X B! BHXiZ 357r (86 %), T.rorr. 210—212°C.
I9-cnextp, N, cm - 3408, 3273 (NH NH,), 1730,
1715, 1693 (C=0). Cuekrp SIMP M, d mu: 125
(3H, T, CHLCHg, J=7.1); 369 (2H, ¢, SCH,); 420 (2H,
K, CH,CHjg); 6.99 (1H, m.c, NHy); 7.35 (1H, T,

Hapow J=7.9); 7.46 (2H, 1, H,p,); 7.86 (1H 1II.C,
NHy); 792 (1H, ¢, C T1a30ﬂy) 8.02 (2H, 1, Hypon
J=7.9); 8.09 (1H, c, C H) CurHan mpoToOHY TPyNd
NH He peecTpyeTbcs BHACHIIOK OeWTEpOOOMIHY.

3uatineno, %: C 5459 H 437; N 10.32.

CigH 1N 30,4S,. O6uncneno, %: C 54.92; H 412
N 10.11. Mac-cnektp, Mz (I, %): 416 [M +1]°
(100), 400 (12), 357 (24), 138 (10), 929 (8).

Emunosuii ecmep 2-(1-emoxcuemunioen) -3,5
Oiokco-8-(4-peninmiazon-2-in) -3,5-0uciopo-2H-miazo-
210[ 3,2-a] nipuoun-6-xapbonosoi kucnomu ( XIII) . Pos-
g 2.08 1 (5 mmons) mipumony X B y 1.43ma (10
MMOJIb) TpueTrnopToarerary Ta 1.42 mia (15 Mmmois)
OIITOBOTO AHTIAPUAY KHII'SITWIH i3 3BOPOTHUM XO-
noquabHUKOM 1roa. BurpumyBanu mnpu KiMHATHIM
temnepatypi 1 100y, ocan BindinsTpoByBamH, Mpo-
MHBaId eraHoioM. Buxig 2.62r (56 %), T.TOILI.
238—240°C. ILI -cniekTp, N, cM 1700 (C=0).
Cuextp SIMP M, d, M. 165 (3H, T, C(O)OCH »-
CHy); 1.78 (3H, T, =C(CH3)OCHCHy); 3.10 (2H,
K, =C(CH3)OCH,CHy); 4.21 (3H, ¢, =CCHy); 4.71
(2H, x, C(O)OCHCHy); 7.76 (4H, M, H,,,); 792
(2H, M, Hypoy Ta C°H tiasoiy); 8.27 (1H, ¢, C H)

3naiigeno, %: C 59.06; H 4.17; N 5.64. Cy3H o

N,05S,. O6uucneno, %: C 58.96; H 430 N 5.98.
Mac-cniektp, Mz (I, %): 469 [M +1]* (100), 138
(10), 99 (32).

Jlyrancekuii HamioHanbHUH yHiBepcureT iM. Tapaca IlleBuyenka

VK 547.736 + 547.792.9 + 547.859
O.M. Yepuiok, B.C. ToamauoBa, M.B. Bosk

PE3IOME. KonzaeHcamueil 3TOKCHMETHUINACHIPOU3-
BoaHbIX CH-kucnor ¢ 2-(4-peHuntuazon-2-ui)TnoaeraMu-
JIOM B TPUCYTCTBUH OCHOBAaHHS CHHTE3UPOBAHBI 3aMEICH-
Hele b-(4-¢pennnrnazon-2-un)-2-THOKCOTTMPUANHBI, CIIOCO0-
HBI€ K JIKHJIMPOBAHMIO IO THOAMHJIHOM IpyIIe U AadbHEH-
[IeMy aHHETHUPOBAHHIO.

SUMMARY. By condensation of etoxymethyliden
derivatives of CH-acids with 2-(4-phenylthiazol-2-yl)thio-
acetamide in presence of basis synthesized substituted
b-(phenylthiazol-2-yl)-2-thioxopyridines, that can to al-
kylating on thioamidic group and next annelation.
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2-3AMIIIEHI 8 9-IIUKJIOAJKLITIEHO[3,2-¢][1,2,4]TPUA30JIO[1,5-c]-MIIPUMJIUH-5(6//)-OHU

Po3po0iieHo 3pyuHHii MeTo] cHHTe3y 2-3amimeHux 8,9-numknoankinrieno[3,2-€][1,2,4]rpuazono[l,5-c]nipumi-
: . . 1 . X . : .
nuH-5(6H)-0HiB, KUl IpYHTYyETbCS Ha KOHAeHcanii 3-miaHo-(4-R™-5-R°-rien-2-in)deninkapbamarie 3 rigpasu-

JaMu Kap60HOBI/IX KHUCIOT.
Cepen MOXiTHMX KOHACHCOBAHOI TeTepOIMKIi-

9yHOi cucremu tieHo[3,2-€]-[1,2,4]rpuazono[1,5-Cluipu-
MiINHy BUSBJICHI PEYOBUHH 3 BUCOKUM OaKTEPHUIUA-

