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Toceswaemes ceemnoni namsimu axademuxa M. O. Jlozunckoz2o

JI. M. MuponoBuu*, M. B. Koctuna

CHUHTE3 TPONU3BO/IHBIX 8-R-7-AMUHO-3-mpem-BY THJI-
IUPA30J10[5,1-¢][1,2,4| TPUA3UH-4(6 H)-OHOB

KumnsaeHueM KETOHOB, aHTHIPHIOB, XJIOPHCTOro OcH30mia, TuapasuHa ¢ 8-R-
7-amuHO-3-mpem-0Oytunmpazono[5,1-c][1,2,4]tpuazun-4(6H)-oHaMH ~ BBIOCNCHB UX
npousBoaHble. CTPYKTypa COCTUHEHUH yCTAaHOBJICHA 110 TAaHHBIM 3JIEMCHTHOTO aHAaJIH3a,
UK, IMP 'H, Macc-crieKTpOMETpHH.

KuroueBblie ciioBa: nupa3zono[5,1-c][1,2,4]tpuazun-4-oHbl, auuIMpoBaHUE, KOHIECH-
cars, HyKIeo(priIbHOe 3aMeICHIUE.

[IpousBoansie 1,2,4-TpHa3svHOB HAIUIA MPUMEHEHUE B KAYECTBE TECTHUIIH-
JIOB, JICKAPCTBEHHBIX MPENapaToB, B YaCTHOCTH MPOU3BOAHBIE MHUpa3oio[s,1-c]-
[1,2,4]Tpra3uH-4-0HOB MPOSBISIIOT  AaHTUMHUKPOOHYIO akTHBHOCTH [1, 2].
Onucano mnomydeHue mupasono[s,l-c][1,2,4]tpua3un-4-oH0B TpU IEHCTBUU
CH-kucnoT, Takux Kak 3-OKCONPONaHTHOAMHIOB [3], apwicyiab(hOHHIAIECTO-
HUTpuiIoB [4], 1,3-mukapOOHWIBHBIX coeAuHeHud [5] Ha 6-R-4-amuHo-
3-metuncynbanni-4,5-guruapo-1,2,4-rpua3uH-5-OHBI.

Lenbro maHHOM pabOTHI SABUIIOCH M3YUEHHE PEAKIIMOHHOW criocoOHOCTH 8-R-
7-amuHO-3-mpem-0ytunnupasono|5,1-c][1,2,4]tpuazun-4(6H)-oHoB 2,3, KOTO-
pBI€ TONYYEHbl KOHJACHCAIUEH 4-aMUHO-6-mpem-0yTui-3-MeTUICYIb(QaHnI-
1,2,4-rpuasun-5(4H)-ona (1) ¢ METWUICHAKTHBHBIMH COCJUHEHHSAMH (IMaH-
YKCYCHBIM 3(UpOM, MAJIOHOAMHUTPUIOM) B Cpele NUpUAWHA. 3aMelleHHue
METWICYJIb()aHWITPYIIIBI HA YIJIEPOJ HE MPOUCXOAMT, €CJIA B IMOJIOKCHUU 4
TPUA3UHOBOT'O KOJIbIIA OTCYTCTBYET aMHHOIpyIIa. Tak, NpHU KUMSYCHUU B
MUPHIMHE MAJOHOJUHUTPWIA WU IUaHYKCycHoro 3dupa ¢ 6-R-3-metwmi-
cynabbanmi-1,2,4-rpua3un-5(4H)-0HOM COTJIaCHO pe3yJibTaTaM 3JIEMEHTHOIO
aHaJIM3a M CICKTPAIbHBIM XapaKTEPUCTUKAM B KaUECTBE KOHEUHBIX MPOYKTOB
BBIJICJICHBl HCXOMHBIC coenuHenus. CoemuHeHuss 2, 3 HEpPacTBOPUMEI B
OONBIIMHCTBE OpPraHUYECKUX pAacTBOPHUTEIEH M BOAE, UYTO YCIIOXKHSET
MPOBEJICHUE PeaKIMii ()YHKIIMOHAINU3AIUHI 110 aMUHOTPYIIIE. ANCTHIUPOBAHHUE
YKCYCHBIM aHTHAPUAOM COCIUHCHHS 2 B Cpele NHPUAMHA TIPUBEIO K
BBUICJICHUIO  3THJI-7-(aleTaMuo)-3-mpem-0yTui-4-okco-4,6-TMruIponupaso-
mo[5,1-c][1,2,4]Tpua3un-8-kapobokcunara (4).

