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CuHTe3 i CTpYKTYpHa hyHKUiOHani3auifa 6-3amileHnx
2,3-purigpoimigaso[2,1-b][1,3]ria3on-5-oHiB

MeTta po60TH — PO3LLNPEHHST CUHTETUYHMX MEX peakLii enekTpodinbHOT BHYTPILLHLOMOMNEKYNSIPHOT LMKIi3a-
uii (EBL) Ha npuknagax 5,5-am3amilieHnx Ta 5-inigeHsamiweHnx 3-anin-2-TiorigaHToiHiB Ta cnpsMoBaHa CTpykK-
TypHa MogmdikaLis oTpuMaHnx 2-ranoreHometun-2,3-gurigpoimigasol2,1-b][1,3]tiazon-5-oHis.

Pe3ynbratn Ta ix 06roBopeHHs. BctaHoBneHO, WO Umknisauis 5,5-ausamieHux ta 5-inigeHsamiweHunx
3-anin-2-TiorigaHToiHiB nig aieto nonidocdopHoi kucnotu (MOK), 6pomy Ta ogy € edpeKTMBHUM METOLOM CUH-
Tesy HoBux 2,3-auvrigpoimigaso[2,1-b][1,3]Tiazon-5-oHiB. Peakuis HykneodinbHOro 3aMileHHs ix 2-ranoreHome-
TUNBHUX NPeACcTaBHYKIB Oyna BMKOpUCTaHa Ans OTPUMaHHS HU3KWU CIPKOBMICHUX MOXigHMX Ta asugis. OcTaHHi
6ynu onpoboBaHi y peakuii [3+2]-unknonpuegHaHHs i3 N-ceHinmaneiHimigom Ta nponaprinosByM CMpPTOM.

EkcnepumeHTanbHa YyactuHa. Peakuieto EBL| 5,5-am3amiwieHnx Ta 5-inigeHsamillenmx 3-anin-2-TiorigaHToiHiB
nig gieto N®K ta ranoreHiB cMHTE30BaHO psg 2-3amilleHux 2,3-aurigpoimigasof2,1-b][1,3]tiazon-5-0HiB 3 BUXO-
namu 66-96 %. CnpsimoBaHoto MogmdikaLieto ranoreHoMeTUNLHOT rpynu iMiaasoTiazonoHiB 3 Buxogammn 63-93 %
OTPUMAHO Cepii CIpPKOBMICHUX NOXigHWX Ta a3uaiB. CMHTe30BaHi a3uay BMKOpUCTaHi B peakuii [3+2]-umknonpu-
edHaHHa 3 N-beHinmaneiHiMigomM Ta nponaprinosByM CNnpToMm, sika npuBoauTb Ao 1,2,3-TprMas3ononoxigHux 3
Buxogamu 51-85 %, cTpyKkTypa Sknx JoBefeHa KOMMNIIEKCHUM CNEKTParbHUM aHani3oM.

BucHoBkun. Po3pobrneHo 3pyyHuii MeToq CUHTE3Y 2-ranioreHomMeTun3amienmx imigaso[2,1-b][1,3]tiasonis,
SKi € e(PeKTUBHUMY peareHTamu Ans ix cnpsiMoBaHOI CTPYKTYPHOI MogudikaLii Cipko- Ta a30TOBMICHUMU OYHK-
LioHanbHUMK rpynamu.

Knroyoesi cnoea: 3-anin-2-tiorigaHToiHK; umknisauis; 2-ranoreHometun-2,3-gurigpoimigasol2,1-b][1,3]tiason-
5-0HK; HykneoinbHe 3amileHHs ; [3+2]-uuknonpueaHanHs; 1,2,3-tTpyuasonu

L. M. Saliyeva, R. I. Vas’kevich, N. Yu. Slyvka, M. V. Vovk

The synthesis and structural functionalization of 6-substituted 2,3-dihydroimidazo[2,1-b]

[1,3]thiazol-5-ones

Aim. To extend the synthetic limits of the reaction of the electrophilic intramolecular cyclization (EIC) on the
examples of 5,5-disubstituted and 5-yliden substituted 3-allyl-2-thiohydantoins and the directed structural modi-
fication of 2-halogenomethyl-2,3-dihydroimidazo[2,1-b][1,3]thiazole-5-ones obtained.

Results and discussion. It has been found that the cyclization of 5,5-disubstituted and 5-yliden substituted
3-allyl-2-thiohydantoins under the effect of polyphosphoric acid (PPA), bromine and iodine is an effective method
for the synthesis of new 2,3-dihydroimidazo[2,1-b][1,3]thiazole-5-ones. The reaction of the nucleophilic substitu-
tion of their 2-halogenomethyl representatives was used to obtain a number of sulfur-containing derivatives and
azides. The latter were tested in the reaction of [3+2]-cycloaddition with N-phenylmaleinimide and propargyl
alcohol.

Experimental part. A series of 2-substituted 2,3-dihydroimidazo[2,1-b][1,3]thiazole-5-ones was synthesized
by the reaction of 5,5-disubstituted and 5-yliden substituted 3-allyl-2-thiohydantoins with PPA and halogens with
the yields of 66-96 %. A directed modification of the halogenomethyl group of imidazotiazolones produced a se-
ries of sulfur-containing derivatives and azides with the yields of 63-93 %. The azides synthesized were used in
the [3+2]-cycloaddition reaction with N-phenylmaleinimide and propargyl alcohol leading to 1,2,3-triazoloderiva-
tives with the yields of 51-85 %; their structure was confirmed by the complex spectral analysis.

Conclusions. A convenient method for the synthesis of 2-halogenomethyl-substituted imidazo[2,1-b][1,3]
thiazoles, which are effective reagents for the directed structural modification by sulfur- and nitrogen-containing
functional groups, has been developed.

Key words: 3-allyl-2-thiohydantoins; cyclization; 2-halogenomethyl-2,3-dihydroimidazo[2,1-b][1,3]thiazol-
5-ones; nucleophilic substitution; [3+2]-cycloaddition; 1,2,3-triazoles

J1. M. CanueBa, P. 1. BacbkeBuu, H. 0. Cnueka, M. B. BoBk

CuHTe3 n cTpyKkTypHasa cyHKUMOHanu3auus 6-3amelleHHbIX 2,3-aurugponmuaasof2,1-b]

[1,3]Tna3on-5-oHoB

Llenb paboTbl — pacluMpeHne CUHTETUYECKMX MPaHIL, peakLum SrekTpotUIbHOM BHYTPUMOSEKYNSPHOM LMKIN-
3auum Ha npumMepax 5,5-gus3amMelleHHbIX U 5-unuaeH3ameLLeHHbIX 3-annun-2-TMorMaaHTOMHOB U HanpaBneH-
Hasi CTPYKTypHas moamndmkaumsi NofnyvYeHHbIX 2-ranoreHMeTnn-2,3-gurugpommmaaso|2,1-b][1,3]tnason-5-oHos..

PesynkTraTthl M X 06CyXAeHUe. YCTaHOBMNEHO, YTO UMKNU3aumns 5,5-an3ameLleHHbIX U 5-nnmaeH3ameLleHHbIX
3-annun-2-TmormaaHToMHOB Nof AeUCTBUEM NOoNMdocdOpPHON KUCTOThI, Gpoma 1 hoga saBnsieTcs 3 PeKTUBHBIM
METOOOM CMHTE3a HOBbIX 2,3-aurnaponmnaasol2,1-b][1,3]tmason-5-oHoB. Peakumst HykneogunbHOro 3aMmeLLeHns nx
2-ranoreHMeTUNbHbIX NpeacTaBuTener Obina ncnonb3oBaHa AN NonyyYeHnst psaa cepocogepaLlnmx Npon3BoaHbIX
n asngoB. MocnegHune ObINM UcNbITaHbl B peakunn [3+2]-umknonpucoeanHeHus ¢ N-goeHnnmanenHnmMmnaom u
nponaprunoBbIM CIMPTOM.
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dkcnepumMmeHTanbHasa vacTtb. Peakunenn OBL 5,5-gusamelleHHbIX 1 5-unngeHsaMeleHHbiX 3-annun-2-
TMOrMaaHTOMHOB nopf Aencteuem MNMOK v ranoreHoB CMHTE3MPOBaH P 2-3aMeLLeHHbIX 2,3-aurnaponMmmaasof2,1-b)
[1,3]tnason-5-oHoB ¢ BbIxOAamun 66-96 %. HanpaeneHHow mogudmkaumen ranoreHMeTUnbHOW rpynmnbl MK-
[a30TnasonoHoB ¢ Bbixogamun 63-93 % Obinu nonyyeHbl cepun cepocogep)allx NpoM3BOAHbIX U a3naoB.
CWHTEe3poBaHHbIE a3nabl UCMONb30BaHbl B peakuun [3+2]-umknonpucoegmHenms ¢ N-peHnnManenHmMmmnaom v
nponaprunoBbIM CIMPTOM, KOTOPas NPUBOAMUT K 1,2,3-Tpra3ononpons3BogHbIM ¢ Bbixogamu 51-85 %, ctpykTypa
KOTOPbIX floKa3aHa KOMMIEKCHbIM CneKTparibHbIM aHanmn3om.

