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Peakujeto yuknocynbgeHineaHHs 3-aninmioz2idaHmoiHy y 8UCOKOMOISPHOMY HimpoMemaHi 8 npucymHocmi
eK8IMOrIPHOI Kirlbkocmi f1imito repxiopamy sk AoniHa-00basKku cuHMe308aHi Ho8i KOHOeHco8aHI MoXiOHI — nepxropa-
mu 2-(apuncynsghaHinmemun)-2,3,5,6-mempazidpoimidaso[2, 1-bj[1,3]miazon-7-oHito. Ix cmpykmypa HaditiHo
dosedeHa criekmpanbHUMU xapakmepucmukamu. 3oKkpema, aHesto8aHHs mempaziopomia3onoHiego20 YUKITy
niomeepdxxyembcs HasigHicmto 8 criekmpax SMP '"H mynbmunnemHux cuzHarnie diacmepeomornHux npomo-
Hie MemurneHoeoi epynu 6 nonoxerHi C° npu 3,87-4,04 m.4. ma MemuHoO8UX NMPOMOHi8 y rnonoxeHHi C? npu
4,67-4,77 m.4. OmpumaHi coni mia3ornoHito npu dii B00HO20 PO34UHY Hampio auemamy rnpu KiMHamHit mem-
nepamypi nepemeopeHi Ha 8i0Moe8iOHI 8inbHi 0OCHOBU — 2-(apurncynbghaHinmemur)-2,3-0uziopoimidaso[2,1-b]
[1,3]mia3on-5(6H)-oHu. B ix SIMP 'H cnekmpax mynbmunnemHi cugHanu MemuHOB8UX MPOMOHI8 Y MOMOXEHHI
2 3miweHi y cunbHe none Ha 0,4-0,5 mM.4. NopieHsIHO 3 suxiOHUMuU cybcmpamamu. lNepxnopamu imidazomia3o-
noHito € nabinbHUMu 0o HN-Hykneodinie i npu Oif HaGNUWKY 8MOPUHHO20 amiHy (MopgboriHy abo ninepuduHy)
criocmepieaembCs PO3KpPUMMS aMiOHO20 38’53Ky 8 iMida301iOuUHO80MY YUK, Wo npueodums 00 YymMeOpPeHHSs
MoxiOHUX mia3oniOuHy 3 apusicynbghaHinbHUMU hpazmeHmamu. 36epexxeHHs1 mia3oniduHO8020 si0pa 8 NMpoueci
pO3KpUMMS iMida30rIbHO20 YUKITy nidmeepOXeHo criekmparnbHUMU Xapakmepucmukamu OmpuMaHux Criomnyk.
Bokpema, e IMP 'H cnekmpax criocmepieatombCsi XxapakmepHi Myfibmuriiemu MemusieHO8UX MPOMOHI8 y ro-
TNoxeHHi 4 (2,98-3,34 m.4.) ma memuHo8UX MPOMOHI8 y rnonoxeHHi 5 (3,82-3,99 m.u.), a 8 cnekmpax SMP *C —
cueHanu amomis 8yarneuto 8idnosioHo 8 iHmepsanax 42-43 m.4. (C*) ma 51-52 (C?).

CYCLOSULFENYLATION OF 3-ALLYLTHIOHYDANTOIN

L.M.Saliyeva, N.Yu.Slyvka, A.l.Vas’kevych, M.V.Vovk

Key words: 3-allylthiohydantoin; arylsulfenyl chlorides; 2-arylsulfanylmethylimidazothiazolonium perchlorates;
1,3-thiazolidines

New fused derivatives — 2-(arylsulfanylmethyl)-2,3,5,6-tetrahydroimidazo[2,1-b][1,3]thiazol-7-onium perchlo-
rates have been synthesized by the cyclosulfenylation reaction of 3-allylthiohydantoin in highly polar nitromethane
in the presence of an equimolar amount of lithium perchlorate as “doping-additive”. Their structures have been
reliably proven by spectral characteristics. In particular, annelation of the tetrahydrothiazolonium cycle is con-
firmed by multiplet signals of diastereotopic protons of the CH,-group in position C*® at 3.87-4.04 ppm and the
CH-group in position C? at 4.67-4.77 ppm in '"H NMR-spectra. Thethiazolonium salts obtained were converted
to the corresponding free bases — 2-(arylsulfanylmethyl)-2,3-dihydroimidazo[2,1-b] [1,3]thiazole-5(6H)-ones by
the interaction with the aqueous solution of sodium acetate at the room temperature. According in their 'H NMR
spectra, protons of CH-group in position 2 resonates in a stronger field (0.4-0.5 ppm) compared to the original
substrates. Imidazothiazolonium perchlorates are labile to HN-nucleophiles, and under the action of the excess
of the secondary amine (morpholine or piperidine) there is the disclosure of an amide bond in the imidazolidine
cycle. It leads to formation of thiazolidine derivatives with arylsulfanyl fragments. Preservation of the thiazolidine
nucleus in the process of opening the imidazole cycle has been confirmed by spectral characteristics of the
compounds obtained.
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munumudazomua3sonoHusi; 1,3-mua3onuduHbi

