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Psin mpou3BOAHBIX MUpa30I0HA O0JaaeT aHallb-
FeTUYCCKOH, IMPOTUBOBOCIHAIMTEIBHON,  IKapOIO-
HIKaroLel akTUBHOCTBIO [1, 2]. VIX nmpuMeHeHue B
MEJIMIIMHE CHUYXKACTCS B CBSI3U C HAJIMYUEM Y STHX CO-
eTMHEHUI TTOOOYHBIX APPEKTOB, a TAKKE BCIEICTBUE
nosiBjieHust Oonee 3(PEKTUBHBIX JIEKapCTBEHHBIX
cpeacts [3].

K mepcriekTUBHBIM HaIpaBICHUSIM CHHTE3a HO-
BBIX OMOJIOIMYECKH AKTHUBHBIX COCAMHEHHUM TPYIIIbI
MMPa30JI0HOB OTHOCUTCSI KOHCTPYHUPOBAHHUE a30METH-
HOBBIX I'€TEPOIUKINYECKHUX MMPOU3BOIAHBIX U3 4-aMHU-
HO-1,5-numernn-2-pennn-1,2-guruapo-3 H-nupa-
3051-3-oHa 1 1 apOMaTHYECKUX U TeTePOLUKINYECKIX
kapOanbaerunion [4-8].

Hamu pa3zpaboran ymnoOHbIH ¥ MaciiTaOUpyemblit
cuHTe3 (Z)-a30METHHOB U3 4-aMUHOMHPa30ioHa 1 u
OCH3aIIBJICTUIOB, 3aMEIICHHBIX METOKCH-, 3TOKCHU-
rpynmnamu, (pparMeHTaMH HUKOTHHOATa W H30HHKO-
TUHOATAa B PA3JIMYHBIX MOJIOKCHUIX apPOMATHYECKOTO
snapa (2—13), a Takke U3 3aMEIICHHBIX H30KCa30JI- U
n3oTrazonkapoansaerunaos (14-16, cxema 1).

A3OMETHHBI C aJKOKCH- M aJIKOKCUKapOOHMIIbHBI-
MU TpyIIaMH MOJY4YEeHbl C NpenapaTuBHBIMH BBIXO-
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nmamu (75-85 %) woHmeHcanmen amKoKCU(PopMuI)-
(enw nupuuH-3(4)-kapOoKcunaToB, S-apui-1,2-ox-
cazon- u 4,5-guxnop-1,2-trazon-3-kapOaibaeruioB
¢ 4-ammHO-1,5-muMernn-2-penni-1,2-nurunpo-3 H-
nmupaszon-3-oHoM 1 B cpene abCONOTHOTO MeTaHoIa
MpH TEeMIepaType KHUIIEHUS pacTBOpUTels. Peaxius
MPOTEKaJIa B MATKHUX yCIOBHSIX, YTO CIIOCOOCTBOBAIIO
COXpPaHEHUIO JTAOWIBHBIX CIOKHOA(PUPHBIX TPYIII, U
3aBepiiaiach 3a 1.5-2 4.

Coenunenus 2—17 comepxkar psg dapmaxodop-
HBIX TPYNI W SBISIFOTCS TOTEHIMAIBHBIMU JIEKap-
CTBEHHBIMHU CPEJCTBAMH, OHH CIIOCOOHBI K 00pa3oBa-
HUIO MeTajutokomIuiekcoB ¢ Zn, Cu, Ag, Pd, Pt, Ce,
La u gpyrumu metamnamu [9-11]. Hanuuue nupu-
JIMHOBBIX 3aMECTHTEICH B PAa3IMYHBIX ITOJIOKEHHSIX
OEH30JIBHOTO KOJIbIIa CHHTE3UPOBAHHBIX COSIMHEHUHN
2—-13 1no3BoOJISIET U3yYaTh BIUSHUE TONOJOTUU HA UX
OHMOJIOTUYECKYHO aKTUBHOCTb.

[lomyueHHble coenvHEHUS HE TpeOOBAIH Aallb-
Hemeln ouncTku. X uncrora cocrasisiia ~98—99%.
CuHTEe3MpOBaHHBIE COCTUHEHUSI — KEIThIE WA OpaH-
YKEBBIE MEIKOKPUCTAJUINIECKUE BEIIECTBA, OHH MOTYT
WCTIOIh30BAThCS Il WCCIIEAOBAaHUN Ha (DyHTHIUI-
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CxemMma 1.
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X = H, Y = 2-0C(0)-3-Py (2), 3-OC(0)-3-Py (3), 4-OC(0)-3-Py (4); X = 4-OMe, Y = 3-OC(0)-3-Py (5); X =
3-OMe, Y = 4-OC(0)-3-Py (6); X = 3-OEt, Y = 4-OC(0)-3-Py (7); X = H, Y = 2-OC(O)-4-Py (8), 3-OC(O)-4-Py
(9), 4-OC(0)-4-Py (10); X = 4-OMe, Y = 3-OC(0)-4-Py (11); X = 3-OMe, Y = 4-OC(0)-4-Py (12, 17); X = 3-OFEt,

Y = 4-0C(0)-4-Py (13); X = H (14), Me (15).

HYI0O U aHTUMUKPOOHYIO aKTUBHOCTb. A3oMeTHH 12
B MSITKHX YCJIOBHSAX OBIJT BOCCTaHOBJICH C TIOMOIIBIO
Na[BH(OACc);] B 6en3zone g0 amuHa 17, mpu 3ToM TH-
JpOJIH3a CIOXKHOA(PHUPHON U BOCCTaHOBIIEHHUS KapOo-
HWIBHBIX TPYIIT HE Ipoucxoamio (cxema 1).

[Ipu cMermrBaHUK METaHOJIBHBIX PACTBOPOB MOJY-
YeHHBIX a30METHHOB U conelt Zn, Cu, Ag, Pd, Pt, Ce,
La oOpa3yrorcst yCTOHYHBBIE METAITIOKOMILIEKCH. B
KauecTBe [IpUMepa NPUBEICHA METOJUKA CHHTE3a Me-
TaJJIOKOMIIJIEKCa a30MeTuHa 12 ¢ TuXjiIopuaoM maji-
naaus. Meramnoxomriekce 18 PALCL, (L = azomernn
12) ob6pasyetcs ¢ BorxonpoM 74%.