AUIMITMPOBAaHUE XIJIOPUCTHIM OCH30HMJIOM B Cpele NHPHUIUHA 3aTPyJHEHO
CMOJI000pa30BaHUEM, [TO3TOMY PEAKIIMIO MPOBOJIWIN B dTHJIALIETaTe B COYETa-
HUU C KaTaTUTHUYEeCKUMHU KonuyecTBaMH 70% XJIOPHOM KUCIOTHI M C XOPOLIUMHU
BbIXOJaMu BhIACAWIN N-(3-mpem-0yTui-4-okco-4,6-nuruaponupa3onols,1-c]-
[1,2,4]Tpua3un-7-nn)0eH3aMuabl 5, 6.
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Cxema 1
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2,4,5R=COOEt; 3,68 R=CN; 4R! = Ac, X =0Ac; 5,6 R' =Bz, X =Cl;
7,8 R' = Me; 7 R? = Ph; 8 R* = 4-CIC4H,

Kunsuenne coenunenuss 3 B cHUPTOBOM cpefe € KETOHAMU MPUBOIUT
K Beigenenmo  7-(R',R*-mernnunenamuno)-3-mpem-6ytun-4-oxco-4,6-muru-
pommpasono|5,1-c][1,2,4]tpuasun-8-kapoouutpunos 7, 8. B cnyuae coenune-
HUS 2 B YCIOBUSX OKCIIEPUMEHTa COOTBETCTBYIOLIHE METHUIMIEHAMUHO-
MIPOU3BOHBIE BBIEINUTh HE YAAIOCH.

B cnektpax SIMP 'H coenuHenumii 4-8 MCue3aeT CHHIVIET IIPOTOHOB
mpu 6.25 M. 1., uUMeromuiica B crnekTtpax coeauHeHuit 2, 3. [losBisroTcs
CUTHAJIBI TMPOTOHOB 3aMECTHTENEd IO aMUHOTpymme mupaszoino[s,l-c]-
[1,2,4]TpuazunoB. CurHajasl aMUAHOTO POTOHA COETUHEHUN 4—6 CIBUHYTHI B
o0acte ciaboro mojs (9.78-10.56 m. x.). B UK cnekrpax coemuHenuii 4—6
TOSABJISETCS HOBas IOJNOCA MOTIomeHus npu 1720-1725 cM ', oTHecéHHas K
BaJICHTHbIM KoyiebanusiM rpynnsl C=0O B 3aMecTHTENsAX M HCYE3aeT
XapaKTepHCTHYECKasl [ON0Ca MOrTIOMEHNs aMUHOrPyTIbI pu 3330 e .

3amelleHue STOKCUTPYINIBl Ha THAPA3WHOBYIO TPYIIy COEIUHEHHUS 2
MPOMCXOJINT MPH KUIITYCHUH €T0 B 2-niponaHoie ¢ u30biTkoM 100% ruapazuHa
C BBIJICTICHUEM THApa3uaa 7-aMUHO-3-mpem-0yTuin-4-okco-4,6-Iuruaponupa-
3070[5,1-c][1,2,4]Tpuazun-8-kapbonoBoit KuciotsI (9) (cxema 2).