© O.M. Yepnwok, B.C. Tonmauosa, M.B. Bosk , 2009
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HUM edexToM [1], HPOTHBIPYCHOIO Ta MPOTHUITYXJINH-
HOKO aKTHUBHICTIO [2], a TaKOX MPOTHU3ANMAIBHOO €0
[3]. Oaun i3 ommcanux B miTepaTypi CHHTETHYHUX IIifl-
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X0IiB 10 1x onepykanns [1—5] 0a3yerbcs HA BUKO-
puctaHHi 4,5-IMKI0ANKII3aMIllIeHHX 2-aMiHO-3-11ia-
HOTiO(eHIB 1 BKJIIOUa€ MEPBUHHY MOIUdIKAIi0 aMi-
HOTPYIIH B IMIHOETEpHY, HACTYIHY IIMKIOKOHJICHCA-
IO A Ai€0 TigpasuHy 10 3-aMiHo-4-iMiHO0-3,4-1u-
rigporieno[2,3-dlnipumianHiB Ta momanbme Gopmy-
BaHHS TPHA30JbHOTO I[MKJIY 32 IOMOMOTOI0 OpTOe-
tepiB. Jpyru#i miaxin [6, 7] mepenbayae aHemOBaHHS
HNiPpUMIIMHOBOTO MUKJIY A0 BaKKOJIOCTYNMHHUX Z-aMi-
H0-3-(1,2,4-tprazonin-3-in)riopeHiB 3a IOMOMOTOI0
cipkoByTIeno abo xyuopoaneTuiaxaopuny. CyrTeBUM
HENOJIKOM 000X METOLIB € HEMOKJIMBICTH BBEICHHS
B MOJIOKECHHS 2 KOHAEGHCOBAHOI TPUIUKIIYHOI cuCTe-
MU IIHPOKOTO KOJa 3aMiCHHUKIB, 1[0 ICTOTHO 3HUXKYE
iX MPUAATHICTD JUISI OTPUMAHHS MaHUX XiIMIYHHX 0i0-
JOTEK JJISl PamiOHAIBbHOTO MOIIYKY MOTEHIIHHUX JIi-
KapchKUX mpenapatiB. OKpiM bOT0, OMUCAHI CIOCO-
0¥ pHUIATHI VTS OJlepKaHHs BUIIEHA3BAHUX CIIOJYK
TUIBKH 3 apOMATHYHUM MIPpUMITUHOBUM IUKIOM. B
TOHM e Yac 0COONMBY IIHHICTH SIK MPEKYPCOPH IS
[MOTEHIINHUX 0I0aKTUBHUX CHUCTEM MalOTh YaCTKOBO
TiAPOBaHI TETEPOIMKIIIYHI CITOTYKH, CXMJIbHI JIO MMO-
Janbpiroi pyHKIioHamizaii. 3a3Ha4umMo, 10 CIpsSMO-
BaHE BBE/ICHHS B ITOJIOKECHHS 5 CTPYKTYpPHO OJIH3BKO-
ro 9-xnopo-2-(2-pypanin)[1,2,4]rpuazono[l,5-ClxiHo-
JI3WHOBOTO UKy aMIiHOTPYIH JISKUTh B OCHOBI CHH-
Te3y HOBOro aHrarowicta ageHosuny CGS 15943 [8],
skuid npuonu3Ho B 500 pa3 akTUBHIMIMK 32 TeOiiH.
Came TOMy IpeIMETOM AaHOTO JOCIIIKCHHS CTao
CTBOPEHHS IIPENapaTUBHO MPOCTOTO METONY NOOYBaH-
HSl MIMPOKOT HU3KHK 2-3aMimeHnx 8,9-nukmoankinri-
eno|[3,2-€][1,2,4]rpuazono[l,5c]uipuminun-5(6H )-oHiB.
Pawnimie [9] Oyno mokaszano, mo 2-iiaHodeHin-
I30I[IaHAT € 3pYYHHM pPEarcHTOM ISl aHEMIOBAHHS
nipuminnHoBoro ta 1,2,4-rpua3oJibHOr0 HUKIIB. Bu-
KOPHUCTAaHHS B MOJIOHHX MEPETBOPEHHIX HOTO rere-
POLMKIIIYHUX AHAJIOTIB, 30KpeMa 3-[iaHo-2-Ti€H1Ti30-
[iaHATIB, Yy JITepaTypi HE OMUCAHO Yepe3 BiICYTHICTh
MeTofiB ix cuHTesy. Hamu po3poOiiena HOBa CHHTe-
THYHA METOJOJIOTIs, Mo 0a3yeThCs Ha JIETKOIOCTYII-
Hux 4,5-nuzaminiennx 3-iiano-2-aminoriodenax (I a—
I), CXWIBHUX TPHU MiJABHIIEHIN TeMIlepaTypi 10 amu-
TI0BaHHA XJopodeHinpopmiaToMm. Beranosieno, mo
NpU HarpiBaHHI peareHTIB BHPOIOBXK 2TOJ y KCH-
JIeH1 Maibke 3 KUTbKICHUMH BUXOJIAMH YTBOPIOKOTHCS
4, 5-nuknoankin-3-miano(rien-2-in)kapbamaru (Il a—
1), sIKi € cBOro pofy " 6okoBarnumu” (eHoaom popma-
MU BIAMOBIIHUX i301[iaHATIB, &, OTXKE, MPH BUCOKHX
TEeMIIepaTypax MOXyTh iX renepyBatu. Ha takomy no-
IyHOIeHHI TPYHTYBalOCh MOJAJbIIe BUKOPHUCTAHHS Y
B3aemoii 3 kapbamaramu (11 a—) momidynkiionans-