CoctaB W cTpoeHHE TOIYYCHHBIX COEIMHEHHH
yCTaHOBIEHH Ha ocHoBaHuu AanHeix MK, SIMP ('H
1 13C) cnekTpoCcKoNnuu 1 Macc-CIeKTPOMETPHH, a TaK-
Ke dIeMeHTHOTO aHanm3a. CileayeT OTMETHUTh, YTO
IUIsT a30MeTHHOB 2—16 Z-popma mpemmodTurennHa,
YTO YCTAHOBJIEHO B PE3yJbTaTe CHEIHAIBHBIX CIEK-
TPOCKOTIMYECKAX M KBaHTOBO-XUMHUYECKHUX HCCIEI0-
BaHMI TOW TpymIibl BemecTB [12], a Takke cpaBHe-
HHEM uXx criekTpoB SIMP co criekTpamMu aHaJTOTUYHbBIX
coenuHenwii [ 13, 14].

Taxum 00pa3oM, CHHTE3UPOBAHHBIE Z-a30METHHO-
BBIE TETEPOIUKINIECKUE TIPOU3BOAHBIE 4-aMHHO-1,5-
auMetui-2-penuni-1,2-quruapo-3H-nupason-3-ona
U apOMaTHYECKUX W TETEPOIUKIMYECKUX KapOalb-
JETUIOB CTIOCOOHBI K 00pPa30BaHUIO YCTONYMBEIX Me-
TaJUIOKOMIIJIEKCOB C COJISIMH TMEPEXOIHBIX METaJIOB
W SBISIOTCS TEPCIEKTUBHBIMUA COEIMHEHUSIMH IS

CO3/IaHUsl Ha WX OCHOBE HOBBIX (hapMalleBTHUECKHUX
cyOcTaHIui, 001aJal0NMX aHTUMHUKPOOHOH, IPOTH-
BOOIYXOJIEBOH MM (DYHTUIIUIHON aKTHUBHOCTBIO.

OKCIIEPUMEHTAJIBHAS YACTD

YO cniektpsl (¢ = 107 Monb/11) CHUMAIM Ha CIiek-
TpodoTtomerpe Varian Cary 300 ¢ ncmoiab30BaHHEM
KBapIEeBBIX KIOBET (/ = 1 cM), pacTBOPUTENh — METa-
Hon. MK cnexrpel 3anuceiBanu Ha Pypbe-creKkTpo-
MmeTpe Protege-460 Nicolet ¢ mpurorosienuem 00-
pasuos B Buje Tabnetok ¢ KBr. Cniekrpst SMP 'H u
3¢ (500 u 125 MI'1 COOTBETCTBEHHO) CHUMAJIH Ha
cnektpomerpe Avance-500 Bruker B CDCly (2-8,
10-16) wm JIMCO-d, (9) oTHOCHTENBHO OCTaTO4-
HbIX curHayioB pactBoputeneid. BOXKX-MC-Ananu3
BBITOJTHSUTM C MCIIOIb30BAaHUEM JKUIKOCTHOTO XpOMa-
torpada Agilent 1200 ¢ macc-CeneKTUBHBIM AETEKTO-
pom Agilent 6410 Triple Quad B pexxume Positive ESI
MS2 Scan. Kononka ZORBAX Eclipse XDB-C18
(4.6 x 50 mMm, 1.8 MxM); moaBmwkHas (aza — Boma ¢
0.05% (o o6weMy) pacTBOpa MYypPaBBLUHOW KHUCITOTHI
B artetonuTprie (ot 40 mo 90% 3a 10 MHUH); CKOPOCTH
amonpoBanuss — 0.5 Mi/MHH. DIIeMEHTHBIH aHaIH3
Beimonusin Ha CHNS-ananuzarope Vario MICRO
cube V1.9.7.

B peakumsx wucnonwszoBanu 4-amuHo-1,5-1-
MeTuia-2-penun-1,2-nuruapo-3 H-nupaszon-3-oxn 1
kBanmupukaun YA (TY 6-09-3948-75, BekroH);
CJIOKHBIE 3PUPBI THAPOKCUOCH3AIbICTHIOB U HUKO-
THHOBOM M M30HUKOTMHOBOW KHUCJIOT CUHTE3UPOBAHbI
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o Metoaukam [8, 9].

O0masi Meroauka cuHTe3a (Z£)-a30MeTHHOB.
PactBop 1 Mmonb 3amenieHHoro anpaeruaa B 30 mi
0E3BOTHOTO METaHOJIa CMENIMBajl C PacTBOPOM
0.21 r (1.05 mmonb) 4-amuHO-TIMpa3oiaoHa 1 B 5 Mo
MetaHoia. K momydeHHo#l cmecn mpubaisui 1 ka-
IUTFO JISJITHOW YKCYCHOM KHCIIOTHI B KauecTBE Ka-
tanu3aropa u kumatwin 1 4. Ilocne mpekpaineHus
00pa30BaHusl OCajKa CMECh OXJIAXIATH, 0CAJIOK OT-
¢uneTpoBEIBANI B Bakyyme uepe3 ¢wibtp Illorra,
MIPOMBIBAJM HEOOJBIIUM KOJIHYSCTBOM XOJOTHOTO
METaHONA U Cymuin Ha Bo3ayxe npu 40°C no mocTo-
SIHHOW Macchl.