Kunsuenne coeamHeHus 2 B CIMPTOBOM IMIETOYM MPHUBOIUT K KaJIUEBOU
comu 10, noaxucnenne kotopoir HCl mo pH 5-6 mpuBomuT K cOOTBeT-
cTBYIOLIEH KapOoHOBOI kucioTe (11).

SKCHEPUMEHTAJIBHAS YACTb

UK crektpsl 3amucanbl Ha npubope UR-10 B tabnetkax KBr. Crexrpsr SIMP 'H
3amucanbl Ha npubope Varian Mercury VX-200 (200 MI'u), B JIMCO-dg, BHYTpeHHMI
cragaapt — ['MJIC (0 m. n.). Macc-ciektpel (QY, 70 »B) momy4yeHsl Ha Macc-
criektpomerpe MC-1302. YuctoTy npoaykToB KoHTpoiupoBaiu merogaomM TCX Ha
mwracturkax Silufol UV-254 B cucteme xiopodopm—meranot, 9:1.
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Cxema 2
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Coeaunenue 1 nmonyueno no metoauke [6] (T. mwi. 126—127 °C).
8-R-7-AmuHo0-3-mpem-0yTuanupasonols,1-c|[1,2,4] tpuaszun-4(6 H)-ount (2, 3)
(obmas meronuka). K cycnensun 1.07 r (5 mmons) cynsduaa 1 B 15 M nupuanHa npu
MepeMEIINBaHUU JOOABISAIOT 7 MMOJIb IIMaHYKCYCHOTO 3(hHUpa WIK MAJOHOAUHUTPHIA.
Kunsatsr 3.5—4 4. OxnaxaaoT, OTGUILTPOBBIBAIOT 0CAIOK, CYIIAT Ha BO3AYyXE.
ITua-7-aMmuHo-3-mpem-oyruii-4-oxco-4,6-quruaponupaszo.o[s,1-c][1,2,4| rpuazun-
8-kapookcmnar (2). Kpucrammusyror u3 auokcana. Beixom 0.94 r (68%), Oenbie
KPHCTamIbL, T. 1. 242-244 °C (pasi.). UK crektp, v, cM 'z 3300 (NH,), 1715 (C=0),
1680 (C=0), 1615, 1570, 1530, 1470. Crextp SIMP 'H, &, m. a. (J, T'm): 1.27 3H, T,
J=17.2, CH,CH;); 1.35 (9H, c, C(CH,);); 4.27 (2H, x, J = 7.0, CH,CH3); 6.25 (2H, c,
NH,); 13.2 (1H, ¢, NH). Macc-criektp, m/z (Iym, %): 279 (100) [M]", 264 (20), 206
(25), 205 (69), 155 (49), 149 (27), 110 (15), 67 (26), 57 (22), 52 (14). Hatineno, %:
C51.62; H6.11; N 25.11. C,H7N;50;. Beruncneno, %: C 51.61; H 6.13; N 25.08.
7-AMUHO-3-mpem-0yTHi-4-0kco-4,6-1uruaponupa3zoio[s,1-c|[1,2,4] Tpuasun-
8-kapoonurpun (3). Kpucrammusyror u3 nupunuHa. Beixom 0.98 r (84%), Oenbie
KpHCTamsL, T. 1. >305 °C (pasn.). UK crektp, v, M : 3300 (NH,), 2270 (C=N), 1690
(C=0), 1610, 1525, 1470, 1310, 1095, 995. Crextp SIMP 'H, &, m. 1.: 1.34 (9H, c,
C(CH;)3); 6.25 (2H, ¢, NH,); 14.2 (1H, ¢, NH). Macc-criektp, m/z (1o, %): 232 (19)
[M]", 217 (16), 189 (9), 123 (18), 122 (21), 109 (12), 92 (18), 79 (47), 68 (17), 67 (40),
66 (100), 57 (46), 53 (10), 52 (36), 51 (19), 50 (10), 41 (26). Haiineno, %: C 51.73;
H 5.20; N 36.15. C{(Hs2NgO. Boruuciaeno, %: C 51.72; H 5.21; N 36.18.
Itnia-7-(anerammuno)-3-mpem-0yTuii-4-okco-4,6-guruaponupasoos,1-c|-
[1,2,4] Tpua3un-8-kapooxcunar (4). Cmecs 0.28 r (1 mmons) coequnenus 2 u 0.2 ¢
(2 MmMmonB) yKcycHOro anruapuia B 10 M HHpHIMHA KUOATAT 6 4, OXJIAKHAIOT,
npubarsiroT 10 MU MeTaHONa, OCaloOK OT(GHUIBTPOBHIBAIOT, CYyIIAT Ha BO3JYyXeE.
Kpucramnuzyror u3 meranona u nony4aroT 0.23 1 (71%) 6enoro KpuCTALITMYECKOTO
Bemectsa, T. mr. 221-222 °C. UK cmektp, v, cM 1 1720 (C=0), 1715 (C=0), 1685
(C=0), 1620, 1570, 1520, 1470. Cnextp SIMP 'H, &, m. a. (J, T): 1.27 3H, 1, J =7.2,
CH,CHs); 1.37 (9H, ¢, t-Bu); 2.15 (3H, ¢, CHj); 4.28 (2H, k, J =7.4, CH,CH,);
9.78 (1H, ¢, NH); 13.3 (1H, ymr ¢, NH). Haiineno, %: C 52.31; H 6.03; N 21.80.
C4H9N;sO,. Beruucneno, %: C 52.33; H 5.96; N 21.79.
ITuia-7-(6enzamuno)-3-mpem-6yTun-4-oxco-4,6-nuruaponupasono|s,1-cj-
[1,2,4] Tpua3un-8-kapookcuaar (5). Cmecs 0.28 1 (1 MMonb) coenunenus 2, 0.35 mu
(3 MMoip) xMOpHCTOTO OeH3ouna B 10 M aTuianerata u kKarm 70% XJIOPHOU KHCIOTHI
KHTATST 12 4, 0XJ1aXIaI0T, 0CaJ0K OT(QUIBTPOBBIBAIOT U MOJIYYAIOT XpoMaTorpadudiec-
ku yncroe coeaunenue S. Beixoa 0.3 t (80%), 6enpie kpuctamibl. T. mi. 233-234 °C.
UK crextp, v, cM 1 1725 (C=0), 1710 (C=0), 1680 (C=0), 1615, 1580, 1530, 1475.
Crektp SIMP 'H, 8, m. 1. (J, Tw): 1.4 (9H, ¢, C(CHs)3); 1.22 (3H, T, J = 6.8, CH,CH5);
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4.28 (2H, , J =7.2, CH,CHj); 7.52-7.67 (3H, M, H m- u p-Ph); 7.97 (2H, n, J = 7.6,
H 0-Ph); 10.56 (1H, ¢, NH); 13.6 (1H, ¢, NH). Haiineno, %: C 59.55; H 5.51; N 18.30.
C9H,N50,. Beraucneno, %: C 9.52; H 5.52; N 18.27.

