OPrAHIYHA XIMIA

M.B. Boex
IHecmumym opeaniyHoi ximii HAH Ykpainu, M. Kuie

YIK 547.736 : 547.792.9 : 547.859

CUHTES 2-3AMILLEHUX 8,9-LIUKNOANKINTIEHO-
[3,2-e][1,2,4]TPUA3ONO[1,5-c]NIPUMIANH-5(6H)-OHIB

[ToximHi KOHAEHCOBAHOi TeTepOLHKIYHOI CHCTeMH TieHO[3,2-e][1,2,4]|TpHazonofl,5-c]-IipHMiHEyY €
CTIONYKAMH 3 IIIPOKIM CIeKTpoM Giomoriumoi Aii. Ceped HIX BHABIEHI PEUOBHHH 3 BHCOKHM OaKTePHIHTHIM
edexToM [l], IPOTHRIPYCHOW Ta TMPOTHITYXIIHHOW aKTHRHICTIO [2], a TaKoX IIPOoTH2aNANRHOK Ticto [3]. B
TmiTeparypl OIHCAHO Jpa CHHTeTHUHHX IIAXOMH A0 ix ofmepxannd. [lepromt 3 HHX [1-5] IpyHTYeThcd Ha
BHKOPHCTaHHL 4, 5-HKIOQIKIIaMIlTeHHY 2-aMiHO-3-IiaHoTiodeHiB 1 BKIOUAe IEPBHHHY MOAH(iKalito
AMIHOTPYIIH [0 iMifaTHOI, HACTYIHY IMKIOKOHIEHCAIlifo INJ i€l TifipasHHy A0 3-aMiHo-4-iMino-3,4-
ITiTpoTieHo| 2, 3-d]-mipri iHiB Ta MoJansine GopMYBAHHS TPHAZO0IEHOTO IIHKITY 33 JOIOMOTOI0 OPTOeCTepIB.
JpyrHit ciioci6 [6,7] nepeabadae aHeNIOBAHHA INPHMIIIHOBOTO IHKIY A0 BaXKKOJOCTYIHHX 2-amMiHO-3-(1,2.4-
TPHA20IN-3-T)TiodeHiB 3a JOIMOMOTOH CIPKOBYIIEI0 a00 XIopoale THIXIOPHAY. CYTTEBHM HeJOIiKOM 000X
METOJiB € HEMOXKIHBICTh BBeJIcHHT B IONOXEHHA 2 KOHJAEHCOBAHOI TPHITMKINYUHOI CHCTEMH IIHPOKOTO KOITA
3aMICHHKIB, TI[O iCTOTHO 3HIKYE 1X TIPHAATHICT T OTPHMAHHS MATHX XiMIUHHX 0i0mioTeK s pallocHATEHOTO
TOIIYKY TIOTCHIHHIX MKApChKHX IIpemaparie. OKpiM IOTO, OIHCaHi IMAXONH IPHIATHI ANA OJepAKaHHA
BHILEHA3RAHAX CIIONYK TLIBKH 3 apOMATHUHHM ITPHMiJHHOBHM IHKIOM. B TOH Xe uac oCOCIHMBY I[iHHICTH fAK
TMPeKYPCOPH IS MOTeHIHHIMX OlOaKTHBHHX CHCTeM MAIOTh YACTKOBO TifIPOBAHI TeTepOIMKIIUHI CIIOMYKH,
CXHIBHL 0 TMOAANLING] (YHKIIOHATIZAIN. 3a3HAUHMO, IO CIPSMOBAHe BReJeHHS B MONOXKEHHST 5 CTPYKTYPHO
OIH3BKOTO 9-xn0po-2-(2-bypanin)[ 1,2,4]|TpHazono| 1,5-c|XiHOMI3HHOBOT'O IHKTY aMIHOTPYIIH JIeEKHTh B OCHOBL
CHHTE3Y HOBOI'O aHTATOHICTA afieHo3uHy CGS 15943 [8], axuil mpuOnuzHO B 500 pa3 akTHRHILIHH 33 Teo(iliH.
Came TOMY IIpeMeTOM IJAHOTO JOCHIDKeHHS CTANO CTBOPEHHI IIPENapaTHBHO IIPOCTOTO MeTOAY JNOoOYBaHHS
TITHPOKOT HI3KH 2-3aMiTIeHHX 8,9 -IMKnoankinTieno[3,2-e][1,2,4]-rprazono[ 1, 5-¢ |miprmi auH-5(6 H )-0HIB.