2-[(2)-(1,5-AumeTuUn-3-okco-2-penn-2,3-1u-
ruapo-1H-nupa3oi-4-ua)uMuHoMeTU1 | peHnio-
BbIil 3(pup NUpUINH-3-KAPOOHOBOH KHMCJIOTHI (2).
Brixox 0.31 r (75%), 1. . 132-133°C. UK cmexktp,
v, em i 3060, 2921, 1742 (C=0), 1656 (C=0),
1591, 1493, 1455, 1420, 1381, 1272, 1217, 1196,
1178, 1154, 1136, 1097, 1078, 1021, 966, 851, 809,
761, 733, 700, 622, 593, 560. YO crektp, Ay, HM
(e): 223 (24000), 262 (18000), 339 (19000). Crextp
SIMP 'H, §, m. 1.: 2.17 ¢ (3H, CH;), 3.02 ¢ (3H, CHj),
7.18 n. m (1H,,, J = 8.0, 1.0 I'm), 7.21-7.31 m (4H,,),
7.35-7.44 m (4H, 1Hpy + 3Hy,), 8.06 1. 1 (1Hy,, J =
7.8,1.6T'n), 8.46 1. 1 (1Hpy, J = 8.0, 1.9 '), 8.78 1. 1
(1Hpy, J = 4.9, 1.6 T'n), 9.37 n (1Hpy, J = 1.7 '),
9.84 ¢ (1H, CH=N). Cnexktp SIMP 3C, ., m. 11.: 9.90
(CHj3), 35.64 (CH;), 122.96 (CH,,), 123.69 (CH,,),
124.82 (2CH,,), 126.49 (CHpy), 127.21 (CHy,),
128.60 (CH,,), 129.33 (2CH,,), 130.85 (CH,,),
137.94 (CHp,), 151.71 (CHpy), 151.91 (CHpy), 153.96
(CH=N), 118.60, 125.76, 130.17, 134.69, 149.58,
152.09, 160.61, 163.96 (8C’). Macc-cuiektp, m/z (I,
%): 413 (100) [M + H]'. Haiineno, %: C 69.79; H
4.97; N 13.71. C,4H,oN,O5. Beruucneno, %: C 69.89;
H4.89; N 13.58. M 412.44.

3-1(£)-(1,5-AumeTun-3-okco-2-penni-2,3-1u-
ruapo-1H-nupa3o/-4-ua)uMuHOMeTH1 | peHnio-
Bblil 3()up nupuINH-3-KApOOHOBOH KMCIOTHI (3).
Beixon 0.33 r (80%), T. mn. 164-165°C. UK cnekrp,
v, eMm ' 3059, 2923, 1732 (C=0), 1650 (C=0), 1587,
1573, 1497, 1488, 1455, 1419, 1375, 1367, 1283,
1261, 1225, 1196, 1157, 1132, 1086, 1073, 1027,
1000, 953, 912, 863, 761, 735, 701, 681, 623, 599,
583, 556, 508, 447, 413. YO cnektp, Ay, HM (£):
223 (34000), 254 (20000), 331 (21000). Cnektp
SMP 'H, §, m. 1.: 2.47 ¢ (3H, CH;), 3.16 ¢ (3H, CHy),
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725 0. n. n(1H,,, J =8.1,2.3,0.7 I'm), 7.32 T (1H,,,
J =174Tn), 7.37-7.41 m (2H,,), 7.44-7.50 m (4H,
1Hpy+t3Hy,), 7.69 n(1H,,,J=7.71'1),7.80 T (1H,, J =
1.7 Tn), 8.46 n. T (1Hpy, J = 8.0, 1.9 '), 8.85 1. 11
(1Hpy, J = 4.3, 1.6 T'n), 9.42 n (1Hp, J = 1.6 T'n),
9.76 ¢ (1H, CH=N). Cniektp AIMP 13C, 8, m. z1.: 10.25
(CH3), 35.84 (CH;3), 119.61 (CH,,), 123.27 (CH,,),
123.64 (CHpy), 124.69 (2CH,,), 126.62 (CH,,),
127.20 (CH,,), 129.37 (2CH,,), 129.80 (CH,,),
137.80 (CHp,), 151.56 (CHpy), 154.14 (CHpy), 155.57
(CH=N), 118.38, 125.77, 134.80, 140.12, 151.01,
152.34, 160.81, 163.97 (8C’). Macc-cuiektp, m/z (1o,
%): 413 (100) [M + H]'. Haiizeno, %: C 70.09; H
4.95; N 13.68. C,4,H,oN,O5. Beraucneno, %: C 69.89;
H 4.89; N 13.58. M 412.44.
4-[(2)-(1,5-AumeTnn-3-okco-2-penni-2,3-qu-
ruapo-1H-nupa3o/-4-uj)UMUHOMETU | peHn1o-
BbIii 3()Mp NUMPUAUH-3-KAPOOHOBOII KHMCJIOTHI (4).
Brixon 0.32 1 (78%), T. mn. 213-214°C. UK cnekrp,
v, eMm 1 3060, 2963, 2926, 1732 (C=0), 1644 (C=0),
1588, 1572, 1500, 1488, 1479, 1456, 1426, 1411,
1376,1308,1273,1239, 1213, 1189, 1160, 1133, 1113,
1079, 1018, 1010, 963, 943, 868, 837, 819, 766, 750,
734, 701, 620, 593, 550, 530, 503, 423. YO cnektp,
Amaxs HM (€): 227 (21000), 262 (19000), 332 (24000).
Cnextp AMP 'H, §, M. 1.: 2.48 ¢ (3H, CH»), 3.14 ¢
(3H, CH3), 7.27 n. n (2H,,, J = 8.6, 1.7 '), 7.31 1.
T (1H,, J = 7.5, 1.2 T'm), 7.37-7.42 m (2H,,), 7.43—
7.50 m (3H, 1Hpy + 2Hy,), 7.90-7.95 m (2H,,), 8.44
A. 1 (1Hpy, J = 8.0, 2.0 I'n), 8.84 1. 1 (1Hpy, J = 4.8,
1.7T'w), 9.39 1 (1Hpy, J = 1.5 '), 9.77 ¢ (1H, CH=N).
Cnextp SIMP '*C, 8, m. 11.: 10.21 (CH;), 35.88 (CH3),
121.79 (2CH,,), 123.61 (CH,,), 124.57 (2CH,,),
127.09 (CHpy), 129.04 (2CH,,), 129.31 (2CHy,),
137.72 (CHpy), 151.51 (CHpy), 154.17 (CHp,), 155.71
(CH=N), 118.53, 125.61, 134.82, 136.24, 151.94,
152.21, 160.87, 163.77 (8C'). Macc-cniextp, m/z (I,
%): 413 (100) [M + H]*. Haiineno, %: C 70.25; H
4.91; N 13.59. C,4,H,oN,O5. Beruucneno, %: C 69.89;
H 4.89; N 13.58. M 412.44.
5-1(2)-(1,5-AumeTna-3-okco-2-penns-2,3-nu-
ruapo-1H-nupa3oa-4-uja)MMUHOMETHJ|-2-MeTOK-
cueHWI0BBIH 3PP MUpHINH-3-KapOOHOBOI KHC-
Jaotsl (5). Beixox 0.34 1 (77%), . 1. 187-188°C. UK
chektp, v, cM': 3046, 2934, 2839, 1752 (C=0), 1650
(C=0), 1607, 1590, 1574, 1511, 1456, 1422, 1405,
1373, 1347, 1297, 1269, 1216, 1163, 1125, 1070,
1021, 961, 943, 860, 822, 758, 727, 701, 585, 518,
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504, 435. YO crextp, Ay, HM (€): 222 (30000), 266
(14000). Cniexrp SIMP 'H, 8, m. 1.: 2.43 ¢ (3H, CHj,),
3.11 ¢ (3H, CH;), 3,83 ¢ (3H, OCH;), 7.02 n (1H,,, J =
8.6 I'm), 729 1. T (1H,,, J = 7.4, 1.2 T'm), 7.36-7.40
M (2Hy,), 7.42-7.48 m (3H, 1Hp, + 2H,,), 7.62 1. 1
(1H,,, J =8.0,2.0 '), 7.81 x (1H,,, J = 2.0 I'mm), 8.46
a. 1 (1Hpy, J = 8.0, 2.0 I'y), 8.83 1. 1 (1Hpy, J = 4.9,
1.7 Tu), 9.41 x (1Hpy, J =1.6 'n), 9.69 ¢ (1H, CH=N).
Cnexrp SIMP 13C, 3, m. 1.: 10.17 (CH3), 35.93 (CH3),
56,14 (OCHs;), 112,13 (CHy,), 120.70 (CH,,), 123.55
(CHyy), 12446 (2CHy,), 12696 (CHypy), 128.37
(CHap, 12926 (2CHy,), 137.83 (CHpy), 151.61
(CHp,), 153.98 (CHp,), 155.51 (CH=N), 1138.65,
125.55, 131.69, 134.88, 139.98, 151.92, 152.89,
160.96, 163.42 (9C’). Macc-ciekrp, m/z (I, %):
443 (100) [M + H]". Haiineno, %: C 67.29; H 5.03; N
12.62. C,5H,,N,O,. Beraucneno, %: C 67.56; H 5.01;
N 12.66. M 442.47.
4-[(2)-(1,5-AumeTun-3-okco-2-penn-2,3-nu-
ruapo-1H-nupa3o/-4-wi)UMUHOMETHJ|-2-MeTOK-
cueHnI0BbIi 3UpP NUPUIAUH-3-KAPOOHOBOMH KHC-
Ja0thlI (6). Beixox 0.36 T (81%), 1. ut. 208-209°C. UK
ciextp, v, cM: 3037, 3001, 2941, 1756 (C=0), 1645
(C=0), 1610, 1587, 1578, 1561, 1493, 1454, 1426,
1411, 1382,1363,1302,1272, 1197, 1185, 1152, 1120,
1078, 1038, 1019, 974. 954, 875, 869, 827. 769, 749.
735, 703, 620, 593. 560, 502, 457, 420. Y® cnekrp,
Amaxs HM (€): 219 (30000), 256 (20000), 335 (26000).
Cnekrp SIMP 'H, 8, m. 1.: 2.49 ¢ (3H, CH,), 3.16
¢ (3H, CH;), 3,88 ¢ (3H, OCHj;), 7.20 1 (1H,,, J =
8.1Tm), 732 1.1 (1H,,J=7.4,12T1), 7.38-7.45m
(3Ha,), 7.45-7.50 m (3H, 1Hpy + 2Hy,), 7.60 1 (1H,,,
J =12Tu), 845 n. 1 (1Hpy, J = 8.0, 1.9 I'n), 8.84
a1 (1Hpy, J =4.9, 1.7 T'n), 9.40 1. 1 (1Hp,, J = 2.1,
0.6 T'n), 9.75 ¢ (1H, CH=N). Cnektp SIMP 13C, §,
M. 11.: 10.31 (CHj3), 35.94 (CHj3), 56.07 (OCHj5), 110,55
(CHyy), 121.48 (CHy,), 122.94 (CHy,), 123.58 (CHjp,y),
124.58 (2CH,,), 127.13 (CH,,), 129.35 (2CH,4,),
137.88 (CHp,), 151.67 (CHpy), 154.04 (CHpy), 156.20
(CH=N), 118.58, 125.56, 134.85, 137.42, 141.25,
151.47, 152.13, 160.91, 163.42 (9C’). Macc-cniekTp,
m/z (I, %): 443 (100) [M + H]". Haiineno, %: C
67.80; H 5.05; N 12.45. C,5H,,N,0O,. Beruucneno, %:
C 67.86; H5.01; N 12.66. M 442.47.
4-[(2)-(1,5-AumeTun-3-okco-2-penn-2,3-nu-
ruapo-1H-nupa3zo0,1-4-u1)UMHUHOMETHII |-2-3TOKCH-
(penunsioBbIii 3pUp NUPUANH-3-KapOOHOBOH KHCJI0-
ThI (7). Boixon 0.39 r (85%), 1. mn. 179-180°C. UK

