HOBASI CTPATET'MSI CHHTE3A TETEPOLIMKJINYECKOI
CHUCTEMBI IUPPO.IO[3,4-d][1,2] IMA3EITUHA

KuroueBblie cjioBa: ruapasut, nmupano|3,4-c|muppon-4(2H)-on, muppo, mupposo|3,4-d]-
[1,2]nuazenys, peuKIn3aus, IHKIH3ays.

[IpousBoansie muppono|3,4-d|[1,2]nuazennaa — reTepOIUKINICCKUE aHATIOTH
CTPYKTYpHI 2,3-0¢H30/1Ma3eMHa — J0 CUX MOpP OCTAKTCS PEAKUMH M MaJIOHUCCIIe-
JIOBAaHHBIMH CTPYKTypamMu. WX CHHTE3, COCTOSIIMN B IOCIEIOBATEILHOM IpH-
COCIMHCHUH NHAaHWOHA TO3WIMETHIN3OIMaHuAa K 1,2-7uasenuHaM, ONMHCaH B
eANHCTBEHHOU paboTte [1]. BmecTe ¢ TeM MHTEpeC K TaKUM COETUHEHHSM CBSI3aH C
MMOMCKOM YIOOHBIX METOJIOB CHHTE3a TeTePOIMKIMISCKIX aHAIoroB [ paHnakcrHa
[2] m Tanammanena [3] u pacmupeHueM 0a3bpl COCTMHCHUU-THACPOB IS KOH-
CTPYHUPOBAHUS JICKAPCTBEHHBIX CPEJICTB.

Lens HacTosmIEH pabOTHl COCTOUT B pa3pabOTKe MPOCTOTO CIOco0a MOTyIeHIS
MPOU3BOMHEIX THPPoso[3,4-d][1,2]inazenHa mUKIA3AIUEH TOTUKAPOOHUITBLHBIX
COCTMHCHHUN TTUPPOJIa THAPASHHOM.

Hamm pa3zpaboran HOBBINM OOIHIA METOJ| TIOMYICHUS TPOU3BOIAHBIX S5,7-TUTHAPO-
nuppoino|3,4-d|[1,2]mnazernuu-1(2H)-ona 3a,b penuknmzanueir mwmpano|3,4-c]-
nuppon-4(2H)-onoB 2a,b tuapasmaoMm. Ilupano[3,4-c]nuppon-4(2H)-oust 2a,b
00pa3yroTcs ¢ KOJTUYECTBEHHBIMU BBIXOJIJaMHU B paciiaBe mupposos 1a,b B mpucyt-
CTBUM KaTAJIUTUYECKUX KOJMYECTB TONYOJCYIb(HOKUCIOTH. [Tuppossl 1a,b Obutu
MOJIyYEHBbl peakuueld MPUCOEIUHEHUSI C OJHOBPEMEHHON LMKIU3AlMENl €eHAMUHOB
aleTOYKCYCHOTO 3dupa u TuOCH30mIdTIICHA [4].
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B crektpax SIMP 'H monmydeHHBIX [Ha3elHHOHOB 3a,b MPUCYTCTBYIOT Xapak-
TepHBIe curHaisl mpoToHoB NH B o6mactu 9.81-9.86 M. n. u CH, B obmactu 3.69—
3.96 M. 1. B crextpax SIMP "*C Ha6momarorcs curHamsl KapOOHMIBHBIX YTIIe-
pomoB B obmactu 164.5-164.7 M. 1. ¥ CHTHAJIBI YTIIEPOIOB METHJICHOBBIX T'PYIII
npu 26.2-26.5 M. 1.

[IpuarMass BO BHHMAaHHE JOCTYITHOCTH WCXOJHBIX DPEareHTOB M BBICOKHE
BBIXO/IbI KOHEYHOTO TPOIYKTA, MPEATIOKEHHBI METOJ MOXET OBITh MCITOIF30BaH
IUIS cuHTEe3a 5, 7-muruaponuppoio|3,4-d][1,2 | ana3enun-1-0HOB.

UK cnektpsr 3apeructpupoBanbl Ha mnpubope IR-75 B Tabnerkax KBr. CnekTpsr
SAMP 'H u "C 3anmcansr va npu6ope Bruker Avance II 400 (400 u 100 MI'i cooTser-
ctBerHO) B JIMCO-dg, BHyTpernuit cranmapt [ MJIC. DneMeHTHBII aHaIN3 BBHIITONHEH Ha
aganu3atope Elemrntar Vario EL Cube. TemmepaTypsl TaBIEHHS CHHTE3HPOBAHHBIX
COE/IMHEHUIT OIIpe/ieIeHbl Ha HarpeBaTebHOM Iprbope Tura Boetius 1 He UCTIPaBIICHBI.