Peakuyuel yuknocynsgeHuposaHus 3-annunmuoaudaHmouHa 8 CUsIbHOMOISIPHOM HUMpoMemaHe 8 rnpucym-
cmeuu 3K8UMOSISPHO20 Kouyecmea fiumusi nepxmopama kak 0ornuHe-006asku CUHMe3upo8aHbl HOBbIE KOH-
OeHcuposBaHHbIe NMPoU3800OHbIe — repxopamsl 2-(apurncynbgaHunmemunn)-2,3,5,6-mempazudpoumudasof2,1-b]
[1,3]Jmua3zon-7-oHusi. CmpoeHue HadexxHO Mo0meepxOeHO criekmpasibHbIMU Xapakmepucmukamu. B yacmHocmu,
aHHesuposaHue mempaaudpomua3osioHUEB020 YuKa nodmeepxdaemcs npucymcmeueMm 8 criekmpax SAMP
H mynbmunnemHbix cugHai08 duacmepeomorHbIX MPOMOHO8 MemusieHo8oU epynrbi 8 nonoxeHuu C? npu
3,87-4,04 M.0. u MEMUHOBbIX NPOMOHO8 8 rnosioxxeHuu C? nipu 4,67-4,77 m.0. Nonyd4eHHbIe comu mua3osioHUs
rpu delicmeuu 800HO20 pacmeopa Hampus ayemama rnpu KoMHamHoU memnepamype bbiiu npeobpa3osaHbi
8 coomeemcmasytouwjue c80600HbIE OCHOBaHUS — 2-(apurcynsghaHunmemurn)-2,3-0uesudpoumudaso[2,1-b][1,3]
muas3or1-5(6H)-oHbl. B ux IMP "H cnekmpax MynbmurisiemHble cueHarbl MEMUHO8bIX MPOMOHO8 8 M0/I0KeHUU
2 cMeujeHbl 8 curnbHoe rone Ha 0,4-0,5 M.0. Mo cpasHeHuo ¢ UCX00HbIMU cybcmpamamu. [Nepxnopamsl umMu-
Oa3zomua30510HUS nabunbHbl K HN-Hykneogunam, u npu deldicmeuu u3bbimka 8mopu4yHO20 aMuHa (MopgbonuHa
unu nunepuduHa) uMeem Mecmo packpbimue amuOHOU c853u 8 uMuUOa3onuUOUHOBOM UUKIIe, Ymo npusooum K
0bpazosaHuro rnpPou3soOHbIX MuUasonuduHa ¢ apuscynbgaHunbHbIMU hpacmeHmamu. CoxpaHeHue mua3sornu-
OuHO08020 si0pa 8 rnpouecce packpbimusi UMuOa3onnbHO20 YuKia nodmeepx0eHo criekmparsbHbIMU Xapakmepu-
cmukamu rosyYeHHbIX COeOUHEHUU.
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BigkpuTta B 70-X poKax MUHYJIOTO CTOJITTA pe-
aKuis esekTpodisibHOI BHYTPIIIHBOMOIEKYISIPHOI
nuksisanii (EBIL) yHKkiioHabHUX aTKEHIIBHUX Ta
aNKIHIIBHUX CHOJIYK Ha TeNepillHii 4ac € MOTYX-
HUM CHHTETUYHHUM IHCTPYMEHTOM /JJ11 KOHCTPYIOBaH-
HA Pi3HOMAaHITHUX THUIIIB reTEPOLUKJIIYHUX CUCTEM.
BoHa ga€e 3Mory BUpillyBaTH Npo6JieMHu AU3ANWHY
CKJIQZJHUX CTPYKTYP, Cepes HUX 1 aHaJIOTiB IPUPOL-
HUX CIIOJIYK, JOCUTb 3pYYHUM Ta IIpenapaTUBHO J10-
CTYMHUM LLIsAXOM [1].

