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3AMEIEHHBIE 2-AMUHOHUKOTUHAMM/IbI B CHHTE3E
MUPUJIO[2,3-d]TIAPUMUINH-4(1H)-OHOB, 2,3-TATHIPOITNPHUIO-
[2,3-d]MTAPUMUINH-4(1H)-OHOB U 11b,12-IUTUPOTTAPHIO-
[2',3":4,5]IAPUMHUIO[2,1-a] I3OMHI0.1-5,7-THOHOB

W3ydeHsl peakiuu 2-aMHHOHHMKOTHHAMHUZIOB C TPHATHIOPTO(MOPMHATOM, XJIOp-
aQHTUIPUIAMH KapOOHOBBIX KHCIIOT, albIeTHAAMH U 2-(hOpMIITOCH30MHON KHCIIOTOM.
B pesynpraTe momyuensl mmpuno|2,3-d|mpumuana-4(1H)-oub1, 2,3-murnapomnupumo-
[2,3-dlmupumunur-4(1H)-om61 1 5,7,11b,12-TeTparunponupuno[2',3":4,5 |mupumugo-
[2,1-a]u30ouBEN00-5,7-AMOHBI.

KiroueBble cjioBa: 2-aMHHOHUKOTHHAMHIBI, 2,3-auruapornupuno|2,3-dnupumu-
auH-4(1H)-onb1, mupuno[2,3-djmupumuann-4(1H)-onb1, 5,7,11b,12-TeTparuaponupuio-
[2',3":4,5mupumuno(2,1-aluzounnon-5,7-1M0HbI, FeTEPOLUKIN3AIIHSL.

WHTepec k aHHENIMPOBAaHHBIM MUPHINHAM OOYCIIOBIIEH HIMPOKUM CIIEKTPOM
HX MPAKTHUYECKOTO MPUMEHEHHUs. DTH COEAMHEHHUS MCIIOJIBb3YIOTCS B KayecTBE
JIEKApCTBEHHBIX IpenapaToB, Hampumep, 2,3-auruaponupuno|2,3-dnupumu-
nuH-4(1H)-onbl m3BecTHBI Kak nauypermueckue areHtol [1-4]. Konnencu-
pOBaHHbIE MUPUAMHBI TaK)Ke MPUMEHSIOTCS B KadeCTBE CPEICTB 3allUTHI
pacteHuit [5], B opranuueckoM cuHTe3e [6]. B muTepartype omucaH CUHTE3
2-3amemieHHbIX |-pernnmupuno|2,3-d|nupumuann-4(1H)-oHOB ¢ HEBBICOKUMHU
BBIXOJJaMH B3aNMMOJCHCTBHEM 2-((eHUIaMUHO)HUKOTHHAMHUIOB C YKCYCHBIM
anruapugom [7, 8]. Hacrosmas pabora mocBsmieHa pa3paboTKe METOJO0B
CHHTE3a HOBBIX MUpUAO[2,3-d|nupumuann-4(1H)-oHoB.

Jnst monydeHust 2-aMUHOHMKOTHHaMUIOB la—d HCIonb30Baich COOTBET-
CTBYIOIIME HUKOTHHOHUTPWIHI 2a—d (cxema 1). CHHTE3 HUTPHUIIOB 2a—C OIUCAH
B pabotax [9, 10], coenunenuss 2d — B 3KcmepuUMeHTaIbHOU uwacTH. [Ipu
kursiueHun HUTpuioB 2a—d B 20% staHonsHOM pactBope KOH o0pa3syroTcs
2-aMHHOHUKOTHHAMHIbI 1a—d ¢ BeIxomamu BeImie 75% (Tadm. 1).
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Coenunenust 1la—d — OecuBeTHbIE KPHUCTAIIMYECKHE BEIIECTBA, XOPOILIO
pacTBOpUMBIE B MOJSIPHBIX opraHmdyeckux pactBoputensx. B UK cnekrpax
coenMHeHU 1a—d 1O CpaBHEHUIO CO CIEKTPAMH MCXOIHBIX HUTPWIOB 2a—d
MCYE3aI0T MOJIOCHI MOIJIOMIEHUS] HUTPUIBHOM IPYIIIBI U MOSIBIISIOTCS XapaKTep-
HbIE MOJIOCHI TTOTJIONIEHHs KapOOHMIBHOM Tpymmsl amuaa mpu 1640—1630 e
(tabn. 2). B crextpax SIMP 'H coemmnennii 1a—d Habmonaercs paciierieHue
CUTHAJIOB aTOMOB Bojopona rpynnsl NH,, mo-BuauMomy, o0ycioBieHHOE
pa3HHUIIEH MPOCTPAHCTBEHHOTO OKpYskeHus1 MpoToHOB NH-anti u NH-sin (Tadm. 3).

