-10 °C posumH
cynboHy aubpomigy B OUMETUNCYNbGOKCUMAI, [0 SKOro [JodalTb HaTpilo auetat B MOSIbHOMY
cniBBigHoweHHi 1:10 Ta npoBoAATb peakuito 3a yMOB nepemiwyBaHHsa npotarom 30-50 xB; nicns
3aBepLUEHHS CUHTEe3Yy YTBOPEHWUW KpUCTaniyHuin ocaf BiadinbTPOBYIOTb, MPOMUBAIOTL AieTUNOBUM eTepoM,
BUCYLLYIOT.

3asiBrneHun cnocid B nabopaTopHMX yMOBax peani3ytloTb HAaCTYNMHUM YMHOM.

Oo posunmHy 0.0025 wmomb cynbdoH 2-(2, 3-gubpomnponin)tiobeHsimigazony B 20  wMn
anmeTuncynbdokeugy, oxonomxkeHoro Ao 5-10 °C, npu nepemilwyBaHHi JogarTb HaTpin auetat B 10 mn
BoAu y cniBeigHowWweHHi 1:10, 34iMCHIOTL CUHTE3 Npu nepemiwysaHHi npotsarom 30-50 xB. Mo 3aKiHYEHHI
peakuii ocag, WO BunNaes, MNpPoOMMBalOTb BOAOK, AieTUNoOBUM eTepoM, BigdinbTpoBYyOTH Ta



nepekpuctanisauieto i3 cymiwi metaHon-soga (1:2) ogepxytoTb 0,57 r, 69 % 6inoro ocagy 3-6pom-4,4-
anmeTun-3,4-gurinpo-2H-6eH30[4,5]imigaso[2,1-b][1,3]tiasnH-1,1-aiokcmay.

Tronn. 172-173 °C EnemenTHuUi ananis gna Ci2Hi13BrN202S. 3HangeHo, %: C 43,85; H 4,10; Br 24,36; N
8,45; S 9,67. BupaxyBaHo, %: C 43,77; H 3,95; Br 24,27; N 8,51; S 9,74.

Cnektp H-AMP B OMCO-Ds (3, m.4., J, 'u): 1,48 (3H, ¢, CHs); 1,62 (3H, ¢, CHz); 3,72 (2H, m, SCHy);
5,48 (1H, m, CHBr); 7,34...7,93 (4H, M, Hapon.). 3HarnigeHo, %: C 43,85; H 4,10; Br 24,36; N 8,45; S 9,67.
C12H13BrN202S. BupaxysaHo, %: C 43,77; H 3,95; Br 24,27; N 8,51; S 9,74.

HaBepgeHi ekcnepumeHTanbHi [aHi cBigyaTb, WO 3anponoHOBaHWA crocib odepaHHs LMKMIIYHOro
cynbdoHy TiasanHobeHsiImigasony - 3-6pom-4,4-gumeTnn-3,4-aurinpo-2H-6eH30[4,5]imigaso[2,1-b][1,3]TiasnH-
1,1-giokenay 3abesnevye cenektuBHe (POpPMyBaHHSA LINbOBOrO MNPOAYKTY 3 BUCOKOK YWUCTOTOK Ta
cTtabinbHOO  BiATBOpIOBaHICTIO pe3ynbraTtis. OnTuMi3oBaHi yMOBM peakuii  uuknisauii  403BONSAKOTb
MiHiMi3yBaTK YTBOPEHHSA MOBIYHWMX MPOAYKTIB i CyTTEBO NIOBULNTM €dEKTUBHICTL MpoLecy MOPIBHAHO 3
BigoMMMM MeTofamu. 30Kpema, BUMKOPUCTaAHHA AMMETUNCYNbAOKCUAY SK peakuiiHoro cepefoBulla Ta
OEeCATUKPATHOrO MOMBbHOMO HaAMMWLLKY aueTaTy HaTpilo CTBOPKE CMPUATAUBI YMOBWM ANS MOBHOI LmKMi3auil
OKUCHEHUX 2-(2,3-ambpomnponin)3aMiieHnx noxigHux TiobeHsimigasony, wWo 3abesnedyye oaepKaHHs
KOHAEHCOBaHUX Cynb®OHIB TiasaMHOBEH3iIMiga30mMy 3 NiaBULLIEHMM BUXOAOM i 6€3 JOMILLOK.

KopncHa wmopgene wmoxe OyTM BukOopucTaHa ANS OfEepXaHHA KOHAEHCOBaHMX Tia3MHOMOXIOHUX
GeHsiMigasony Yn NPoaykTiB UMKNi3auii iHLWMX reTepOoLMKITIMHUX CMOMYK B 3aBOACBLKNX Ta HAYKOBO-AOCTiAHNX
nabopaTtopisx, a TakoX Yy CepinHOMY BWPOOHWMUTBI, NpuAATHUX AN BUIOTOBMEHHS dapMaueBTUYHMX
CKINafioBUX 3 aHTUMIKpOOHOW, aHTManepriyHow Ta iHWKMMKW Buaamu capmMakonorivyHoi Aii, Wwo 3yMOBIHOE
OOUINBHICTb iX 3aCTOCYBaHHSA Y MEAMNYHIN NpakTuui Ta hapmaueBTUYHOMY BUPOOHULTBI.



