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Pa3paboTan MeTon crHTe3a MPON3BOMHBIX S-apHIN30KCa30ll- U 4,5-TUXIIOpU30THA30]-3-KapOOHOBBIX KUCIIOT HA
OCHOBE 4-aneTwi- u 4-6en3onnmupuanHa. CioxHble 3pUPHI 1 aMUABI OBUTH MTOTYYEHBI ALMIINPOBAHUEM (TTHPHU-
TUH-4-WT)METaHOJIOB U (MUPUIUH-4-MT)METaHAMHHOB XJIOPAHTHAPUIAMH 3aMeIIeHHBIX 1,2-a3071-3-KapOOHOBBIX
KHCJIOT B 3()Mpe WIK XJIOPUCTOM METHIICHE B MPUCYTCTBUU TPUITUIIAMUHA. TakKe MMOJTy4eHbl YeTBEPTUUHBIC
AMMOHHEBbIE COJIM CHHTE3UPOBAHHBIX POU3BO/IHBIX MUPUINHA.

KiioueBrnle ciioBa: 4-aH€TI/IJ'IHI/IpI/I):[I/IH, 4—6eH3OI/IHHI/IpI/I[[I/IH, HU30THUa30J1, U30KCa30J1, CJIOXKHBIC 3(1)I/IpI)I, aMHbI,

METUIIAOAUIBI
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[Ipon3BoaHbIE TUPUANHA IUPOKO TPEACTABICHBI
CpeIy TPUPOIHBIX BEIIECTB, TAKUX KaK BUTAMUHBI,
KO(EPMEHTHI, aJIKAJIOWJIbl, & TAKKE B KAYCCTBE JIie-
KapCTBCHHBIX CPEJICTB MOTYT OBITh HCIIOJIb30BAHBI
JUISL JICUCHHS CaMbIX pa3HOO0Opa3HbIX OonesHer [1].
B 10O )€ Bpemsi M30KCA30JIbHBIM TETEPOLMKI SIBIIS-
eTcss (PparMeHTOM MOJIEKya OombImoro umcia dhap-
MAaIleBTHYECKUX CYOCTaHIIMMA, HApuUMep, JeQIOHO-
MHU7a, BaNJeKOKchOa, cymbpuzokca3zona. Hambomee
Ba)XHBIMHU INTPOM3BOJHBIMHA M30THA30JI1a, HAIICIAIIUMHU
MPaKTHYECKOE TMPUMCHEHHUE, SBISIOTCS aHTUOAKTe-
pHUANBHBIA TIpenapar cyiab(paMeTu30JI, HeUPOICTITUKH
3unpasuaoH u nepocnupod [2—4]. Ilpeasiaymue uc-
CJIeTIOBAHUS MTOKA3aJH, YTO MPOM3BOIHBIC N30KCa301a
M M30THA30J1a OKa3bIBAIOT CHUHEPreTHYeCKui ekt
B WX KOMITO3UITH C W3BECTHBIMHA WHCEKTHIIMIAMH, a
TaK)Ke C XMMHOTEPAIeBTUIECKUMH CPEICTBAMU, UTO
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MO3BOJIIET YMEHBUINTh A03Y 3THX areHTOB U, TAKUM
00pa3oM, CHU3UTH PUCK MOOOYHBIX TOKCHUYECKHX I-
(EeKTOB B XMMHOTEpau paka [5].

Coueranuie B OIHOM MoIeKyse pparMeHTOB MUPH-
nuHa U 1,2-a30710B MOXKET MPHUAATH HOBBIE MOJIE3HbBIE
CBOMCTBAa MX KOHBIOrataM. Kpome Toro, mpousBo-
JTHBIE M30KCa30J1a, M30THA30/Ia U TUPUIUHA 00pa3yIoT
koMIUiekchl ¢ mamutagueM(ll), koTopeie TPOSBISIOT
BBICOKYIO KaTaJUTHYECKYI0 aKTUBHOCTHh B PEaKIIHAX
KpOCC-COYEeTaHUs B BOIHBIX cpenax [6, 7].

AneTHII- U OCH30WIMTUPUANHBI U UX MPOU3BO/IHBIC
SIBJIIIOTCS  YIOOHBIMA HCXOIHBIMH COCIUHCHUSIMU
Y IIAPOKO HCHOJB3YHOTCS MPH Pa3padoTKe CTpare-
THU CO3JIaHHs MPEnapaToB pa3iMYHOrO HA3HAYCHHUS
[8-10]. Ilomyuenuwsie B pabote [11] mpomsBomHbIC
4,5-nurunponadTonsokcasona (cxema 1) mposBHIU
ce0s xak mHTHONTOpPHI epmenta CYPIB1 u B co-
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Cxema 1.