122

HuX TigpasuaiB kapoouoBux kuciot (Il a—s3). Ipu ge-
TaJIbHOMY JOCIIDKeHHI peakmii conyk |1 a—mn ta 111
a—3 3'scoBaHO, MO Ha ii mepedir iCTOTHO BIUIMBAE
K XapakTep 3aMicHHKiB R~ Ta R? B KapbaMmarax, Tak
i R® — y rigpasupax. Tak, xapbamat Il a, sikuif He mi-
CTUTH 3aMICHUKIB y TIEHUTbHOMY IHKJI, pearye 3 Tii-
pasuaamu apunkapboHoBux kucinot Il g,e mpu xu-
I'ATIHHI B KCWJIEHI BINPOJOBX 4TOJX 3 yTBOPCHHSM
4-imino-3-kapbokcamino-1,4-qurinporieno[2,3-d]mi-
puminuuis (V a,0). B aHanoriyHux ymoBax B3aEMO-
nist  3-uiano-(5,6-murinpo-4H -iuknonenta b rien-2-in)-
¢eninkapbamary (Il 6) 3 aumerorigpasumom (11 a) 3y-
nuHseThes Ha crafil 2-anerwi-N (5,6-aurinpo-4H -iuk-
nonenta-[brien-2-inm)rigpasunokapookcamiay (V a).
Peaxuig nporo x kapbamaty 3 rigpa3ujoM MipOCiIu-
3eBoi kucimotH (111 k) mpu 6 rox Kum'ITIHHS B KCHJIe-
Hi IPUBOJUTE 10 TieHOmipuMinuHy (V B), sIKHi mpu
MOJAJBIIOMY EKCIIOHYBaHHI BIIPOJOBX 3 TOJX y KHUII-
nsuoMy o-muxinopobenseni (178—180 °C) neperso-
proerbest B 2-hypunrieno[3,2-€][1,2,4]rpuaszoio[1,5-c]-
nipuminun-5(6H)-ou (VI a). Hatomicts kapbamaTu
3 aHENbOBAHHMHU IUKJIOTEKCHIBFHUM a00 ITHMKJIOTeI-
TunbHUM siipamu (I1 B—n) pearyroTh 3 riapasuaaMu
amiparuunux (111 6), apomarnunux (111 B—€) Ta rere-
poapomatnunux (11 5,3) KMUCIOT MpK KUIT'ATIHHI BIpO-
IOBX 4T0J1 y KCHJICHI 3 YTBOPCHHSIM 2-3aMIIICHUX
8,9-nuknoankinrieno-[3,2-€|[1,2,4lrpuazono[l,5-¢]mi-
puminuu-5(6H)-ouis (VI a-3) 3 Buxomamu 78—94 %.
Amnauni3 miei peaxiii merogamu [4U- ra AMP M cnex-
TPOCKOIIIi, @ TAKOK XpOMAaTOMAacC-CIIEKTPOMETPIl 103-
BOJISIE CTBEP/XKYBATH, 1[0 BOHA MPOXOAUTH 5K JOMi-
HO-MIPOIIEC Yepe3 CcTail MPOMDKHUX MPOJYKTIB THITY
IV ta V. IIpu upomy Haiinerme BigOyBaeTbcsa ¢op-
MaJbHE 3aMilleHHS (EHOKCIJIBHOT TPYNU Ha allwi-
riipasuHy, CBITYEHHSM YOTO € HAasBHICTh y peaKili-
WHIA cyMminni micns 2 TroJ HarpiBaHHS MTPOIYKTIB
tieno[2,3-d]-nipumiaunoBoi ta tieHo[3,2-€][1,2,4]tpu-
asouno[1,5-ClnipuminuaoBoi crpyktypu. HacrynHe ku-
II'SITIHHS BIPOJOBXK 2 rOJ IPHUBOJUTH JO YTBOPEHHS
BUKIIIOYHO OCTAaHHIX CIIOJYK 3 BUCOKHMH BHXOIaMHU.
OTpuMaHi eKCIepUMEHTANIbHI PE3yAbTaTU JAIOTH IIif-
CTaBU CTBEPKYBATH, IO JIMITYIOUOIO CTAIEI0 JIAHIIFO-
ra neperBopens (IV ® V ® VI) e anentoBanns 1,2,4-
TPHA30JIBHOTO LHKIY, SKE 3HAYHOIO MIpOI0 KOHTPO-
JIOETHCA SIK OCHOBHICTIO €K30LMKJIIYHOT IMIHOTPYIIH,
TaK 1 KHCJIOTHICTIO KapOOKCaMiTHOT IpyMH Ti€HOII-
pumiguniB (V). [Ipu upomy icTOTHUIT BIUIMB Ha OCHO-
BHICTh IMIHOTPYIIH Ma€ po3Mip KapOOLMKIY, SKHH
aHEeNMbOBAaHUM 3 TiopeHOBUM simpoM. Came ToMy Haii-
MEHIII HaIlPpY>KeHI IUKIOTEKCAHOBE Ta IUKIOTENTaHO-
BE KUIBIS CHPUSAIOTH Mepediry mukioyrsopeHss. Cto-
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2 2
PhC(O)CI