chextTp, v, cM': 2985, 2940, 2900, 1747 (C=0), 1638
(C=0), 1592, 1575, 1501, 1491, 1455, 1424, 1393,
1383, 1370, 1353, 1323. 1274, 1195, 1167, 1100,
1118, 1078, 1040, 1022, 948, 903, 873, 863, 820, 769,
762, 732, 700, 620, 589, 506. YO cnektp, Ay, HM
(e): 220 (32000), 258 (21000), 334 (27000). Crekrp
SIMP 'H, 8, m. 1.: 1.31 T (3H, OCH,CH;, J = 7.0 T'nn),
248 ¢ (3H, CH;), 3.15 ¢ (3H, CH;), 4.13 x (2H,
OCH,CH;,J=7.0T"n), 7.20 n (1H,,, J = 8.1 I'my), 7.31
T (1Hy,, J = 7.3 I'm), 7.38-7.45 m (3H,,), 7.45-7.50
M (3H, 1Hpy + 2Hy,), 7.57 1 (1Hy,, J = 1.5 T'n), 8.45
A. T (1Hpy, J = 8.0, 1.9 T'n), 8.84 1. 1 (1Hp, J = 4.7,
1.2T), 9.40 1 (1Hpy, J = 1.2 '), 9.74 ¢ (1H, CH=N).
Cnextp SMP 3C, Oc, M. a.: 10.29 (CHy), 14.82
(OCH,CHj;), 35.94 (CHy), 64.57 (OCH,CHj;), 111,73
(CHyy), 121.29 (CHy,), 122.85 (CHy,), 123.59 (CHp,y),
124.55 (2CH,,), 127.10 (CH,,), 129.33 (2CH,,),
137.77 (CHp,), 151.58 (CHpy), 153.99 (CHpy), 156.25
(CH=N), 118.60, 125.69, 134.86, 137.30, 141.58,
150.76, 152.13, 160.91, 163.46 (9C’). Macc-crextp,
m/z (I, %): 457 (100) [M + H]". Haiineno, %: C
68.91; H 5.32; N 12.27. C,sH,4N,O,. Beruncneno, %:
C68.41; H5.30; N 12.27. M 456.49.