B3anMHoe pacrnosiokeHue aMUHHOM W aMUAHOW TPy 2-aMUHOHUKOTHH-
amugoB 1 oOycnoBIMBaeT MX MEPCIEKTUBHOCTH ISl MOCTPOEHHsI KOHICHCH-
poBaHHBIX reTepounkiandeckux cucteM. CoennHenus la—d mucmosnb30BaHbl 115
AQHHEJIMPOBAHMS YAaCTUYHO THAPHUPOBAHHOIO NMUPUMHIAMHOBOTO LHUKJA K MHUPH-
muHoBoMy 1o cxeme [NC;N + C]. Ilpm 3TOM B pOdM OZHOYTIEPOTHOTO
KOMIIOHEHTa MOT'YT BBICTYNATh XJIOPAaHIUAPUABI KAPOOHOBBIX KUCIIOT, TPUITHII-
oprodopmuar, a TakKe anbaeruas! (cxema 2).

Tak, xunsuenue HuKoTHHaMuAa lb B TpudTHIOpTOdOpMHATE TPHUBOIUT
K 00pa3oBaHUIO HE3AMEIIEHHOTO MO MOJIOKEHUI0 2 mupuao|2,3-d|nupuMuanH-
4(1H)-ona 3a c BeixogoM 57%. Iupnpnonupumuanaons! 3b—d momydeHsl
B3aUMOJICHCTBHEM coequHeHuit 1b,¢ ¢ xopanruapuaaMu KapOOHOBBIX KHUCIIOT

4a—c Tpu KWUIITYEHUH B AWOKcaHe. Bwixomer mpoayktoB 3b—d cocraBisroT
76-90% (Tabm. 1).
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B UK cnektpax coennHenuid 3a—d 1o CpaBHEHUIO CO CHEKTPaMHU UCXOIHBIX
HUKOTHHAMHJ0B 1b,c Mcue3aloT MOJI0CH MOTJIONICHNUS BAJICHTHBIX KOJeOaHUi
cBsa3edl N—H amMuHHONM M aMUIHOUM Ipyll U MOSABIAETCS MHTEHCUBHAS MOJOCA
TIOTJIONICHHs BANCHTHBIX Konebanuii ceasn C=N B obmactu 1600-1595 cm '
B criektpe SIMP 'H coenmHenns 3a curan nmpoToHa MHPHMHINHOBOTO IIHKJIA
HposIBISIETCS. B BUAE cuHriiera npu 8.84 m. a. B cnekrpax coequHenuii 3b—d
OTCYTCTBYIOT curHayibl NH npoTOHOB aMUHHOM M aMHUJIHOW TPy, UMEIOIIHUXCS
B CIIEKTPaxX MCXOAHBIX AMHUHOHMKOTHHAMUAOB 1b,c, M MOSBIAIOTCS CUTHAJIBI
IIPOTOHOB 3aMecTuTeNs R* B XapakTepHbIX I HUX 061acTsx (Tabu. 3).

2,3-JJurunponupuno|2,3-d|mupumunna-4(1H)-oasr Sa—i cuHTE3MpOBaHBI C
BeIXOAaMHU 59-92% B3aumoneiictBueM coequneHuii 1a,b,d ¢ anpaernmamu 6a—i
B TOJIyOJI€ C MCIIOJIb30BaHUEM KaTaluTHUecKuX kKonmdecTB p-TsOH mpu azeo-
TPOITHOW OTTOHKE BOABI (Tadm. 1).

UK cnextpbl 2,3-aIUrdApONUPUAONUPUMUAINHOHOB S B OTIHYHE OT
CIIEKTPOB HHUPHUIONUPUMHUANHOHOB 3 COIEpXKAT IOJIOCY IOTJIOIMIEHUS] IPYIIIBI
NH B o6macti 3190-3120 cm'. O6pasoBaHie AUTHAPONTHPHIOTHPHMUIHHOBOTO
LMK/ COSMHEHNH 5 moTBepy/IaeTcs HamuuneM B criektpax SIMP 'H curuanos
meTtrHOBOTO 11 NH-mipoToHOB B 06mactsx 4.37-6.63 u 8.23-9.02 m. 1., cooTBeTCT-
BEHHO, W CIHH-CIIMHOBHIM B3anMoneicTBHeM Mexay aumu (J = 2.0-5.2 I'm),
a TaKoKe MOSBICHNEM CUTHAIOB IIPOTOHOB 3aMecTrTemst R® (Tabu. 3).