R CN R CN
1 — [ 1 —_—
R S NH, R” ~S” “NHC(O)Ph

Ia-n JIED

Vla-3

LIl : R'=R%=H (a), R']R?=(CH,); (6), (CH2)4, (B) CHZCH(Me)(CHZ)Z ), (CH2)5 (x); 11 :
Me (a) Vo
RIR%= (CH,),, R Zq)yplxln (a), RIR —(CH2)4, R3=4-CI-
(), 3mipuann (¢); R'/R?=(CH,)s, R*=4-FCH, (>K) RIR

(>1<) 3-H1}3HI[I/IJ‘I (3); IV R'R“=(CH,)3 R
6); R R (CH2)3, R3 Z(I)ypnn SB) VI :
CgHy4 (6), R3=2- ¢bypun_(8); R R

COBHO BIUIMBY IPHPOAN 3aMiCHHKA R3 1o akuento-
pHUI XapakTep apoinbHUX a0 rerepoapoiTbHUX TPy
3HAYHO TIJIBUIIYE KUCIOTHICTh KapOOKCAMITHOTO (par-
MEHTa, TUM CaMHM MOJIETIIYIOYH MPOIeC BHYTPIII-
HBOMOJIEKYJISIPHOT HKIOKOHICHCAIIII.

BynoBa cuHTE30BaHNX MPOMDKHHUX Ta IUTHOBHUX CIIO-
JyK JOBEIEHAa 3 BUKOPHCTAaHHSIM KOMIUIEKCY (Pi3uKO-
ximiuaux meromis: 1U-, AMP (*H, 13C) CHEKTPOCKO-
il Ta XpoMaTtoMac-criekTpoMerpii. OCKUTbKH JIJIs 130-
MepHuUX cTpykTyp |V ta V pesonanc N—H-nportonis
HE € CTPOro J0Ka30BUM, BOHU Oynu HamilHO imeH-
TH(iKOBaHI 3a JOMOMOroio IY-cekTpis, B SKUX IS
cionyku |V a HasiBHa cMyra cepeIHboi lHTeHCHBHO-
cri rpynu CON npn 2230 e Crexrpu SIMP H
cronryk V a—B XapaKTepU3yIOThCS TPbOMa CHHIJICTHH-
MU CHUTHaJIaMH BinmosigHo B mimsuil 8.3, 8.6 ta 11.1
M.4. 3 Hux cuHTeT npu 11.1 M.4u. MOXHa HaIIHHO BiI-
Hectu 10 N—H-npotoHa B mososxeHHi 1 mipuminuHo-
BOTO HUKIy. B cnomykax VI a—3 BkazaHuili mpoToH
33 PaXyHOK AKIENTOPHOIO BIUIHBY TPHA30JILHOTO
KUTBLSI CTa€ OUTBII KHCIHM 1 MOTJIHHAE B niamma3oHi
12.75—12.90 m.u. [Ins cnekTpis SIMP ¥ cronmyk
V a,b TI/IHOBI/IMI/I € curHamu atomie C° y muasHI
165 Mm.u. Ta C — 154 mu. Qna cnonyk VI a,r,g
chrnanu atomis C2 nponucytoTbes npu 150, C~ —
155—162, C* — 143145 m.u.

I9-cniextpu cnomyk if K Br 3anucani Ha npunani
UR-20. Cnextpu SIMP H ta C 8 IMCO- dg BU-
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R C(O)NHNH, o
Ila-3

CN

- PhOH

Va-B
R 3= Me

-R2=H. R° =4-CICeH , (a), 4BrCH4

MmipsiHi Ha npuiaai Bruker Avance D RX-500 (500.13,
125.75MT'i1 BigmoBigHO), BHYTpilIHii craHmapT —
TMC. XpoMaTomac-ClieKTpH OJIep)KaHl Ha Mpuiaji
PE SCIXAPI 150 EX, nmerekropu UV (250 uM) Ta
EL SOJ.

