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B3anmopeiicTBHeM 3aMEIIEHHBIX apOMaTHIECKUX U ann(paTHIeCKUX aMUHOB C XJIOPAHTHIPUAAMH H30KCa30JI- U
N30THA30JIKApOOHOBEIX KHCIOT pa3paboTaHbl yZOOHBIC ITOAXOABI K CHHTE3y (DyHKIMOHAJIBHO 3aMEIICHHBIX
aMHJIOB, COJIEPXKAIINX M30KCA30JIbHBIA M M30THA30JBHBIN T€TEpPOIUKIBI B Mojekyse. HalineHo onTuMaisHOE
COOTHOUIEHHE XJIOPAHTUAPH] —aMHUH(THUIPOXJIOPH] AMHHA) — TPUITUIAMHUH B PEAKLUIX allMINPOBAHUS AaMUHOB,
HE 3aTParuBarollee 3aMELICHNE aKTUBHOTO 3K30LMKIMYECKOTO aTOMa XJIOpa B MOJOXEHUH 5 W30THA30JIbHOTO
Konbla. PYHKIIMOHAIBHO 3aMEIIEHHbIE aMUAbl KapOOHOBBIX KHCIOT SBJISIOTCS MOTEHIMAIBHO OMOJIOTMYECKH

AKTUBHBIMU COCIUHCHUAMU.

KiroueBble ciioBa: apomaTthdeckue W anu(aTHUCCKUE aAMHHBI, HW30KCA30JIbl, HW30THUA30JIbI, T'CTCPOIHKIIBI,
XJIOPAHTUAPUIBI KapOOHOBBIX KHUCIIOT, (YHKIMOHAIBHO 3aMCIICHHBIC aMHUbI, OHOJIOTUYECKA AaKTHBHBIC

COCANHCHUA.
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Cpenu mpoOieM, BO3HHKAKIIUX TPU  KOHCT-
PYHpPOBAaHUHM HOBBIX TMPAKTHYECKH 3HAYUMBIX
COEIMHEHUHN, KIIOUEBBIMU CJEAYET BBIJICIUTH
uneHTuuKanu Hauboiee MEepPCIEeKTHUBHBIX
(YyHKIMOHANBHEIX Tpynn © o0ecreueHne uX
ONTHMAJIBHOTO IPOCTPAHCTBEHHOTO  B3aWMOpPACIIO-
JIO)KEHHSA, YTO HEOOXOAMMO JJs  TPOSIBICHUS
TpeOyeMBbIX CBOWCTB KOHEYHOH  MOJIEKYJISAPHOU
crpykrypoil. IlocnegHee 3avactyro JOCTUTAEeTCs TPHU
UCIIOJIb30BAHUN CTEIU(PUUECKUX JIMHKEPOB, KOTOPHIE
MOTYT, KpOME€ TOro, SBIATHCI U  BaXXHBIMU
(YHKIIMOHAIEHBIMH dJIEeMEHTaMH MOJIeKyJ. [Ipumepom
JUHKEPOB TAaKOTO THUIMA, SBISIOTCA (HYHKIIMOHAIHHO
3aMeIeHHbIE aMUAbl KapOOHOBBIX KHCIOT. YdacTue
aMUJIOB HACBHIIICHHBIX U apOMAaTHYECKUX KapOOHOBBIX
KHCJIOT B TIpoIeccax OWOpPEeTryNiannd B KadecTBe
9H/IOTEHHBIX OM03(PPEKTOPHBIX JIUMTHAOB YCTAHOBIECHO
U JokazaHo pabotamu 1990-x rr. DTH JOCTaTOYHO
MPOCTBIE TI0 CTPYKTYpEe COEOWHEHHS CIOCOOHBI
JIefiCTBOBATh KaK BHICOKOAKTUBHBIE HEHPOMOIYIATOPHI
(ANA, oneamuo), a TakxKe Kak peryasaTOpbl MPOLECCOB
B nepudepuueckux opraHax u TkaHiax (ANA, PEA,
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opykamuod). Bpicokas Ouonoruueckass aKTUBHOCTD
aMHJIOB, PEIENTOPHBIA MEXaHW3M UX JCeHCTBHUS,
HaJIMYMEe CUCTEM CHHTE3a M JCTPaJalldil MO3BOJISIOT
paccMaTpuBaTh aMuABl KapOOHOBBIX  KHCIOT B
Ka4yecTBE pPOJOHAYAIbHUKOB HOBOTO  Kjacca
onoperymaropos. K sTomy ke kiaccy, Io-BUANMOMY,
MOXHO OTHECTH AaMHUJbl HACBIIEHHBIX H
apOMAaTHUYECKUX KapOOHOBBIX KUCIOT C OMOaKTHBHBIMH
aMuHaMd (HampuMep, CEpPOTOHHHOM, NO0(haMHHOM U
Jp.), HaJMuhe KOTOPHIX B JKHMBBIX KJIETKaX TOKa He
MOKa3aHO, HO BBICOKas M crenuduieckas OHOIOTH-
YyecKasi aKTUBHOCTh KOTOPBIX CBUJCTEIBCTBYET 00 MX
BO3MOXHBIX 003 PeKTOpHBIX PyHKIMAX [1-3].

Panee Mbl cooOmiaiiv o mMoJlydeHUM amujoB 4,5-
JUXJIOPU30THA30I-3-KapOoHOBOW  kucioThl  [4]. B
HACTOSIILIEM COOOIEHUN IIPEICTABICHbl PE3yJIbTAThI
Mo CUHTE3y (YHKIHMOHAIBHO 3aMEUICHHBIX aMHJIOB,
coJiepKammx u3okcasonbHsiii (1-3, 5-7, 9, 10, 12, 13,
15-17, 19, 20, 22, 23) u uzotuazonbHeii (4, 8, 11, 14,
18, 21, 24) reTeponyKiIbl B MOJIEKYJE, OCHOBAHHOMY
Ha B3aMMOJAEWCTBUHU XJIOPAHTHIPHUIOB 3aMEIIEHHBIX