Pamine [9] 6yo moKazaHo, 1o 2-IMiaHodeHIT 30IiaHaT € 3pYUHHM peareHToM And GopMyBaHHA Ha Horo
OCHOBiL @HEIhOBAHHX IIPHMITHHOBOIO Ta 1,2, 4-TpHA30IBHOTO IHEKINE. BHKOPHCTAHHA B IOXIGHHX
TepeTEOPEHHAX HOTO TeTepPOIMKIIYHIIX AHATOTIE , 30KpeMa 3-IiaHo-2-TieHili30I[i aHaTiB, He OIMHCAHO B CHIY
BiOCYTHOCTT MeTOHiB ix cHHETe3y. Hamm po3pobieHa HOBAa CHHTeTHUHA MeTONONOriS, IMo GaryeTscd Ha
TIETKOTOCTYITHHX 4, 5-mzaMitneHnx 3-miaHo-2-aMiHoTiodeHax (la-a), CXHIBHIX IIpH IIiIBHINEHIH TeMIIeparypl
0 ampnyeaHHd xiaopodeHindopmiarom. [1oka2aHo, IO IIPH HATPiBAHHI IIPOTATOM 2 TOJ. PeareHTiB Y KCHIIONL
(IHTHBiAyambHi i30MepH abo iX cyMilll) Malfike 3 KUTBKICHHMH BHXOJAMH VTBOPIOIOTHCA 4,5-IHMKIOANKIN-3-
miaHo(TieH-2-i1)KapbamatH (2a-1), gKi € cBoro poxy «OmoxoBamrvaDy deHomomM GOpPMAMH  BiIAIOBIHHX
130ITiaHATIB, 4 OTHeE IIPH BHCOKHX TeMIlepaTypax MOXKYTh iX reHepyBaTH. Ha Takomy JOIyIIeHH] IPYHTYBAIOCE
MMOJAbIIe BHKOPHCTAHHL Y B3aeMOfii 3 kKapOamaramu (3a-r) ol yHKUi OHAIEHAX Tigpainjie KapOOHOBHX
KHCTIOT (3a-3). [IpH MeTambHOMY AOCTIIKEHHI peakilii cIonyk (2a-a) Ta (3a-1) 3°AcoBaHo, IO Ha ii mepelir
icTOTHO BIITHMBAE AK XapakTep 3aMicHFKiB R' Ta R? B xap6amarax, Tak i R B rimpazumax. Tak, kapGamar (2a),
AKHI He MICTHTb 3aMiCHHKIB B Ti€HITPHOMY IHKIN pearye 3 TifipasHIaMH apHIKapCOHOBHX KHCIOT (374,¢) IIpH
KHII'STiHHI B KCHIONi (iHAMBigyambHi izomepH alo iX cyMilll) BIPOMOBK 4 TOA. 3 YIBOPeHHAM 4-iMiHO-3-
KapOokcamifmo-1,4-murigpoTieHo[2,3-d jmipumimmis (5a,6). B aHamoriummx yMoBax B3aeMofid 3-IiaHo-(5,6-
marimpo-4H-mrknonenTa b tien-2-im)derinkapbamary (26) 3 aleToripazHaoM (3a) YIHHIETECA HA CTAfil 2-
aneTH-N( 5, 6-mpri mpo-4H -ipxnonenta-[b | TieH-2-im)rigpaznHokapbokcamigy (Sa). Peaktid mporo & KapSadary
3 IifpazHaoM IMpPOCIH3eBOl KHCIOTH (33K) IIPH 6 IOJ, KHIU ATiHHI B KCHIIONL IIPHBOJHTL IO TiEHONIPHMIJHHY
(5R), SKHH TIPH TIOJANBIIOMY eKCIIOHYBAHHI BIIPOJIOBXK 3 Tof. B KHIIISUOMY o-THXmopoGerseHi (178-180°C )
TIePeTROPIOETHC A B 2-bypuurieno[3,2-e][1,2,4]tpuazono[ 1, 5-c|mipmmi mH-5(6H)-0H  (6a). HaToMicTs,
KapOaMaTH 3 aHeThOBAHIMH IHKIOT eKCIIEHIM a00 IMHKIOTeITIIILIM SApaMH (2B-1) pearyioTh 3 TilpasHIaMH
amdarnuHnx (30), apOMATHUYHHX (3B-€) TA reTePOapOMaTHYHAX (33,3 ) KHCIOT IIPH 4 IO/, KHIT STiHHI B KCHIIOJL
3 YIBOpEHHAM 2-3aMillleHHy 8,9-IHErmoankintieno-[3,2-e][1,2,4 [tprazono| 1, 5-c [mprniiguH-5(6H J-oHiB (6a-3) 3
BHXOAMH 78-94%. AHami3 miei peaxuii Meromasu I4 Ta SIMP 'H clleKTpocKollii, a TAKOXE XPOMATO-MAC-
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CIEeKTPOMeTPil JO3BOTAE CTBEPMEVBATH, IO BOHA IIPOXOAHTL IK JOMIHO-IIpOIEC 4depe3 cTajii yTBOpeHHS
MPOMIKHHX TPOAVETIE THIY (4) Ta (5). IlpH IboMy Hafimerime 3miHCHIOETHCA (dOpPMATbHE 3aMIIEHHS
(peHOKCHIBHGI TPYITH HA AIFNTIAPAIMAHY, CBiTUEHHIM UOTO € HASBHICTh B PEAKIFHIH CYMIl TicTsg 2 TOI.
HarpiBaHHA TIPOAYKTB TicHO[2,3-d]-mipmmimrmopoi Ta Tieno[3,2-e][1,2,4]rpHazonol L, 5-c]mipimi mHoBoi
CTPYKTYpH. HacTylHe 2 TOJ. KHIT' STiHHA IPHBOJHTE 0 YTBOPEHHST BHKTIHOUHO OCTAHHIX 3 BHCOKHMI BHXO/IAME.
AHami3 oJlePKAHHX eKCIepPHMEHTATRHHX MTAHHX Jac INJACTaPH CTBEPKYBATH, INO TIMITYIOUOH CTAi€ro
TMAHIITa TepeTBoperd (4 —5 — 6) ¢ aHemoBaHHg 1,2,4-TpHA30NMBHOTO IMETY, SKe B 3HAUHIH Mipi
KOHTPOMIOEThCA fAK OCHOBHICTHO eK30IMKIIUHOI IMIHOTPYIIH, TaK i KHCIOTHICTHO KapOoKcamMigHOl I'pyIH
TiEHOIPHMiHHIE (S). ITpH 0pOMY iCTOTHHI BILIHB HA OCHOBHICTH IMIHOIPYIIH BiirpaE Po3Mip KapOOLHKILY,
AKHH aHelbOBAHHMH 3 TiogeHOBHM HapoM. CaMe TOMY — HaiiMeHIN HAaNpykeHI IHKIOTEKCHIBHE Ta
THKTOTENTHILHE KilBIA CTPHSMIOTh Tepebiry IMKIOYTBOPeHHS. CTOCOBHO BIITHBY MPHPOIH 3aMicHika R’, T0
AKIeNTOPHHI XapakTep apoinsiix abo reTepoapoillEHHX I'PYII 3HAUHO INABHINYE KHCTIOTHICTE KapGOoKCaMiTHOTO
(parsenTa, THM CAMHM IIONETIIYHYH IIPOLEC BHYTPIIIHBOMOIEKYILAPHOL IHKIOKOHIEHCALT.