3-Liano( 4—R1—5-R2—mi€H—2—i/z) Qeninkapbamamu
(11 a—0). o cycrensii 0.04 Mmonp 2-amiHO-3-miaHO-
tiopeny (I a—1) y 50 mn kcuneny (cymimr i3oMepiB)
nomasanu 71 (0.045monp) deninxmopodopmiary i
HarpiBaJin IpH KUIT'ATIHHI B peakTopi, oOJagHAaHO-
MY CHCTEMOIO [UIsl MOTJIMHAHHS XJIOPOBOJHIO, BIIPO-
JOBX 2 ron. PeakmiiiHy cyMiln 0X0J0/1KyBajH, yTBO-
peHuil ocan BiA(QLIBTPOBYBAIM, MTPOMHUBAIH JICTHIIO-
BuUM erepoM (2x15mu) i BucCylryBau.

3-I[iano( mien-2-in) ¢peninkapoamam (11 a) . Bu-
xiz 82 %, r.romn. 162—163 °C. TY-ciiektp, N, oM =
1740 (c= O) 2230 (C° N), 3255 (N-H). Cnextp SIMP
M, d, mu.: 7.07—7.4 M (TH pon), 11.88 ¢ (1H, NH).

3uarineso, %: C 59.29; H 3.14; N 11.63.
C1oHgNO5S. Bupaxysaho, %: C 59.01; H 3.30;
N 11.47.

3-L]iano( 5,6-0uciopo-4H-yuxronenmal b] mien-2-
in) peninkapoamam (11 6) anm 78 %, T.Tomn. 189—
190 °C. IY-cnekTp, N, cM 1735 (c= O) 2230 (C° N),
3240 (N-H). Cuekrp SIMP H, d, mu. 238 1 (2H,
CH,), 2751 (2H, CH>), 2.86 T (2H, CH>), 7.26-7.45
M (5Hgpow), 11.62 ¢ (1H, NH).
3uaiineno, %: C 63.70; H 4.12; N 9.61.
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C15H 15N 05S. Bupaxysano, %: C 63.36; H 4.25;
N 9.85.
3-Liano(4,5,6,7-mempaciopo-1-6enzomicn-2-in) -
geninkapoamam (11 6). Bme 86 %, t.tomn. 185—
186 °C. I4-cnexTp, N, cM 1745 (c= O) 2230 (C°N),
3250 (N-H). Cnekrp SIMP M, d, mu: 176 m (4H,
2CHy), 251—259 M (4H, CHy), 7.24-7.47 m (SHyp),
11.76 ¢ (1H, NH).
3uaiineno, %: C 64.70; H 4.59; N 9.60. C1gH 14
N,0,S. Bupaxysano, %: C 64.41; H 4.73; N 9.39.
3-Liano-6-memun(4,5,6,7-mempaciopo-1-6enzomi-
en-2-in) gpeninkapoamam (11 2). Bme 89 %, T.TOIUIL.
175—177 °C. I4-cexTp, N, cM~ 1750 (C=0), 2230
(C°N), 3260 (N-H). Cnextp SIMP M, d, M. 1.05
I (8H, CHy), 1.14 rent (1H, CH), 1.86-2.72 M (6H,
CHp), 7.21-7.45 m (SH4p,,), 1170 ¢ (1H, NH).
3uaiineno, %: C 65.60; H 5.29; N 9.00. C;/H 5
N,0,S. Bupaxysano, %: C 65.36; H 5.16;, N 8.97.
3-Liano-6-memun(5,6,7,8-mempaziopo-4H -yux-
nonenmal b] mien-2-in) gpeninkapoamam (11 0) . Buxin 89
%, T.Tomt. 157—158°C. IU-cuextp, N, oM = 1740
gC 0), 2225 (C°N), 3250 (N-H). Cnektp SIMP
H, d, mu.: 1.63—1.85 m (6H, CH,), 262-2.68 m
(4H, CHp), 7.21 —7.42 m (S5H 4,), 11.56 ¢ (1H, NH).
3uaiineno, %: C 65.18; H 5.09; N 9.12. C;/H 5
N,0,S. Bupaxysano, %: C 65.36; H 5.16;, N 8.97.
2-Ayemun-N(5,6-ouciopo-4H -yuxionenmal b] mi-
en-2-in) 2iopazunoxapborcamio (I1V a), N-(4-imino-2-
oxco-1,4-ouziopomieno| 2,3-d] nipumioun-3-(2H) -xap-
ooxcamiou (V a-6), 8,9-yuxnoanxinmicnol 3,2-€ [ 1,2,4] -
mpuaszono| 1,5-C] -nipumioun-5-( 6H) Jonu (VI a-orc) .
Cycnensito 0.02 Mmosp 3-miano- (4FR -5-R -T1€H-2-1J'I)
¢eninkapbamary (I1 a—x) ta 0.02 monb ringpasumy kap-
6onoBoi kuciaoru (111 a—3) B 20 M kcuieny (cymimr
i30MepiB) HarpiBaJId NpU KUI'SATIHHI BIPOJOBXK 4 roj.
PeakmiliHy cymill 0X0JI0KYBaIH, 0cal BiapiibTpo-
BYBaJH, 10JaBalu A0 Hboro 15 mi eraHony, HarpiBa-
JW JI0 KUIIHHS, OXOJOJDKYBaJH, BiI(UIBTPOBYBAIH i
BUCYIIYBalIH. Y BUMAJAKY croyiyku V B ii HarpiBaiu
3 1ol y KUIIISYOMY 0-TUXJIOPOOESH3EH], peakiiiHy Cy-
MIII 0XOJIOKYBAJIH, Ocal BinpimbTpOByBald, IPOMU-
BAJM €TaHOJIOM 1 BHCYLIYBaJH.
2-Ayemun-N(5,6-ouciopo-4H -yuxionenmal b] mi-
en-2-in) ciopazunoxapboxcamio (1V a). anm 72 %,
T.1oMN. 245—247 °C. I4-cnexTp, N, cM 1 1660, 1710
(c= O% 2225 (C° N), 3240, 3445 (N—H) CrexTp
SMP H, d, mu.: 1.87 ¢ (3H, CHg), 237 T (2H, CHy),
2.71-2.81 m (2H, CHy), 2.96 kB (2H, CHy), 8.47
¢ (1H, NH), 9.85 ¢ (1H, NH), 10.12 ¢ (1H, NH).
3naiizeno, %: C 50.25; H 4.41; N 21.52. M "
263.2. C11H1o2N4O,S. Bupaxysano, %:. C 49.99; H
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458, N 21.20. M 264.31.