¥

N _~# N-0o R2
R!'=H, Me

RZ=H, Br

R3 =H, OMe

YEeTaHWU C TPAJUIMOHHBIMH INPOTHBOOITYXOJIEBBIMU
npenaparaMd MOTYT TIOBBICUTH CHEUU(PUYHOCTH H
3¢ PEeKTUBHOCTD UX IeHCTBUS.

Lenpro nanHo# paboTHI ABISETCS pa3paboTka Me-
TOJVKY CUHTE3a MOJIMa30TCOAEPIKALTNX MTPOU3BOIHBIX
S-apwiu3okca3oi- u 4,5-AuXJI0pPU30THA30-3-KapOo-
HOBBIX KHCJIOT Ha OCHOBE 4-aneTwi- u 4-0eH30MIIIH-

Crnoxuble 3¢pupsl Sa—B, 6a—1 1 amuas! 9a—8, 10a—
B OBUIM MOJTy4YE€HB! AIMIINPOBAHUEM (ITMPHUIUH-4-111)
MeTaHoIOoB 3, 4 u (MUpHUIUH-4-1IT)METAHAMUHOB 7,
8 xyopanruapumaMu 3aMemieHHBIX 1,2-a3051-3-Kap-
OOHOBBIX KHCJIOT B IPUCYTCTBHU TPHATHIAMHUHA MPU
KOMHATHOH Temneparype. Beixon cioxHbIX 3¢UpoB 1
amuoB coctaBui 85-91 u 81-86% cooTBETCTBEHHO
(cxema 2).

Takke ObUIM TONy4YEHBI YETBEPTHYHBIE aMMOHHU-
MIPOM3BOIHBIX NMHUPHANHA
9a—B u 10a—B BBIZEpKUBAaHUEM B TE€UCHHE 5 CYT B

eBpic comu 1la—B, 12a-B

cMecH 0€3BOTHOTO XJIOPUCTOTO METHIICHA C U30BITKOM
Metrronuaa (cxema 2). N-3aMemeHHbIe COH ITHPH-
JIUHHS TIPEJICTABIISIFOT OOJIBIION MHTEpec, Omaromaps
MIMPOKOMY HX MPUMEHEHUIO B KaUeCTBE aJKUIHPYIO-
[UX ar€HTOB, KATAJIN3aTOPOB MEX(Pa3HOTO IMepeHOCa,
AHTHCETITUKOB C ITUPOKUM CIIEKTPOM aHTUMHUKPOOHO-
ro JEeWCTBUS, KpacuTenel, HOHHBIX KUJKOCTEH, Mo-

pUauHA. BEPXHOCTHO-aKTUBHBIX BemecTs [12].
Cxema 2.
Rl
R? C(0)Cl
\ 2 ¢} o~
HO . I\ R
NaBH, X N
) i-PrOH R EtN, EtO R— | 6]
X—N 5a-1,6a-B
Rl X 3’ 4
N — R? C(O)C]
1) NH,OH-HCI
1,2 NaHCOj, EtOH, A

2) Zn, AcOH, EtOH

)\©+
Me
X/N

11a-B, 12a-B

R! = Me (3, 5a-1, 7, 9a—8B, 11a-8B); Ph (4, 6a-B, 8, 10a-B, 12a-B); X =S, R2=R3>*=Cl (a); X=0,R? =

4-MeCH, (B), 4-NO,C(H, (r).