2-[(2)-(1,5-AumeTun-3-okco-2-pennsi-2,3-nu-
rujapo-1H-nupa3o/-4-uj)uMUHOMeTU | peHnJio-
BbIii 3()up nUpUIAUH-4-KAPOOHOBOI KHCIOTHI (8).
Beixon 0.33 r (80%), T. . 144-145°C. UK cnexrp,
v, eM 11 3050, 2922, 1746 (C=0), 1617 (C=0), 1593,
1556, 1519, 1494, 1480, 1455, 1420, 1406, 1389,
1351, 1321, 1264, 1225, 1209, 1175, 1151, 1102,
1072, 1060, 1021, 974, 959, 877, 843, 807, 758, 750,
700, 673, 627, 587, 560, 507, 483. YO cnexTp, Apaxs
HM (g): 235 (20000), 267 (16000), 300 (14000), 358
(16000), 344 (21000). Cniexkrp SIMP 'H, §, m. 1.: 2.22
¢ (3H, CH;),3.07c(3H, CH;), 7.23 1. n (1H,,, J = 8.0,
1.0Tm), 729 . 1 (1H,,, J = 7.4, 1.2 T'm), 7.31-7.34 m
(2H,,), 7.34-7.38 M (1H,,), 7.40-7.46 m (3H,,), 8.06
A 1 (2Hpy, J = 6.1, 1.7 T'n), 8.12 1. 1 (1H,,, J = 7.8,
1.7 '), 8.84 1. 1 (2Hpy, J = 6.0, 1.6 '), 9.91 ¢ (1H,
CH=N). Cnektp SIMP 3C, §;, m. a.: 9.91 (CHj),
35.65 (CH;), 122.79 (CH,,), 123.59 (2CHp,), 124.76
(2CH,,), 126.59 (CH,,), 127.23 (CH,,), 128.58
(CH,,), 12935 (2CH,,), 130.87 (CH,,), 150.96
(2CHpy), 151.76 (CH=N), 118.58, 130.01, 134.67,
136.93, 149.51, 152.12, 160.62, 163.84 (8C'). Macc-
criekrp, m/z (I, %): 413 (100) [M + H]*. Haiineno,
%: C 70.14; H4.90; N 13.57. C,4H,(,N,O5. Beruucne-
HO, %: C 69.89; H 4.89; N 13.58. M 412.44.
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3-[(£)-(1,5-AumeTunn-3-okco-2-penn-2,3-1u-
ruapo-1H-nupa3o/-4-ua)uMUHOMeTH | peHnio-
BbIil 3¢up nmupuanH-4-KapooHOBOI KUCJIOTHI (9).
Berxon 0.32 1 (78%), 1. . 209-210°C. UK cnexrp,
v, em 1 3053, 2960, 2934, 1746 (C=0), 1643 (C=0),
1594, 1571, 1491, 1443, 1409, 1380, 1309, 1277,
1263, 1229, 1211, 1135, 1085, 1063, 1000, 963, 863,
847,797, 770, 750, 702, 697, 677, 600, 560, 507. YO
CHIEKTP, Apax, HM (€): 246 (9000), 269 (12000). Criextp
SIMP 'H, §, m. n1.: 2.46 ¢ (3H, CH;), 3.19 ¢ (3H, CH,),
7.35-7.41 M (4H,,), 7.50-7.59 M (3H,,), 7.73 0 (1H,,,
J=7.8T1),7.81 1 (1H,,J=1.61'w), 8.03 1. 1 (2Hpy,
J = 6.0, 1.6 I'n), 8.90 1. n (2Hpy, J = 6.0, 1.6 I'n),
9.61 ¢ (1H, CH=N). Cnektp SIMP 13C, 5., m. z1.: 10.33
(CHy), 35.78 (CH3), 119.96 (1CHy,), 123.63 (2CHj,y),
123.96 (CH,,), 12539 (2CH,,), 126.36 (CH,,),
127.63 (CH,,), 129.76 (2CH,,), 130.64 (1CH,,),
151.50 (2CHpy), 153.37 (CH=N), 116.49, 125.15,
135.04, 136.92, 140.01, 152.85, 160.01, 164.18 (8C").
Macc-criexrp, m/z (I, %): 413 (100) [M + H]". Haii-
neno, %: C 70.34; H 4.93; N 13.59. C,,H,(,N,O5. BoI-
yucaeHo, %: C 69.89; H 4.89; N 13.58. M 412.44.