OYHKIMOHAJIBHO 3AMEIIEHHBIE AMI/IbI U30TUA30JI- 555

Cxema 1.
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R3 = 4-C6H4N:NC6H5 (1—4), 2—C6(4,5—M62)H2N:NC6H5 (5—8), 3-C6H4C02Et (9—11), 4-C6H4C02Et (12—14),
4-C¢H4SO,NH, (15-18); X =0 (1-3,5-7, 9, 10, 12, 13, 15-17, 19, 20, 22, 23); X =S (4, 8, 11, 14, 18, 21, 24);
Rl =H,R2=Ph (1,5, 9, 12, 15, 19, 22), 4-MeCcH, (2, 6, 10, 13, 16, 20, 23), 2,5-Me,CgH; (3, 7, 17);

=R2=Cl (4,8, 11, 14, 18, 21, 24);

@L (19-21); Mow (22-24).
Me

W30KCAa30/I- M M30THA30JIKAPOOHOBBIX  KHCJIOT C
COOTBETCTBYIOIUMH (YHKIIMOHAJIFHO 3aMeIIeHHBIMU
amuHamu. CuaTe3 amuoB (1-24) mpoBoawMN B cpelie
cyxoro »dupa mnpu 20-23°C B HOPUCYTCTBUHU
TpudTHiiamMuHa. llpu  cunHtese amugoB  (1-18)
HCIIOJIh30BAJIOCh COOTHOIIEHNE HCXOIHBIX PEareHTOB
(xmopaHruaApuI—aMUH—TpUAITHIaMuH, 1.1:1.0:1.2),
mpu moydeHun amMunoB (19-24) — (XnopaHTuapugI—
TUAPOXJIOPU] aMHHa-TpudTHIaMuH, 1.1:1.0:2.4).
Beixon amunos (1-24) coctasinsin 84-88% (cxema 1).

CocTaB ¥ CTPOCHHE TMONYICHHBIX (DYHKIIHOHAILHO
3aMeIICHHbIX aMuI0B 1—24 OBUTM YCTaHOBJICHBI Ha
ocHoBauuu nanubx UK, SIMP 'H, 13 C, xpomaro-macc-
CIIEKTPOMETPHH U DIIEMEHTHOTO aHaJIH3a.

OKCIIEPUMEHTAJIBHA S YACTb

UK cnektp coenuvHenuidd 3amucansl Ha Dypbe-
criekrpodoromerpe Protege-460 ¢dupmer Nikolet B

KBr. Crmextper SIMP 'H u '"C 3anmcamsr Ha
cnektpomerpe Bruker Avance-500. Xwumwmueckue
COBUTM HM3MEPEHBl OTHOCHTEIBHO OCTATOYHBIX

CUTHAIIOB JieiiTepupoBaHHbIX pactBoputeneit: CDClsy
(On 7.26 m.1., 8¢ 77.2 m.n.); DMSO-dg (84 2.50 m.x.,
Oc 40.1 m.m.). Macc-cieKTpsl TIOJyYeHBl Ha MPUOope
Agilent 5975 inert MSD / 6890N Network GC System
B PEKUME HMOHM3ALUH D3JCKTPOHHBIM yJIapoM ¢
sHeprued 31exkTpoHoB 70 3B; kamwuisgpHas KOJOHKA
HP-5MS (30 mx0.25 mm*0.25 MkMm); daza — 5% PhMe
Silicone; Temmepatypa wucmaputenas +250°C.
XJIOpaHTUAPUABl 3aMELICHHBIX H30KCa30JI- U HU30-
THA30JKapOOHOBBIX KHUCIOT HOJIYyYald IO METOIAMKAaM
[5-8].
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Avuanl 1-18 (06wasn memoouxa). Cmech 2.2 MMOITH
XJIOpAaHTUIpPUIA HM30KCa30J- WM H30THA30JIKapOOHO-
BOH KHCIOTHI, 2.0 MMostb amuHa U 0.25 T (2.4 MMOJIB)
TpudTHIIaMuHa B 50 M aGcomotHOrO  dmpa
nepememmBayin ipu 20-23°C B Tewenme 10-12 u.
BremaBmmii  0caiok OT(HHIETPOBHIBAIIN, MTPOMBIBAIIU
apupom (3x10 mur) 1 OONBIIIM KOTUYECTBOM TOpsUei
Boael (5%50 wu, 50-60°C). IIpomykTel peaxiuit
cymmnd Ha Bo3ayxe 1mpu  40-50°C 1-2 cyrt.
[Nomyuennsie amuasl 1-18 He TpeGoBanu nanpHeieH
OYHCTKH.

(E)-5-®enna-N-(4-penunnanazennt)penni-
u3o0kca3o-3-kapookcamua (1). Berxon 87%, T.mm
252-253°C. UK cmektp, em ;3351 (NH), 3155, 3129,
3080, 3060, 3040, 1682 (C=0), 1604, 1570, 1533,
1504, 1447, 1439, 1404, 1335, 1307, 1243, 1220, 947,
920, 880, 843, 830, 790, 763, 720, 688, 670, 650, 610,
548. Cnextp AMP 'H (500 MI';, AMCO-dg), 6, M.1.:
7.55 ¢ (1Hus0xc.)s 7.55-7.63 M (6Hapon.), 7.88 11 (2ZHapom.»
J 7.4 Tn), 7.96 0 (2Hupon., J 8.7 T'm1), 7.99 1 (2Hapom., J
7.4 T'n), 8.08 1 (2Hqpow., J 8.7 I'm), 11.14 ¢ (1H, NH).
Crextp SIMP C (125 MI'm, IMCO-dy), 8, M.x.:
100.86 (CHysoxc.), 121.44 (2CHapon.), 123.04 (2CH,pow),

12413 (2CHgpon), 12647 (2CHgpow), 129.99
(2CHgpon), 130.05 (2CHgpon), 131.61  (1CH,p0n,),
131.86 (1CH,poy), 126.80, 141.71, 148.87, 152.59,

158.15, 160.39, 171.31 (7Cyes). Haitmeno, %: C
72.08; H 4.44; N 14.89. [M]" 368. CxnHsN;O>.
Beruucaeno, %: C 71.73; H 3.38; N 15.21. M 368.40.