BbiBoabl. PaszpaboTtaH ygoOHbI METOA CMHTE3a 2-ranoreHMeTUnnpon3BoaHbix nmunaaso[2,1-b][1,3]tmaso-
na, KoTopble ABNSATCA 3PPEKTUBHBIMU peareHTaMu Ans UX HanpasneHHON CTPYKTYPHON Moaudmkauum cepo-

M asoTcoagepxxanmm d)yHKLlMOHaJ'IbeIMVI rpynnamwu.

Knroveenle cnoea: 3-annun-2-TMOrMAAHTOMHbI; LMKNN3aums; 2-ranoreHMeTun-2,3-aurngponmmnaasof2,1-b)
[1,3]Tna3on-5-oHbl; HykneodunbHoe 3amelleHue; [3+2]-unknonpucoeanHenne; 1,2,3-Tpmuasonsl

BrnpogoB:x octanHix 20 pokiB npeAMeTOM MOCU-
JIEHOI yBaru JOCJIiJHUKIB CTa/Id KOHJLEHCOBaHI CTPYK-
TYPHU Ha OCHOBI TiorizaHToiHIB - iMiza3o0[2,1-b][1,3]
Tia3o.1y, IKi BiI3HAYaIOThCSA LIUPOKUM CIIEKTPOM 6io-
JioriyHol akTUBHOCTI. Tak, cepesi HUX 3Hal/eHi cro-
JIYKH 3 aHTUMIKpOO6HOIO [1], [UTOKCUYHOI, TPOTH-
MyXJINHHOK aKTUBHICTIO [2] Ta MO3UTUBHOIO iHOTPOII-
HoM Aiero [3], a Takox iHriGiTopu NADH-gerigpo-
reHasu [4] i nporeinkinas [5]. CTBopeHHsI Ha OCHO-
Bi iMifgazo[2,1-b][1,3]Tia30/1y edeKTUBHOTO NPOTH-
reJIbMiHTHOTO Ta iIMyHOCTHMYJIIOIOYOTO MpenapaTy
«JleBamizosy» [6] € Baromoro miZicTaBoo AJis A01iJb-
HOCTi po3p06KH HOBUX MiAXO/iB AJIsI CHHTE3Y TaKo-
ro TUNY KOHJEHCOBAHUX reTePOIUKJIiB.

AHauti3 JliTepaTypHUX JpKepeJ 3aCBiUMB, 110 Hak-
YyacTille A/ OTPMMaHHA NOXiJHUX iMifa3oTiazony
BUKOPUCTOBYIOTh aHE/II0BAHHA iMiZla30/IbHOTO A/pa
Jl0 Tia301bHOTO LMKIY [7-11]. MeHLI NOUTMPEHUM €
Tia30J10aHeTFOBaHHS iMifa30/1bHOTO sijipa [12] Ta cuHX-
poHHe GopMyBaHHS GIUKJIIYHOI CUCTEMHU 3a y4ac-
Ti0 1,2-miaminiB [13] a6o N,N-ausaminieHux Tioce-
4yoBUH [14, 15]. HelyofaBHO MU 3apONIOHYBaJIU HO-
BUH Niaxij Ao noxigHux iMmigaso[2,1-b][1,3]tiazony
peakuieto EBI] 5-He3amilieHux Ta 5-MoHoasIKiI3aMi-
eHux 3-asis-2-Tiokcoimigazonigun-4-oHiB [16, 17].

3 ypaxyBaHHSM TOTO GaKTYy, 1110 HAsSBHICTb 3aMic-
HUKIB y iMiZ1la30Tia30/IbHIN CUCTEMI MOXe CYTTEBO
[I03HA4YaTUCh Ha iX 610aKTUBHOCTI, B aHill po6OTi B
peakiiro EBL] HaMmu BBeieHa HU3Ka 5,5-1U3aMill[eHUX
Ta 5-inmigeH3amimenux 3-asiji-2-TioriJaHToiHIB, a Ta-
KO’ 3/lilicHeHa cripsiMoBaHa Moaudikallisi oTpuMa-
HUX 2-TaJIOTEHOMETUJI-2,3-AUTiAPOoiMiZla30Tia301iB.
Y pouii cy6cTpaTiB 6ysu ob6pani 5,5-auMeTtu- 1a,
5,5-nudeHin- 1b, 5-(nponan-2-inigeH)- 1c ta 5-6eH-
3unigen- 1d 3-aninTiorifaHToiHy, SIKi JOCaiPKYBa-
JIMCh y MKJIi3alii i3 nosidpocdopHoto kuciaororo ([IOK),
6poMOM Ta HOJIOM.

[TonidochopHa KHcI0TA IK IPOTOHOJOHOPHUMN
peareHT Ta peakliiiHe cepe/i0BUIIEe PaHillle BXKe BU-
KOPUCTOBYBAJIACh y PeaKLifX perioceJleKTUBHOI LIUK-
qizanii [18]. Hamu BcTaHOBJIEHO, 1110 TPU HArpiBaH-
Hi TiorizanToiniB 1 a,c,d B [1PK npu 110 °C Brpo-
JOBX TOJMHU peali3yeThCA NPOLeC LIMKJIi3allil 3 OTpU-
MaHHSM AuTiapoimizasoriasosonis 2 a,c,d 3 BUXO-
famu 80-96 %. Ha BigMiHy BiJi pO3IJIAHYTUX NIPU-
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KJIa/liB KUCJIOTHA IMKJIi3anis 5,5-audenintiorizanTo-
iny 1b npu Takux ymoBax He nepebirae. [Ipote npu
nigBuILeHHi TeMnepatypu fo 130 °C Ta nofoBxeH-
Hi yacy peakuii 0 3 roZ cnocTepiraeTbcs yTBOpeH-
HA 6inuKIiYHOI cucTeMu 2b 3 BuxooM 66 %.

®opMyBaHHSA Tia30J/1iAUHOBOTO SApa y CIOJY-
Kax 2a-d nmigTBeppKy€eETbCS HAasIBHICTIO B CIEKTPax
SIMP H mynbTumietiB H:-MeTHHOBOr0 IPOTOHY IPU
4.24-4,39 m.4. Ta ABOX Ay6JieT Ay6JeTiB JiacTepeo-
TonHUX H3-MeTH/IeHOBHX MPOTOHIB BiAATIOBIIHO MpU
3,36-3,54 ta 3,91-4,05 M.u.

Y CHHTETHYHOMY IJIaHi BaXKJIMBUM € BUKOPUC-
TaHHS K eJeKTpodiIbHUX peareHTiB rajoreHis.
Hamu 3HaiifieHo, 1110 peakljisg 5-MoHO- Ta 5-Au3aMi-
eHux 2-TioriganToiniB 1a-d i3 6poMoM y onToBi
KUCJIOTI CYNIPOBOJKYETHCA aHEJHBAHHAM Tia30J1b-
HOTO0 IIUKJIy i TPUBOAUTD JI0 Bi/IMOBiTHUX OGPOMI/IiB,
sIKi pu il HAaTpito rijporeHKap60HATY IepeTBOPIO-
I0ThCS Ha ocHoBH 3a-d i3 Buxogamu 75-91 %.

Jlist Hogorukitizanii cnostyk 1a-d 6ys1o BUKoOpHC-
TaHO paHilile opo6oBaHMM 3arajbHUH croci6 [19],
110 nepef6adya€ BUKOPUCTAHHSA 3-KpaTHOrO HAAJIUII-
Ky Moy B xJiopodopMi Ta mofaablly 06po6Ky yTBO-
peHoro neHTaloAuy HaTpito cy/ibGIiTOM 3 OTPUMaH-
HAM HoJloMeTUAUTriipoiMifa3oTiazoioHiB 4a-d 3
BUXoAaMH 75-95 % (cxema 1).

CnekTpu 2-6pOMOMETUIIINOXIJHUX iMi/la30Tia3o0-
JIoHiB 3a-d XapaKTepu3yTbCs HAO0paMHU MYJIbTH-
nuietiB H3-MeTuneHoBux npotoHiB npu 3,42-3,57,
3,55-3,71 M.4. Ta eK30IUKJIIYHOI 6pOMOMETUIBHOI
rpynu npu 3,81-4,05 M.4., a TaK0K MYJIbTUILIETIB
H2-MeTHHOBOTO NMPOTOHY npu 4,31-4,45 Mm.4. Hass-
HicTb y cnekTpax AMP 'H 2-HomoMeTUINOXiAHUX iMi-
Jla3oTia30J10HIB 4a-d My/JbTUIIJIETHUX CUTHAJIB Ji-
acTepeoTONHUX NPOTOHIB METUJIEHOBOI IPyMH B MO-
noxenHi C2npu 3,37-3,44 Ta 3,51-3,58 M.4.,, NpoTOHIB
“ogoMeTuabHOI rpynu nipu 3,77-3,87, 3,86-3,98 m.u.
Ta METUHOBUX MPOTOHIB y moJiokeHHi C? B Mexax
4,37-4,49 m.4. HaAIWHO NiATBEP/PKYE aHEJIOBAHHS
Tia30JIbHOTO LIUKJIY.