4-Xnopo-N(4-imino-2-oxco-1,4-0uciopomieno| 2,3
d] nipumioun-3( 2H) -in) 6enzamio (V a). anm 80 %, T.
Tor. 263—265 °C. T4 -criekTp, N, cM = 1670 (C=0),
3310 (N-H). Crekrp SIMP H, d, mu.: 6.82 1 (1H
TiCHiJ'I) 7.29 (IH rienin), 7.57 n (2H,p,,), 8.03 1

2H ,n0y), 835 ¢ (1H, NH) 8.67 ¢ (1H, NH), 1110
C(lH N )a Crexrp SIMP Be, d v 10353(C5)
116.34 (C™), 120.05 (CG) 126.29, 129.75, 131.22,
132.02 (Ca,), 150.19 (C'¥, 154.15 (C¥, 165.89 (C),
172.19 (C=0).

3uaiizeno, %: 48.35; H 2.81; N 17.32. M" 320.1.
C13HCl N4O,S Bupaxysano, % : C 48.68; H 2.86;
N 17.47. M 320.76.

4-bpomo-N(4-imino-2-oxco-1,4-0ouciopomicnol 2,3-
d] nipumioun-3( 2H) -ir) -6enzamio (V 6) Buxin 84 %,
T.TorI. 286—289 °C. IU- -cieKTp, M, oMt 1675 (C=0),
3310 (N-H). Crektp SIMP M, d, mu.: 6.81 1 (1H
tienin), 7.30 (1H rienin), 7.72 1 (2H,p0y), 7.98 1
(2H gpon), 836 ¢ (1H, NH), 868 c (H, NH) 1111 c
(1H. NH). , Crexp SMP ¢, d, mu.: 10354 (CD),
116.75 (C ) 119.91 (C6) 128.27, 128.48, 12954
130.11 (Cpp), 150.17 ( C a) 154.16 (C4) 165.72 (C )
172.10 (C=0).

3Haiineno, %: 42.55; H 2.21; N 15.62. M " 364.5.
Cqi3HgBr N4O,S. Bupaxysano, %:. C 42.75, H 248, N
15.34. M 365.21.

N-(4-M emunen-2-oxco-1,5,6,7-mempaziopo-2H -
yuxnonenma-| 4,5] mieno-[ 2,3-d] nipumioun-3(4H) -in) -
2-¢pypamio (V 6). BI/IXi,Z[ 87 %, t.Torn. 259—262 °C.
1Y -cnekp, n, cM T 1675 (C=0), 3325 (N-H).
Cnextp SIMP , d M.u.. 2.20-2.26 m (2H, CH)),
277292 m (4H, CH,), 6.66 T (1H dypun), 7.34 1
(1H ¢ypun), 7.90 1 (1H dypun), 7.66-7.93 m (2H,
N-H), 10.83 c (1H, N-H).

3uaiizeno, %: 47.58; H 2.81; N 20.42. M " 277.5.
C11HgN403S Bupaxysano, %: C 47.82; H 2.92; N
20.28. M 365.21.