(E)-5-(p-Toanu)-N-(4-pennaanazennn)deHu-
H30Kca3oa-3-kapookcamua (2). Beixong 88%, Tt.m.
270-272°C. UK cnektp, em ;3360 (NH), 3133, 3090,
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3060, 3040, 3030, 2980, 2920, 2855, 1685 (C=0),
1610, 1603, 1536, 1509, 1453, 1440, 1409, 1402,
1330, 1012, 1303, 1241, 945, 870, 842, 814, 790, 766,
730, 720, 686, 670, 660, 645, 630, 610, 548. Haiigeno,
%: C 72.61; H 4.83; N 14.25. [M]" 382. C,3HsN4O>.
Brruncneno, %: C 72.24; H 4.74; N 14.65. M 382.42.

(E)-5-(2,5-Aumernndennn)-N-(4-peanaauase-
HIT)peHmnu3oKcazon-3-kapookcamua (3). Brexon
84%, T.1. 182—-183°C. UK cnexrp, em ' 3297 (NH),
3162, 3136, 3090, 3080, 3070, 3060, 3040, 3020,
2982, 2940, 2921, 2845, 1683 (C=0), 1594, 1575,
1530, 1499, 1456, 1446, 1436, 1406, 1299, 1246,
1230, 1180, 1150, 1110, 940, 895, 855, 839, 820, 817,
790, 766, 725, 688, 655, 640, 630, 620, 553. HaiineHo,
%: C 72.98; H 5.13; N 13.95. [M]" 396. CyH,0N,4O,.
Brruncneno, %: C 72.71; H 5.09; N 14.13. M 396.45.

(E)-4,5-Auxaop-N-(4-penungnazeHus)peHu-
u3oruasoi-3-kapooxcamua (4). Bexom 88%, T.mm.
214-215°C. VK crektp, cM : 3369 (NH), 3090, 3070,
3060, 3034, 1071 (C=0), 1603, 1529, 1461, 1433,
1412, 1351, 1304, 1237, 1184, 1154, 1141, 1116, 980,
920, 880, 843, 759, 740, 720, 686, 650, 640, 610, 547.
Coextp SAMP 'H (500 MI'u, CDCly), 6, m.a.: 7.46 T
(1Hapou, J 7.2 T), 7.51 T (2Hqpou, J 7.4 T'm), 7.86 11
(2Hapom., J 8.8 T'm), 7.91 1 (2Hapom, J 7.3 T'm), 7.97 1
(2Hapow, J 8.8 T), 9.10 ¢ (1H, NH). Cnextp SIMP "°C
(125 MI'u, CDCly), 8, m.a.: 120.09 (2CH,pon ), 122.96
(2CHgpow), 124.27 (2CHapow), 129.26  (2CHapow),
131.06 (1CHgpon), 125.61, 139.62, 149.52, 151.54,
152.79, 156.15, 156.55 (7Cuers). Haiineno, %: C
51.32; H 2.73; C1 18.36; N 14.48; S 8.19. [M]" 376.
C16H10C12N4OS. BI)ILII/ICJICHO, %: C 5094, H 267, Cl
18.79; N 14.85; S 8.50. M 377.24.

(E)-N-4,5-Iumetnn-2-(dpenunnguaseHu)penni-
5-penunusoxcazon-3-kapéoxcamua (5). Brixon
86%, T.m1. 212-213°C. UK cnekrp, em ;3325 (NH),
3143, 3126, 3075, 3055, 3030, 3020, 2918, 2856, 1694
(C=0), 1610, 1595, 1571, 1529, 1502, 1497, 1446,
1399, 1310, 1290, 1221, 1160, 960, 955, 880, 825,
818, 762, 710, 700, 687, 671, 610, 580, 520. Hatineno,
Breraucneno, %: C 72.71; H 5.09; N 14.13. M 396.45.

(E)-N-4,5-Iumetnn-2-(dpenunnaua3enun)penni-
5-(n-Toma)u3okca3on-3-kapookcamua (6). Brrxon
87%, T.mn. 219-220°C. MK crektp, cM ': 3324 (NH),
3136, 3072, 3040, 3024, 2962, 2919, 2854, 1682
(C=0), 1614, 1600, 1594, 1574, 1521, 1510, 1449,
1410, 1397, 1310, 1293, 1240, 1224, 1210, 1190,
1160, 1140, 1110, 960, 949, 885, 871, 828, 814, 790,
766, 715, 680, 760, 745, 720, 580, 560, 520. Haiineno,

Brruucaeno, %: C 73.15; H 5.40; N 13.65. M 410.48.

(E)-N-4,5-Tumetun-2-(peHungua3eHun)peHui-
5-(2,5-numeTn¢ eHNIT)N30KCA30J1-3-KapOoKcaMu
(7). Boixon 84%, t.m1. 177-178°C. YK crmextp, cM '
3349 (NH), 3186, 3127, 3080, 3060, 3040, 3027, 2971,
2918, 2855, 1689 (C=0), 1591, 1574, 1521, 1505,
1456, 1430, 1396, 1380, 1306, 1286, 1248, 1221,
1180, 1152, 1105, 1040, 960, 945, 885, 874, 832, 822,
806, 780, 763, 745, 680, 670, 630, 620, 580, 570, 521.
Haitneno, %: C 73.75; H 5.71; N 13.02. [M]" 424.
C26H24N402. BBI‘-II/IC.HGHO, %: C 7356, H 570, N
13.20. M 424.50.