5 3
CN R C{O)NHNH 2
PhC{O)Cl 3a-2 R -
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R NHC(O)Ph R 8" NHC(O)NHNHC(O)R
2a-1 4

N~ .-
R [ X R’ L 3
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1,2: R'=R*=H (a), R'R* = (CH,); (6). (CH))s. (B), CH,CH(Me)(CH,)s. (T). (CHy)s ()

3: R3: Me (a), 4—FC5H4OCH2 (ﬁ), Ph (B), 4-FC5H4 (I'), 4—C1C5H4 (}1), 4—BI'C5H4 (E), 4-NOQC5H4 (C), z—q)yPHJI
(K), 3-mpuman (3) ;4: R'R*= (CH,)s, R™=Me (a); 5: R'=R’=H, R™=4-CIC4H, (a), 4-BrCH, (6); R'R*= (CH,)s,
R’=2-¢ypun (B); 6: R'R’= (CH,);, R’=2-¢ypun (a), R'R’= (CH,),, R*=4-CIC¢H, (6), R’=2-¢ypu1 (B); R'R*=
CH,CH(Me)(CH,),, R’ =4-FC,H,OCH; (1), Ph (), 4-NO,CeH, (e), 3-miprmun (e); R'R*=(CH,)s, R’ = 4-FCH,

(), R'R*=(CH,);, R* = 4-BrC;H, (3).