[IpucyTHIiCTB y cTpyKTYypi cnoayk 3a-d ta 4a-d
peaKLiiHO3/1aTHOI raJIoreHOMETHJIbHOI IPYIy J03BO-
JISIE IPOBOMTH iX MOAANBIIY CeJIEKTUBHY €K30)yHK-
1ioHaJIi3aIliio 3 METOI0 MOIIYKY 6i0JIOriYHO Mepcrek-
TUBHUX PeYOBHH. 3HANIEHO, 1[0 TPH iX B3aEMO/l i3
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3, 4a-d Hal 1a-d 2a-d

1,2: R =Me (a), R =Ph (b), RR = Me,C
RR = PhCH-= (d), Hal, = Br,,

Cxema 1

TaKUMHU HYKJeodisaMu SIK Kalilo TioameTaT Ta Ka-
JIit0 Oy TWJIKCAaHTOTE€HAT Y PO3YMHI alleTOHITPUITY TPU
KiMHaTHIW TeMIlepaTypi yTBOPIOIOTbHCS HOBI CipKo-
dyHkioHanizoBaHi noxigHi 5a-c Ta 6a-d BignoBia-
HO 3 BuxogaMu 63-93 %. lns ogeprkaHHs 2-a3u/i0-
MeTUANOXiHUX 8a-d npu asKisyBaHHI ClIOJyKaMU
3a-d NaN, Heo6Xi/lHE BUKOPUCTAHHS Oi/1bLI NOJISIP-
Horo /IM®A. HaTtomicTb Hyk/ieodinbHe 3aMillleHHS
rajoreHy Ha TioliaHaTHY I'pyIy 3a KIMHaTHOI TeM-
nepaTypu 3 BUKOPUCTAHHAM nosisspHoro IM®A He
BiOyBa€eThCs i TIIbKKU HarpiBaHHS peakLilHOI cy-
Mimi BupogoB:x 7 rog npu 70 °C 3 Buxogamu 63-75 %
NPUBOAUTH 0 LiIbOBUX MPOAYKTIB — 2-TioliaHaT-
iMizlaszoTia3oJiiB 7a,c.

BigMiHHicTB y XiMiuHiN MOBeAiHIli rajoreHOMe-
TUJIBHUX I'PYI HA0YHO NIPOCTEXYEThCA B peakLil Je-
riaporanorenyBaHHs. Tak, Zeriapo6poMyBaHHs CHO-
Jyku 3¢ npu Aii Ha Hel MopdoJtiHy nepebirae HeoAHO-
3HAYHO i IPUBOAUTD [0 2-MeTUJIiIeHNOXiIHOI 9C i3
BUX0Z0M 25 % (croci6 A). Y BUnaaxy 2-iooMeTu1-
3amineHux 4a-d aHasioriuHa peakilis Bil3Ha4Ya€eThb-
Csl BUCOKOIO CEJIEKTUBHICTIO i J03BOJISIE NIABUIUTH
BUXOJHU crosyk 9a-d no 60-89 % (cnoco6u A, B).

= (c), RR = PhCH= (d); 3: R = Me (a), R = Ph (b), RR = Me,C= (c),
n=1;4:R=Me (a), R = Ph (b), RR = Me,C=

(c), RR = PhCH= (d), Hal, = 1,, n = 3

OcranHi npu gii koHnesrposanoi H,S0, 3a kiMHar-
HOI TeMIepaTypH JIErKO NiJAAalTbCs IPOTOTPOII-
Hil isoMepwu3anii B 2-Metuanoxigxi 10a-d (cxema 2,
Tab6Js. 1-3)).

BpaxoByrouu NOTYKHUN CUHTETUYHUHN NIOTeHLia
a3u0rpyIH, BUJABaJI0OCh LOLIIbHUM BUBUYUTH CIIO-
JIyKU 5 y peakuisix [3+2]-uukionpuegHanns i3 N-de-
HiJIMaJIeIHIMiZIOM Ta MponapriioBuM cnupTtoM. Bera-
HOBJIEHO, 1110 a3uioMeTunoxifgHi 8b,d pearyooTh i3
[pONapriJIoBUM COIUPTOM B YMOBAX KYIPOKATaJi3y
[20-22] i3 yrBOpeHnHsaM 2-(1,2,3-Tpuazo.iii)-MeTu1-
imigazotiazoniguuis 11b,d (cnoco6u A, B), cTpykTy-
pa AKUX y3ro[pKy€eTbcs 3 fanuMu AMP- Ta xpomaTto-
Mac-CIeKTpiB.

Y cBow uepry, nukJiizanisa azuais 8a-d i3 N-de-
HiziMasieiHiMizioM npu 7-20 roj KU’ aTiHHI B 6eH3e-
Hi NIPUBOAUTH /0 TIOPUAHUX NOJILUKJIIYHUX CTPYK-
Typ 12a-d (cxema 3).

Paniiie aBTopu po60oTH [23] B yMOBax 3anucy Mac-
CMEeKTPiB BUSIBUIN PpparMeHTallil0 TPHUA30JIbHOTO [[UK-
Jly, siIKa CyIpOBO/>KYBaJlacb EKCTPY3i€l0 MOJIEKYIU
a30Ty. AHaJIoriYHa KapTHHa CIIocTepirajach HaMH Ha
npuk/Iazi peakuii criosiyku 8c i3 N-dpeHinmaneinimizom

R o) R o) R o)
NC A N
S S S
8a-d N 3, 4a-d Hal 5,6,7 SR
W o
\__/
DABCO
R o)
R% {
N N SO N
\( \{
i ! /Z
9a-d 10a-d Me
5: R’ = MeC(O); R = Me (a), R = Ph (b), RR = Me,C= (c); 6: R’ = BUOC(S); R = Me (a), R = Ph (b), RR = Me,C= (c), RR =
PhCH= (d); 7: R’ = CN; R = Me (a), RR = Me,C= (c); 8-10: R = Me (a), R = Ph (b), RR = Me,C= (c), RR = PhCH= (d)
Cxema 2
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Ta6nuua 1

Buxoau, Temnepatypu NnaBneHHsA, Mac-CNeKTPpY Ta pe3ynbTaThi e/IEMEHTHOIO aHarni3y Cronyk
2a-d, 3a-d, 4a-d, 5a-¢c, 6a-d, 7a,c, 8a-d, 9a-d, 10a-d, 11b,d, 12a-d, 13

Crnonyka | Buxin, % T.nn., °C IM+1]* SHaifiero, % ®opmyna Po3paxosao, %
C H N C H N
2a 80 95-97 185 52,29 | 6,41 | 1511 CH,,N,0S 52,15 | 6,56 | 15,20
2b 66 124-126 300 |7033| 540 | 903 | C,HN,05 |70,10] 523 | 9,08
2¢ 96 91-93 197 [5522] 6,11 [1433| CH,N,05S |5508]| 6,16 | 14,27
2d 90 173-175 245 64,14 | 4,80 | 11,41 C,5H,,N,0S 63,91 | 4,95 | 11,47
3a 75 110-112 262 36,29 | 4,27 | 10,77 CgH,,BrN,OS 36,51 | 4,21 | 10,65
3b 90 165-167 388 55,99 | 3,87 | 7,18 C,gHsBrN,OS 55,82 | 3,90 | 7,23
3c 96 87-89 276 39,16 | 3,99 | 10,21 C,H,,BrN,0S 39,28 | 4,03 | 10,18
3d 91 183-185 324 48,46 | 3,40 | 8,72 C,5H,,BrN,0S 48,31 | 3,43 | 8,67
4a 82 118-120 311 30,86 | 3,55 | 9,08 CgH,,IN,OS 30,98 | 3,57 | 9,03
4b 75 146-148 435 50,01 | 3,45 | 6,51 CigH,5IN,OS 49,78 | 348 | 6,45
4c 78 98-100 323 33,72 | 3,49 | 8,60 GH,;IN,OS 33,55| 3,44 | 8,70
ad 95 221-223 371 41,99 302 | 768 | C,H,INJOS |4218] 2,99 | 7,57
5a 83 onis 259 4662 551 [1077| CH.N,0S, |4649] 546 | 10,84
5b 82 onis 383 6303 469 | 741 | CHN,05, |6280] 474 | 7,32
5¢ 93 onis 271 | 49,09 516 [1046| C,H.N,0S |4887 ] 522 |1036
6a 70 onis 333 4719 603 | 850 | C,H,N,0,5, |4696 | 6,06 | 842
6b 87 onis 457  |6072] 524 | 605 | C,H,N,0,5, |6049] 530 | 613
6¢ 63 onis 345 4897 591 | 804 | C.H,N,05, |4881] 585 | 813
6d 85 onis 393 [5524] 509 | 721 | C.H.N,0,S, |5507| 514 | 7,14
7a 75 onis 242 | 4461 455 [1755| CH,N,0S, |4479| 459 |17,41
7c 63 onis 254 | 4755| 430 |1647| C,H,N,OS, |47,41] 438 |1659
8a 81 onia 226 42,71 | 4,84 | 31,23 CgH,;N.OS 42,65 | 4,92 | 31,09
8b 82 123-125 350 62,10 | 4,29 | 2017 C,gH;sN.OS 61,87 | 4,33 | 20,04
8c 78 102-104 238 4543 | 4,64 | 29,61 GH,;,N,0S 45,56 | 4,67 | 29,51
8d 86 112-114 286 54,58 | 3,83 | 24,71 C;5H,N.OS 54,72 | 3,89 | 24,55
9a 75 onis 183 |52,89| 549 | 1546| CH,N,05 |5272] 553 | 1537
9b 89 112-114 307 |7080] 458 | 907 | C.H.N,05 |7056]| 461 | 9,14
9¢ 69 144-146 195 |5578] 512 [1421| CHN,0S |5565]| 519 | 14,42
9d 60 168-170 243 | 6461 409 [11,66| C,HN,OS |6444| 416 | 11,56
10a 66 onia 183 52,60 | 556 | 15,30 CH,(N,OS 52,72 | 5,53 | 15,37
10b 90 onia 307 70,39 | 4,66 | 9,22 C,gH,4N,0S 70,56 | 461 | 9,14
10c 89 150-152 195 55,51 | 5,25 | 14,50 CH,oN,0S 55,65 | 5,19 | 14,42
10d 85 160-162 243 | 6432 420 | 11,70 C,HN,05 |6444 | 416 | 11,56
11b 85 88-90 406 | 6240 | 467 [17,38] C,HNO,S |6221] 472 [17,27
11d 73 173-175 342 5643 438 |2064| C.H.NOS |5629] 443 |2051
12a 60 106-108 400 | 5403 459 [2122] CHNO,S |5426] 455 |21,09
12b 48 138-140 523 |6455| 418 |1593| C,H,NO,S |6435]| 424 | 16,08
12c 61 190-192 411 55,78 | 4,39 | 20,33 C,oH,sN;O,S 55,60 | 4,42 | 20,48
12d 51 206-208 459 60,41 | 3,88 | 18,19 C5H,gNLO,S 60,25 | 3,96 | 18,33
13 51 195-197 383 [5990]| 477 [1452] C.HN,0.S |5967| 474 | 1465
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Tabnuuya 2