JlormgHo OBUTO OBI TPEIOJIONKUTH, YTO TPH B3aUMOACHCTBHH 2-aMHHO-
HuKOoTHHAMUIOB 1a,b,d ¢ 2-popMunbeH30iHOi KHUCIOTOI 00pa3yloTcst He TOIBKO
2-(4-okco-1,2,3 4-terparmpuno| 2,3-d rmipumMuarH-2-11)0eH301HbIe  KUCIOThl  Sj,k,1,
HO W TPOAYKTHI WX Terepouukiusamuu — 5,7,11b,12-terparnaponupumo-
[2',3":4,5|mupumuno[2,1-a]uzonnnon-5,7-muorsl  7a—¢ (cxema 3). JleticTBH-
TENbHO, Ha IpUMepe HUKOTHMHamuzaa 1b oOHapy)XeHO, YTO IpU BBEICHUU
B peaknuio ¢ HUM 2-(hOpMHUIOEH30MHON KHCIOTHI B YCJIOBHSX, OIMCAHHBIX
BBIIIIE TSI IPYTHX ajdbJAETHAOB, B PEAKIIMOHHONW CMECH HapsAdy C KHUCIOTOH 5j
MPUCYTCTBYET NHUPUIONUPUMHUAOM30MHION 7b, IPH 3TOM HX COOTHOIIEHHUE
3aBHUCHUT OT BPEMEHH IIPOBEIEHHSI PEAKLINH.

OKCIIEpUMEHTAIbHO HAWCHBI YCIOBHSI CHHTE3a MHIUBHUYaIbHBIX COEIHHE-
Huit 5j u 7b. [IpoMexyTouHOE COeMMHEHNE 5j HaKaruMBaeTcs B pEaKIMOHHOMN
CMECHU B JIOCTAaTOYHBIX JJIs1 BBICJICHNS KOJIMYECTBAX MPH KUTITYEHUH B TEUEHHE 5 4.
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Tabnuma 1

DuU3UKO-XUMHUYECKHE XapaKTePUCTUKH CHHTE3UPOBAHHBIX coeTMHEeHN I

Haiineno, %

Coenu- 0 0
HeHie Bpyrro-dopmyna Beraucnero, % T. mn., °C Beixon, %
C H N

1a CsH7N;0 70.49 6.65 16.61 151-152 84
70.56 6.71 16.46

1b Ci6H19N50, 67.27 6.78 14.78 127-128 81
67.35 6.71 14.73

1c Ci6H19N304 63.81 6.37 13.99 145-146 87
63.77 6.36 13.94

1d C;5H6FN30, 62.34 5.59 14.45 140-141 75
62.27 5.57 14.52

2d C;5sH14FN3;O 66.44 5.16 15.41 123-124 81
66.41 5.20 15.49

3a C7H;7N50, 69.05 5.73 14.28 157-158 57
69.14 5.80 14.23

3b C;9H,1N;0, 70.44 6.61 13.06 134-135 76
70.57 6.55 12.99

3¢ C,1H,5N;50, 72.00 7.15 12.03 148-149 90
71.77 7.17 11.96

3d C,1HysN504 68.70 6.89 11.51 148-149 80
68.64 6.86 11.44

5a C,,H,,BrN;O 62.63 4.81 9.89 203-204 59
62.57 4.77 9.95

5b Cy3Hy9N50, 72.67 7.93 11.20 180-181 92
72.79 7.70 11.07

Sc C,4Hy5N50, 74.20 6.41 10.78 167-168 90
74.39 6.50 10.84

5d Cy3H,,CLLN;0, 62.57 4.69 9.56 164-165 69
62.45 4.79 9.50

Se CyHppBrN;Oy 57.99 4.51 8.35 184-185 76
58.08 4.47 8.47

5f CpHp»NLO, 70.44 5.98 1491 174-175 77
70.57 5.92 14.96

Sg CyH,3N305 70.07 6.12 11.11 133-134 67
70.01 6.14 11.13

5h Cy,H gF,N50, 66.78 4.81 10.71 165-166 65
66.83 4.84 10.63

5i Cy3H,,FN;04 67.87 5.51 10.43 166—-167 70
67.80 5.44 10.31

5j CyH13N304 68.91 5.59 10.13 240-241 66
69.05 5.55 10.07

7a C23H19N302 M m M 208-209 70
74.78 5.18 11.37

7b CyHy N304 72.14 5.32 10.59 190-191 79
72.17 5.30 10.52

e C23H13FN303 68.55 4.52 10.37 175-176 74
68.48 4.50 10.42
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Tabonuma 2

HK n MacCC-ClIeKTPbl CHHTE3UPOBAHHBIX coeTMHEeHU I

Coe- UK cnexkrp, v, oM} Macc-criextp, m/z (151, %)
HEHHE

1a 3400, 3200 (NH), 255 [M]" (4.5), 238 (16), 237 (82), 236 (48), 209 (15),
1635 (C=0) 132 (36), 107 (35), 106 (100), 91 (98)

1b 3400, 3375, 285 [M]"(7.5), 253 (44), 236 (16), 208 (28), 176 (30),
3185 (NH), 133 (20), 106 (37), 91 (100)
1630 (C=0)

1c 3370, 3270, 302 (15), 301 [M]"(99), 284 (91), 283 (63), 269 (100),
3150 (NH), 268 (36), 253 (22), 252 (21), 226 (33), 107 (44)
1640 (C=0)

1d 3295, 3190 (NH), 290 (16), 289 [M]7(98), 273 (17), 272 (100), 271 (37),
1640 (C=0) 258 (16), 257 (68), 214 (70), 213 (34), 95 (25)