Bymopa BCiX CHHTE30BAHHX IIPOMIKHHX T4 INBOBHX CIONIYK AOBE/IeHA 3 BHKOPHCTAHHIM KOMIIIEKCY
dizpxo-xiMiurmx Metonie: I4, SIMP (‘H, "’C) cIeKTpocKolii Ta XpoMaTo-Mac-CIIeKTPOMeTpii. OCKUIBKH LA
i30MepHHX CTPYKTYp (4) Ta (5) pezonanc N-H TpOTOHIB He € CTPOTO JOKAZ0BMM, BOHH OYyITH  HAMIHHO
17eHTH(pIKOBAHL 32 JOTOMOro Y cIeRTpiB, B SKHX ML CIOTYKH (4a) HASBHA CMYTa cepeJHL Ol iHTeHCHBHOCTI
rpyim C=N 1mpH 2230 em Crextpn AMP 'H CHONYK (Sa-B) XapakTepH3VIOThCA TPbOMA CHHIIETHHMH
CHTHATAMH BiMIOBiTHO B 00macTi 8.3, 8.6 Ta 11.1 M.u. 3 HHX cHHTIeT IpH 11.1 M4, MOXKHA HAAiHHO BiJTHECTH A0
N-H-miporoHa B TONOXKeHHI | TMpHMIIHHOBOTO IMKIY. B cromykax (6a-1) BKazaHHi TPOTOH 32 PaXyHOK
AKIENTOPHOTO BIUIHBY TPHAZONLHOTO KITBIE cTac GIMEII KHCIHM 1 TIOTJHHAE B mianmazomi 12.75-12.90 sy, Jng
cnexrpis SIMP °C crionyk (5a,6) XapakTepHHHMH € CHIHAIH aToMi C° B o6macti 165 mu. 1a C° — 154 Mu.
JIIS CTIONYK (6a,I,) CHTHAIH aToMiB C’ MpONHCYIThCS IpH 150 M., C°- 1-162 pu., C'* — 143-145 mu.

ExcnepaMeHTAILHA YacTHHA
T4 CIeKTpH cIoNyK B KBr 3ammcani Ha nprmagi UR-20. Crektpr SIMP 'H ta "C B JIMCO-ds BEMipsHi
Ha mpunag Bruker Avance DRX-500 (500.13, 12575 MI'I BiJOBiAHO), BHYTpilmHi craHmapr — TMC.
Xpomato-Mac-cIieKTpH ofepkani Ha mpuIam PE SCIXAPI 150 EX, metextopur UV (250 mv) Ta ELSOJ.



3-Ifiano(4-R’-5-R*-mien-2-in)p eninxapbamamu (2a-0)

Ho cycrensii 0.04 momb 2-amMiHo-3-IiaHoTiodheny (1a-1) B 50 MI ¢-, m- a00 n-KCHIONY TOMABATH 7 T
(0.045 moms ) denimxaopodopMiaTy 1 HATPIBATH IIPH KHIT ATIHHI B PeaKTOpi, OOIATHAHOMY CHCTEMOH I
TOTIHHAHHA XIOPOBOMHIO, BIPOAOBX 2 Tof. Peakumifiny CyMilll OXOTOMKYPAH, YTBOPEHHH ocaj
BiaGiIbTPOBYBAIH, IPOMHBAIH JA1eTHIIOBHM eTePOM (2x 15 MII) 1 BHCYIIYBAIH.

3-Iiano(mien-2-in) heriarcapd avam (2a)

Buxiz 82%, T. Tomn. 162-163°C. T4 cmekTp, v, cM: 1740 (C=0), 2230 (C=N), 3255 (N-H). Cmextp
SAMP 1H, é, mu.: 7.07-74 M (7H apom.), 11.88 ¢ (1H, NH). 3nafigeHo, %: C 59.29; H 3.14; N 11.63.
C,HsN,O,8. BapaxyeaHo, %: C 59.01; H 3.30; N 11.47.

3-Iliaro(5, 6-0uziopo-4H-yurronenmafblmicn-2-in ) eninrapéaram (26)

BHxiz 78%, T. Tomn. 189-190°C. IY cmekTp, v, cM : 1735 (C=0), 2230 (C=N), 3240 (N-H). CrexTp
SIMP 'H, &, au: 2.38 T (2H, CH,), 2.75 T (2H, CH,), 2.86 T (2H, CH,), 7.26-7.45 3 (5H apon.), 11.62 ¢ (1H,
NH). 3matigeno, %: C 63.70; H4.12; N9.61. C;sH;N,0,S. Bupaxyeano, %: C 63.36; H 4.25; N 9.85.