(E)-4,5-Auxgaop-N-(4,5-numeTun-2-gpeHunsianaze-
Hu1I)peHnnu3zoTuasol-3-kapookcamug (8). Brixon
86%, T.m1. 206-207°C. UK crextp, cm ': 3316 (NH),
3100, 3040, 3020, 2955, 2920, 2845, 1697 (C=0),
1602, 1590, 1573, 1521, 1475, 1455, 1407, 1367,
1347, 1312, 1298, 1249, 1185, 1152, 980, 951, 888,
842, 822, 760, 737, 705, 640, 630, 510. Crnextp AMP
'H (500 MI', CDCl5), 8, m.z1.: 2.40 ¢ (3H, Me), 2.45 ¢
(3H, Me), 7.30 a.x (1Hapow, J 8.5, 1.8 Tm), 7.33 1
(2Hapou, J 8.1 T'm), 7.69 1 (1Hapon., J 1.3 T'm), 7.86 1
(2Hapom, J 8.3 Tmr), 8.67 11 (1Hapou, J 8.5 I'my), 11.70 ¢
(1H, NH). Cnextp IMP "C (125 MI'n, CDCly), 8,
m.a: 21.09 (Me), 21.76 (Me), 120.22 (1CHgpom),
121.13  (1CHgpou), 12297  (2CHgpow), 130.08
(2CHgpow.), 133.40 (1CHgpou.), 125.48, 132.87, 134.16,
139.57, 142.28, 150.71, 151.00, 156.77, 157.04
(9C.yers). Hatineno, %: C 53.66; H 3.59; CI 17.14; N
13.50; S 7.58. [M]" 404. C,sH,4C1,N,OS. Beruucneno,
%: C 53.34; H 3.48; Cl 17.49; N 13.82; S 791. M
405.30.

Itna  3-(5-pennnnzokcason-3-kapookcamMuno)-
oenzoar (9). Boxoxg 84%, t.mm. 162-163°C. UK
criekTp, cM ' 3342 (NH), 3124, 3062, 3045, 2995,
2970, 2935, 2920, 2870, 2845, 1719 (C=0), 1693
(C=0), 1513, 1599, 1590, 1548, 1488, 1452, 1405,
1392, 1362, 1321, 1306, 1282, 1215, 1189, 1132,
1109, 1090, 1026, 1009, 945, 920, 910, 875, 866, 825,
807, 762, 751, 690, 680, 672, 610, 595, 530. Cunektp
SAMP 'H (500 MI'u, CDCls), 8, m.x.: 1.41 T (3H, Me, J
7.1 I'm), 4.40 x (2H, CHy, J 7.1 T), 7.05 ¢ (1Hys0kc),
7.44-7.52 M (4Hapou), 7.79-7.84 M (2H,pow.), 7.86 11T
(1Hapom, J 7.8, 1.0 Tmx), 8.01-8.07 M (1Hapou), 822 T
(1Hapow, J 1.7 Tm), 8.71 ¢ (1H, NH). Cnextp SIMP "°C
(125 MI'y, CDCly), 6, m.o.: 14.48 (Me), 61.40 (CH,),
99.34 (CHusoxe.), 121.13 (1CHqpow.), 124.55 (1CH,pou),
126.16  (2CHgpon), 12621 (1CHgpow), 129.35
(2CHgpow.), 12947 (1CHapow), 131.08  (1CH,pow),
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126.77, 131.72, 137.31, 157.03, 159.36, 166.16,
172.37 (7Cuyers). Haitmeno, %: C 68.06; H 4.88; N
8.02. [M]+ 336. C19H16N204. BBI‘II/ICJ'IGHO, %: C 6785,
H 4.80; N 8.33. M 336.35.

Itun  3-[5-(n-Toaumn)uzokcasoi-3-kapooKkcamu-
ao]oenszoar (10). Beixon 85%, Tt 161-162°C. UK
CIIEKTD, em 't 3336 (NH), 3137, 3062, 3040, 2990,
2980, 2970, 2930, 2918, 2870, 2845, 1714 (C=0),
1689 (C=0), 1613, 1595, 1548, 1511, 1487, 1454,
1415, 1390, 1365, 1320, 1305, 1279, 1217, 1188,
1135, 1125, 1109, 1090, 1024, 1010, 947, 925, 910,
875, 860, 814, 760, 753, 712, 683, 670, 640, 630, 610,
590, 540. Cniextp SIMP 'H (500 MI', CDCl3), 8, M.1.:
1.40 T (3H, MeCH,, J 7.1 '), 2.41 ¢ (3H, Me), 4.39
(2H, CH,, J 7.1 T'), 6.99 ¢ (1Hs01c.), 7.28 11 (2Hapou, J
8 Tm), 7.46 T (1Hupom, J 7.9 Tm), 7.69 1 (2Hapom., J
8 T'm), 7.86 n.1 (1Hapow, J 7.8, 1.2 T'm), 8.04 a1
(1Hapou, J 8.1, 1.2 T), 8.21 T (1Hapom., J 1.8 T'mx), 8.73
¢ (1H, NH). Crektp SIMP "°C (125 MI'u, CDCL3), §,
M.a.: 14.46 (MeCH,), 21.69 (Me), 61.38 (CH,), 98.70
(CHisore.), 121.08 (1CH,pow), 124.51 (1CHpon), 126.06
(2CHgpow), 126.14  (1CHgapou), 129.43  (1CHgpow),
129.99 (2CHgpon), 124.02, 131.63, 137.32, 141.50,
157.10, 159.27, 166.15, 172.51 (8C.ers.). Haitneno, %:
Breruucaeno, %: C 68.56; H 5.18; N 8.00. M 350.37.

Itua  3-(4,5-auxgopu3zoruason-3-kapookc-
amugo)oensoar (11). Beixon 85%, T.mun. 164-165°C.
UK cnextp, M ': 3247 (NH), 3144, 3110, 3090, 3062,
3040, 3015, 3002, 2985, 2970, 2938, 2920, 2910,
2870, 2850, 1719 (C=0), 1665 (C=0), 1607, 1590,
1560, 1545, 1481, 1466, 1440, 1435, 1390, 1368,
1355, 1295, 1289, 1236, 1194, 1102, 1078, 1023,
1015, 1000, 985, 930, 905, 885, 870, 835, 810, 770,
756, 745, 710, 685, 670, 650, 599, 545, 525, 509.
Crextp SIMP 'H (500 MTI', CDCl3), 8, m.o.: 1.39 T
(3H, Me, J 7.1 T), 438 x 2H, CH,, J 7.1 Tw), 745 T
(IHapom., J 8 T'mx), 7.84 0.1 (1Hgpom, J 7.8, 1.2 T'm), 8.07
A.T (1Hapon, J 8.2, 1.2 Tm), 8.18 T (1Hupom, J 1.8 T'm),
9.04 ¢ (1H, NH). Cniextp SIMP "°C (125 MI'n, CDCls),
o, m.a.: 14.50 (Me), 61.39 (CH,), 120.83 (1CHgpon.),
12426  (1CHgapow), 126.07  (1CHgpon), 129.44
(ICHgpow), 125.52, 131.62, 137.35, 151.44, 156.21,
156.70, 166.17 (7Cqers). Haiimeno, %: C 45.62; H
3.02; Cl 20.17; N 7.86; S 9.04. [M] 344
C13H10C12N203S. BBI‘H/ICJ'IEHO, %: C 4523, H 292, Cl
20.54; N 8.12; S 9.29. M 345.19.