2d 3375 (NH), 272 (16), 271 [M]" (100), 270 (65), 240 (58), 239 (39),
2190 (C=N) 238 (34), 95 (19)

3a 1630 (C=0), 295 [M]"(12), 280 (17), 204 (8), 91 (100)
1600 (C=N)

3b 1640 (C=0), 323 [M]"(13), 308 (12), 232 (10), 91 (100)
1595 (C=N)

3¢ 1620 (C=0), 351 [M]7(12), 336 (15), 260 (7), 91 (100)
1600 (C=N)

3d 1620 (C=0), 367 [M]"(20), 352 (100), 310 (21), 226 (23), 198 (15),
1600 (C=N) 149 (21), 121 (16)

5a 3170 (NH), 423,421 [M]"(3), 209 (43), 107 (25), 91 (100)
1650 (C=0)

5b 3120 (NH), 379 [M]"(2), 297 (19), 296 (100), 91 (54)
1660 (C=0)

5¢ 3185 (NH), 387 [M]"(16), 355 (2), 296 (14), 210 (15), 91 (100)
1660 (C=0)

5d 3185 (NH), 443 [M]" (2), 441 [M]" (3), 210 (11), 91 (100)
1655 (C=0)

5e 3165 (NH), 497,495 [M]" (47), 482 (32), 480 (34), 452 (20), 450 (20),
1660 (C=0) 296 (67), 253 (29), 210 (37), 91 (100)

5f 3180 (NH), 374 [M]"(16), 359 (8), 296 (13), 210 (18), 91 (100)
1660 (C=0)

5¢g 3175 (NH), 377 [M]" (4), 210 (9), 91 (100)
1630 (C=0)

5h 3190 (NH), 395 [M]"(18), 380 (8), 273 (16), 272 (100), 271 (27),
1670 (C=0) 257 (44), 214 (50), 213 (26), 122 (24), 95 (54)

5i 3190 (NH), 407 [M]"(28), 392 (8), 273 (18), 272 (100), 271 (25),
1650 (C=0) 257 (38),214 (35),213 (17), 95 (10)

5j 3205 (NH), 417 [M]" (1), 326 (8), 133 (12), 105 (7), 91 (100)
1670, 1620 (C=0)

7a 1730, 1640 (C=0) 369 [M]"(26), 238 (15), 237 (79), 210 (17), 209 (60),

107 (47), 106 (21), 91 (100)
7b 1725, 1645 (C=0) 399 [M]"(8), 267 (12), 210 (10), 91 (100)
7c 1765, 1665 (C=0) 403 [M]" (62), 388 (50), 272 (100), 257 (50), 214 (49),
213 (29), 132 (39), 104 (38), 95 (41)
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Tabnauma 3

Cnektpbl SIMP 'H CHHTEe3UPOBAHHBIX COCIMHEHHUI

Coenu-
Here Xumnueckue caurd (AMCO-dg), 8, m. 1. (J, ')
1 2

la 2.20 (3H, ¢, 6-CH3); 2.23 (3H, ¢, 4-CH3); 4.53 (2H, 1, J= 5.8, NCH,); 6.30 (1H,
1, J=5.8, NH); 6.43 (1H, ¢, H-5); 7.20 (1H, T, J = 7.0, H-4 Ph); 7.28-7.35 (4H,
M, H-2,3,5,6 Ph); 7.57, 7.63 (2H, mBa ¢, CONH,)

1b 2.27 (3H, ¢, CHj); 3.28 (3H, ¢, OCHj;); 4.38 (2H, ¢, CH,0); 4.56 (2H, 1, J=5.8,
NCH,); 6.49 (1H, c, H-5); 6.60 (1H, T, J = 5.8, NH); 7.20 (1H, 1, J= 7.2, H-4
Ph); 7.29 (2H, T, J = 7.2, H-3,5 Ph); 7.33 (2H, n, J = 7.2, H-2,6 Ph); 7.50, 7.66
(2H, nBa ¢, CONH,)

1c 2.32 (3H, ¢, CH;); 3.32 (3H, ¢, OCH3;); 3.72 (3H, ¢, CcH,OCH,;); 4.47 (2H, c,
CH,0); 6.70 (1H, ¢, H-5); 6.85 (2H, 1, J = 9.0, H-3,5 Ar); 7.51 2H, n, J = 9.0,
H-2,6 Ar); 7.77, 7.88 (2H, nBa ¢, CONH,); 8.32 (1H, ¢, NH)

1d 2.37 (3H, ¢, CHj); 3.31 (3H, ¢, OCHs;); 4.46 (2H, ¢, CH,0); 6.76 (1H, c, H-5);
7.09 (2H, T, J = 8.9, H-3,5 Ar); 7.64 2H, n. n, J= 5.0, J = 8.9, H-2,6 Ar); 7.78,
7.90 (2H, nBa c, CONH,); 8.48 (1H, c, NH)