3-ILiarno(4, 3,6, 7-mempaziopo-1-oensomicn-2-in) heniakapd artam (2¢6)

Buxiz 86%, T. Torn. 185-186°C. IU cmekTp, v, cM ' 1745 (C=0), 2230 (C=N), 3250 (N-H). Crerrp
SIMP 'H, &, mu: 1.76 M (4H, 2CH,), 2.51-2.59 M (4H, CH,), 7.24-747 M (5H apom.), 11.76 ¢ (1H, NH).
3HaeHo, %: C 64.70; H 4.59; N 9.60. C,;H4,N,0,8. BHpaxyeano, %: C 64.41; H 4.73; N 9.39.

3-Iliarno-G-memitn(4, 3,6, 7-mempaziopo-1-0 erz omien-2-in) freninkapdaram (22)

Buxig 89%, T. Tomr. 175-177°C. I4 cmekTp, v, cM’: 1750 (C=0), 2230 (C=N), 3260 (N-H). Crektp
SIMP 'H, 8, 1. 1.05 1 (3H, CH3), 1.14 remr (1H, CH), 1.86-2.72 M ( 6H, CH,), 7.21-7.45 » (5H apont.), 11.70
¢ (1H, NH). 3matigeno, %: C 65.60; H 5.29; N 9.00. Cy7HsN,0,S. BrpaxysaHo, %: C 65.36; H 5.16; N 8.97.

3-Liarno-6-memitn( 3,6, 7, 8-mempaziopo-4 H-yuxnonenmafb Jmien-2-in) erin-xapbaram (20)

Buxiz 89%, T. Tomr. 157-158°C. IU cmekTp, v, cM: 1740 (C=0), 2225 (C=N), 3250 (N-H). Cmexrp
SIMP 'H, &, M. 1.63 -1.85  (6H, CHy), 2.62-2.68 M (41, CHy), 7.21-7.42 M (5H apom.), 11.56 ¢ (1H, NH).
3HaieHo, %: C 65.18; H 5.09; N 9.12. C;7HsN2O, 8. BHpaxyeaHo, %: C 65.36; H 5.16; N 8.97.

2-Auemun-N(3, 6-ouziopo-4H-uurronenmaf bjmicn-2-ya)ziopasunoxapborcamivp  (4a), N-(4-istino-2-

orco-1,4-duzivpomicrof2, 3-dfnipusioun-3(2H)rapborcamidu  (5a-g), 8, 9-uurroanrriamicrof3,2-ejf1,2,4]-
mpuaszono-f1,5-clnipumioun-5-(6H)-ornt (6 a-sc)

Cycnenzio 0.02 Moms 3-miaHo-(4-R'-5-R*-Tien-2-in)denimkapbamary (2a-1) Ta 0.02 MOTE TifpazHy
KapOoHOBOI KHCTOTH (3a-3) B 20 M 0-, m- a00 r-KCHIONTY HATPIBATH TIPH KHIT ATIHHI BOIPOAOBE 4 TOJ.
Peaxaitiny cyMilll OXOTOMKYBATH, Ocaf BiAdINLTPOBYBAIH, JOJABATH A0 HEOTO 15 MI eTaHOTY, HAIPIiBATH IO
KHIIIHHY, OXONOGKYBAIH, BiA(iIeTPOBYRAH 1 BHCYIUYBAIH. Y BHIIAAKY CIIONVKH (SB) ii Harpieanw 3 rom. B
KHILIAUOMY o-JUXIOpPOOeH3€eH], PeakUifiHy CYMIIl OXONO[LKYBAIM, oOcaf BiAdiIbTPOBYBANH, IIPOMHBAIH
€TaHOIOM 1 BHC YIIIYBAIH.

Crnonayra (da)

BuXiy 72%, T. TOIIL 245-247°C. T4 crekTp, v, cM ' 1660, 1710 (C=0), 2225 (C=N), 3240, 3445 (N-H).
Cmextp SIMP 'H, 3, au.: 1.87 ¢ (3H, CHs), 2.37 T (2H, CH,), 2.71-2.81 M (2H, CH,). 2.96 xB (2H, CH,), 847 ¢
(1H, NH), 9.85 ¢ (1H,NH), 10.12 ¢ (1H, NH). 3maiigeHo, %: 50.25; H 4.41; N 21.52. M" 263.2. C;;H;;N,O;S.
BupaxysaHo, % : C49.99; H 4.58; N 21.20, M 264 31.