Hani cnektpis I4 Ta AMP 'H cnonyk 2a-d, 3a-d, 4a-d, 5a-¢, 6a-d, 7a,c, 8a-d, 9a-d,10a-d, 11b,d, 12a-d, 13

IY-cnekTp,
Cnonyka | KBr,v,cm! AMP H cnekTp, §, m.u. (J, )
c=0
1 2 3
2a 1717 1,39C (6Hl 2CH3), 1,57A(3H, 3= 7,2,CH3), 3'36 o.a. (]H’ 2 = 11,2, 3J=6,8, NCHZ)I 3,91 A
(TH,2=11,0,%/=7,0,NCH,), 4,24-4,31 m (1H, CH)
2b 1790 1,58 a4 (3H,%/=6,8,CH,), 3,41 a.a. (1H,2=11,0,3)=7,0,NCH,), 3,96 a.4. (1H, 2= 11,2,
3J=6,8, NCH,), 4,27-4,32 m (1H, CH), 7,28-7,34 m (6H,_,,,), 7,50-7,54 m (4H,_,,)
2% 1702 1,57 8 (3H,%/=6,8,CH,), 2,16 c (3H, CH,), 2,32 c (3H, CH.), 3,45 o.a. (TH, = 10,8,
3)=6,4,NCH,), 3,96 a.a. (1H,2) = 11,4,3) = 7,4,NCH,), 4,24-4,29 m (1H, CH)
2d 1714 1,63 8 (3H,%=6,8,CH,), 3,54 a.a. (1H,2)=11,2,3)=7,2,NCH,), 4,05 a.a. (1H,2J= 10,2, ) = 6,4,
NCH,), 4,34-4,39 m (1H, CH), 6,92 ¢ (1H, CHPh), 7,35-7,40 m (3H,,,.), 8,06 i (2H,_,,, >J = 7,6)
3a 1713 1,39 ¢ (3H, CH,), 1,41 ¢ (3H, CH,), 3,51-3,57 m (1H, NCH,), 3,67-3,71 m (1H, NCH,), 3,83-3,93 m
(2H, CH,Br), 4,35-4,42 m (1H, CH)
3b 1710 3,51-3,56 m (1H, NCH,), 3,66-3,70 m (1H, NCH,), 3,88-3,96 m (2H, CH,Br), 4,38-4,45 m (1H, CH),
7,27-7,34m (6H,,,,), 7.49-7,52 M (4H,,,,,)
3¢ 1708 2,16 ¢ (3H, CH,), 2,33 ¢ (3H, CH,), 3,50-3,56 m (1H, NCH,), 3,64-3,68 m (1H, NCH,), 3,87-3,91 m
(1H, CH,Br), 4,02-4,05 m (1H, CH,Br), 4,35-4,39 m (1H, CH)
3d 1791 3,42-3,47 m (1H, NCH,), 3,55-3,58 m (1H, NCH,), 3,81-3,86 m (1H, CH,Br), 3,94-3,97 m
(1H, CH,Br), 4,31-4,33 m (1H, CH), 6,82 c (1H, CHPh), 7,22-7,28 m (3H,,,,,), 7,90-7,96 M (2H,_,,,)
4a 1726 1,39 ¢ (3H, CH,), 1,41 ¢ (3H, CH,), 3,38-3,43 m (1H, NCH,), 3,54-3,57 m (1H, NCH,), 3,77-3,81 ™
(1H, CH,l), 3,86-3,91 m (1H, CH,), 4,37-4,43 m (1H, CH)
4b 1712 3,38-3,44 M (1H, NCH,), 3,54-3,58 m (1H, NCH,), 3,82-3,87 m (1H, CH,l), 3,93-3,98 m (1H, CH,)),
4,43-4,49 m (1H, CH), 7,28-7,36 m (6H,,,,,), 7,50-7,52 m (4H,,.)
4c 1701 2,16 ¢ (3H, CH,), 2,33 c (3H, CH,), 3,37-3,42 m (TH, NCH,), 3,51-3,55 m (1H, NCH,), 3,91-3,93 m
(2H, CH,I), 4,37-4,43 m (TH, CH)
ad* 3,75-3,77 m (3H, NCH,+CH, ), 3,99-4,04 m (1H, CH,I), 4,70-4,76 m (1H, CH), 6,81 c (1H, CHPh),
7,38-7,44m (3H,,,,), 8,11-8,16 M (2H,,,,)
5a 1725 1,38 ¢ (3H, CH,), 1,40 ¢ (3H, CH,), 2,38 ¢ (3H, CH;), 3,20-3,25 m (1H, NCH,), 3,27-3,32m
(TH, NCH,), 3,60-3,64 m (1H, SCH,), 3,80-3,84 m (1H, SCH,), 4,23-4,29 m (1H, CH)
5b 1796 2,35 ¢ (3H, CH,), 3,19-3,24 m (1H, NCH,), 3,30-3,35 m (1H, NCH,), 3,65-3,69 m (1H, SCH,),
3,85-3,89 M (1H, SCH,), 4,27-4,34 m (1H, CH), 7,27-7,35 m (6H,,,,,,), 7,50-7,52 m (4H,,,,)
5¢ 1722 2,15 ¢ (3H, CH,), 2,31 ¢ (3H, CH,),2,37 ¢ (3H, CH,), 3,18-3,30 m (2H, NCH,), 3,71-3,75 m
(1H, SCH,), 3,84-3,89 M (1H, SCH,), 4,22-4,28 m (1H, CH)
0,96 T (3H,3J=7,2,CH,), 1,38 c (3H, CH,), 1,41 c (3H, CH,), 1,42-1,48 m (2H, CH,), 1,75-1,82 m
6a 1711 (2H, CH,), 3,49 o.4. (1H, Y = 14,2,3)=8,2,NCH,), 3,61 g.4. (1H, Y = 14,4,3) = 6,0, NCH,),
3,72 p.a.(1H,2J=11,8,3)=4,2,5CH,), 3,84 o.4. (1H, = 11,6,3 = 6,8, SCH,), 4,42-4,48 m
(1H, CH), 4,56-4,62 m (2H, OCH,)
0,94-0,98 m (3H, CH,), 1,41-1,46 m (2H, CH,), 1,75-1,82 m (2H, CH,), 3,45-3,52 m (1H, NCH,),
6b 1720 3,58-3,64 m (1H, NCH,), 3,74-3,78 m (1H, SCH,), 3,87-3,92 m (1H, SCH,), 4,46-4,53 m (1H, CH),
4,58-4,62 m (2H, OCH,), 7,27-7,34 m (6H,,,.), 7,46-7,55 m (4H, )
0,951 (3H,3=7,2,CH,), 1,40-1,47 m (2H, CH,), 1,74-1,81 m (2H, CH,), 2,16 c (3H, CH,), 2,32 ¢
6c 1703 (3H, CH,), 3,41-3,51 m (1H, NCH,), 3,53-3,60 m (1H, NCH,), 3,81-3,91 m (2H, SCH,), 4,43-4,49 m
(1H, CH), 4,58-4,61 m (2H, OCH,)
0,96 T (3H,3J=7,2,CH,), 1,39-1,48 m (2H, CH,), 1,75-1,82 m (2H, CH,), 3,51 a.a. (1H, 2 = 14,4,
6d 1716 3= 814: NCHZ): 3,62 a.n. (1 H, 2= 14,4, 3= 6,0, NCHZ), 3,90 a.n. (’| H: 2)=1 ],8, 3= 3,8, SCHZ),
3,96 a.a. (1H,2)=11,6,3) = 6,8, SCH,), 4,52-4,56 m (1H, CH), 4,60 T (2H, 3J = 6,4, OCH,), 6,93 ¢
(1H, CHPh), 7,33-7,41 m (3H,,,,,), 8,04-8,06 m (2H,_,,,)
7a 1709 1,38 ¢ (3H, CH,), 1,39 ¢ (3H, CH,), 3,20-3,25 m (1H, NCH,), 3,35-3,40 m (1H, NCH,), 3,81-3,85 m
(TH, SCH,), 3,91-3,96 m (1H, SCH,), 4,40-4,46 m (1H, CH)
7 1705 2,16 ¢ (3H, CH,), 2,32 c (3H, CH,), 3,18-3,24 m (TH, NCH,), 3,34-3,39 m (1H, NCH,), 3,94-4,01 m