Itun  4-(5-peHmIn3okca3zon-3-kapooKcamMuI0)-
oenzoar (12). Beixox 87%, t.mn. 183-185°C. UK
ciektp, cM ' 3348 (NH), 3155, 3129, 3090, 3070,

JKYPHAJI OPTAHUYECKOM XUMHHU Ttom 55 Ne 4 2019

3045, 3030, 3000, 2975, 2960, 2935, 2895, 2875,
2840, 1710 (C=0), 1692 (C=0), 1610, 1600, 1580,
1541, 1495, 1480, 1451, 1433, 1404, 1365, 1311,
1269, 1245, 1220, 1180, 1140, 1114, 1370, 1037,
1008, 949, 920, 880, 849, 830, 810, 764, 692, 688,
675, 660, 610, 505. Cnextp SIMP 'H (500 M,
CDCl), 0, m.a.: 1.40 T (3H, Me, J 7.1 '), 4.38 x (2H,
CH,, J 7.1 Tn), 7.05 ¢ (1Hys0xc.), 7.45-7.55 M (3BHapow.),
7.77 1 (2Hapow., J 8.7 T'x), 7.79-7.86 M (2H,pon.), 8.08 11
(2Hapon, J 8.7 Tm), 8.75 ¢ (1H, NH). Criextp SIMP "°C
(125 MI'u, CDCl), 6, m.a.: 14.40 (Me), 61.02 (CH,),
99.19 (CHusoxe.), 119.23 (2CHapou.), 126.04 (2CH,pou.),
129.25  (2CHgpow), 130.97  (2CHgpow), 131.03
(ICHgpow), 126.55, 126.79, 141.00, 156.85, 159.16,
166.02, 172.35 (7Cuers). Haiimeno, %: C 68.11; H
4.89; N 8.00. [M]" 336. CioH¢N,O,. Brruncneno, %:
C 67.85; H4.80; N 8.33. M 336.35.

Itun  4-[5-(n-Toaun)uzokcason-3-kapooxkcamu-
noloenszoar (13). Beixon 87%, T.u1. 190-192°C. UK
criekTp, M : 3374 (NH), 3339 (NH), 3132 (CHysorc),
3070, 3060, 3035, 2983, 2922, 2905, 2870, 2845, 1706
(C=0), 1692 (C=0), 1610, 1600, 1540, 1511, 1470,
1452, 1404, 1365, 1319, 1276, 1249, 1225, 1180,
1105, 1026, 1004, 947, 877, 860, 816, 771, 712, 695,
680, 630, 605, 510. Cnexrp SIMP 'H (500 M,
CDCl;), 6, m.a.: 1.40 T (3H, MeCH,, J 7.1 T'm), 2.42 ¢
(3H, Me), 4.38 k (2H, CH,, J 7.9 T'n1), 6.99 ¢ (1H,0xc),
7.30 1 (2Hapowm., J 8 T'wx), 7.70 1 (2Hapom, J 8 T'mx), 7.77 11
(2Hapom, J 8.6 T'm), 8.08 1 (2Hapon, J 8.6 T'mr), 8.74 ¢
(1H, NH). Crmextp SIMP *C (125 MTI'u, CDCly), 3,
M.a.: 14.52 (MeCH,), 21.73 (Me), 61.13 (CH,;), 98.69
(CHusoxe.)> 119.33 (2CHapon.), 126.10 (2CH,pon.), 130.04
(2CHapow), 131.08 (2CHgpon.), 123.98, 126.86, 141.15,
141.62, 157.06, 159.22, 166.15, 172.68 (8Cuew.).
Haiineno, %: C 68.84; H 5.25; N 7.81. [M]" 350.
C,0H3N,0O4. Beraucneno, %: C 68.56; H 5.18; N 8.00.
M 350.37.

Otun  4-(4,5-1uxgopu3oruas’o-3-kapooxkcamu-
no)oenszoart (14). Beixog 88%, 1.m1. 165—166°C. UK
ciextp, oM ' 3299 (NH), 3101, 3070, 3051, 3007,
2983, 2934, 2895, 2870, 2845, 1699 (C=0), 1685
(C=0), 1605, 1588, 1523, 1475, 1460, 1440, 1411,
1395, 1370, 1360, 1349, 1316, 1305, 1277, 1255,
1239, 1185, 1174, 1140, 1103, 1081, 1017, 979, 888,
859, 850, 771, 742, 720, 698, 655, 626, 509. Cnektp
SAMP 'H (500 MI'u, CDCl3), 8, m.x.: 1.37 1 (3H, Me, J
7.1 T'm), 434 x (2H, CH,, J 7.1 Tm), 7.75 1 (2Hapom., J
8.7 T'm), 8.01 1 (2Hupom, J 8.7 T'm), 9.11 ¢ (1H, NH).
Cnektp IMP °C (125 MI'u, CDCly), 8, m.a.: 14.47
(Me), 61.08 (CH,), 119.09 (2CHgapou), 130.93
(2CHgpow.), 125.49, 126.63, 141.12, 151.48, 155.95,
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156.59, 166.07 (7Cyes). Haiimeno, %: C 45.54; H
3.08; Cl 20.32; N 7.89; S 897. [M] 344
C13H10C12N203S. BBI‘H/ICJ'IEHO, %: C 4523, H 292, Cl
20.54; N 8.12; S 9.29. M 345.19.