4-1(2)-(1,5-AumeTun-3-0kco-2-penn-2,3-nu-
ruapo-1H-nupazoii-4-uja)MMUHOMETHJ | peHHnI0-
Bblil 3¢up nupuanH-4-kapooHoBoii kucaoth (10).
Brixox 0.32 r (78%), T. u1. 254-255°C. UK cmektp,
v, em 1 3045, 2962, 2938, 1749 (C=0), 1644 (C=0),
1594, 1570, 1500, 1488, 1456, 1427, 1408, 1380,
1358, 1323, 1307, 1265, 1215, 1190, 1167, 1130,
1095, 1083, 1064, 1020, 979, 874, 874, 845, 822, 769,
750, 698, 670, 620, 596, 531, 506, 443. YO cuextp,
Amax> HM (€)1 229 (16000), 237 (15000), 286 (18000),
331 (25000). Cnexrp AMP 'H, §, m. a.: 2.48 ¢ (3H,
CH,), 3.15 ¢ (3H, CHy), 7.25-7.29 m (2H,,), 7.32 1. T
(1Hp,J=7.4,1.2Tn), 7.37-7.42 M (2H,,), 7.45-7.50
M (ZHy,), 7.91-7.95 M (2H,,), 8.00 n. 1 (2Hp,, J =
6.0, 1.7 T'u), 8.85 n. n (2Hpy, J = 6.0, 1.7 T'm), 9.77
¢ (1H, CH=N). Cnexrp SIMP 13C, dc, M. 1.0 10.22
(CHy), 35.87 (CH3), 121.67 (2CH,,), 123.35 (2CHjy),
124.63 (2CH,,), 127.16 (CH,,), 129.08 (2CH,,),
129.35 (2CHy,), 150.97 (2CHpy), 155.68 (CH=N),
118.52, 134.81, 136.38, 136.86, 151.89, 152.20,
160.87, 163.68 (8C'). Macc-cuiekrp, m/z (I, %):
413 (100) [M + H]". Haiineno, %: C 70.24; H 4.89; N
13.56. C,4,H,yN,O;. Berancneno, %: C 69.89; H 4.89;
N 13.58. M 412.44.

5-1(2)-(1,5-AumeTnn-3-oxco-2-pennii-2,3-nu-
ruapo-1H-nupa3o/-4-uwi)UMHUHOMETHJ|-2-MeTOK-
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cueHWI0BBIH 3(pUp MUPHINH-4-KaPOOHOBOI KHC-
aotsl (11). Beixon 0.37 r (84%), T. . 218-219°C.
UK cnekrp, v, cem 1 3049, 2997, 2940, 2840, 1756
(C=0), 1650 (C=0), 1617, 1607, 1589, 1574, 1511,
1496, 1456, 1427, 1408, 1374, 1300, 1269, 1216,
1163, 1126, 1093, 1083, 1064, 1019, 962, 943, 863,
843, 823, 756, 748, 701, 677, 585, 520, 503, 440. YO
CHEKTP, Apax, HM (€): 231 (16000), 236 (15000), 280
(16000), 333 (24000). Cnextp IMP 'H, §, m. 1.: 2.45
¢ (3H, CH,), 3.13 ¢ (3H, CHj;), 3.85 ¢ (3H, OCH,),
7.03 n (1H,,, J = 8.5 T'm), 7.31 1. T (1H,,, J = 7.4,
1.2 T'm), 7.38-7.42 M (2H,,), 7.44-7.50 m (2H,,), 7.64
o.1a(1H,,J=8.5,19TIn),7.81 1 (1H,,J = 1.9 T'm),
8.03 1. 1 (2Hpy, J = 6.0, 1.6 I'ny), 8.86 1. 1 (2Hpy, J =
5.9, 1.4 T'n), 9.70 ¢ (1H, CH=N). Cnexrp SIMP 3C,
Oc, M. 1.: 10.14 (CHj3), 35.91 (CHjy), 56.10 (OCHy),
112.10 (CH,,), 120.50 (CH,,), 123.45 (2CH,,),
124.40 (2CH,,), 126.92 (CH,,), 128.43 (CH,,),
129.22 (2CH,,), 150.81 (2CH,,), 155.46 (CH=N),
118.62, 131.66, 134.84, 136.71, 139.90, 151.88,
152.70, 160.93, 163.24 (9C’). Macc-cnexrp, m/z (I,
%): 443 (100) [M + H]'. Haiizeno, %: C 68.09; H
5.01; N 12.65. Cy5H,,N,0,. Beruucneno, %: C 67.86;
H 5.01; N 12.66. M 442.47.
4-[(2)-(1,5-AumeTnn-3-okco-2-penuni-2,3-au-
ruapo-1H-nupas3o,1-4-n1)UMUHOMETHJI|-2-MeTOK-
cueHn10BbIN 3PuUp NnupuaANH-4-KapOOHOBOI KHC-
gotsl (12). Berxom 0.36 T (81%), 1. . 247-248°C.
UK cnextp, v, em ' 3047, 3028, 2975, 2940, 1762
(C=0), 1645 (C=0), 1613, 1593, 1577, 1562, 1486,
1465, 1454, 1411, 1382, 1363, 1304, 1274, 1258,
1220, 1200, 1184, 1152, 1122, 1100, 1083, 1064, 1038,
990, 974, 903, 880, 873, 850, 827, 771, 757, 749, 702,
670, 617, 593, 560, 503, 423. YO cnexrp, Ay, HM
(e): 254 (17000), 265 (17000), 334 (25000). Crexktp
SIMP 'H, 8, m. z1.: 2.47 ¢ (3H, CH;), 3.14 ¢ (3H, CHy),
3.86 ¢ (3H, OCH3;), 7.18 1 (1H,,, J = 8.1 T'y), 7.3 1.
T (1H,, J =74, 1.1 Tm), 7.36-7.41 m (2H,,), 7.42 1.
o (1H,, J=8.2,1.7Tn), 7.44-7.49 m (2H,,), 7.59 1
(1Hpp J = 1.6 'n), 8.00 1. 1 (2Hpy, J = 6.0, 1.6 T'w),
8.83 1. 1 (2Hp,, J = 6.0, 1.5 '), 9.74 ¢ (1H, CH=N).
Cnextp SIMP °C, 3, m. 11.: 10.22 (CH;), 35.83 (CH;),
55.99 (OCHy;), 110.47 (CH,,), 121.37 (CHy,), 122.72
(CH,,), 123.45 (2CH,,), 124.54 (2CH,,), 127.09
(CH,,), 129.28 (2CH,,), 150.83 (2CH,,), 155.95
(CH=N), 118.42, 134.75, 136.66, 137.49, 141.08,
151.28, 152.06, 160.79, 163.22 (9C’). Macc-cnextp,
m/z (I, %): 443 (100) [M + H]'. Haiineno, %: C