(2H, SCH,), 4,39-4,45 m (1H, CH)
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lpodosxxeHHs mab. 2

1 2 3
8a 1713 1,36 ¢ (3H, CH,), 1,38 ¢ (3H, CH,), 3,58-3,70 m (3H, NCH,+CH,N,), 3,77-3,82 m (1H, CH,N,),
4,16-4,22 m (1H, CH)
8b 1712 |3/60-370 M (2H,NCH,), 3,72-3,76 m (1H, CH,N,), 3,84-3,88 m (1H, CH,N,), 4,19-4,26 m (1H, CH),
7,28-7,35 M (6H,,,,), 7,49-7,53 M (4H,,,.)
8c 1702 2,17 ¢ (3H, CH,), 2,33 ¢ (3H, CH,), 3,58-3,70 m (2H, NCH,), 3,79-3,90 m (2H, CH,N,),
4,17-4,24 m (1H, CH)
8d 1710 |362:372m(2H,NCH,), 3,84 4.4, (1H, 2 = 11,4,2)= 3,8 CHN,), 3,92 4.4 (1H,2) = 11,4,
3)=7,0,CH,N,), 4,25-4,30 m (1H,CH), 6,92 c (1H, CHPh), 7,33-7,41 m (3H, o), 8,03-805m (2H_ )
9a 1713 1,40 c (6H, 2CH,), 4,40 wwp. c (2H, NCH,), 5,35 wwup. c (1H, =CH,), 5,42 wwup. c (1H, =CH,)
9b 1725 4,46 wvp. c (2H, NCH,), 5,38 wwup. c (2H, NCH,), 5,45 wwnp. c (2H, NCH,), 7,28-7,34 m (6HapOM'),
7,52-7,54m (4H, )
2,17 ¢ (3H, CH,), 2,34 c (3H, CH,), 4,48 wnp. ¢ (2H, NCH,), 5,36 wup. c (1H, =CH,), 5,44 wup. c
9c 1705
(1H, =CH,)
od 1709 4,56 wup. c (2H, NCH,), 5,45 wwup. c (2H, NCH,), 5,51 wwup. c (2H, NCH,), 6,97 c (1H, CHPh),
7,36-7,42m (3H,,,,), 8,05-8,07 m (2H,,,,,)
10a 1728 1,36 c (6H, 2CH,), 2,14 ¢ (3H, CH,), 6,56 c (1H, NCH)
10b 1727 2,18 ¢ (3H, CH,), 6,63 c (TH, NCH), 7,28-7,35 m (6H,,,,), 7,52-7,54 m (4H_,,,,)
10c 1715 2,21 c(3H, CH,), 2,23 c (3H, CH,), 2,38 c (3H, CH,), 6,74 c (1H, NCH)
10d 1720 2,24 c (3H, CH,), 6,81 c (1H, NCH), 7,06 c (1H, CHPh), 7,37-7,43 m (3Hap0M.), 8,08-8,10 m (2Hap0M')
11b 1728 2,87 ¢ (1H, OH), 3,81-3,89 m (2H, NCH,), 4,57-4,67 m (5H, CH+CH,N+CH,OH), 7,28-7,35 m
(6Hap0M.), 7,43-7,47 m (4HapOM'), 7,61 c(1H, CHTpmam')
3,89p.4.(1H,2/=11,4,3)=3,4,NCH,),4,00 n.o. (1H, 2= 11,4,3)=3,4,NCH,), 4,51 g (2H,
11d* 1715 3J=5,6, CH,0OH), 4,80-4,87 m (2H, CH,N), 4,90-4,94 m (1H, CH), 5,20 wwup. c (1H, OH),
6,80 ¢ (1H, CHPh), 7,38-7,44 M (3H,,,,.), 8,03 ¢ (1H, CH__,.....), 8,10-8,12 M (2H,,,,,.)
1,23 wmp. c (12H, 4CH,), 3,66-3,75 m (2H, 2NCH,), 3,83-3,91 m (2H,2 NCH,), 4,07-4,12 m (2H,
12a* 1725 |2CH,N,), 4,20-4,26 M (2H, 2CH,N,), 4,67-4,75 M (4H, 2CH__, ..., +2CH), 5,73-5,81 m
(2H, 2CH,00), 7,27-7,36 M (4H,,,), 7,44-7,50 M (6H,,,,,)
3,79-3,89 m (2H, 2NCH,), 4,00-4,07 m (2H, 2NCH,), 4,11-4,18 m (2H, 2CH,N,), 4,22-4,29 m
12b* 1721 |(2H, 2CH,N,), 4,68-4,74 M (2H, 2CH..,,....,), 4,86-4,89 M (2H, 2CH), 5,63 A (1H, J = 11,2, CH,,....,),
5784 (1H,% =104, CH,,...,), 7.24-7,50 (30H,,,,.)
2,07 c (6H, 2CH,), 2,24 c (6H, 2CH,), 3,76-3,86 m (2H, 2NCH,), 3,90-3,98 m (2H, 2NCH,),
12¢* 1717 |4,05-4,14 M (2H, 2CH,N,), 4,18-4,25 M (2H, 2CH,N,), 4,68-4,75 M (2H, 2CH, ,,....,), 4,78-4,84 M
(2H, 2CH), 5,74-5,81 M (2H, 2CH,,,,...,), 7,24-7,28 M (4H,,,,,), 7,45-7,51 m (6H, )
3,88-3,97 m (2H, 2NCH,), 4,01-4,09 m (2H, 2NCH,), 4,14-4,18 m (2H, 2CH,N,), 4,27-4,33 m
12d* 1715 |(2H, 2CH,N;), 4,70-4,77 m (2H, 2CH__,..,..), 4,87-4,94 m (2H, 2CH), 5,75-5,83 m (2H, 2CH__,.....),
6,80 c (2H, 2CHPh), 7,25-7,29 m (4Hapom‘), 7,36-7,53 m (1 2Hap0M_), 8,11-8,13 m (4HapOM‘)
13+ 1709|207 € (3H,CH,), 2,24 c (3H, CH,), 3,50-3,53 M (2H, NCH,), 3,81-3,89 M (2H, CH,NH), 4,51-4,58 m

(TH, CH), 5,37 c (1H, CH), 7,30-7,36 m (3H,,,.), 7.44-7,47 m (2H,,.,.), 8,27 wmp. c. (1H, NH)

apom.) apom.)

MpumiTka: * — cnexkTpu 3anucani y DMSO-d,.