Panimre Ha HU3Li ankeHia(ankiHina)3aminieHux
[2,3-d]nipuminuHoniB [2-4], nipa3oio[ 3,4-d]nipumi-
JUHOHIB [5,6], mipugo[3,4-d|nipumiguHoHiB [7] Ta
nipasuHo|2,3-d|nipumiguHoHiB [8] 6y/au AeTaNbHO
pocaigpkeni peakuii EBI nif gieto rasoreHis, cipua-
Hol Ta nos1ipocHopHOI KUCIOT, a TAKOXK apUJICYJIb-
beHinxI0pUIB, 1110 J03BOJUI0 PO3POOUTH edek-
TUBHI NiAX0AU [0 iX a30J10- Ta a3WHOAHEJbOBAHUX
MOXiAHHUX.

HelogaBHO MY OKa3asIy, 1[0 LUKIi3alisa 3-as1ii-
5-R-2-TiokcoimizmasosmianH-4-0Hy mif i€ 6poMy Ta
nos1ipocPopHOI KUCIOTH € BEJIbMU MPOJYKTUBHOIO
JIJIs1 ofleprKaHHs HOBUX iMifa3o[2,1-b][1,3]TiasouniB,
y TOMY 4MCJIi eK30QyHKI[iOHai30BaHUX OpoMoMe-
TUJIbHOIO rpynoto [9]. 3 ypaxyBaHHSM TOro GakTy,
1110 apUJICYJIbOEHIIXIOPUAU CYyTTEBO BiJIPi3HAOTH-
sl Bi/| Iepepax0BaHUX BUILE peareHTiB Kpaloo ce-
JIEKTUBHICTI0, BU/]aBaJI0Ch OOTPyHTOBAaHUM BUBYU-
TH BUKJIMKaHY iX Ai€lo qukaodyHKIioHaMi3a1i10 Ti-
OKCOIMiZIa30J1iAMHOHIB. BapTO TaKoX 3a3HAYUTH, L0
peakiis [UuKJI0CyIbpeHTFOBaHHS i3 MOAAIBIINM Bij-
HOBJIIOBAJIbHUM BU/JjAaJIEHHSAM Cy/b(aHiIbHUX rpyn
[10-13] 3HaX0AUTh BUKOPUCTAHHS Y METO/L0JIOTi]
CUHTE3y aHaJIoTiB NIPUPOJHUX Ta 610aKTUBHUX CIIO-
ayk. CamMe TOMy npeJiMeTOM MOJaHOr0 JOC/i/PKeH-
HS CTasia B3aEMoJIisl gocTtynHoro [14] 3-aminTiori-
JIAaHTOIHY 3 apUJICYJIbOEHIIXIOPUIaAMHU.

Hamu BcTaHOBJIEHO, 1110 3-asiTioriAaHTOIH (3asia-
2-TiokcoimiziazonianH-4-0H) 1 cXUIbHUM pearyBaTu
3 cy/lbQEeHIIXI0pHUAaMU 2a-C Y BUCOKOTIOJIIPHOMY
HITpOMeTaHi B IPUCYTHOCTI €KBIMOJIAPHOI KiJIbKOCTI
JIiTiI0 NlepxJ/IopaTy fIK TaK 3BaHi «JOMIHI-400aBKU»
[15] 3 yTBOpeHHAM LUKJIIYHUX NPOJYKTIB coJiemno-
JIIOHOI CTPYKTYpPHU - epXJIopaTiB 2-apuiicyibdaHii-
MeTuJiMifa3o[2,1-b][1,3]ria3osn0Hi0 3a-c. AHani3
nepebiry npouecy Mmetogamu FAMP 'H cnekTpockomii
Ta XpoMaToMac-CeKTpoMeTpii NoKa3as, 1110 B 3HaN-
JleHil esiekTpodinbHIM UKIIi3anil CTyniHb KOHBEP-
cii 3-anintiorifanToiny 1 He nepeBuiye 85% i npak-
THUYHO He 3pOCTA€E NP BUKOPHUCTAHHI HaJAJTMIIKOBUX
KinbkocTel cynbdeHinxaopuiB 2a-c. He Bukitoye-
HO, 1[0 IPUYMHOI TaKOT0 ABUIIA € KOHKYPEHTHUHI
PIBHOBa)XHUU NpPOLIEC PO3KPUTTS LUKIY, AKUN He
JI03BOJISIE IIITKOBUTO 3MiCTHUTH PeakKIlito B O6iK Iibo-
BOTO IIPOAYKTY.