)\O Et;N, CH,Cl,
\i/wl\l/&

9a-B, 10a—B

CH,Cl,

H, R} = Ph (6),
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[lomyuennsie coeamnennss 3—-12 wuneHTHQHUIN-
poBaHbl Ha ocHoBaHuM AaHHBIX UK, SIMP cnexrpo-
ckormu ('H u 3C) u snementHOro amammsa. B UK
cnekTpax (mupuauH-4-mn)MeranonoB 3, 4 oOTCyT-
CTBYET IIOJIOCA TOIIOLICHUS BaJCHTHBIX KOJeOaHWH
rpynnsl C=0, HaOiromaeMasl B CIIEKTpax MCXOTHBIX
aneTui- u OeHzomwnupuaArHOB 1 u 2 B obiactu 1697—
1653 cv!. Hanuune aMMHOTPYINIBI B COEMHEHMSX
7 1 8 noATBepKAAETCSA MPUCYTCTBUEM TOJIOC IOIJIO-
IIeHUs BaJIeHTHBIX KojeOaHuii rpynmsl NH, B obma-
ctu 3283-3362 cm!. B cnektpe SIMP 'H cnmpra 4
rpynna CH-O mnposBriseTcs B BUIE YIIMPEHHOTO
cunarera mpu 6.02 M. 1., a B cuekrpax JIMP amuHOB
7, 8 nporony CH—N COOTBETCTBYIOT CHHIJIET IpH
5.16 M. n. u xBapteT npu 3.98 M. . COOTBETCTBEH-
Ho. B UK cnekrpax cnoxHbix 3¢upoB 5a-T, 6a—B 1
aMuioB 9a—B, 10a—B MOSBIISIOTCS TOJIOCHI ITOIJIOIIE-
Hus cBa3u C=0O B obmactu 1651-1664 n 1731-1738
cm! coorsercTBenHo. B cnekrpax SIMP H! cinosknbix
a¢upoB Sa-r, 6a—B rpynnel CH-O nposBisitorcst B
BHJIE cUHINIETOB Ipu 7.05—7.09 M. 1. 1 KBapTETOB NPU
6.08-6.14 M. 1., a B ciektpax amunoB 9a-B, 10a—B
HaOronaroTesT AyoneTsl B oomactu 6.32—6.39 M. 1. u
MYJIBTUILIETHI IpH 5.13—-5.32 M. 1., COOTBETCTBYIOLIUE
npotoHaMm Tpynnel CH-N; eauHCTBEHHOMY MpOTO-
Hy H* H30Kca301bHOTO TETEPOLHUKIA COOTBETCTBYIOT
cUHIIIETHI B obmactu 6.87-6.97 m. 1. B UK cniekTpax
Metunuoauaos 11a—B, 12a—B NpOUCXOAUT YABOCHUE
M0JI0C TOIIOLIeHUs Konebanuit csizu C=0, a Takxe
3aMETHOE CMELIEHHE CUTHAJIOB IPOTOHOB MUPUIUHO-
Boro ¢parmenTta Ha 0.38-0.94 m. 1. u rpynmsl NH Ha
2.02-2.45 m. 1. B criektpax SIMP.

TaxuMm 06pazoM, paspadoran 3GEKTUBHBIN METO
CHHTE3a IIOJHMA30THCTBIX ITOJUI€TEPOLIMKINYESCKIX
COCAMHEHHH Ha OCHOBE 4-aleTHia- U 4-OCH30MIH-
PHUIMHOB, KOTOpPBIE comepkaT psa (papMakoGOpHBIX
TPYIII ¥ SABJIAIOTCS NOTEHIMAIBHBIMH JIEKapCTBEHHBI-
MU cpencTBamu. [lomydeHHbIe COeTMHEHHS TIepeaaHbl
JUISL HCCIIEA0BaHMS MX KaTaIUTHUECKON aKTUBHOCTH B
cocraBe komruiekcoB Pd(Il) B peakuusix kpocc-coue-
TaHWs, IPOTECKAOIIUX B BOOAHBIX Cpeaax.

OKCIIEPUMEHTAJIBHA S YACTD

UK cnexrpsr 3anmucansl Ha Dypbe-cieKTpoQoTo-
Mmetpe Protege-460 Nicolet ¢ mpurorosnennem odpas-
1oB B Buze Tadnetok ¢ KBr. Cnekrper IMP 'Hu 13C
CHSITHI Ha criekTpoMeTpe Avance-500 Bruker B CDCl,
(3-10) nmu IMCO-dy (11a—B, 12a—B) OTHOCHUTEIHHO
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OCTaTOYHBIX CHTHAJIOB PACTBOPHUTENS. DIIEMEHTHBIN
amamu3 C, H, N, S-comepkammux COETWHEHUH BHI-
nojiHeH Ha CHNS-ananuzarope Vario MICRO cube
V1.9.7, a mia ranoreHcouepKaliux COCAMHCHUN —
METO/IOM CTaHIapTHOTO MHKpPOAHAIN3a.