Ta6bnuuya 3

Hani cnekTpiB AMP *C cnonyk 2a-d, 3a-d, 4a-d, 5a-c, 6a-d, 7a,c, 8a-d, 9a-d,10a-d, 11b,d, 12a-d, 13

Cnonyka AMP 3C cnekTpu, 6, M.u.
1 2

2a 20,3, 23,8, 23,9 (CH,), 46,2 (C?), 46,9 (C3), 76,7 (C®), 164,0 (C’?), 180,9 (C°)

2b 20,9 (CH,), 46,9 (C?), 47,7 (C?), 86,9 (C°), 127,0,127,0 (C,,,.), 127,8 (C,.,,). 128,5,128,5 (C,,,,), 140,3, 140,4
(Copom)s 166,1 (C7?), 177,0 (C°)

2c 19,0, 21,0, 22,2 (CH,),47,2 (C?), 48,1 (C3), 141,8 (C%), 145,5 (=C), 162,8 (C’?), 165,1 (C°)

2d 21,0 (CH,), 47,6 (C?), 48,1 (C°), 124,8 (=CH), 128,7 (C,,,,), 129,9 (C,,,.), 131,7 (C,,,), 134,0 (C,,,.), 143,9 (C),
166,9 (C7?), 169,3 (C°)

3a 23,8, 23,9 (CH,), 33,0 (CH,Br), 43,7 (C3), 50,9 (C?), 77,4 (C®), 162,6 (C"?), 180,7 (C)
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lpodosxxeHHs mab. 3

1 2
3p | 333 (CH,BN), 44,6 (C), 51,6 (C?), 87,5 (C7), 1269, 127,0 (C,,), 128,0, 1280 (C,p,,), 128,5, 1286 (Cop),
140,0,140,1 (C,...,.), 164,6 (C™), 177,0 (C9)
3¢ |19,1,22,3 (CH,), 33,4 (CH,Br), 44,9 (C3), 52,0 (C?), 141,7 (C9), 146,7 (=C), 161,2 (C™), 164,9 (C9)
3 |328(CH,BN), 446 (C),51,8(C2), 1251 (=CH), 128,3 (Cpp0)s 1297 (Cp)s 1314 (Cop) 1333 (o),
143,3 (C9), 166,2 (C”2), 167,1 (C°)
4a |68 (CH,N), 243,244 (CH,), 46,1 (C?), 51,8 (C), 77,6 (C°), 163,4 (C"), 181,3 (C?)
ap | 60(CH.), 46,0 (C), 51,6 (C), 86,7 (C9), 126,4,126,5 (C,p,,), 127,5,127,5 (Cyp,), 1280, 1281 (C,p),
139,5,139,5 (C,..,..), 164,4 (C™), 176,4 (C9)
4c |67 (CH,)), 19,1,22,2 (CH,), 46,7 (C?), 52,4 (C), 141,7 (C9), 146,6 (=C), 161,3 (C™?), 165,0 (C*)
agx | 11:2(CH.D, 469 (C), 53,8 (C),122,8 (=CH), 129,2 (C,p0,): 1303 (Cyp ) 1320 (Cp,) 1344 (C,p,), 1446 (CO),
166,5 (C™), 170,2 (C?)
5a  |24,3,24,4,30,7 (CH,), 34,1 (CH,S), 44,6 (C?), 51,0 (C), 77,7 (C9), 163,6 (C"), 181,3 (C9), 194,3 (C=0)
sp | 307 (CHy), 33,6 (CH,S), 44,4 (C%), 50,7 (C?), 86,8 (C9), 126,5, 1265 (C,), 127,4, 1280 (C,p,), 128,0 (Cp,),
139,6,139,7 (C,y,,), 164,8 (C7%), 176,4 (C¥), 193,7 (C=0)
5¢  [18,6,21,7,30,2 (CH,), 33,6 (CH,S), 44,8 (C?), 51,0 (C), 141,3 (CY), 145,7 (=C), 161,3 (C™?), 164,5 (C*), 193,9 (C=0)
6a | 137 (CH.), 19,1 (CH), 24,2, 24,4 (CH,), 30,2 (CH,), 40,5 (CH,S), 44,5 (C?), 50,2 (C?), 75,0 (OCH,), 77,7 (C9),
163,5 (C7), 181,3 (C°), 212,8 (C=5)
6b | 137 (CH.),19,1,30,2 (CH,), 405 (CH,S), 44,8 (C), 50,5 (C?), 75,0 (OCH,), 87,4 (C%), 126,9, 127,0 (C,y,,,),
127,9 (Copon)s 128,5, 1285 (C,...,), 140,1,140,2 (C,..,), 165,1 (C7), 177,0 (C9), 212,7 (C=S)
6c  |13:2.187 (CH), 186 (CH,), 21,7 (CH,), 29,7 (CH,), 40,1 (CH;S), 44,8 (C), 50,2 (C?), 74,4 (OCH,), 141,4 (C9),
145,7 (=C), 161,2 (C™), 164,6 (C), 212,3 (C=5)
6d | 137 (CH.), 19,1 (CH)), 30,2 (CH;), 40,6 (CH,S), 45,4 (C), 51,1 (C?), 75,0 (OCH,), 125,3 (=CH), 128,7 (C,p0,,),
130,1 (Cppon)s 131,8 (Copon)r 1338 (Cponr), 143,9 (C9), 166,8 (C79), 168,1 (C%), 212,7 (C=5)
7a  |23,8,23,9(CH,), 37,9 (CH,S), 43,5 (C?), 50,0 (C?), 77,6 (C9), 109,8 (SCN), 162,0 (C%), 180,7 (C*)
7¢  [187,21,8(CH,), 37,9 (CH,S), 44,3 (C), 50,4 (C?), 109,8 (SCN), 141,3 (C%), 147,0 (=C), 159,8 ("), 164,4 (C9)
8a  [242,24,4 (CH,), 42,9 (C), 49,9 (C?), 54,6 (CH,N,), 77,9 (C9), 163,3 (C7), 181,2 (C°)
gb | 433(C),50,1(C), 54,6 (CH,N,), 87,6 (C%), 1269, 127,0 (C,p0,). 127,9, 1280 (C,p,), 1285, 1286 (Cop),
140,0,140,2 (C,,,,,), 164,9 ("), 176,9 (C°)
8¢ |19,1,22,2(CH,), 43,7 (C), 50,4 (C?), 54,6 (CH,N,), 141,9 (C%), 146,5 (=C), 161,3 (C™*), 165,0 (C?)
gd | 437 (C),508(C), 544 (CH,N,), 125,3 (=CH), 1287 (C,p0), 130,2 (Copo) 1318 (o). 1338 (Cp),
143,9 (C%), 166,6 (C™*), 167,9 (C°)
9a  [23,7(CH,),454(CY), 755 (C9), 109,1 (=CH,), 138,9 (C), 162,7 (C™%), 180,0 (C9)
op | 462(C),857(C%),109,9 (=CH,), 127,0 (C0,)s 1279 (Cp): 1285 (Cy,), 139,2 (C), 140,0 (C,p,),
164,6 (C™), 176,3 (C?)
9c  [19,1,22,2 (CH,), 46,6 (C?), 109,7 (=CH,), 139,8 (C?), 140,5 (C%), 146,7 (=C), 161,0 (C"*), 164,2 (C?)
od |462(C),109,9 (=CH,), 125,2 (=CH), 128,2 (C,0,) 1297 (Cyp): 1313 (Copo) 1333 (Copn), 1389 (C),
142,0 (C%), 1654 (C™*), 166,8 (C°)
10a  [14,3,24,0 (CH,), 76,5 (C9), 111,2 (C?), 124,4 (C), 163,7 (C™?), 178,7 (C9)
tob | 144 (CH.), 864 (C%), 111,4 (C), 1250 (C),127,1 (Cypo), 1280 (Copon) 1286 (Cy): 1397 (Cop ),
1654 (C™), 174,5 (C°)
10c  [13,9,19,5,22,6 (CH,), 112,6 (C?), 123,3 (C), 140,3 (C9), 149,5 (=C), 161,5 (C™?), 162,2 (C9)
10d | 140/(CH), 12,9 (C),123,6 (CH=), 126,9 (C?), 127,8 (Cppo)s 1303 (Cyoy): 132,1 (Copen)s 1340 (C,p)
142,4(C°), 163,8 (C™), 168,3 (CY)
11 |430(CH0H), 49,6 (C), 53,2 (C?), 55,9 (CH,N), 87,1 (C%), 126,3,126,4 (Cyposs* Copuason): 127.5 (o). 1280,
128,1 (Copon)r 1395 (Copont Crppson)s 1640 (C™), 176,1 (C?)
11qr | 440(C),52,0 (C2), 52,7 (CH,N), 55,5 (CH,0H), 122,9 (=CH), 124, (C1300): 1291 (o) 130,2 (Cop),
131,9 (Cooon)s 1341 (Coon)s 144,5 (C9), 148,5 (C,pon), 166,2 (C79), 170,1 (C°)
24,1,24,2 (CH,), 42,7, 42,8 (C?), 49,6, 50,2 (C?), 52,5, 53,1 (CH,N), 59,1, 59,7 (C,p,u300)s 76,9, 77,0 (C°), 82,6, 83,1
128* | (Cppmon) 126,9, 1269 (Coo)s 1283 (Coon)s 129,0,129,1 (C,,00), 131,5 (C, o), 163,5, 163,6 (C79), 170,2,170,3

(C=0),172,1,172,2 (C=0), 180,5, 180,6 (C*)
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[MpodosxxeHHa mab. 3

2

12b*  [(C,.), 1269,1269 (C
140,3,140,4 (C

), 127,7 (C

apom. apom.