2d 2.36 (3H, ¢, CHj); 3.38 (3H, ¢, OCHs;); 4.50 (2H, ¢, CH,0); 6.85 (1H, ¢, H-5);
7.13 2H, T, J = 8.9, H-3,5 Ar); 7.59 2H, n. n, J= 5.0, J = 8.9, H-2,6 Ar); 9.0
(1H, ¢, NH)

3a 2.57 (3H, ¢, CH3); 3.46 (3H, ¢, OCHj3); 4.97 (2H, ¢, CH,0); 5.47 (2H, ¢, NCH,);
7.27 (1H, T, J=17.3, H-4 Ph); 7.33 2H, T, J= 7.3, H-3,5 Ph); 7.41 QH, n, J=7.3,
H-2,6 Ph); 7.49 (1H, ¢, H-6); 8.84 (1H, c, H-2)

3b 1.11 3H, 1, J=17.3, CH,CHs); 2.53 (3H, ¢, CH;); 2.75 (2H, x, J = 7.3, CH,CHj);
3.49 (3H, ¢, OCHjy); 5.05 (2H, ¢, CH,;0); 5.79 (2H, yur. ¢, NCH,); 7.13 (2H, g,
J=1.3,H-2,6 Ph); 7.27 (1H, T, J= 7.3, H-4 Ph); 7.33 (2H, 1, /= 7.3, H-3,5 Ph);
7.52 (1H, ¢, H-6)

3¢ 0.79 3H, 1, J = 7.5, (CH,);CH3); 1.22-1.30 (2H, m, CH,CH,CH,CH;); 1.54-1.62
(2H, m, CH,CH,CH,CH3;); 2.53 (3H, ¢, CH;); 2.71 (2H, 1, J = 7.5, CH,C;Hy);
3.49 (3H, ¢, OCH;); 5.05 (2H, ¢, CH,0); 5.80 (2H, ym. ¢, NCH,); 7.14 (2H, g,
J=17.4,H-2,6 Ph); 7.27 (1H, T, J = 7.4, H-4 Ph); 7.34 (2H, 1, J = 7.4, H-3,5 Ph);
7.52 (1H, c, H-6)

3d 0.82 (6H, 1, J = 6.8, 2CHj3); 2.14 (1H, m, CH(CH3),); 2.22 2H, &, J = 6.8,
CH,CH(CHa;),); 2.34 (3H, ¢, CH;); 3.48 (3H, ¢, OCHj;); 3.86 (3H, ¢, C¢H,OCH,);
5.06 (2H, ¢, CH,0); 7.11 (2H, r, J = 8.9, H-3,5 Ar); 7.33 (2H, n, J = 8.9, H-2,6
Ar); 7.44 (1H, ¢, H-6)

5a 2.28 (3H, ¢, 7-CH3); 2.49 (3H, c, 5-CH;); 4.07, 5.58 (2H, nBa 1, J = 15.6, NCH,);
5.64 (1H, n, J = 4.6, H-2); 6.47 (1H, ¢, H-6); 7.16 (2H, n, J = 8.5, H-3,5' Ar);
7.26 (1H, m, H-4 Ph), 7.31-7.35 (4H, m, H-2,3,5,6 Ph); 7.55 (2H, n, J = 8.5, H-2',6'
Ar); 8.63 (1H, 1, J=4.6, NH)

5b 0.80-1.10 (5SH, m, H,-2-6 muknorekcun); 1.40-1.67 (6H, m, H,-1-6, nuxio-
rekcmn); 2.26 (3H, ¢, CH;); 3.37 (3H, ¢, OCH;); 4.25, 5.54 (2H, nBa 1, J = 15.6,
NCH,); 4.37 (1H, T, J = 5.2, H-2); 4.75, 4.88 (2H, nBa n, J = 16.7, CH,0); 6.69
(1H, ¢, H-6); 7.23 (1H, m, H-4 Ph); 7.29-7.33 (4H, m, H-2,3,5,6 Ph); 8.23 (1H, x,
J=15.2,NH)

5¢ 2.26 (3H, ¢, C¢H4,CHs); 2.33 (3H, ¢, CH;); 3.36 (3H, ¢, OCHj;); 4.00, 5.60 (2H,
nBa 1, J = 15.6, NCH,); 4.77, 4.89 (2H, nBa 1, J= 16.8, CH,0); 5.58 (1H, ym. c, H-2);
6.80 (1H, ¢, H-6); 7.09 (2H, n, J = 8.2 H-3",5' Ar); 7.13 (2H, n, J= 8.2, H-2",6' Ar);
7.26 (1H, m, H-4 Ph); 7.31-7.34 (4H, m, H-2,3,5,6 Ph); 8.52 (1H, ymr. c, NH)