2-( Dypun-2)-1,8,9,10-mempazioponenmaneno| 1,
2-€] [ 1,2,4] mpuasono[ 1,5-C] mpuMzduH 5(6H)-o1 (VI a}-
Buxig 75 %, t.Tomi. >300 °C. 14- cneKTp, n M.
1700 (C=0), 3220 (N-H). Cuekrp SIMP M, d Mo
246249 m (2H, CH,), 2.91-3.00 m (4H, CHy),
6.65 1 (1H dypun), 7.13 1 (AH dypun), 7.84 1 {31H
¢bypun), 12.90 m.c (1H, N-H). Coexrp SIMP
d, m.u.: 21.38 (CHa 22.53 (CHy), 23.77 (CH ), 24. 55
(CH,), 108.95 (C lll 62, 111. 89 128.07, 128.34,
(Cricyin), 14284 (™) 14347 (C 73 14486 (C%),
145.33 (C a) 150.67 (C) 155.79 (C5)

3uaiizeno, %: C 56.18; H 3.92; N 18.79. M™
299.6. C14H 12N 40O5S. Bupaxysano, %: C 55.99; H
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4.03; N 18.65. M 300.34.

2-(4-Xnopodpenin) -8,9,10,11-mempacziopol 1] 6en-
somieno| 3,2-€] [ 1,2,4] mpuaszono| 1,5-C| nipumioun-5-
(6H)-on (VI 6} Buxin 85 %, T.Tomn. 300°C. IU-
cneKTp, n, cm — 1705 (C=0), 3200 (N-H). Cnekrp
SIMP H, d, mou.: 1.85c¢ (4H, CHy), 2.68 ¢ (2H, CHy),
292 ¢ (2H, CHp), 7.49 1 (2Hyp0y), 813 1 (2H 40,0,
12.83 m.c (1H, NH).

3naiigeno, %: C 57.56; H 3.79; N 1555. M*
357.0 C47H1CIN4OS. Bupaxysano, %: C 57.22; H
3.67; N 1570. M 356.84.

2-( Dypun-2) -8,9,10,11-mempacziopo| 1] 6enzomie-
no[ 3,2-€] [ 1,2,4] mpuasono[ 1,5-C] -nipumioun-5( 6H) -
oH (VI 6) Buxin 78 %, t.romn. >300 °C. IU-crexTp,
n cm ¢ 1705 (C=0), 3220 (N-H). Cnekrp SIMP
M, d, 184 ¢ (4H, CHy), 268 ¢ (2H, CHy), 292

M (2H, CHy), 6.64 ¢ (1H dypwuui), 7.11 ¢ ( 1H dypwui),
7.83 (1H dypwun), 12.91 m.c (1H, NH).

3naiigeno, %: C 57.83; H 3.99; N 17.75. M*
313.2. C45H 12 N4O,S. Bupaxysano, %: C 57.68; H
3.89; N 17.94. M 312.35.

2-[ (2-Dayopogpenoxcu) memun] -9-wemun-8,9,10,
11-mempaciopol 1] 6ensomienol 3,2-€] [ 1,2,4] mpuaszo-
z0[ 1,5-C| nipumioun-5(6H) -on (V1 2). Bme 81 %, T.
tomn. 220 —222 °C. 14- -CnekTp, N, em% 1710 (C=0),
3200 (N-H). Cuekrp SAMP ', d, mu.: 110 1 (3H,
CHg), 1.45 rent (1H, CH), 1.93-3.01 m (6H, CHy),
6.95-7. 32 M (4Hap0M) 12.75 m.c (1H, NH). Cuekrp
aMP e, d, ma: 21.12 (CHy), 24.38 (CH), 28.99
(CHy), 29 71 (CH,), 31.87 (CHy), 64.00 (CH,0),
109.06 (C ) 115.47, 115. 99 116.13, 121.63, 124.69,
127.93, (Cap). 128 07 (C ) 128 68 (C7a) 142.62
(CG‘E‘) 143.16 (C 6)lSO 93 (C) 161.36 (CB)

3uaiineno, %: C 59.04; H 4.59; N 14.35. M”
385.0. C4gH 177N 4O, S. Bupaxysano, %: C 59.36; H
4.46; N 1457. M 384.44.

2-Denin-9-memun-8,9,10,11-mempaciopol 1] 6enzo-
mieno| 3,2-€] [ 1,2,4] -mpuaszono[ 1,5-C| -nipumioun-5-
(6H)-on (VI 0) Buxin 91 %, t.romn. 300°C. IY-
CriekTp, N, cM L 1705 (C=0), 3210 (N-H). Cuexrp
AMP iH d, mu.: 1.08 1 (3H, CHy), 146 rent (1H,
CH), 1.92 =314 m (6H, CHp), 7.48-7.51m (3Hpow),
817—821 M (2H,, OM) 12.90 m.c (1H, NH). CneKTp
aMP ¢, d, m.u.: 20.98 (CHy), 24.25 (CHy), 2833
(CHy), 29.54 (CH,), 31.67 (CH,), 108.90 (C )
128.65, 128 53, 129.87, 129.98 (Cp,), 127.56 (C ?
127.98 (C a) 142.62 (Cea) 143.49 (Ci 3,150.79 (C9),
162.51(C).