N-(4-Cyabdpamoundenun)-5-peHuIn30Kca3oa-3-
kapOokcamua (15). Boixon 85%, t.min. 258—260°C.
UK crextp, M ': 3355, 3316, 3263 (NH), 3148, 3132,
1684 (C=0), 1594, 1572, 1535, 1495, 1449, 1397,
1335, 1306, 1251, 1221, 1158, 1095, 1030, 1006, 948,
910, 880, 829, 767, 727, 691, 677, 610, 590, 580, 543.
Cnextp SIMP 'H (500 MI'i, JIMCO-dq), 5, m.a.: 7.34 ¢
(2H, NH,), 7.53 ¢ (1Husoxc), 7.55-7.59 M (3Hgpow),
7.85 1 (2Hapow, J 8.7 Tm), 7.98 n.1 (2Hgpom, J 7.4,
1.5 T'm), 8.00 1 (2Hqpom, J 8.7 T'mm), 11.11 ¢ (1H, NH).
Crektp SIMP °C (125 MI'n, JIMCO-d;), 8, M.x.:
100.82 (CHysoxc.), 120.92 (2CHapon.), 126.47 (2CHapon.)s
127.23  (2CHgpow), 129.99  (2CHgpon), 131.62
(1CHgpon), 126.77, 140.16, 141.55, 158.25, 160.30,
171.36 (6C.yers). Haiimeno, %: C 56.37; H 3.96; N
11.90; S 9.00. C¢H3N304S. Beraucneno, %: C 55.97;
H 3.82; N 12.24; S 9.34.

N-(4-Cyabpamonienun)-5-(n-Toana)u3oKca-
301-3-kapOokcamua  (16). Broixon 88%, T.mm
303-305°C. VK crextp, cM ': 3354, 3317, 3260 (NH),
3140, 3102, 3055, 3036, 2919, 2850, 1682 (C=0),
1613, 1594, 1535, 1508, 1454, 1310, 1396, 1380,
1340, 1306, 1250, 1222, 1160, 1110, 1096, 1030,
1020, 1008, 947, 907, 884, 829, 815, 770, 715, 699,
672, 620, 610, 586, 543. Crextp SIMP 'H (500 M1,
JIMCO-dg), 8, m.a.: 2.37 ¢ (3H, Me), 7.34 ¢ (2H, NH,),
7.38 1 (2Hapow, J 8.1 Tm), 7.44 ¢ (1Husorc), 7.84 1t
(2Hapom., J 8.8 T'mw), 7.86 11 (2Hqpom, J 8.1 T'm), 7.99 1
(2Hapow, J 8.8 T'm), 11.09 ¢ (1H, NH). Cnexrp SMP
BC (125 MI', IMCO-d), 8, m.x.: 21.68 (Me), 100.18
(CHissoxe.)> 120.90 (2CHpow.), 126.43 (2CHgpon.), 127.24
(2CHapow.), 130.53 (2CHgpon), 124.13, 140.14, 141.58,
141.66, 158.31, 160.25, 171.54 (7C.ers.)- Haitneno, %:
C 57.39; H 4.23; N 11.41; S 8.52. Cy7H;sN;0,S.
Breruucaeno, %: C 57.13; H4.23; N 11.76; S 8.97.

5-(2,5-Aumetuadenna)-N-(4-cyabpamon-
(pennn)uzokcazon-3-kapookcamua  (17). Beixox
84%, 1.1, 245-246°C. VIK crektp, cM ' 3385, 3305,
3272 (NH), 3156, 3070, 3020, 3010, 2970, 2925, 2970,
2845, 1674 (C=0), 1593, 1536, 1498, 1459, 1397,
1348, 1311, 1250, 1163, 1010, 1098, 1010, 990, 940,
900, 890, 855, 828, 812, 770, 701, 678, 625, 585, 546.
Crniextp SIMP 'H (500 MI'ti, IMCO-dq), 3, m.1.: 2.35 ¢
(3H, Me), 2.47 ¢ (3H, Me), 7.24 ¢ (1H,0c), 7.27 1
(IHapom, J 7.8 Tm), 7.31 1 (1Hapow, J 7.8 Tmr), 7.33 ¢
(2H, NH,), 7.62 ¢ (1Hgpon.), 7.84 1 (2Hapon, J 8.8 I'm),

7.99 1 (2Hapow.» J 8.8 Tm), 11.10 ¢ (1H, NH). Criektp
SAMP *C (125 MI'u, IMCO-dg), 8, m.ai.: 20.97 (Me),
21.08 (Me), 10321 (CHusoxc), 120.86 (2CHupon)s
12721 (2CHgpou), 129.26  (1CHgpoy), 132.02
(1CHapow)> 132.09 (1CH,poy), 126.13, 133.62, 136.33,
140.14, 141.55, 158.28, 159.85, 171.51 (8Cuyer.)-
Haiineno, %: C 58.44; H 4.70; N 11.06; S 8.25.
C18H17N304S. BI)I‘II/ICHGHO, %: C 5821, H 461, N
11.31; S 8.63. M 371.41.

4,5-Inxsaop-N-(4-cyabpamounadeHua)u30Tua-
3041-3-kapooxcamun  (18). Brixom 88%, T.mL
268—269°C. UK cnekTp, em 3340, 3316, 3251 (NH),
3107, 3045, 1686 (C=0), 1597, 1563, 1529, 1500,
1485, 1410, 1380, 1351, 1333, 1310, 1244, 1198,
1155, 1118, 1099, 1085, 1015, 985, 907, 887, 835,
827, 760, 698, 645, 629, 602, 547, 530, 519. Cnektp
AMP 'H (500 MI'n, IMCO-dg), 8, m.i.: 7.32 ¢ (2H,
NH»), 7.83 1 (2Hapow, J 8.7 T), 7.95 1 (2Hapow, J
8.7 Tm), 11.11 ¢ (1H, NH). Crmektp SIMP "“C
(125 MI'u, IMCO-dg), 8, m.a.: 120.58 (2CH,pow),
127.30 (2CHgpon), 123.74, 140.12, 141.50, 150.51,
158.26, 158.87 (6Cuers). Hailimeno, %: C 34.47; H
2.08; CI 19.82; N 11.66; S 17.96. C;,H;CI,N;05S,.
Brerancneno, %: C 34.10; H 2.00; C120.13; N 11.93; S
18.21.