(IMupuaun-4-ua)meranoast (3, 4). K pactsopy
30 MMonb 4-O€H30MINUPHINHA WK 4-aleTHIIITHPH-
nmuHa B 50 mut 6e3BognOoTO i-PrOH moprusimu npubas-
st 30 MMone Goprumpuna Hatpus. llomydeHHyto
cMmech nepememuBany 24 1 npu 20-23°C, 3aTeM BBI-
muBaiu B 150 mu 5%-Horo BogHOTro pactBopa Na,CO4
n nepememmBanyd 3 4. Ocamok OT(MIETPOBHIBAIIH,
npoMbIBay 500 MIT XOJIOTHOW BOIBI U CYIIWIIH B Ba-
KyyMe.

1-(IInpuann-4-nia)dranod (3). Beixon 74%, T. mi.
53-54°C. UK cnextp, v, cM': 3172, 2977, 2928,
2849, 2693, 1606, 1560, 1464, 1413, 1365, 1340,
1315, 1282, 1236, 1224, 1203, 1113, 1078, 1063,
1021, 1003, 904, 826, 773, 614, 551. Haiineno, %: C
68.55; H 7.40; N 7.18. C;HyNO. Brruucneno, %: C
68.27, H7.37; N 11.37. M 123.15.

@enna(nupuann-4-win)meranoa (4). Beixog
75%, T. 1. 119-120°C. UK cnektp, v, cMm': 3141,
3079, 3063, 3029, 2829, 1598, 1556, 1492, 1454,
1412, 1352, 1329, 1296, 1253, 1222, 1190, 1174,
1094, 1064, 1046, 1024, 1002, 925, 880, 867, 860,
787,762,701, 658, 617, 603, 552, 473. Cnexrp AMP
'H (500 MT'), 8, m. 1.: 5.71 ¢ (1H, CH), 6.02 ym. ¢
(1H, OH), 7.20-7.35 m (7H, SHx+2Hpy), 8.23 1. 1
(2Hpy, J 6.2, 1.5 T'n). Criexrp SIMP 13C (125 MT'n), &,
M. 1.: 74.59 (CH), 121.60 (2CH,,), 126.92 (2CH,,),
128.04 (CHy,), 128.75 (2CH,,), 149.01 (2CHpy),
143.25, 153.99 (2C,..)- Haiimeno, %: C 78.11; H
6.23; N 7.16. C;,H;NO. Brruucneno, %: C 77.81; H
5.99; N 7.56. M 185.22.

Caoxubie 3¢upbl (5a-1, 6a-B). K pactBopy
10 mmonb (mupunuH-4-mn)meranona 3 uinu 4 B 50 M
0€3BOTHOTO JUITHIIOBOTO d(upa J00aBISUTH MPH Tie-
pemeniuBanuu 11 MMOJIb O€3BOTHOTO TPUATHIAMUHA
n 11 mmons xmopanruapuaa 1,2-a305-3-kapOOHOBO
kucaoTel. Cmech nepemenuBanu 8 4 npu 23°C, 3atem
OT(UIBTPOBBIBAIIA 0CAOK, IpoMbIBaiH 5—10 M xo-
nognoro (5-10°C) muatmnosoro sdupa, 200-300 M
xonoxHo# Bogsl (15-20°C), 150-200 miu 5%-HOTO BO-
nHoro pactBopa NaHCO;, 200-300 My Teruioit Bossl
(45-50°C) u cymmim B BakyyMe.

1-(Mupuanu-4-u)3TUA-4,5-TUXJT0PU30THA-
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3041-3-kapOokcuaar (5a). Breixog 91%, T. mi. 75—
78°C. UK cnekrtp, v, em ! 3041, 3033, 2980, 2932,
2854, 1732 (C=0), 1603, 1561, 1497, 1483, 1447,
1405, 1375, 1352, 1318, 1305, 1220, 1093, 1080,
1066, 1007, 993, 971, 825, 782, 738, 640, 591, 550,
516. Cnextp SIMP 'H (500 MI'n), §, m. a.: 1.68 1 (3H,
Me, J 6.7 T'nm), 6.08 x (1H, CH, J 6.7 I'r), 7.33 1 (2H,
CHpy, J 6.1, 1.4 T'n), 8.59 1. 1 (2Hp,, J 6.0, 1.5 I'n).
Cnektp AMP '*C (125 MTI'n), 8¢, M. 1.: 22.00 (Me),
73.11 (CH), 120.81 (2CHjpy), 150.36 (2CHpy), 125.86,
149.45, 150.95, 154.00, 158.29 (5C,.,). Haiine-
HO, %: C 43.69; H 2.80; CI 23.11; N 9.11; S 10.33.
C,,HgsCLN,0,S. Beraucneno, %: C 43.58; H 2.66; Cl
23.39; N 9.24; S 10.58. M 303.16.