3naiizeno, %: C 64.08; H 4.69; N 16.89. M*
336.1. C1gH1gN 4OS. Bupaxysano, %: C 64.27;, H 4.79;
N 16.65. M 336.42.
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2-(4-Himpodghenin) -9-memun-8,9,10,11-mempacio-
pol 1] benzomicnol 3,2-€] -[ 1,2,4] mpuazonro| 1,5-C] ni-
pumioun-5(6H)-on (VI €). Buxin 94 %, T.rorr. 300 °C.
[4-criextp, N, cm L 1715 (C=0), 3240 (N-H).
Cnektp SAMP H d, mu.: 112 n (3H, CHy), 1.50
rent (1H, CH), 1.99-3.19m (6H, CHy), 8.33 1 (2H ;p0n)
841 1 (2H,poy), 12.90 m.c (1H, NH).

3Hai’meH0 %: C 56.93; H 3.79; N 18.59. Y/
382.5. C18H 15N 503S BI/IanyBaHO %: C 56,68, H
3.96; N 18.36. M 381.42.

2-(3-Ilipuoun) -9-memun-8,9,10,11-mempacziopo-
[ 1] 6ensomicnol 3,2€] [ 1,2,4] mpuaszonro| 1,5-C] nipumi-
oun-5(6H) -on (V1 €). Buxix 90 %, t.romn. >300 °C.
I9-ciekTp, N, oM -1 1705 (C=0), 3230 (N-H).
Cuektp SAMP H d, m.u.: 110 n (3H, CHy), 1.46
rent (1H, CH), 1.95-3.16 m (6H, CHy), 7.49 T (1H
nipugun), 7.94 v (1H mipuaun), 8.22 n (1H mipuawnn),
8.73 (1H mipuamn), 12.96 m.c (1IH, NH).

3naiigeno, %: C 60.28; H 4.59; N 20.53. M*
338.2. C47H 15N s0OS. Bupaxysano, %: C 60.52; H 4.48;
N 20.76. M 337.41.

2-(4-Dayopogenin) -6,8,9,10,11-2excaziopo-5H -
yuxnonenmal 4,5] mieno-[ 3,2-€] -[ 1,2.4] -mpuaszonol 1,
5-c] nipumioun-5( 6H) -on (VI o). Buxin 79 %, T.TOIIL
>300°C. 14~ -cniekp, oM™= 1710 (C=0), 3205 (N—H).
Crextp SIMP ', d mu: 170 M (4H, CHy), 191 m
(2H, CH,), 280 M (2H, CHy), 3.34m (2H, CHJ,), 7.29
T (ZHapow), 824 M (2H ), 12.83 mc (1H, NH)

3uaiigeno, %: C 6039 H 465 N 15.69. M*
357.1. CygH 17 FN4OS. Bupaxysano, %:. C 60.66, H
4.81; N 1572 M 356.42.

2-(4-Bpomodpenin) -6,8,9,10,11-cexcaziopo-5H -
yuxnonenmal 4,5] mieno[ 3,2-€] [ 1,2.4] mpuaszonol 1,5
C| nipumioun-5( 6H) -on (VI 3) Buxin 87 %, T.rorm.
>300 °C. IY-criektp, N, eM = 1710 (C=0), 3205 (N—
H). Crexrp IMP H, d mu.: 172 m (2H, CHy), 192
M (2H, CHy), 280 m (2H, CHy), 3.05 m (2H, CHy),
334 M (2H, CHp) 7.68 1 (2H;p0y), 8.11 1 (2H yp00),
12.82 m.c (1H, NH).

3maiizeno, %: C 51.97; H 4.99; N 13.69. M™
418.0. C1gH17 BrN4OS. Bupaxysano, %: C 51.81; H
411; N 1343. M 417.33.

PE3IOME. Pa3paboTtaH ynoOHbIi MeTO] CHHTe3a 2-3a-
MenieHHbIX  8,9-nuknoankuntueno[3,2-€][1,2,4]rpuaszoino[l,
5-clnupumunuu- 5(6H2) OHOB, OCHOBAaHHBIM Ha KOHJEHCA-
uun 3-uuano(4- RL-5-R%rnen-2- -u)peHrIKap6amMaToB ¢ ruj-
pasugaMu KapOOHOBBIX KHCIOT.

SUMMARY . The convenient method of the synthesis
of 2-substitutive 8,9-cycloalkylthieno[3,2-€][1,2,4]triazolo[1,
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OpeaHuquKaﬂ XUMuA

5-c]pyrimidin-5(6H)-ones based on the condensation of 3-
cyano(4-R1—5—R2-thieno-2-y|)pheny|carbamates with carbo-
xylic acids hydrazides has been developed.
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