4-Xnopo-N(d-imirno-2-oxco-1,4-0uzid pomienof2, 3-dinipusmioun-3(2H)-in) ez anmio (5a)

Buxim 80%, T. Tomm. 263-265°C. T4 cmexTp, v, ey 1670 (C=0), 3310 (N-H). Cnextp SIMP ', 8 mu:

6.82 g (1H Tiewin), 7.29 (1H Tienim), 7.57 x (2H aponr.), 8.03 x (2H apom.), 8.35 ¢ (1H, NH), 8.67 ¢ (1H, NH),
11.10 ¢ (1H, NH). Crekrp SIMP " C, 8, m.u: 103.53 (C), 116.34 (C*), 120.05 (C%), 126.29, 129.75, 131.22,
132.02 (Cay), 150.19 (C™), 154.15 (C*), 165.89 (C), 172.19 (C=0).3maitneH0, %: 48.35; H 2.81; N 17.32. M"
320.1. C;:H,CI1N,0,S BupaxyeaHo, % : C 48.68; H 2.86; N 17.47. M 320.76.
4-Epomo-N(d-imino-2-oxco-1,4-ouziopomienof 2, 3-dinipumioun-3(2H)-in)bensamio (5a)

Buxij 84%, T. Tomm. 286-289°C. T4 crekTp, v, em’: 1675 (C=0), 3310 (N-H). Ciexrp AMP 'H, §, Mu.
6.81 o (1H Tiemin), 7.30 (1H Tienim), 7.72 1 (2H apom.), 7.98 m (2H apom.), 8.36 ¢ (1H, NH), 8.68 ¢ (1H, NH),

11.11 ¢ (1H, NH). Crexrp SIMP " C, §, m.u: 103.54 (C%), 116.75 (C*), 119.91 (C%), 128.27, 128.48, 129 54,
130.11 (Cy,), 150.17 ( C™), 154.16 (C"), 165.72 (C?), 172.10 (C=0). 3maitzieno, %: 42.55, H 2.21; N 15.62.
M" 364.5. Ci3HyBrN,O,S Bupaxysano, % : C 42.75; H 2.48; N 15.34 M 365.21.



N-A{4-Memunen-2-oxco-1,5,6, 7-mempaziopo-2 Hugurnonenmafd, sfmiercof 2, 3-dinipusmioun-3 (4 H)-in)-
2-gyparmio (56)

Buxiz 87%, T. Tomm. 259-262°C. T4 cmekTp, v, el 1675 (C=0), 3325 (N-H). Cnextp SIMP 'Y, 8, s
2.20-2.26 m (2H, CH,), 2.77-2.92 m (4H, CH;), 6.66 T (1H dypan), 7.34 g (1H dypumn), 7.90 g (1H dypamn),
7.66-7.93 M (2H, N-H), 10.83 ¢ (1H, N-H). 3uaitzeHo, %: 47.58; H 2.81; N 2042. M" 277.5. C;H;N4058
Bupaxyeano, % : C47.82; H 2.92; N 20.28, M 365.21.

2(Pypun-2)-7, 8,9, 10-mempazioponenmanenof 1, 2-ejf1, 2,4 mpuasonof 1, 5-c[niptmioun-5(6H)-oxn (6a)

Buxig 75%, T. tomn.> 300°C. I4 chmextp, v, M 1700 (C=0), 3220 (N-H). Cnexrp AMP 1H, 8, M
246-2.49 v (2H, CH,), 2.91-3.00 m (4H, CH;), 6.65 x (1H dypun), 7.13 n (1H dypun), 7.84 o (1H dypumn),
12.90 . ¢ (1H, N-H). Criexrp SIMP C, §, mu.: 21.38 (CH,), 22.53 (CH,), 23.77 (CH,), 24.55 (CHy). 108.95
(C'), 111.62, 111.89, 128.07, 128.34, (Cuien), 142.84 (C''%), 143.47 (C™), 144.86 (C™), 145.33 (C'*),150.67
(C?), 155.79 (C*). 3naitneno, %: C 56.18; H 3.92; N 18.79. M" 299.6. C14H;N,0,S. BupaxyeaHo, %: C 55.99;
H 4.03; N 18.65, M 300.34.