BynoBa nepxsopariB iMifja3oTia3oJioHi0 3a-c Ha-
JlillHO foBe/ieHa IX CeKTpaJIbHUMU XapaKTepHUCTH-

KaMU. 30KpeMa, aHe/Il0BaHHSA TeTpariZpoTia3oJioHi-
€BOr0 LIUKJIY MIATBEPKYETHCA HAABHICTIO B CIIEKT-
pax AMP 'H MysnbTHUN/IETHUX CUTHAJIB AiacTepeo-
TPONHUX IPOTOHIB METU/IEHOBOI TPYIH B [10JIOXKEH-
Hi C3 npu 3.87-4.04 M.4., METUHOBUX MPOTOHIB y TO-
JioxkeHHi C? mpu 4.67-4.77 M.4., sIKi y BUMIAJIKY CITOJIYK
3a,b Hak/1aal0THCSA 3 METUJIEHOBUMHU NPOTOHAMHU
B M0JIO>KEHHI 6. MeTHU/IEHOBI NPOTOHU €K30(YHKIi-
OHaJIbHOI apuJiCy/ibaHIIMETHIBHOI FPYNH NPOIH-
CYIOTbCA MyJIbTUIIETAMU B Aiana3oHi 3.40-3.74 m.4.
Y cnekTtpax AMP 3C cnonyk 3a-c atomu C? dikcy-
I0ThCSl ¥ By3bKOMY iHTepBasii 55-56 M.4., a atomu C3 -
npu 45 m.u.

Couti 3a-c npu 06po06Ii HACHYEHUM PO3YUHOM
aneTaTy HaTpilo B alleTOHI BAAETHCA JIETKO IIepeTBO-
pUTH Ha BiJIbHI OCHOBH 4a-c i3 Buxogamu 77-95%. Xa-
pakKTepHo, 1m0 B ix ciekTpax AMP 'H crioctepiraerb-
CSl CUJIbHOTOJIbHE 3MillleHHA MYJbTUIJIETHUX CUT-
HaJ/liB METUHOBUX MPOTOHIB y MOJIOKEHHI 2 GIiIIUK-
JiyHoi cuctemu Ha 0.4-0.5 M.4., 1110 CBiAYUTH MO Te,
1110 IPOTOH Y nepxJjopaTax 3a-c , HalliMoBipHille,
JIoKaJli3oBaHUU Ha iMiHieBoMy aTomi N7.

Y nonepeaHboMy noBifjoMieHHi [9] HaMu GyJ1a
BUSIBJIEHA 3/]aTHICTb 2,3-aurigpoiminazo[2,1-b][1,3]
Tia30/1IbHOI CUCTEeMU 3a3HaBaTH PO3KPUTTH iMizo-
30J1iAMHOBOTO LUKJIY MiJ [1i€0 BTOPUHHUX aMiHiB. 3
MEeTOI0 PO3LIHNPEHHS CUHTETUYHHX MeX 3HaWIeHOl
peaxuii y Takoro poZly nepeTBopeHHi 6ysix onpo6o-
BaHI nepxJ/iopaTH iMiZa3oTiazosoHito 3a-c. 3Haije-
HO, III0 MTPH Aii Ha HUX HAJJIMIIKY HinepuuHy abo
MopdoJTiHy TaKOX CIIOCTePIiraeThcs GpparmeHTallist
iMiZ1a30/1iIMHOBOrO A/Pa, KA IPUBOAXUTD [0 HOBUX
MOXiIHUX Tia30/iuHY 3 dapMaKoPOPHUMHU Tioype-
iIHUMU Ta apuJcyabdaHiIbHUM pparMeHTaMu 5a-e.
[IpyHarigHo 3a3HaYMMO, L]0 BUSIBJIEHUH BapiaHT CUH-
Te3y QYHKIIOHATbHUX Tia30JiIUHIB CYTTEBO J,0T0-
BHIOE BiZiloMi MeTo/11 X OTpUMaHHS: 6pOMYBaHH 3a-
MillleHUX TiocedoBUH [16], KOH/IeH callilo rajoreHo-
noxi/{HuX i3oTioniaHaTiB 3 amiHamu [17] Ta cyabde-
HiIIMKJTI3a1i10 HeHacuyeHUX TiocedoBUH [18] (cxema).