N-(3-mpem-ByTnin-4-oxco-8-umano-4,6-nuruaponupaso.o|s,1-c|[1,2,4] rpuasun-
7-mn)oenszamua (6). Cmece 0.23 r (1 Mmonp) coemuueHus 3, 0.35 ma (3 MMoib)
xmopuctoro Oenzomita B 10 M sTrmmanerarta u kamwmi 70% XJIOPHOW KHCIOTHI KHUITATSAT
12 9, ymansioT m30BITOK pacTBOpHTENS A0 1/3 00bEMa, 0XiaxaatoT, mpuoasistoT 10 oM’
2-TIPONaHoa, OCaJ0K OT(WIBTPOBBIBAIOT U TONYYAIOT XPOMATOTPAPHUECKH UYHUCTOE
coemuaenne 6. Bexonm 0.26 r (79%), Gemsre kpuctammiel. T. mmr 284-290 °C (pasin.).
UK crektp, v, cM 1 2275 (C=N), 1720 (C=0), 1690 (C=0), 1610, 1525, 1470, 1315,
1095, 990. Crextp SIMP 'H, &, m. 1. (J, T): 1.29 (9H, ¢, C(CHs)5); 7.55 (3H, 1, J=17.3,
H m,p-Ph); 7.87 (2H, n, J = 8.0, H 0-Ph); 11.6 (1H, c, NH). Haiinerno, %: C 60.70;
H 4.81; N 25.02. C{7HsNO,. Beraucneno, %: C 60.71; H 4.79; N 24.99.