5d 2.35 (3H, ¢, CHy); 3.36 (3H, ¢, OCHy3); 4.24, 5.50 (2H, mBa 1, J = 15.6, NCH,);
4.74, 4.87 (2H, mBa 1, J = 17.0, CH,0); 5.79 (1H, 1, J = 4.4, H-2); 6.83 (1H, c,
H-6); 7.14 (1H, a. o, J= 2.1, J = 8.4, H-6' Ar); 7.25 (1H, m, H-4 Ph); 7.30-7.34
(4H, m, H-2,3,5,6 Ph); 7.45 (1H, a, J = 2.1, H-2' Ar); 7.60 (1H, o, J = 8.4, H-5'
Ar); 8.75 (1H, n, J=4.4, NH)
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OKkoHYaHue TaOIMUIB 3

1 2

Se 2.34 (3H, ¢, CH;); 3.36 (3H, ¢, OCHs); 3.96, 5.46 (2H, asa 1, J = 15.8, NCH,);
4.84-4.92 (2H, M, CH,0); 5.95 (1H, 1, J = 3.7, H-2); 6.05 H, 1, J = 8.5,
OCH,0); 6.69 (1H, ¢, H-6); 6.84 (1H, ¢, H-6' Ar); 7.16 (1H, ¢, H-3' Ar); 7.18—
7.26 (3H, m, H-2,4,6 Ph); 7.28-7.32 (2H, m, H-3,5 Ph); 8.51 (1H, yu. ¢, NH)

5f 2.31 (3H, ¢, CHy); 3.36 (3H, ¢, OCHs); 4.20, 5.52 (2H, aga 1, J = 15.6, NCH,);
4.75, 4.89 (2H, 18a 1, J = 17.0, CH,0); 5.82 (1H, 1, J = 4.4, H-2); 6.83 (1H, c,
H-6); 7.26 (1H, M, H-4 Ph); 7.30-7.35 (4H, m, H-2,3,5,6 Ph); 7.37 (1H, . 1,
J=4.8,J=8.0, H-5'Py); 7.60 (1H, a.1,J = 2.0, J = 8.0, H-4' Py); 8.42 (1H, 1,
J=23,H-2'Py); 8.52 (1H, 1. 1, J= 1.6, J= 4.8, H-6' Py); 8.77 (1H, 1, J = 4.4, NH)
5g 2.16 (3H, ¢, CH; Fur); 2.32 (3H, ¢, CHy); 3.38 (3H, ¢, OCHy); 4.19, 5.50 (2H,
nea 5, J=15.5, NCH,); 4.79, 4.90 (2H, nsa 1, J = 17.0, CH,0); 5.55 (1H, x,
J=4.7,H-2); 5.96 (1H, 1, J= 3.1, H Fur); 6.03 (1H, 1, J= 3.1, H Fur); 6.83 (1H,
¢, H-6), 7.27 (1H, m, H-4 Ph); 7.33-7.38 (4H, M, H-2,3,5,6 Ph); 8.58 (1H, 1,
J=4.7,NH)

5h 2.28 3H, ¢, CHy); 3.33 (3H, ¢, OCHy); 4.72, 4.92 (2H, asa 1, J = 17.0, CH,0);
6.12 (1H, 1, J = 4.4, H-2); 6.94 (1H, ¢, H-6); 7.12-7.33 (8H, m, H Ar); 9.02 (1H,
1, J=4.4, NH)

5i 2.27 (3H, ¢, CHy); 3.34 (3H, ¢, OCHs); 3.70 (3H, ¢, CsH,OCH;); 4.71, 4.91 (2H,
nBa 1, J = 17.0, CH,0); 6.03 (1H, 1, J= 4.4, H-2); 6.87 (2H, 1, J= 8.8, H-3',5' Ar);
6.94 (1H, c, H-6); 7.12-7.20 (6H, m, H-2,3,5,6,2',6' Ar); 8.96 (1H, 1, J = 4.4, NH)
5§ 2.37 (3H, ¢, CHy); 3.35 (3H, ¢, OCHs); 3.94, 5.58 (2H, asa 1, J = 15.7, NCH,);
4.76, 4.88 (2H, asa 1, J = 17.1, CH,0); 6.63 (1H, 1, J = 2.0, H-2); 6.70 (1H, c,
H-6); 7.22-7.33 (6H, m, H-6 Ar + 5H Ph); 7.45 (1H, 1, J = 7.6, H-5 Ar); 7.54
(1H, 1, J = 7.6, H-4 Ar); 7.93-7.96 (2H, m, H-3 Ar + CH-NH); 13.42 (1H, ym. c,
COOH)

7a 2.35 (3H, ¢, 2-CHy); 2.67 (3H, ¢, 4-CHs); 5.06, 5.28 (2H, aa 1, J = 17.0, NCH,);
6.45 (1H, ¢, CH); 6.77 (1H, ¢, H-3); 6.91 (2H, 1, J = 7.4, H-2,6 Ph); 7.11 (1H, T,
J=7.2, H-4 Ph); 7.17 QH, 1, J = 7.4, H-3,5 Ph); 7.65 (1H, 1, J = 7.5, H-9); 7.70
(1H, 1, J="7.5, H-11); 7.73 (1H, 1, J = 7.5, H-10); 7.83 (1H, 1, J = 7.5, H-8)