36eperkeHHs B pe3y/IbTaTi PO3KPUTTS BiLlUKJIY
TiazosiIMHOBOTO A/Apa crosyk 5a-f y3aromkyerbces 3
pesyabratamu BuMipiB AMP 'H cnekTpiB i3 xapak-
TEPHUMU MYJbTUILJIETAMUA METUJIEHOBHX IPOTOHIB
y noJjioxkeHHi 4 (2,98-3,34 M.4.) Ta METUHOBUX NpPO-
TOHIB y noJsioxkeHHi 5 (3,82-3,99 M.4.), a TaKOXK CIIEKT-
piB AMP 13C i3 curHasamu aToMiB ByTIJIel0 Bij-
noBifHO B o6sactax 42-43 m.u. (C*) Ta 51-52 (C°)
(Tabu. 1-3).

ExcnepuMeHTasibHa YyaCTUHa

[Y-cnekTpu cnosyk y Tabnetkax KBr 3anucani
Ha npusazi Bruker Vertes 70. Cnektpu AMP 'H Ta
13C oTpumani Ha ciekTpomeTpi Varian VXR-400 (399,97
i 125,74 BifnoBigHo), BHyTpilHilk ctangapt - TMC.
XpomaTomac-cneKTpHu ojieprkaHi Ha npusazi Agilent
1100/DAD/HSD/VLG119562.
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2-4, Ar = Ph (a), 4-MeC¢H, (b), 4-NO,C¢H, (c); 5, X = CH,, Ar = Ph (a), 4-MeCH, (b), 4-NO,C:H, (c); X = O, Ar = Ph (d),
4-MeCgH, (e), 4-NO,CgH, (f).
Cxema

Ta6bnuua 1

Buxogawn, Temnepatypu NnaBAeHHA, Mac-CNeKTPY Ta pe3ynbTaTi eIeMeHTHOro aHani3y CMHTe30BaHNX
cronyk 3a-B, 4a-B, 5a-e

. 3HangeHo, % Po3paxoBaHo, %
Cnonyka | Buxig, % | T.nn., °C | [M+1]* ®opmyna
C H N C H N
3a 66 127-129 | 265 39,53 | 3,56 | 7,65 C,,H,sCIN,0.S, 39,50 | 3,60 | 7,68
3b 53 154-156 | 279 | 41,20 | 3,96 | 7,42 C,;H,sCIN,O.S, 4121 | 400 | 7,40
3¢ 61 161-163 | 310 | 3520 | 2,95 | 10,22 C,,H,,CIN,0,5, 3517 | 2,96 | 10,26
4a 85 Macno 265 54,50 | 4,55 | 10,62 C,,H,,N,0S, 54,52 | 4,558 | 10,60
4b 95 Macno 279 | 56,11 | 511 | 10,02 C,;H,,N,05, 56,09 | 507 | 10,06
4c 77 173-175 | 310 | 46,60 | 3,55 | 13,59 C,,H,;N,0.S, 46,59 | 3,58 | 13,58
5a ) Macno 350 | 5846 | 6,65 | 11,98 C,,H,;N,05, 5842 | 6,63 | 12,02
5b 63 Macno 364 | 59,49 | 6,90 | 11,57 C,sH,sN;0S, 59,47 | 693 | 11,56
5¢ 57 Macno 395 51,73 | 564 | 14,23 C,;H,,N,0.S, 51,76 | 562 | 14,20
5d 53 Macno 352 | 5465 | 606 | 11,92 C,.H,N,0.S, 54,67 | 6,02 | 11,95
5e 85 Macno 366 | 5588 | 6,35 | 11,45 C,,H,:N,0.5, 5586 | 634 | 11,50
5f 63 Macno 397 | 4845 | 510 | 14,16 C,.H,N,0.S, 48,47 | 5,08 | 14,13
Ta6bnuya 2
Hani cnektpis I4 Ta AMP 'H cnonyk 3a-B, 4a-B, 5a-e
Crionyka [Y-cnekTp, KBr, v, cm™ AMP H cnekTp, §, m.u.
1 2 3

3a 686, 621 (C-S), 1099, 1063 (C-N), 1444 (CH,), 1483 3,48-3,61 m (2H, CH,SAr), 3,91-4,04 m (2H, NCH,), 4,69

(C=N), 1601 (Ar), 1766 (C=0), 2943 (CH), 3300 (NH) | ywwmp. c (3H, NCH,+CH), 7,27-7,44 m (5H,,,,,)

698, 622 (C-S), 1188, 1090 (C-N), 1316 (CH,), 1436 2,28 ¢ (3H, CH,), 3,40-3,54 m (2H, CH,SAr), 3,87-3,89
3b | (CH,), 1488 (C=N), 1599 (Ar), 1767 (C=0), 2854, 2938 | M (1H NCH,), 3,98-4,02m (TH, NCH,), 4,67 ¢ (3H,