2-(+Xnopoghenin)-8,9, 16,1 1-mempaziopof1]oensomicrof3,2-elf 1, 2. 4lmpuasonof 1, 5-cjnipunstiour-
3J(6H)-on (66)

Buxig 85%, T. Tomr. > 300°C. T4 cmekTp, v, em': 1705 (C=0), 3200 (N-H). Criexp SIMP H, &, Mmu.:
1.85 ¢ (4H, CH;), 2.68 ¢ (2H, CH;), 2.92 ¢ (2H, CH;), 749 m (2H apon.), 8.13 1 (2H apom), 12.83 mr.c (1H,
NH). 3naitaeno, %: C 57.56; H 3.79; N 15.55. M" 357.0 C;7H,5CIN,OS. BupaxysaHo, %: C 57.22; H367; N
15.70.M 356.84.

2-(Pypun-2)-8,9 10,1 1-mempuaziopof 10 ensomicrof 3, 2-eJf 1, 2. 4mpuasonof 1, 5-cJ-nipusioun-5(6H)-on

(66)

Buxim 78%, T. Tomm. > 300°C. T4 cmextp, v, el 1705 (C=0), 3220 (N-H). Criextp AMP H, &, mu.
1.84 ¢ (4H, CH,), 2.68 ¢ (2H, CH,), 2.92 M (2H, CH,), 6.64 ¢ (1H ¢ypmr), 7.11 ¢ ( 1H dypmr), 7.83 (1H
dyprm), 12.91 mre (1H, NH). 3naineno, %: C 57.83; H 3.99; N 17.75. M" 313.2 CysH,, N4O,S. BHpaxyBaHo,
%: C57.68; H3.89, N 17.94. M 312.35.

2-f(2-DPmopohenoxcimemun]-9-semun-8,9,10, 1 1-mempaziopof 1 Joensomienof 3, 2-ejf1,2. 4]
mpuazonof 1, 5-clnipumioun-5(6H)-on (62)

Buxig 81%, T. Torun. 220-222°C. T4 CIexTp, v, eml: 1710 (C=0), 3200 (N-H). Cnextp SIMP 1H, O, M.
1.10 1 (3H, CH3), 1.45 remr (1H, CH), 1.93-3.01 M (61, CH,), 6.95-7.32 m (4H apon.), 12.75 mr.c (1H, NH).
Crextp SIMP °C, &, Ma: 21.12 (CH3), 24.38 (CH,), 28.99 (CH;), 29.71 (CH;), 31.87 (CH3), 64.00 (CH-0),
109.06 ( C'%), 115.47, 115.99, 116.13, 121.63, 124.69,127.93, (C,,), 128.07 (C''), 128.68 (C™), 142.62 (C™),
143.16 (C'%),150.93 (C%), 161.36 (C°). 3maitmeno, %: C 59.04; H 4.59; N 14.35. M* 385.0. C,;H;FN,O; S.
Bupaxysano, %: C 59.36; H 4.46; N 14.57. M 384 44.

2-Denin-9-memun-8,9 10,1 I-mempaziopof 1 Joerisomienol3,2-¢J[ 1, 2. 4]-mpuasonof 1, 5-cJ-niptnstionr-
5(6H)-on (60)

Buxig 91%, T. tomt. > 300°C. T4 cmekTp, v, eml: 1705 (C=0), 3210 (N-H). Criextp SAMP 1H, 3, M.
1.08 1 (3H, CHs), 1.46 tent (1H, CH), 1.92-3.14 M (6H, CH;), 7.48-7.51M (3H apom), 8.17-8.21 M (2H apons),
12.90 mr.c (1H, NH).Criekrp SIMP “°C, &, mu.: 20.98 (CHs), 24.25 (CH,), 28.33 (CH,), 29.54 (CH,), 31.67
(CH,), 108.90 ( C'9), 128.65, 128.53, 129.87, 129.98 (C,,), 127.56 (C''%), 12798 (C™), 142.62 (C*™), 143.49
(C'),150.79 (CY), 162.51(C"). 3maitzmeno, %: C 64.08; H 4.69; N 16.89. M' 336.1. Cj3H,;N,OS. Bupaxysano,
%: C64.27, H4.79, N 16.65. M 336.42.