TH?
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67.72; H 5.06; N 12.41. C,5H»,N4O,. Beruucneno, %:
C 67.86; H5.01; N 12.66. M 442.47.
4-[(2)-(1,5-AumeTunn-3-okco-2-pennii-2,3-1u-
ruapo-1H-nupa3zo0,1-4-u1)UMHUHOMETHI |-2-ITOKCH-
(pennsioBblii 3pup NMUpUANH-4-KapOOHOBOH KHCJI0-
ThI (13). Beixog 0.39 r (85%), 1. . 216-217°C. UK
crektp, v, cM™': 2978, 2938, 2883, 1749 (C=0), 1639
(C=0), 1594, 1577, 1567, 1505, 1492, 1456, 1425,
1413, 1391, 1371, 1327, 1286, 1270, 1192, 1165,
1150, 1119, 1095, 1063, 1039, 950, 903, 867, 850, 773,
753, 707, 702, 671, 627, 590, 507, 420. Y® cnekrp,
Amax> HM (€): 255 (15000), 273 (15000), 335 (22000).
Cnekrp SIMP 'H, §, m. x.: 1.31 T (3H, OCH,CH;,
J = 7.0 Tm), 2.49 ¢ (3H, CH;), 3.15 ¢ (3H, CHy;),
4.13 x (2H, OCH,CH;, J =7.0 '), 7.19 n (1H,,, J =
8.1Tw),7.321(1H,,,J =7.4Tn), 7.38-7.41 Mm (2H,,),
7.43 0. n (1H,,, J = 8.1, 1.7 I'n), 7.45-7.50 m (2H,,),
7.57 1 (1Hy, J = 1.6 '), 8.01 1. 1 (2Hpy, J = 6.0,
1.5 T'w), 8.85 1. 1 (2Hpy, J = 5.9, 1.2 '), 9.74 ¢ (1H,
CH=N). Cnektp SIMP *C, 8., m. a.: 10.30 (CHj),
14.81 (OCH,CHj;), 35.94 (CHj3), 64.57 (OCH,CHj;),
111.74 (CHy,), 121.28 (CH,,), 122.70 (CH,,), 123.45
(2CHpy), 124.56 (2CHy,), 127.11 (CH,,), 129.34
(2CHy,), 150.90 (2CHpy), 156.19 (CH=N), 118.59,
134.86, 136.89, 137.13, 141.50, 150.64, 152.14,
160.91, 163.34 (9C). Macc-cniekrp, m/z (I, %):
457 (100) [M + H]". Haiineno, %: C 68.48; H 5.26; N
12.13. C,4H,4N4O4. Beruucneno, %: C 68.41; H 5.30;
N 12.27. M 456.49.
1,5-Aumerun-2-penunn-4-[(Z)-(5-penna-
1,2-0kca3oua-3-ua)mMeTuaujgeHamMuuo|-1,2-qu-
ruapo-3H-nupa3zon-3-ou (14). Brixon 0.30 T (84%),
T. 1. 221-222°C. UK cnektp, v, cM': 3150, 3061,
3015, 2927, 1651 (C=0), 1617, 1595, 1567, 1495,
1487, 1446, 1413, 1380, 1352, 1304, 1255, 1133,
1097, 1077, 1057, 1041, 1021, 945, 918, 866, 811,
783,760, 744, 704, 684, 656, 630, 593, 503, 493, 429.
YO cnextp, A,y HM (€): 255 (29000), 325 (21000).
Cnextp SIMP 'H, §, m. 1.: 2.47 ¢ (3H, CH3), 3.18 ¢
(3H, CHj3), 7.00 ¢ (1H,50xcason)> 7-31 . T (1H,, J =
7.4,1.2T'n), 7.33-7.37 M (2H,,), 7.39-7.48 M (5H,,),
7.78-7.83 m (2H,,), 9.78 ¢ (1H, CH=N). Cmextp
SIMP 13C, 8¢, m. 1.: 10.10 (CH;), 35.38 (CHj), 96.90
(CH,y01c)s 125.02 (2CHy,), 125.89 (2CH,,), 127.47
(CHy,), 129.05 (2CHg,), 129.38 (2CH,,), 130.24
(CH,,), 146.23 (CH=N), 117.65, 125.8, 134.40,
152.48, 160.08, 164.48, 169.74 (7C'). Macc-cnekTp,
m/z (I, %): 359 (87) [M + H]'. Haiineno, %: C

OTH?>

7077, H 508, N 15.68. C21H18N4O2. BLI[II/ICJIGHO, %:

C 70.38; H 5.06; N 15.63. M 358.39.
1,5-Aumerni-4-{[(£)-5-(4-meTudenn)-1,2-ok-
€a30J1-3-HJI|MeTHIHIeHAMUHO}-2-peHnn-1,2-11-
ruapo-3H-nupa3zoma-3-ou (15). Brixon 0.31 r (83%),
T. . 220-221°C. UK cnextp, v, cM': 3170. 3054,
2967, 2923, 1693 (C=0), 1615, 1590, 1560, 1507,
1491, 1443, 1413, 1378, 1345, 1299, 1259, 1187,
1121, 1077, 1057, 1040, 947, 925, 867, 818, 786,
767, 749, 701, 680, 623, 583, 504, 443. YO cnekrp,
Amaxs HM (€): 207 (32000), 258 (30000), 325 (31000).
Cnexrp AMP 'H, §, m. 1.: 2.39 ¢ (3H, CH;), 2.48 ¢
(3H, CHj;), 3.19 ¢ (3H, CHj), 6.95 ¢ (1H,50xcas0n)> 7-26
1 (2H,,, J=8.01m), 7.33 . T (1H,,,J = 7.4, 1.1 T'm),
7.35-7.39 M (2H,,), 7.44-7.50 m (2H,,), 7.71 0 (2H,,,
J=8.2Tn),9.78 ¢ (1H, CH=N). Cniextp SIMP 13C, §,
M. 1.: 10.18 (CHj3), 21.62 (CH;), 35.51 (CHjy), 96.33
(CH,50kcason)s 125.02 (2CH,,), 125.90 (2CH,,), 127.48
(CH,,), 129.44 (2CH,,), 129.78 (2CH,,), 146.63
(CH=N), 117.87, 124.87, 134.52, 140.56, 152.56,
160.20, 164.45, 170.01 (8C’). Macc-cniektp, m/z (I,
%): 373 (87) [M + H]". Haiineno, %: C 71.46; H 5.44;
N 15.16. C,,H,(N4O,. Brruucneno, %: C 70.95; H
5.41; N 15.04. M 372.42.
1,5-Aumetnna-4-[(Z)-(4,5-nuxaop-1,2-tua-
30J1-3-HJ)MeTHINAeHAMUHO]-2-penni-1,2-qu-
ruapo-3 H-nupa3zona-3-on (16). Berxon 0.29 t (78%),
1. . 230-231°C. UK cnekrp, v, em ! 3019, 2926,
2853, 1650 (C=0), 1577, 1483, 1457, 1417, 1393,
1383, 1359, 1302, 1137, 1110, 1075, 1042, 1016, 980,
943, 868, 828, 771, 750, 724, 703, 627, 594, 580,
525, 426. YO ciexTp, Ay, HM (€): 248 (16000), 350
(18000). Criektp SIMP 'H, §, m. 1.: 2.52 ¢ (3H, CH;),
3.23 ¢ (3H, CHy), 7.32-7.39 m (3H,,), 7.45-7.51 m
(2H,,), 9.88 ¢ (1H, CH=N). Cnektp SIMP 3C, §,
M. a.: 10.46 (CH;), 35.38 (CHj), 125.18 (2CHy,,),
127.70 (CHy,), 129.50 (CH,,), 147.65 (CH=N),
117.71, 124.59, 134.38, 148.61, 153.03, 160.14,
161.18 (7C’). Macc-cniekrp, m/z (I, %): 367 (100)
[M]". Haiineno, %: C 49.15; H 3.31; Cl 19.36; N
15.31; S 8,66. C;5sH;,Cl,N,OS. Bpruncaeno, %: C
49.06; H3.29; C1 19.31; N 15.26; S 8,73. M 367.25.
4-|(1,5-AnmeTnn-3-0kco-2-peHui-2,3-Turuapo-
1H-nupa3o/-4-u1)aMUHOMeTU1|-2-MeTOKCU ) eHU-
JIOBBIIl 3(up nNUpPUIUH-4-KApOOHOBOWH KHMCJIOTHI
(17). Cmech 0.44 1 (1 mmons) azomernrHa 12, 0.07 T
(2 mmomns) NaBH,, 0.37 r (6 MMoITb) JIeIsTHON YKCYC-
HOM KUCIOTH B 50 M1 abconmoTHOro OeH3o0ia mepe-
memmBanu 18-20 4 mpu 20-23°C, 3areM npoMmbIBa-
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mu Bonoit u 5%-HbIM BomHBIM pacTBopoM NaHCOs;.
Oprannuecknii cnoi otnemsid U cynnum Na,SO,.
PacTBopuTens ymansian, OCTaTOK KpPUCTAIIN30BAIU
u3 nuaTIioBoro 3¢upa. Beixon 0.33 r (75%), T. I
150-151°C. UK cnektp, v, cM': 3059, 3017, 2936,
1754 (C=0), 1744 (C=0), 1661 (C=0), 1647 (vC=0),
1593, 1564, 1498, 1488, 1455, 1410, 1275, 1184,
1152, 1122, 1096, 1064, 863, 771, 751, 701, 673. YO
CHEKTP, Apay, HM (€): 274 (15000), 334 (7000). Criextp
SIMP 'H, §, m. x1.: 2.09 ¢ (3H, CH;), 2.85 ¢ (3H, CH}),
3.79 ¢ (3H, OCHj;), 4.26 ¢ (2H, CH,NH), 6.97 n. n
(1H,,, J =8.0, 1.4 '), 7.07-7.12 m (2H,,), 7.24 T. T
(1H,,J=6.7,1.9T1),7.34c(1H, CH,NH), 7.40-7.46
M (4H,,) , 8.00 1. 1 (2Hpy, J = 6.0, 1.6 '), 8.83 1
(2Hpy, J = 5.3 T'n). Cuexrp SIMP 13C, 8¢, M. 1.: 10.92
(CHy), 37.37 (CHj3), 51.87 (CH,NH), 56.09 (OCHj;),
112.22 (CH,,), 120.12 (CH,,), 122.50 (CH,,), 123.10
(2CHpy), 123.48 (2CHy,), 126.15 (CHy,), 129.20
(2CHy,), 150.87 (2CHp,), 120.95, 135.43, 136.81,
138.52, 139.81, 142.37, 151.09, 162.96, 163.53 (9C").
Macc-cuiekrp, m/z (I, %): 445 (100) [M + H]*. Haii-
neHo, %: C 67.60; H 5.43; N 12.55. C,sH,4N,O,. BrI-
gucneHo, %: C 67.55; H 5.44; N 12.60. M 444 .48.

Meramnokommiaeke PdLCl, (18). K 2 wmn
(0.2 mmomnp) 0.1 M. pactBopa Na,PdCl, B meranone
mpu 20°C mpu nepeMemBaHuy T00aBIISITH PAcTBOP
0.09 r (0.2 mmoinp) azometura 12 B 10 mm MeOH.
CMmech nepememuBaiu 10 MUH, 0ca oK OT(OUIBTPO-
BBIBAJIM, MPOMBIBATH BOJOW W METAHOJIOM, CYIIMIH
1 cyt Ha Bozmyxe mpu 20—23°C. Beixox 0.09 1 (74%),
1. 1. 270°C (pasn.). UK cnextp, v, em': 3059, 3017,
2936, 1754 (C=0), 1660 (C=0), 1593, 1543, 1496,
1458, 1420, 1268, 1207, 1150, 1125, 1087, 1058,
1028, 877, 852, 760, 697, 588. YO cnexrp, Ay, HM
(e): 243 (16000), 272 (13000), 333 (6000), 420 (3000).
Haiineno, %: C 48.53; H 3.60; C1 11.43; N 9.15; Pd
17.05. C,5H,,C1,N,O4Pd. Beraucneno, %: C 48.45; H
3.58; C111.44; N 9.04; Pd 17.17.

KOH®JIMKT UHTEPECOB

ABTOpBI 3asBIAIOT 00 OTCYTCTBHM KOH(IMKTA
HUHTEPECOB.
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Heterocyclic Derivatives of 4-Amino-1,5-dimethyl-2-phenyl-
1,2-dihydro-3H-pyrazol-3-one
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A convenient and scalable preparative method for the synthesis of azomethines from 4-amino-1,5-dimethyl-2-

phenyl-1,2-dihydro-3 H-pyrazol-3-one and substituted benzaldehydes, as well as 1,2-oxazole and 1,2-thiazole-
carbaldehyde was developed.

Keywords: azomethines, (iso)nicotinic acid, pyrazolone, 1,2-oxazoles, 1,2-thiazoles
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