43,1,43,1 (%), 50,1, 50,6 (C?), 52,3, 53,0 (CH,N), 59,0, 59,6 (C
), 128,4,128,4 (C
swou)s 165,9,166,0 (C7%), 170,2,170,2 (C=0), 172,0, 172,2 (C=0), 176,4,176,5 (C?)

rouazon)s 82,6, 83,2 (C
), 129,0,129,1 (C

rouason)s 86,4 (C°), 126,7,126,7
),131,5,131,5(C

apom. apom. apom,)'

18,2, 21,7 (CH,), 43,3, 43,5 (C3), 50,0, 50,6 (C?), 52,4, 53,0 (CH,N), 59,1, 59,5 (C

Tpmason)l 82’7’ 8312 (CTpmazonA)’ 126/9/

132,6 (C,p0,), 142,4 (C9), 143,8 (=C), 150,6 (C,,,,

12¢* |126,9(C,y0), 128,8,128,9 (Copon)s 1291, 1291 (C,i0), 131,5,131,5 (Cpp), 141,7 (C9), 143,5, 1435 (=C),
162,2,162,2 (C7%), 164,5 (C%), 170,2, 170,3 (C=0), 172,1,172,3 (C=0)
43,6,43,7 (C%), 50,6, 51,3 (C3), 52,4, 53,1 (CH,N), 59,1,59,7 (C,ms0n)s 82,8, 83,3 (Cpysson)s 122.2 (=CH), 126,9,

12d*  |126,9 (C ) 128,3,128,7 (C,.00), 1290, 129,1 (Cooon)s 129,7 (Coon) 1314 (Cono)s 133,9 (Coo)s 1444 (C9),
166,0 (C’), 170,1,170,1 (C=0), 170,2, 170,3 (C=0), 172,1,172,3 (C°)

13+ | 187,222 (CH), 43,9 (C?),48,1 (CH,NH), 50,5 (C?), 85,2 (C,.,.), 127,0 (C ), 127,6 (o), 1292 (Copn),

), 162,9 (C7), 165,1, 166,2 (C=0), 171,1 (C°)

B KMIJITYOMY TOJIYeHI, Pe3y/IbTaTOM SKOI CTaJIo YTBO-
penna npoaykty 13. Horo 6ys0Ba HaziliHO miATBEpA-
»KeHa 3a gonomorow MP 'H-cnekTpa, B AskoMy npu
5,37 m.u. cnioctepiraerbcs cuHrieT CH-rpynu masnein-
iMigHOTO UKy Ta NpH 8,.27 M.4. IIUPOKUN CUHT-
jiet NH-rpynu. HaliBiporizHiie Takuii mpoiiec € Hac-
JIIIKOM TepMi4yHOr0 po3lienJyieHHs Tpuasoay 12c,
110 MiATBEP/KY€EThCA dikcalieto cnoayku 13 meTo-
JIOM XpOMaToMac-ClIeKTPOMETPIl B IPOAYKTax KOT0
TEepPMOJIi3y.

O
ﬁg-ph

O

[/éN-Ph

@)

L~
PhMe, 110 °C

—
PhH, 80°C

SAMP 'H Ta *C-cieKTpu CHHTE30BaHUX IipOJIO-
TpuaszoJiiB 12a-d xapakTepUs3yoThCs MOABOEHHM
CHTHAJIIB YCIX MPOTOHIB Ta aTOMIiB BYIJIELIIO, 1110 € CBi/J-
YeHHSAM IX iCHyBaHHS y BUIJIS/II [ilacTepeoMepHOI Cy-
Mili y criBBigHOLIEHHI pr6su3Ho 1 : 1. OkpiM 1boro,
B NipoJ10TpUa3obHOMY dparMmeHi JjiactepeoMepiB
12b npotonu H* nponucyoThca 1BOMA J1y6JieTaMu
npu 5,63 Ta 5,78 m.u. i3 KCCB BignosigHo 11,2 Ta
10,4 T'n, o BKasye Ha ix yuc-koHoirypaiito mo BiJ-
HOILEHHIO /10 MpoToHiB H® [23].

CH,OH

R 0

NXN%,
N=N
N/ H
H (e}

12a-d

e

13 Ph

R = Me (a), R = Ph (b), RR = Me,C= (c), RR = PhCH= (d)

Cxema 3
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ExcnepuMmeHTanbHa XiMiyHa YyacTuMHa

[Y-cnexTpu criosyk y Tabaetkax KBr 3anucani Ha
npusaai Bruker Vertes 70. Cnektpu AMP 'H Ta 3C
oTpHMaHi Ha criekTpoMeTpi Varian VXR-400 (399,97
i 125,74 BignoBizHo) y po3uuHax CDCl, Ta DMSO-d,
(mn1s1 cnonyk 4d, 12a-d Ta 13), BHyTpilIHi#i cTaHgapT
TMC. XpoMaToMac-cneKTpU oZiep>kaHi Ha npuiafi
Agilent 1100/DAD/HSD/VLG119562. TemmnepaTypu
NJ1aBJIeHHSI BU3HaveHi Ha cTosiuky Koduiepa i HeBia-
KOperoBaHi.

3-Ain-5,5-n1uMeTHI-2-TioKcoiMiga3oifuH-4-0H
1a cuHTe30BaHO 3a MeTO0M [24].

3-Anin-5,5-nudenin-2-riokcoimigazosnigua-4-oH
1b cuHTe30BaHO 3a MeToAOM [1].

3-Anin-5-(npomnaH-2-inigen)-2-tiokcoimina-
30J1ilUH-4-0H 1€ cMHTEe30BaHO 3a MeTO/0M [25].

3-Anin-5-6eH3uiieH-2-TioKkcoiMia3oiiMH-4-0H
1d cuHTE30BaHO 32 METOAUKOIO [26].

2-MeTtni-6-R-2,3-purigpoimiaaso[2,1-b][1,3]
Tia3zos1-5(6H)-oHu 2a-d.

Cnosiykm 2a,c,d. Jlo cymimi 12 r H,PO, Ta 12 1
P,0O. npu nepeminysaHnHi fofasaau 2,0 MMOJIb BifjI0-
BiiHOTO 3-as1in-2-TioKcoiMifaszoniauu-4-ony 1a,c,d.
PeakuiliHy cymim HarpiBasy BIpo#oBx 1 rozg npu
110 °C, 3as1v11any Ha HiY, NOTiM BUIMBaIN y 50 T 1oAYy,
HeWTpaJstisyBasv HacuuyeHUM po3uuHoM K,CO,, excTpa-
ryBaJiu XJI0popOpMOM Ta BUIIAPIOBaJIU.

Cnosyka 2b. Jlo cymiwi 12 r H,PO, Ta 24 r P,0;
npu nepemiiryBaHHi JofaBanu 2,0 MMosb 3-asin-5,5-
AudeHin-2-tiokcoiMigazoniguH-4-oxy 1b, HarpiBa-
Jiv BOpoAoBx 3 roj npu 140 °C, 3asuiianu Ha Hiy,
NOTiM BUIHBaAIH ¥ 50 T Jiboy, HEHTpasTi3yBa/u Ha-
cudueHuM po3uuHoM K,CO,, ekcTparyBasu xaopodop-
MOM Ta BUIIAPIOBAJIU.

2-BpomomeTui-6-R-2,3-auriapoimigaso|2,1-b]
[1,3]Tia30.s1-5(6H)-0Hu 3a-d. /lo 2,0 MMoJIb Bigmo-
BiiHOTO 3-aJ1iJI-2-TioKCoiMiza3omiuH-4-0Hy 1a-d B
10 MJ1 OLTOBOI KUCJIOTH A0JaBaJiv MPU NepeMilny-
BaHHi po3uuH 0,32 r (2 MMoJib) 6pomy B 10 M1 o11TO-
BOI KHCJIOTH, IepeMilllyBaii BOPOJOBXK 12 roJi, yTBO-
peHu ocaj BigdinbTpoByBad, TPOMUBAJIU reKca-
HOM Ta CyIIWJIA Ha MOBITPI, po34uHAIU B 10 M1 anje-
TOHY | IpHY NepeMillyBaHHI HeUTpaJsi3yBaid pO34Hu-
HoM NaHCO,. YTBopeHnuii ocaz BifdinbTpoByBay,
NPOMUBAJIU BOJIOI0 Ta CYLIMJIU Ha OBITPI.

2-HoaomeTnn-6-R-2,3-aurigpoimigaso[2,1-b]
[1,3]Tia30.1-5(6H)-0Hu 4a-d. /lo 2,0 MMoJsIb Bifmo-
BigHOTO 3-asis-2-TioKCcoiMigazonigrnnH-4-oHy 1a-d B
10 M1 xs10podopMy A0[aBav NPU MepeMillyBaHHi
po3uuH 1,53 r (6 MMoub) Hoay B 150 MJ1 Xs10podopmy,
nepeMillyBa/id BIPoJoBx 12 rojj, yTBOpeHUH ocaf,
BiZdIIBTPOBYBaJIH, CYLINJIN HA TOBITPi, pO3UMHAIU
B 10 Mu1 aLleTOHY i IpU MepeMilllyBaHHI J0AaBa/Iu PO3-

yuH Na,SO, 10 3He6apBJIeHHS. YTBOpEHUH ocas BiJi-
biTbTPOBYBaAIM, MPOMUBAJIY BOJIOI0 Ta CYLIWIN Ha
MOBITPI.