[upano|3,4-clnuppon-4(2H)-oub1 2a,b (oOmas wmeromuka). K pacmmaBy 5.0 T
(14.0 mMoITB)  3-KapOOKCHUAITHII-2-METHII-4-(2-0KC0-2-heHmnaTIN)-5-penm- 1 H-nuppona  (1a)
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i 3-xkapOokcudTHII- 1,2-muMeTnin-4-(2-okco-2-permnaTin)-5-hpennn- 1 H-muppona  (1b)
npu 185 °C nodasmsitot 0.1 T (0.6 MoJb) p-TOIMYOICYIBPOKUCTOTH. CMECh BBIICPKUBAIOT
npu nepemeniBanuu B TeueHue 10 muH, oxnaxgaroT A0 80 °C u 3aCThIBIIYIO KpHUCTall-
JUYECKYI0 MacCy NepeKPHCTAILIN30BRIBAIOT U3 ATIIIIEIUIO30IIbBA.
3-Metua-1,6-nudennanupano[3,4-clnuppon-4(2H)-on (2a). Beixon 4.0 T (93%).
BecuserHbie Menkue kpuctammel. T. . 285-286 °C. Crektp SIMP 'H, 8, m. 1. (J, T'n):
12.10 (1H, ¢, NH); 7.83 (2H, n, J = 8.4, H Ph); 7.64 (2H, n, J = 8.4, H Ph); 7.43 (2H, T,
J=17.6,H Ph); 7.40 (2H, 1, J= 7.6, H Ph); 7.31 (1H, 1, J= 7.6, H Ph); 7.25 (1H, 1, J= 7.6,
H Ph); 7.16 (1H, ¢, H-5); 2.66 (3H, ¢, CH;). Criextp SIMP “C, 8, m. 1.: 165.6 (CO); 158.7;
149.8; 134.5; 133.2; 131.8; 128.5; 128.1; 127.9; 125.9; 125.5; 124.2; 122.9; 118.3; 96.7; 11.8.
Haiineno, %: C 79.80; H 5.01; N 4.62. CyoHsNO,. Beruncieno, %: C 79.72; H 5.02; N 4.65.
2,3-Numetnii-1,6-mudenumupano|3,4-clmuppoa-4(2H)-on (2b). Bexon 3.4 1 (78%).
BecuserHsie Menkue kpuctammel. T. . 218-219 °C. Crnektp SIMP 'H, 8, m. 1. (J, T'n):
7.74 (2H, n, J=7.6, H Ph); 7.52 (2H, T, J= 7.6, H Ph); 7.48-7.33 (5H, m, H Ph); 7.33 (1H,
T, J= 7.6, HPh); 6.84 (1H, ¢, H-5); 3.64 (3H, ¢, NCHj); 2.69 (3H, ¢, 3-CH;). Cnextp
SAMP C, §, m. 1.: 165.9 (CO); 158.8; 149.7; 134.5; 133.0; 130.1; 129.4; 128.5; 128.1;
127.9; 127.3; 126.0; 124.0; 119.2; 95.8; 31.9; 11.0. Haiineno, %: C 80.02; H 5.51; N 4.38.
C,1H7NO,. Brruncneno, %: C 79.98; H 5.43; N 4.44.
5,7-Murugponuppono|3,4-d][1,2]nnazenun-1(2H)-oun1  3a,b (oOmias Meromuka).
Cwmecs 2 mmonb coeauaeHus 2a,b, 0.5 r (10 MMOIb) THAPa3HHTHAPATA U S MII STHIIIEIIIO-
30J1bBa KHUIATAT B KOJIOE C OOpaTHBIM XOJOAWJIBHHKOM B TedeHune 16 4. Brmasmme
KPHUCTAJUIBI OT(QUIBTPOBBIBAIOT U POMBIBAIOT STHIIIEIIIO30IBBOM.
4,6-Tudenni-8-meTna-S,7-muruaponuppoao|3,4-d][1,2|nuazennn-1(2H)-on  (3a).
Brixox 0.6 T (95%). becupernsie kpuctamisl. T. . 233-234 °C. UK cmektp, v, em ;3400
(NH); 1640 (C=0). Cnextp SIMP 'H, &, m. 1. (J, T'y): 11.40 (1H, ¢, 7-NH); 9.81 (1H, c,
2-NH); 7.60 2H, n. n, J=7.2, J= 1.6, H Ph); 7.39 (4H, n, J = 4.4, H Ph); 7.33-7.22 (4H,
M, H Ph); 3.96 (2H, ¢, 5-CH,); 2.48 (3H, ¢, CH;). Cniextp SIMP °C, §, m. 1.: 164.7 (CO);
158.1; 136.5; 134.3; 131.8; 129.0; 128.3; 128.0; 126.5; 126.2; 125.0; 123.8; 115.2; 113.6;
26.5 (CH,); 11.0. Haiineno, %: C 76.21; H 5.42; N 13.28. C,,H;7N30. Boruucneno, %:
C76.17; H5.43; N 13.32.
7,8-Aumetnn-4,6-nudenna-5,7-muruaponuppono|3,4-d[1,2| nuazennn-1(2H)-on (3b).
Boixox 0.5 1 (82%). becuserubie kpuctamst. T. mr. 236-237 °C. UK crextp, v, cM ': 1640
(C=0). Cnextp IMP 'H, &, m. 1.: 9.86 (1H, ¢, NH); 7.55-7.36 (5H, m, H Ph); 7.36-7.20
(5H, M, H Ph); 3.69 (2H, c, 5-CH,); 3.43 (3H, c, NCHj;); 2.53 (3H, c, 8-CH;). Cuektp
SAMP C, 8, m. 1.: 164.5 (CO); 158.1; 138.4; 136.1; 134.0; 130.3; 130.0; 129.3; 128.2;
127.9; 127.4; 126.9; 126.1; 116.0; 112.5; 31.1; 26.2 (CH,); 10.6. Haiineno, %: C 76.59;
H 5.86; N 12.64. C,;H9N;O. Boruncneno, %: C 76.57; H 5.81; N 12.76.
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