2-(4-Himpogrerin)-9-semuin-8, 9, 10,1 I-mempaziopof1 Joensomicnof3,2-e]-f1,2.4Jmpurasonrof 1, 5-
clnipusioun-5(6H)-on (6e)

Buxig 94%, T. tomt. > 300°C. T4 cmextp, v, emls 1715 (C=0), 3240 (N-H). Criextp AMP 1H, 0, M.
1.12 g (3H, CH;), 1.50 rent (1H, CH), 1.99-3.19 m (6H, CH;), 8.33 1 (2H apom), 8.41 x (2H apon), 12.90 mr.c
(1H, NH). 3raiizeno, %: C 56.93: H 3.79; N 18.59. M" 382.5. C;sH,sNsO:S. BupaxysaHo, %: C 56:68; H
3.96; N 18.36. M 38142,

2-(3-ITipuoin)-9-semun-8,9, 10,1 1-mempaziopof 1 joensomienof3,2-¢Jf 1, 2. 4]-mpuazonof 1, 3-
clnipumioun-5(6H)-on (6¢)

Buxig 90%, T. tomr. >300°C. T4 cmektp, v, el 1705 (C=0), 3230 (N-H). Cnektp SIMP 1H, 3, M.
1.10 g (3H, CHs), 1.46 rent (1H, CH), 1.95-3.16 m (6H, CH;), 7.491 (1H mipwmin), 7.94 T (1H mipumo), 8.22
I (1H mipumr), 8.73 (1H mipumun), 12.96 urc (1H, NH). 3naiigeno, %: C 60.28; H 4.59; N 20.53. M 338.2.
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Ci7H1sNsOS. Bupaxyeano, %: C 60.52; H 4.48; N 20.76. M 337 41.
2-(4-Pmopodrenin)-6,8,9 10,1 1-zexcazio po-SH-yurcnonenmaf4, simicrof3,2-eJ-f1,2. 4]-mpuazonofl, 5-
clnipusmioun-5(6H)-on (6ic)
Buxiz 79%, T. Tomi. > 300°C. T4 cIiekrp, v, eml: 1710 (C=0), 3205 (N-H). Cnexrp AMP 1H, 8, M.U.:
1.70 m (4H, CH;), 1.91 M (2H, CH;), 2.80 m (2H, CH;), 3.34m (2H, CH;), 7.29 1 (2H apom), 8.24 m (2H
apom), 12.83 mrc (1H, NH). 3uaiigeno, %: C 60.39; H 4.65; N 15.69. M" 357.1. C;H,; FN,OS. BupaxyBaHo,
%: C60.66; H4.81;, N 15.72M 356.42
2-(4-Eporoenin)-6,8,9,10,1 1-2excaziopo-SH-uuxnonenmaf 4, Sfmierof3,2-ej-[1,2. 4]-mpuasonof1, -
clnipumioun-5(6H)-on (63)
Buxig 87%, T. Tomm. > 300°C. T4 cmextp, v, e’ 1710 (C=0), 3205 (N-H). Criextp SIMP H, §, mu.
1.72 M (2H, CH,), 1.92 m (2H, CH,), 2.80 M (2H, CH,), 3.05 m (2H, CH,), 3.34 M (2H, CH,) 7.68 1 (2H apon),
8.11 m (2H apom), 12.82 mr.c (1H, NH). 3HafmeHo, %: C 51.97, H4.99; N 13.69. M" 418.0. C;3H,7 BrN,OS.
Bupaxyeano, %: C51.81; H4.11; N 13.43. M 417.33.
PE3OME
Pozpo0iieHo 3pyuyHHA MeTOJ CHHTE3y 2-3aMIINeHHX 8,9-IHKIoANKiITieHo[3,2-e]-[1,2,4 |tprazono-[1,5-
c|mipHMimpH-5(6H )-0HIB  KOHJeHcaliero  3-liaHo-(4-R'-5-R*-rieH-2-in)peHimkapbaMatis 2  TifpasmaaMH
KapOOHOBHX KHCIIOT.
PE3OME
Pazpaboran yoo0OHEL MeTOJ, CHHTe3a 2-3aMelIeHHEIX 8, 9-IHKIoanKHITHEHO[ 3,2-e]-[ 1,2,4 |[TpHazono-[1,5-
¢ JmaprvrE-5(6H )-0HOB  KOHeHcarHed 3-ipraHo(4-R'-5-R-THen-2-nm)peHnmKkapsaMaTor ¢ THIPAHIAMA
KapOOHOBEIX KHCIOT.
SUMMARY
The convenient method of the synthesis of 2-substitutive 8,9-cycloalkylthieno[3,2-e]-[1,2.4]triazolo-[1,5-
c]pyrimidin-5(6H )-ones based on the condensation of 3-cyano(4-R'-5-R’-thieno-2-yl)phenylcarbamates with
carboxylic acids hydrazides has been developed.
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