Avuasl  19-24  (obwas memoouxa). Cwmech
2.2 MMOJIb XJIOPAaHTHIPHWJA H30KCA30Jl- WU H30-
THA30JKapOOHOBOW KHCIOTH, 2.0 MMOIBL THIpPO-
xnopuna amuHa u 0.5 T (4.8 MMOJIb) TPUATUIIAMUHA B
75 M abcomoTHOTO 3dHpa MepeMemmBaA Ipu 20—
23°C  20-24 4. BpimaBmuil THAPOXIOPHUNI
TpUATHIIAMUHA OT(QUIBTPOBBIBAJIM W  IPOMBIBAJIH
adupom (3x20 mi1). DPUPHBIA pacTBOP MEepeMELINBAIN
B TeueHne 4-6 4 ¢ 1%-HBIM BOZHBIM PacTBOPOM
NaHCOj;, opranudeckuil cIoW OTIACISIIA W CYIIWIH
Na,S0O4. PactBopuTens ynansiaun HpU TNOHMKEHHOM
JAaBJICHUH, OCTAaTOK IIEPEKPUCTAUIM3OBBIBAIN U3
cMecH aup-rekcas, 1:4.

N-1-(AnamanTan-1-Wi)3TUI-5-(heHUITU30KCA30.1-
3-kapooxcamup (19). Beixon 84%, t.mn. 165—166°C.
UK criextp, M : 3321 (NH), 3350, 3135, 3090, 3065,
3040, 2970, 2926, 2905, 2997, 2843, 1662 (C=0),
1610, 1590, 1575, 1539, 1495, 1448, 1426, 1380,
1360, 1345, 1335, 1320, 1245, 1168, 1090, 1070,
1030, 1020, 1005, 970, 949, 910, 885, 833, 775, 761,
686, 671, 626, 595, 540. Crextp SIMP 'H (500 M1,
CDCl), 6, m.n.: 1.16 n 3H, Me, J 6.9 I'), 1.55-1.76
M (12H, 6CHy), 2.01 yur.c (3H, 3CH,g), 3.91 x u 3.93
k (1H, CH, J 6.9 I'n), 6.74 yur.c u 6.76 yur.c (1H, NH),
6.98 ¢ (1Hus0xc.), 7.43-7.51 M (BHapou), 7.77-7.83 M
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(2Hpow). Criextp SIMP °C (125 MI'n, CDCl), 8, m.x1.:
1443 (Me), 28.30 (3CHag), 36.99 (3CH,), 38.41
(3CH,), 53.38 (CH), 99.33 (CHpow), 125.90
(2CHapow), 129.12 (2CHgpon), 130.65  (1CHqpoy),
36.10, 126.88, 158.36, 159.44, 171.52 (5C.cm).
Haiineno, %: C 75.73; H 7.59; N 7.64. [M]" 350.
C1,H6N,0,. Beruncneno, %: C 75.40; H 7.48; N 7.99.
M 350.46.

N-1-(ApamaHTaH-1-WJ1)3THI-5-(n-TOJNT)H30KCA-
3041-3-kapOokcamun  (20). Broixon 85%, T.mL
180—181°C. UK cmektp, cM ': 3411 (NH), 3130, 3040,
3030, 2995, 2972, 2922, 2900, 2848, 1680 (C=0),
1615, 1590, 1533, 1508, 1447, 1429, 1410, 1388,
1360, 1349, 1317, 1260, 1235, 1162, 1120, 1090,
1080, 1030, 1020, 1005, 970, 947, 935, 829, 808, 769,
710, 680, 635, 604, 572, 540. Cmextp SMP 'H
(500 MI'i, CDCl,), 6, m.n.: 1.14 1 3H, Me, J 6.9 T'm),
1.53-1.74 m (12H, 6CH;), 2.00 ymr.c (3H, 3CHag),
2.40 ¢ (3H, Megon), 3.89 xk u 391 k (1H, CH, J
6.9 T'm), 6.71 ym.c u 6.73 ym.c (1H, NH), 6.90 c
(1Husoxc))s 7.27 1 (2Hapou, J 8.1 Tmr), 7.67 1 (2Hapom, J
8.1 I'm). Cnextp SIMP °C (125 MI', CDCL3), 8, m.1.:
14.57 (Me), 21.65 (Megpon), 28.46 (3CHapg), 37.15
(3CH,), 38.57 (3CH,), 53.50 (CH), 98.86 (CH0xc),
126.00 (2CHgpon.), 129.94 (2CHgpon), 36.25, 124.36,
141.19, 158.60, 159.56, 171.88 (6C.ers.). Haiineno, %:
C 7597; H 7.81; N 7.45. [M]" 364. Ci3HyN,0,.
Beruucaeno, %: C 75.79; H 7.74; N 7.69. M 364.49.

N-1-(Apamantan-1-una)3Tua-4,5-1uxJopuso-
THa30J-3-kapOokcamua (21). Brixog 86%, ..
128-129°C. UK cnektp, cM 'z 3307 (NH), 3060, 2990,
2964, 2920, 2906, 2890, 2845, 1654 (C=0), 1535,
1527, 1488, 1460, 1445, 1380, 1359, 1345, 1319,
1240, 1190, 1164, 1120, 1112, 1090, 1076, 1020, 980,
969, 888, 880, 852, 831, 812, 770, 744, 710, 697, 659,
610, 515. Crextp SIMP 'H (500 MI', CDCl3), 8, M.x.:
1.13 1 (3H, Me, J 6.9 T'm), 1.52-1.74 m (12H, 6CH,),
2.00 ym.c (3H, 3CHag), 3.83 x u 3.85 x (IH, CH, J
6.9 I'm), 6.97 ymr.c u 6.99 ym.c (1H, NH). Cnektp
AMP C (125 MI'n, CDCls), §, m.a.: 14.61 (Me),
28.45 (3CHag), 37.16 (3CH,), 38.60 (3CH,), 53.45
(CH), 36.25, 125.06, 150.56, 157.27, 158.58 (5Cuers.)-
Haiigeno, %: C 53.73; H 5.70; C1 19.42; N 7.61; S
8.56. [M]" 358. CiH,CLN,OS. Bsruncneno, %: C
53.48; H5.61; C119.73; N 7.80; S 8.92. M 359.31.