2 ! ! ! ! NCH,+CH), 7,18 s (2H,_,,, /8,0 Tu), 7,36 8 (2H, ...
(CH), 3304 (NH) apom. apom.
J8,0Tu)

681,623 (C-S), 1190, 1088 (C-N), 1339 (NO,), 1451 3,70-3,74 m (2H, CH,SAr), 3,90-3,93 m (1H, NCH,), 3,97-
3c (CH,), 1484 (C=N), 1596 (Ar), 1767 (C=0), 2941 (CH), 4,01 m (1H, NCH,), 4,64 c (2H, NCH,), 4,75-4,77 m (1H,

3300 (NH) CH), 7,66 & (2H,,,,. J 8,0 T), 8,15 & (2H,,,,. J 8,0 Ty)
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lpodosxxeHHs mab. 2

2

3

688, 645 (C-S), 1160, 1078 (C-N), 1436 (CH,), 1474

3,15-3,21 m (1H, CH,SAr), 3,27-3,32 m (1H, CH,SAr),

4a 8 8 3.78-3.87 m (2H, NCH,), 4,18-4,19 m (1H, CH), 4,43 ¢
(C=N), 1584 (Ar), 1710 (C=0), 2922 (CH) OHNCH. 7.337.39 GH)
2,36  (3H, CH,), 3,11-3,19 m (1H, CH,SAY), 3,23-3,29 m
ap  |695,644(C-S), 1164, 1084 (CN), 1332 (CH,), 1447 |(1H, CH,SAY), 3,74-3,78 m (2H, NCH,), 4,14-4,21 m (1H,
(CH,), 1488 (C=N), 1590 (Ar), 1713 (C=0), 2919 (CH) | CH), 4,44  (2H, NCH,), 7,17 & (2H,,.., J8,0T11), 7,341
(M., J80L)
665,646 (C-S), 1111, 1089 (C-N), 1372 (NO,), 1474 | >31-3:37m(TH, CH,5A1), 3,44-3,49 m (1H, CH,5A),
A [ 1205 (N, 160 (Ar) 1728 (Co0) 2000 (Ch) | 3:81-386 M (2H, NCH,), 4,23-4,26 m (1H, CH), 4,44 ¢ (2H,
2 : : ' NCH,), 7,40 1 (2H,,,,, J8,0T1y), 8,17 & (2H,,,,, J8,0 Ty
1,51-1,53 M (4H, ), 1,61-1,63m (4H,_ ), 2,87 c (1H,
s, |690,622(CS), 1104, 1024 (C-N), 1436 (Ar), 1611 NH), 3,06-3,11 M (3H,,...), 3.28-3,31 ™ (2H, NCH,),
(C=0), 2853 (CH,), 2932 (CH) 3,50-3.54 m (2H, CH,SA), 3,88-3,96 m (1H, CH), 4,07 ¢
(2H,NCH,), 7,19-7,35 m (5H, ,,,)
1,55-1,57 M (4H,,..), 1,64-1,67 M (4H__), 2,33 c (3H,
] ] CH,), 2,95 ¢ (TH, NH), 3,08-3,12 M (2H...), 3,28-3,32 m
5b (6(:2_1C(,§: 323’516053(:6&) N (5C9H()CH3)' 1442 (A0, 1613 | 5L I'NCH,), 3,57-3,60 M (2H, CH,SAI), 3,05-3.99 m (TH,
=0), 2 CH), 4,13'C (2H,NCH,), 7,12 8 2H,,,, J 8,0 TWy), 7,29 4
(M., J 8,0 L)
1,57-1,65 M (8H,..), 2,83  (1H, NH), 3,23-3,26 m
sc  |682,622(C-5),1085,1014 (C-N), 1331 (NO,), 1508 | (2Hy,,), 3,27-334  (2H, NCH,), 3,58-3,61 m (CH,SAT),
(An), 1617 (C=0), 2853 (CH,), 2961 (CH) 3,09-4,12 m (3H, NCH,+CH), 7,36 A (2H, .., J 8,0 ),