7b 2.41 (3H, ¢, CHy); 3.46 (3H, ¢, OCH;); 4.85,5.03 (2H, msa 1, J = 16.8, NCH,);
5.09, 5.30 (2H, 18a 1, J = 17.1, CH,0); 6.47 (1H, ¢, CH); 6.93 2H, 1, J = 7.2,
H-2,6 Ph); 7.07 (1H, ¢, H-3); 7.09-7.19 (3H, m, H-3-5 Ph); 7.65 (1H, 1, /= 7.6, H-9);
771 (IH, 1, J= 7.6, H-11); 7.73 (1H, 7, J = 7.6, H-10); 7.84 (1H, 1, J = 7.6, H-8)
7e 2.26 (3H, ¢, CHy); 3.47 (3H, ¢, OCHs); 4.88, 5.04 (2H, nsa 1, J = 17.0, CH,0);
632 (1H, 1, J = 7.5, H-11); 6.74 (1H, ¢, CH); 7.11 (1H, ¢, H-3); 7.26-7.32 (4H, m,
H-2,3,5,6 Phy; 7.52 (1H, 1,J = 7.5, H-10); 7.60 (1H, 1, J = 7.5, H-9); 7.83 (1H, 1,
J=15,H-8)

OOpazoBanue coeaunenus 7b TpeOyer kursueHus B TeueHUe 26 4 (BBIXO.
79%). AHaJIOTHMYHO COCTUHEHUIO 7b MpH UCITIONH30BAHUU B KAY€CTBE UCXOTHBIX
HUKOTUHaMHUJIOB 1a,d CHHTE3MpOBaHBI IPYTUEe AUTHUIPONUPHUAOIUPUMUAOU30-
WHAONBl 7a,c, MPU 3TOM INPOMEXKYTOUHble MpoaykTel SK,1 B uuctoM BuAE
BBIIETTUTH HE yJIaI0Ch.

B UK cnekTtpax coenuHeHM 7a—C B CpaBHEHHMM CO CHEKTpoM 2,3-1u-
ruaporupuno|2,3-d|nupumuana-4(1H)-ona S5j OTCYTCTBYIOT TOJOCHI TOTJIO-
IICHHST BaJCHTHBIX KoJieOaHui CBsizu N—H IUTHIpONMpUMHUINHOBOTO KOJbIIA
u cssu O—H kap6oHoBo# kucnoTel. OtcyrcrBue curnanoB NH- u OH-mpo-
ToHOB B crekTpax SIMP 'H coenuHennii 7a—c, a TakKe CHHIVICTHBIH CHIHAI
METHHOBOT'O HPOTOHA CBUAETEIBCTBYIOT 00 OOpa30BaHMU TETPALUKINYECKOMN
CUCTEMBI JIMHEHHOTO cTpoeHus 7 (Tabm. 2, 3).
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SKCHHEPUMEHTAJIBHAS YACTb

UK cnextps! peructpupoBany Ha npudope Specord IR-71 (B BazenmnHOBOM Macie),
criextpsr SIMP 'H — Ha criextpomerpe Bruker DRX-500 (500 MI'w, BHyTpeHHHMit cTaHIapT
TMC). KonTpons 3a mpoTekaHMeM peaknuil U MHAUBHUIYaJIbHOCTHIO BCEX CHHTE3U-
POBaHHBIX COCIUHEHHUI OCYIIECTBISUIA METOJIOM TOHKOCIOWHOW XpomaTorpadpuu Ha
mwractuakax Silufol. Dnroent aneron—rekcan, 1:1, u Tonyon—a3tanon, 10:3.

6-MeTnia-4-meroxkcumMeTna1-2-(4-propaHuanHo)HUKOTHHOHUTPHI (2d). Cwmech
1.97 r (0.01 momp) 6-MeTHI-4-METOKCUMETWII-2-XJIOPHUKOTHHOHUTpIIa U 1.40 M
(0.015 moup) 4-pTopaHnnuHA KUIATAT B 15 Mt Oyranona B TeueHue 5 4. PeakunoHHyIO
CMECh OXJIQXIAIOT, OCAaJOK OT(IIBTPOBHIBAIOT, IMIPOMBIBAIOT TE€KCAaHOM, CYIIAaT Ha
BO3/IyXe, IEPEKPHUCTAIIM30BBIBAIOT M3 9TaHOJa U norydaroT 2.20 r coeanHenus 2d.