S-([5-0kco-6-R-2,3,5,6-TeTparigpoimigaso
[2,1-b]Tia30a-2-in]MeTHna) TioaneTaTH 5a-c. /Jlo
1 MMoJIb BiZiIOBiIHOTO 2-6poMOMeTHIiMi/Ia30Tia30-
JioHy 3a-c B 10 MJ1 aiie TOHITpUIIY A0[aBa/id IpU Ie-
pemimyBansi 0,17 r (1,5 mmousib) KSAc, nepeminny-
BaJIM BIIPOJIOBK 48 roj, yTBOpeHUH ocaj| BigdiibT-
poByBasy, GiAbTpaT yrnaproBasiy, 3aJULI0K OYHIa-
JIU METO/IOM KOJIOHKOBOI XpoMaTorpadii (es10eHT -
CHCI;-MeOH, 50 : 1).

O-Bytun S-([5-0kco-6-R-2,3,5,6-TeTparigpoimi-
Aa30[2,1-b]Tia3os1-2-i1]MeTH/I) KAPGOHOAUTIOATH
6a-d. /lo 1 MMoJIb BiATIOBiAHOTO 2-6POMOMETUIIMI-
nazoTiazosiony 3a-d B 10 M1 alle TOHITPUIY 0/1aBa-
s nipu nepemimysanHi 0,23 r (1,2 mmosb) KSC(S)
OBu, nepeMimyBanu BnponoB:x 48 roz, yTBOpeHUN
ocaj BifdinbTpoByBaiy, GinpTpaT ynaprosasy, 3a-
JIMILIOK OYMILAIN METO/I0M KOJIOHKOBOI XpoMaTorpa-
¢ii (esroenT - CHCl,-MeOH, 50 : 1).

6-R-2-(TiouianaTomMmeTmnna)-2,3-aurigpoimMmigazo
[2,1-b][1,3]Tia301-5(6H)-0Hu 7a,c. [lo 1 MMoOJIb BiJl-
NOBIAHOrO 2-lofoMeTr/IIMiza30Tia30/10Hy 4a,¢ B 10 M1
JAM®A nopaBany npu nepemitysanHi 0,19 r (2 MmoJib)
KSCN. Peakniliny cymim HarpiBaau npu 70 °C npo-
TAroM 7 rofi, PO3YNHHHUK BUNIAPIOBAJIH, 3a/IUILOK 06-
POO6JISIN BOJIOI0 Ta EKCTparyBaiu XJiopohopMoM, BU-
naproBaJ/iy, 3a/JIMII0K OYUIIAJU METOJOM KOJIOHKO-
Boi xpoMaTtorpadii (entoeHnt - CHCl;-MeOH, 50 : 1).

2-AsupgomeTuna-6-R-2,3-gurigpoimigaso
[2,1-b][1,3]Tia30.1-5(6H)-0Hu 8a-d. [lo 1 MMoJIb Bif-
noBifgHOrO 2-6poMoMeTHJIiMizia3oTiazo10Hy 3a-d B
10 man AM®A pgonaBanu npu nepemimysanHi 0,13 ¢
(2 mmouib) NaN,, nepeMimyBasiu npotsaroM 96 rof,
(v Bunajky cnosyky 8d BnpoioBx 24 rox). Po3uuH-
HUK BUIIAPIOBAJIH, 3QJTUIIIOK 06PO6JISIH BO/IO0, EKCTpa-
ryBaJiy XJIOpopOpMOM Ta BUNAPIOBAJIH.

2-MeTtuiigeH-6-R-2,3-aurigpoimigaszo|2,1-b]
[1,3]Tia30.1-5(6H)-0Hu 9a-d.

Cnoci6 A. [lo 2 MMoJIb 2-6poMoMeTHUIIMiia30Tia-
30J10HYy 3¢ abo BiAnoBiAHOrO 2-H00MeTUIIMI1a30-
Tia3os10Hy 4b,c fonaBanu 1 Mg mopdoJiny, nepemi-
myBasin npu 20 °C Bnpogos:x 24 rog. Hagnmok Mop-
doJTiHY BUAAUISITH, 3a/THILIOK 00POOGJISIITN BOZOIO, EKCTpa-
ryBaJiu XJ10popOpMOM Ta BUIIapIOBaJIU.

Cnoci6 b. /1o 2 MMoJIb BiAIOBigHOTO 2-Hoj0Me-
TUiMiJia3oTiazosiony 4a,d B 10 M1 anleTOHITpUIY J10-
JlaBauiy nipu nepemiuysanHi 0,22 r (5 mmosib) DABCO,
nepewmimysasu npu 20 °C BnipogoBx 24 rox. Po3uuH-
HUK yTapoBaJiy, 3a/IMLIOK 06p06.IsL/IH BOJI010, EKCTpa-
ryBaJiu XJ10popOpMOM Ta BUIIapIOBaJIU.

2-MeTtu-6-R-imifa3zo[2,1-b]tiazon-5(6H)-
onu 10a-d. /lo 2 MMoJIb BiimOBiAHOTO 2-MeTHTi/Ie-
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HiMizasoTiazosioHy 9a-d fozaBajiy npu nepemiuty-
BaHHI 1 Mu1 kKoHLleHTpoBaHoi H,S0,, nepemimyBanu
npu 20 °C BupogoBx 24 rog. Cymim BuuBanny 50 r
JIbOAY, HEUTpasti3yBa/iM HacuueHUM po3durHoM K,CO,,
eKCTparyBa/y XJJopoGopMOM Ta BUIIAPIOBAJIU Y BU-
na Ky cnosayk 10a,b; y Bunagky crnosiyk 10c¢,d yTBo-
peHui ocaj BiAPIIBTPOBYBaAIH, IPOMUBAJIU BOZOIO
I CyluM/IM Ha NOBITPI.

2-{[4-(TiapoxkcumeTun.n)-1H-1,2,3-Tpua3o-
1-in]metnna}-6-R-2,3-gurigpoimigaso[2,1-b]
Tiazos1-5(6H)-onu 11b,d.

Cnoci6 A. J1o 0,35 r (1 MmMouib) asujionoxigHoi 8b
B 10 mu1 cymiuti Boga: TT'® - 1: 4 npu nepemiiyBaHHi
Jonasau 0,067 r (1,2 MMoJib) IponaprizioBoro cnup-
Ty, 0,079 r (0,4 MMouib) NaAsc Ta 0,032 r (0,2 MMOJIB)
6e3BogHoro CuSO,. PeakuiitHy cymiin nepemimyBanu
BIpoA0BXK 24 roa npu 20 °C, yTBOpeHHUH ocaj, Bij-
binpTpoByBany, GinbTpaT ynapoBaau, 3aJUILO0K
OYHIIIa/IM KOJIOHKOBOIO XpoMaTorpadiero (es10eHT —
CHCl;-MeOH, 25 : 1).

Cnoci6 b. 1o 0,29 r (1 MMoJib) a3ujionoxigHoi 8d
B 22 MJI cyMitii mpem-6yTaHos:Boga - 10 : 1 npu ne-
pemimyBanHi gogaBau 0,09 r (1,5 MmMosib) npomnap-
rinosoro cnupty Ta 0,04 r (0,2 MmoJib) (AcO),Cu-H,0.
Peakuiliny cyMmim nepeMimryBsa/id BOpOAOBXK 24 roj

Mepenik BUKOopucTaHux mxepen iHgopmauii

npu 20 °C, nopaBanu 10 My BogU, EKCTparyBasiu XJ10-
podopmMoM, BUTIApIOBAJIU.

1-([6-R-5-0kco0-2,3,5,6-TeTparigpoimigazo
[2,1-b]Tia30.1-2-in]MeTH1)-5-Ppenin-1,6a-au-
rigpomnipoJio[3,4-d][1,2,3]Tpua3o.-4,6(3aH,5H)-
aionu 12a-d. /lo 1 MMouib a3uaonoxigHoi 8a-d B 15 M
6enseny gonaBasiu 0,18 r (1,05 mmouib) N-deHinma-
JIeiHIMiZy, KU ATUJIY BIIPOZIOBXK 7-20 rofi, 0X0JI0MKY-
BaJ/IY, 0/laBaJiu 5 MJI reKcaHy, yTBOPEeHHUH oca/ BiJl-
binpTpoByBaH i CylIMIN HA OBITPI.

3-{[(6-R-5-0Kc0-2,3,5,6-TeTparigpoimizazo
[2,1-b]Tia30a-2-i1)MeTHA]amiHO}-1-PpeHin-1H-
nmipoJi-2,5-aion 13. /lo 1 MMosb a3ujionoxigHoi 8¢
B 15 mu1 Tostyeny nomaBasu 0,18 r (1,05 mmosnb) N-de-
HisMaseiHiMiay, kun'sTuau BipogoBx 20 rof, yTBo-
peHu# ocaj BindisbTpoByBaIy, MPOMUBAJIHU reKca-
HOM I CyIIWJIA Ha MOBITPI.

BUCHOBKM

Po3po6JieH0 3pyYHUI METOJ, CHHTESY 2-TraJIoreHo-
MeTHJ/I3aMillleHuX iMiziaszo[2,1-b][1,3]Tia3o.1iB, sKi €
edeKTUBHUMHU peareHTaMu JJIs IX CIPSIMOBAHOI CTPYK-
TypHoi Mogudikalii cipko- Ta a30TOBMiCHUMU QyHK-
[[iOHaJIbHUMH YTPYyIOBaHHSIMU.

KonduikT iHTepeciB: BicyTHIN.
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