8150 (2H, ., /8,0
690 (C-5), 1032 (C-N), 1109 (C-0-C), 1434 (Ar), 1614 | 283 € (TH, NH), 2,98-3,00m (2H, NCH,), 3,35-3,38 m
5d |00 S5 (H ). 016 (ChH) (2H, CH,5AY), 3,65-3,67 M (8H,y,,,), 3,81-3,90 m (1H,
' 2 CH), 4,12 ¢ (2H,NCH,), 7,22-7,34 m (5H,,..,)
2,30 ¢ (3H, CH,), 2,89 ¢ (1H, NH), 3,01-3,05 m (2H,
e |642(C5),1035 (C-N), 1110 (C-0-0), 1361 (CHy), 1490 | NCH,), 3,37-3,39 m (2H, CH,SAN), 3,62:3,67  (8H,,)
(An), 1613 (C=0), 2854 (CH,), 2914 (CH) 3,85-3,94 M (TH, CH), 4,09  (2H, NCH,), 7,08 7 2H.o
J8,0TW), 7,258 (2H, ... J 8,0 L)
2,98 ¢ (TH, NH), 3,23-3,27 m (2H, NCH.), 3,40-3,42
s |622(C-5),1033 (CN), 1110/(C-0-C), 1330 (NO), 1506 |m (2H, CH,SAN), 3,66-3,69 (8H,,,), 4,00-4,02 m (1H,
(An), 1616 (C=0), 2852 (CH,), 2918 (CH) CH), 4,14 ¢ (2H,NCH,), 7,36 4 (3H,,,,, J 8,0 Twy), 8,14
(2H_,.,J 8,0 TL)
Tabnuuya 3
DNaHi cnekTpis AMP *C cnonyk 3a-c, 4a-c, 5a-f
Cnonyka AMP H cnekTpu, §, m.u.
1
sar | 3747 (CH,SAN, 46,05 (C7), 56,52 (C2), 59,01 (C7), 127,44 (C,,,,), 129,87 (C, C5,.,,), 129,96 (C:, C, ),
134,00 (C', ), 169,55 (), 177,27 (C=0).
spx |2093 (CH,), 37,67 (CH,5A), 45,55 (C?), 56,63 (C), 58,52 (C9), 130,10 (C',,,,), 130,32 (G ...,
130,37 (C, C, ..), 136,86 (C*, ), 169,52 (C), 177,11 (C=0)
scr | 3540 (CH,SAN, 45,78 (C?), 55,51 (C), 59,03 (C7), 124,36 (C C°,p,,), 127,58 (C, C, ), 144,91 (),
145,23 (C,.,,), 169,57 (C*), 177,46 (C=0).
aa|3958(CH,SAN, 44,17 (CY), 51,42 (), 66,10 (C7), 127,90 (C',,), 129,51 (G, C,p,,), 13185 (C, C ),
133,08 (C',.,.), 167,44 (C*), 176,10 (C=0)
ab | 2075 (CH,), 30,81 (CH,SAN, 43,92 (C), 51,11 (C?), 65,85 (C9), 12891 (C',,), 12987 (C, C7,,,.),
131,75 (C, C,..), 137,89 (C*, ), 167,26 (C?), 175,86 (C=0)
ace | 3627 (CH,SAN, 44,41 (C), 51,81 (C), 66,22 (C7), 124,45 (C, C,,,,), 127,59 (C, C ), 145,46 (),
145,82 (C%, ), 167,12 (C?), 176,43 (C=0)
sa |2425(C,,,), 2534, 2568 (C, C.y), 2606 (CH,SAN), 43,11 (NCH,), 45,21, 46,42 (C2, C7,.,), 52,15 (C), 64,09
(C), 126,49'(C*, ), 128,85 (C%, C4,.0), 130,11 (CP, C°,...), 134,77 (C'.,,..), 165,87 (C?), 165,87 (C=0)
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lpodosxxeHHs mab. 3