2-ben3naamnuo-4,6-rumMerusnukorunamua (la). Cmecr 2.38 1 (0.01 ™moip)
HUKOTUHOHUTpHIa 2a kumatar B 40 mu 20% pactBopa KOH B 96% »sTtanone npu
TiepeMenIMBaHiy B TedeHHe 6 4. PeakIMoHHYyI0 CMeCh OXJIaXAAIoT, pa3zdasisitor 10-kpart-
HBIM KOJIN4ecTBOM BOZBI. OcamoK OTQUIBTPOBHIBAIOT, IPOMBIBAIOT BOJOH, CylIaT Ha
Bo3zyxe. [IpOAyKT mepeKpUCTaJUIM30BBIBAIOT M3 dTaHONA M moiydator 2.15 r coenu-
HeHus la.

Coenunenust 1b—d nomny4aroT aHaJIOTHYHO.

1-Ben3na-7-meTnia-5-meTokcuMeTwIIMupuao|2,3-dlnupumunu-4(1H)-on  (3a).
Cwmech 2.85 1 (0.01 mounp) HuKOoTHHAMuAa 1b kumsaTst B 20 Mt TpudTHIOpTOdQOpPMHATA B
TedeHue 7.5 4. PeaknMOHHYIO cMech yrmapuBaloT HOJ BaKyyMoM, oxjiaxnaror. Ocamok
OT(UIBTPOBBIBAIOT, MPOMBIBAIOT FEKCAHOM, CyIIAT Ha Bo3myxe. [IpoayKT nmepekpucra-
JM30BBIBAIOT U3 ATAHOJA U TONIy4aloT 1.68 r coequmueHus 3a.

1-beH3u1-7-MeTHII-5-MeTOKCUMETUJI-2-3THIINUPUA0 | 2,3-d|mupumvuaun-4(1H)-4-
oH (3b). Cmecy 2.85 1t (0.01 momp) HukotuHamuma 1lb u 0.87 mu (0.03 moib)
XJIOPUCTOrO TponuoHmia 4a kumsataT 4 4 B 20 mi auokcaHa. PeakiMmoHHYIO cMech
OXJTAX/IAIOT, Pa30aBIISAIOT IBYXKPATHBIM KOJIMYECTBOM BOJIbI, HelTpamu3ytoT 10% pacrt-
BOpOM KapOoHaTa HaTpusi JI0 IpEKpalleHus] BbLIENeHus yriiekucioro rasza. Ocalok
OT(HUIBTPOBBIBAIOT, MIPOMBIBAIOT BOJIOW, CYIIaT HA BO3/AyXE, MEPEKPUCTATUTU3OBEIBAIOT
W3 3TaHOJA U MoydaroT 2.46 T coenuHeHus 3b.

Coenunenus 3c¢,d noiy4aroT aHaJIOTHYHO.

1-ben3nia-2-(4-6pomdenuin)-5,7-mumMmeTnii-2,3-1uruaponupuao|2,3-d| nupumuun-
4(1H)-oH (5a). Cmech 2.55 1 (0.01 mounp) HukotuHamuaa la u 2.04 r (0.011 mounb)
4-6pombenzanpaernaa (6a) B 25 mu tomyona kunstat 20 9 ¢ Hacaakoi J{uaa—Crapka B
MIPUCYTCTBAN KATAJUTUIECKAX KOJIUYECTB p-TONYOJCYTb(OKUCIOTH. PeakmoHHy0
cMech oxJiaxaaroT, nmpuoaBistor 20 M rekcana. Ocagok OTGUIBTPOBBIBAIOT, IPOMBI-
BalOT FEKCAHOM, CYIIAT Ha BO3AYXE M IMEPEKPUCTAIUTU3OBHIBAIOT U3 ATaHoMNA. [lomygaroT
2.50 r coenuHenus Sa.

Coenunenusi Sb—j moimy4aroT aHAJOTWYHO W3 COOTBETCTBYIOMIMX HUKOTHHAMHIIA
u anpreruga. OKOHYaHWE peakiuu KOHTPOJIUPYIOT 1Mo TCX (AIFOSHT TOIYOJI—3TaHOII,
10:3).

12-ben3na-2,4-numerun-11b,12-qguruaponupuno|2',3':4,5|nupumuno[2,1-aluzo-
UHA0J-5,7-nuon  (7a). Cmecy 2.85 r (0.01 momp) HukoTmHamuma 1b u 1.80 r
(0.012 momp) 2-hopMunOeH30HHOM KHCIOTHI B 25 MIT Tosryosia KUmatat 30 4 ¢ Hacamkoi
Jura—Crapka B NPUCYTCTBUH KaTaJUTHYECKUX KOJIHYECTB P-TOITYOJICYITb(POKUCIOTHI.
Cmech oxnaxmaroT, npubaBmsiror 30 M rexcaHa. Ocafok OTQMILTPOBHIBAIOT,
MIPOMBIBAIOT TEKCaHOM, CyIIaT Ha BO3IyXe, NEPEKPUCTAILIM30BLIBAIOT M3 3TaHONA H
nony4arot 2.59 r coequHeHus 7a.

Coenunenus 7b,c OTyJarOT aHAJOTHYHO.
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