7-R1,Rz-MeTnnnueHaMnH0-3-mpem-6yTnJ11mpaam10[5,1-c] [1,2,4] Tpua3un-
4(6H)-onn1 (7, 8) (obmast metoauka). Cmech 0.23 T (1 MMoITb) coenuHeHus 3, 2 MMOJTb
KeToHa (amerodeHoHa, n-xmoparneropeHona) B 10 Mi MeraHoma KumsaTiaT 4 9,
OXJTAXIAIOT, 0CaJOK OT(PHUIBTPOBEIBAIOT.

3-mpem-ByTni-4-oxco-7-(1-peHUIITHINACH)AMUHO0-4,6-TUTUAPONUPA30JI0-
[5,1-c][1,2,4] Tpua3un-8-kapoonutpua (7). Kpucrannuzyror us 2-nponasona. Beixon
0.22 T (65%), Genbie kpuctamisl. T. mn. >300 °C (pasn.). MK crmektp, v, cM ': 2270
(C=N), 1690 (C=0), 1615, 1525, 1470, 1320, 1095, 990. Crextp SIMP 'H, §, M. .
(/, Tm): 1.32 (9H, ¢, C(CH3)3); 2.57 (3H, ¢, CH;); 7.47-7.63 (3H, m, m- u p-Ph); 7.94
(2H, n, J =7.0, H 0-Ph); 14.17 (1H, c, NH). Haiineno, %: C 64.63; H 5.40; N 25.11.
C3HsN¢O. Berancieno, %: C 64.66; H 5.43; N 25.13.

3-mpem-BbyTun-4-oxco-7-[1-(4-xaopdennin)rTuinaeH| aMmuao-4,6-1urugponu-
pa3zoJo[5,1-c][1,2,4] Tpuasun-8-kapoouurpui (8). Kpucramiusyror u3 2-npomnasona.
Beixox 0.25 1 (69%), 6enbie kpuctamis. T. mr. 292-297 °C (pasi.). UK crektp, v, cM
2275 (C=N), 1690 (C=0), 1615, 1525, 1470, 1310, 1110, 995 . Criektp SIMP 'H , 3, m. 1.
(/, Tm): 1.31 (9H, ¢, C(CHs;)3); 2.56 (3H, ¢, CH;); 7.58 (2H, 1, J = 8.4, H m-Ar); 7.95
(2H, 0, J = 8.6, H 0-Ar); 14.15 (1H, ¢, NH). Haiineno, %: C 58.62; H 4.69; N 22.83.
C,3sH7N¢OCI. Beruuciaeno, %: C 58.62; H 4.65; N 22.79.