Metua (L)-(5-pennnuzoxca3on-3-kapooHui)-
aedmuHat (22). Beixox 84%, T 56—57°C. UK
criekTp, cM ' 3352 (NH), 3160, 3131, 3090, 3080,
3060, 3040, 3000, 2957, 2928, 2871, 2860, 1749
(C=0), 1682, 1670 (C=0), 1612, 1590, 1573, 1539,
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1495, 1448, 1387, 1370, 1355, 1338, 1316, 1280,
1260, 1245, 1206, 1164, 1142, 1090, 1074, 1042,
1025, 983, 948, 930, 850, 830, 800, 768, 694, 680,
655, 604, 555. Crexp SIMP 'H (500 MTI'ti, CDCl5), 3,
m.a.: 0.97 T (6H, 2Me, J 6.7 I'm), 1.66-1.80 m [3H,
(Me),CHCHS,], 3.76 ¢ (3H, OMe), 4.78-4.87 m (1H,
CHNH), 6.95 ¢ (1Hys00c), 7.24 yurc u 7.25 yurc (1H,
NH), 7.43-7.48 M (3Happow), 7.76-7.79 M (2H,pow)-
Crektp SIMP °C (125 MI'n, CDCl;), 8, m.1.:21.93
(Me), 22.97 (Me), 25.01 [(Me),CH], 41.55 (CH,),
50.91 (OMe), 52.60 (CHNH), 99.30 (CH,porc ), 126.04
(2CH,pon)s 12926 (2CHqpow), 130.87  (1CH,p0),
126.83, 158.82, 158.85, 171.80, 172.76 (5Cuers.)-
Haiinerno, %: C 64.91; H 6.45; N 8.36. [M]" 316.
C17H20N,Oy4. Breruucieno, %: C 64.54; H 6.37; N 8.86.
M 316.36.

Metua (L)-[5-(n-Toamn)u30Kca3osi-3-kapooHu]-
aednuHaT (23). Beixox 85%, 1., 103—104°C. UK
CIIEKTD, em ' 3361 (NH), 3134, 3100, 3085, 3070,
3035, 3002, 2958, 2927, 2873, 2860, 1744 (C=0),
1670 (C=0), 1612, 1590, 1536, 1508, 1449, 1430,
1390, 1375, 1335, 1320, 1292, 1257, 1211, 1190,
1162, 1140, 1125, 1116, 1039, 1020, 1000, 949, 935,
865, 855, 819, 780, 720, 680, 640, 574. Cnextp AMP
'H (500 MI', CDCly), &, m.a.: 0.98 T (6H, 2Me, J
6.5 T'm), 1.65-1.81 m [3H, (Me),CHCH,], 2.40 ¢ (3H,
Me), 3.77 ¢ (3H, OMe), 4.79—4.87 m (1H, CHNH),
6.90 ¢ (1H,50xc.), 7.19 ymr.c u 7.21 ymr.c (1H, NH), 7.28
I (2Hapow, J 8.1 Tr), 7.67 1 (2Hgpou., J 8.1 I'y). Cniexrp
SMP C (125 MTI'u, CDCly), 8, m.1.:21.68 (MeCgH,),
21.98 (Me), 23.00 (Me), 25.05 [(Me),CH], 41.64
(CH,), 50.92 (OMe), 52.63 (CHNH), 98.72 (CH,0xc.),
126.02 (2CHgpom), 129.96 (2CHgpon), 124.20, 141.32,
158.79, 158.95, 172.06, 172.79 (6C.ers.). Haiineno, %:
C 65.88; H 6.79; N 8.17. [M]" 330. C;sH»N,O,.
Brruncneno, %: C 65.44; H 6.71; N 8.48. M 330.38.

Metua (L)-(4,5-nux10pu30THA30.1-3-KapOOHWII)-
aeiinmnar (24). Breixon 86%, T.aui. 53—54°C. UK
crekTp, oM : 3322 (NH), 2956, 2940, 2902, 2870,
1743 (C=0), 1682 (C=0), 1526, 1470, 1438, 1386,
1365, 1352, 1273, 1255, 1208, 1180, 1154, 1110,
1076, 1020, 977, 955, 920, 865, 855, 840, 780, 738,
516. Crextp SIMP 'H (500 MI', CDCl3), 8, m.zi.: 0.96
T (6H, 2Me, J 6 I'm), 1.63-1.79 m [3H, (Me),CHCH,],
3.75 ¢ (3H, OMe), 4.72-4.80 m (1H, CHNH), 7.45
yuc u 7.47 ymc (1H, NH). Cmexrp SIMP “C
(125 MTI'u, CDCly), o, m.a.: 22.05 (Me), 22.95 (Me),
25.05 [(Me),CH], 41.71 (CH,), 50.83 (OMe), 52.62
(CHNH), 125.15, 150.82, 156.17, 158.68, 173.00
(5Cuers.). Hatineno, %: C 40.86; H 4.45; CI 21.32; N
8.30; S 9.54. [M]" 324. C;;H4CLLN,O5S. BrrumcineHo,



560

%: C 40.63; H 4.34; CI 21.80; N 8.61; S 9.86. M
325.20.
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The interaction of substituted aromatic and aliphatic amines with chlorides of isoxazole- and
isothiazolecarboxylic acid has developed convenient approaches to the synthesis of functionally substituted
amides containing isoxazole and isothiazole heterocycles in the molecule. An optimal ratio of acid chloride —
amine (amine hydrochloride) —triethylamine in amines acylation reactions was found, without affecting the
replacement of the active exocyclic chlorine atom in position 5 of the isothiazole ring. Functionally substituted
amides of carboxylic acids are potentially biologically active compounds.

Keywords: aromatic and aliphatic amines, isoxazoles, isothiazoles, heterocycles, chlorides of carboxylic acid,
functionally substituted amides, biologically active compounds
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