1 2
21,00 (CH,), 22,55, 23,27 (C* .00, 24,43 (CH,SAT), 25,70, 26,32 (C, C5,,...), 42,76 (NCH,), 44,61, 45,55 (C2,

5b* | C,..), 51,95 (C9),63,93 (CY), 130,11 (C% C5, ), 130,39 (C%, C5, ), 131,79 (C,o0), 136,42 (C*,.0.,),
158,82 (C?), 167,10 (C=0)

¢ |24:36 (CH;SAY), 2546, 26,19 (C',,), 37,42 NCH,), 43,27 (C, C,,), 45,30, 45,36 (C2, C°,,,,,), 5148 (C9), 64,46
(C9), 123,96 (C, C°,.,.), 126,83 (C:, C°,.,), 145,56 (C',..,), 145,99 (C,.,), 159,14 (C?), 165,90 (C=0)

sqx | 3841 (CH,SAN), 42,07 (CY), 44,91, 45,35 (NCH, ,..,), 51,51 (C?), 63,35 (NCH,), 66,03, 66,65 (CH,0 ),
126,25 (C,. ), 128,76 (C2, C°, ), 129,27 (C3, C, ), 135,24 (C', ), 158,97 (C?), 167,35 (C=0)

se | 2085 (CH,), 4036 (CH,SAN), 42,39 (C*), 44,78, 45,38 (NCH, ), 52,05 (C%), 63,56 (NCH,), 66,36, 66,72 (
CH,0,1006) 129,81 (C2 €5, ), 130,91 (C', ), 131,54 (C, C5, ), 137,27 (C*,.,.), 160,91 (C?), 166,63 (C=0)

spe |37:27 (CH,SAN, 42,13 (CY), 44,36, 45,05 (NCH,, 0,0, 51,48 (C7), 64,06 (NCH,), 65,98, 66,45 (CH,0, ),
123,98 (C, C5,. ), 126,82 (C%, C5, ), 145,25 (C', ), 145,92 (C*,.,..), 158,94 (C?), 166,62 (C=0)

MpumiTka: * — cnekTpwy cnonyk 3anucadi B8 DMSO-d.

3-Antin-2-TioKcoiMiiazoiinH-4-0H 1 CHHTE30BaHO
3a MeTo/ioM [14].

Hukiizania 3-aJauITioriZaHToiHy Mij Ai€o apuii-
cynbgeHLIXI0puAiB. Jlo cycnensii 0,30 r (1,92 MMouib)
3-asnintioriganToiny 1 ta 0,25 r (2,35 MMoJIb) JiTir0
nepxJjopary B 10 MJ HiTpoMeTaHy JoAaBaju IpU
nepeMillyBaHHi po3uuH (2,33 MMoJb) apuacyabde-
HiZXJIopuAy 2a-c B 5 MJ HiTpoMeTaHy. Peakijiiiny
CyMill nepemillyBajiv IPU OX0JI0[KEHH]I BIIPOJOBX
4 roj, ocaj BiidinbTpoByBaiy, GiibTpaT ynapoBa-
JIY, 3aJIMILOK KpUCTaJli3yBa/y 3 eTUIaleTaTy.

2-(Apuiacynbdaninimernn)-2,3-aurigpoimiaa-
30[2,1-b][1,3]Tia30s1-5(6H)-0H (4a-c). /lo po3unHy
nepxJsopaty 3a-c (0,50 Mosib) B 3 MJI alleTOHY NpH
nepeMillyBaHHI 0/jlaBaJiv 2 MJI HEHaCU4€HOT0 BOJI-
HOI'0 PO34YMHY HaTpilo aneTaTy. PeakuiiiHy cymi ne-
peMillyBayd Ipy KIMHaTHIN TeMnepaTypi BIPOLOBXK
5 roj, opra”iuHu# 1Wap eKcTparyBaau AUXJI0poMe-
TaHoM (2x10 mu), cymmau Na,SO, Ta BUaproBaJsIy.

Jlitepatypa

2-[(5-{[(4-Apuacynbdanin]merunn}-4,5-g1-
riapo-1,3-Tiazon-2-in)amino]-1-[Mopdoin(mine-
puauH)-1-in]eranonu 5a-f. /lo 0,50 MMostb costi 3a-c
MpH NepeMillyBaHHI Ta 0X0J104KeHHi 10 5-10°C mo-
naBasu 0,5 mu ninepuguny a6o mopdoJinHy i 3a1u-
mwasny Ha 12 rog. Hagyuiok aMiHy BUZAIAIM T,
BaKyyMOM, 3a/IMLIOK KPUCTaTi3yBaIu 3 METAHOTY.

BUCHOBKM

1. lukJtizaniero 3-aniaTioriflaHToOIHy apuJICyJib-
deHinxIOpUAAMU B IPUCYTHOCTI JIiTiI0 Iepxa0paTy
OTpUMaHi NePXJIOPATH 2-apuiicyibdaHiIMETHITIMIIa30
[2,1-b][1,3]Tia30./10Hi10, 5IKi IpU [1ii HACKHYEHOTO PO3-
YUHY HATPilo aLleTaTy KiJIbKICHO IlepeTBOpeHi Ha Bij-
MOBiJHI OCHOBH.

2. Baemogis nepxsopatiB 2-apuicyiabdaninime-
TuaiMigaso[2,1-b][1,3] tia3oJ10Hit0 3 HAAJIUIIKOM BTO-
PHUHHOTO aMiHy IPUBOAUTD 10 YTBOPEHHS apUJICYJib-
$aHUIOBMiCHUX MOXiAHUX Tia30J1iAUHY.
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