7-AMuHo-3-mpem-0yTnia-4-okco-4,6-nuruaponupasono|s,1-cj[1,2,4) rpuazun-
8-kapo6oruapasun (9). K cycnensmu 0.558 1 (2 MMomb) coerHeHHS 2 B 2-TIPOTIaHOJC
nobasmsror 0.2 T (6 Mmone) 100% runpasuna. Kumsatar 2 9, QuisTpyroT, M30BITOK
pacTBopuTENs BRINAPUBAIOT A0 2/3 oObeMa. OXIaKHAIOT, 0Caa0K OT(HUIBTPOBBIBAIOT,
cymaT Ha BO3[yXe, OYHCTKY MPOBOJAT PACTBOPEHHEM B IHOKCAHE C IIOCIETYFOIINM
ocakaeHrueM Bojol (mmokcan—Boma, 1:1). Berxom 0.41 1 (78%), Oeixple KpuCTaLIEL.
T. mn. 285-295 °C (ocm.). UK cmekp, v, em b 3310 (NH,), 3215, 3100, 3010, 2905,
1720 (C=0), 1685 (C=0), 1620, 1580, 1530, 1480, 1320, 1100. Cnextp SIMP 'H, §,
M. 1. (J, Tm): 1.32 (9H, ¢, C(CH;);); 4.15 (3H, M, NHNH,); 6.2 (2H, ¢, NH,); 13.3 (1H,
¢, NH). Macc-cextp, m/z (I, %): 265 (20) [M]", 218 (19), 191 (5), 190 (31), 170 (5),
162 (3), 149 (30), 139 (26), 124 (20), 111 (19), 97 (27), 96 (21), 95 (10), 84 (6),
69 (18), 68 (80), 67 (100), 58 (3), 57 (37), 56 (2), 55 (7), 54 (3), 53 (5), 49 (14),
45 (10), 41 (58), 40 (27). Haiineno, %: C 45.30; H 5.64; N 37.03. C;oH;sN-0,.
Brraucaeno, %: C 45.28; H 5.70; N 36.96.

KanueBass coab 7-amuHo-3-mpem-0yTnia-4-oxkco-4,6-auruaponupasosiols,1-cj-
[1,2,4]Tpna3zun-8-kapoonoBoii kucaorsl (10). Cmecy 0.279 T (1 MMoInb) coemuHEHHS 2,
0.11 r (2 mmonp) KOH B 10 M1 2-11pomiaHoia KUTSATAT 2 9, 0Ca0K OT(QMIBTPOBBIBAIOT 1
noiygaror 0.21 1 (73%) xpomaTorpad)uueckd YHUCTOTO OENIOoro KPHUCTAIMIECKOTO
Bemectsa. T. i 257-265 °C (pasn). UK crektp, v, cM : 3300 (NH,), 1720 (C=0),
1690 (C=0), 1615, 1525, 1470, 1315, 1095, 995. Cnextp SIMP 'H, §, m. 1.: 1.30 (9H, c,
C(CH;);); 6.15 (2H, ¢, NH,); 13.25 (1H, ym. ¢, NH). Haitneno, %: C 41.53; H 4.20;
N 24.24. C,(H,N5O3K. Breraucaeno, %: C 41.51; H4.18; N 24.21.
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7-AMUHO-3-mpem-0yTHi-4-0kco-4,6-1uruaponupa3zoio[s,1-c][1,2,4] Tpuasun-
8-kapoonoBas kucjaora (11). 0.29 r (1 mmonp) coenurenns 10 pactBopsroT B 15 M
IUCTWIIHpOBaHHONW Boxabpl, mpubaBmsiror HCl mo pH 5-6, BhImaBmbBId  0Camok
OT(UIBTPOBBIBAIOT, KPUCTALIM3YIOT M3 MeTaHoia U noiydatoT 0.23 r (93%) kpucran-
JUYECKOTO BemiecTBa OexeBoro meera ¢ T. mi. >300 °C. UK cmektp, v, em b 3300
(NH,), 3200-3400 (OH), 1720 (C=0), 1690 (C=0), 1610, 1520, 1470, 1315, 1095,
995. Crextp SIMP '"H.,8, M. 1: 1.30 (9H, ¢, C(CHs);); 6.15 (2H, ¢, NH,); 12.70 (1H, c,
COOH); 13.25 (1H, ym. ¢, NH). Haiineno, %: C 47.83; H 5.24; N 27.91. C;(H3N;50;.
Brraucaeno, %: C 47.81; H 5.22; N 27.87.
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