1-(IInpuanH-4-1)3TUIA-5-PeHHIN30KCA301-
3-kapOokcuaar (56). Berxon 90%, 1. . 89-90°C. UK
CIEKTP, V, em ! 3151, 3058, 3022, 2924, 2854, 1731
(C=0), 1613, 1602, 1590, 1572, 1563, 1451, 1441,
1417, 1387, 1363, 1317, 1247, 1141, 1059, 1015, 995,
948, 923, 827, 766, 689, 673, 629, 559. Cnextp SIMP
'H (500 MI'n), 8, m. 1.: 1.70 1 (3H, Me, J 6.7 '), 6.12
k(1H,CH,J6.7Tn),6.92c(1H, CH,,,.,.), 7.35 0. 1 (2H,
CHpy, J 6.1, 1.5 T'n), 7.45-7.49 M (3H,,), 7.77-7.81 m
(2Hu,), 8.61 1 (2Hp, J 6.1, 1.5 T'n). Ciexrp SAMP BC
(125 MTI'm), 8¢, M. a.: 22.01 (Me), 72.82 (CH), 100.09
(CH,j501)> 120.82 (2CHpy), 126.07 (2CH,,), 129.31
(2CHy,), 131.06 (CH,p), 15025 (2CHpy), 126.61,
149.71, 156.71, 159.30, 172.11 (5C,.,,). Haiineno, %:
C 69.55; H 4.89; N 9.13. C{7H4N,0;. Beruncneno,
%: C 69.38; H4.79; N 9.52. M 294.31.

1-(IInpuanH-4-1na)3THI-5-(7-TOJUT) U30KCA30.1-
3-kapOoxkcuaar (5B). Brixon 87%, 1. . 113—-115°C.
UK cnektp, v, cMm ' 3135, 3035, 2986, 2922, 2875,
1733 (C=0), 1605, 1563, 1510, 1446, 1413, 1376,
1320, 1244, 1208, 1140, 1112, 1063, 1040, 1003, 948,
821, 809, 774, 680, 597, 564, 497. Cnextp IMP 'H
(500 MTI'm), 6, m.m.: 1.70 o (3H, Me, J 6.7 T'm), 2.4 ¢
(3H, Me), 6.12 x (1H, CH, J 6.7 '), 6.87 c (1H, CH,_
sone)s 128 1 (2H, CHy,, J 8.0 '), 7.35 11 (2H, CHpy, J
6.0, 1.5 'n), 7.68 1 (2Hu,, J 8.2 '), 8.61 i (2Hpy, J
6.1, 1.6 T'n). Crextp AMP '3C (125 MTI'n), §_, M. 1.:
21.67 (Me), 22.04 (Me), 72.79 (CH), 99.50 (CH,;oxo)s
120.79 (2CHpy), 126.03 (2CH,,), 129.99 (2CHy,),
150.39 (2CHpy), 123.95, 141.53, 149.61, 156.67,
159.40, 172.33 (6C,,,,)- Haiineno, %: C 70.35; H
5.54; N 8.86. C,gH(N,O5. Borunucneno, %: C 70.12;
H 5.23; N 9.09. M 308.34.

1-(Mupuann-4-un)d3THa-5-(4-aurtpodenu)-
U30Kca3zoa-3-kapookcuiaar (5r). Boixon 85%, 1. m.
137-139°C. UK cnektp, v, cM ' 3124, 3089, 3033,
2982, 2933, 2850, 1736 (C=0), 1603, 1578, 1520
(NO,), 1461, 1445, 1411, 1344 (NO,), 1308, 1250,
1145, 1110, 1061, 1003, 949, 853, 846, 818, 773, 754,
693, 627, 569. Cnexrp SIMP 'H (500 MI'), 8, m. .:
1.72 1 3H, Me, J 6.7 T'm), 6.14 x (1H, CH, J 6.7 I'm),
7.12 ¢ (1H, CH,30c) 7.35 1. 1 (2H, CHpy, J 6.1, 1.4 T'w),
7.99 1. T (2H,,, J 8.1, 2.0 I'm), 8.34-8.38 M (2H,,),
8.62 n. 1 (2HPy, J 6.1, 1.6 T'u). Cuexrp SAMP 13c
(125 MTI'm), 8¢, M. a.: 22.01 (Me), 73.25 (CH), 102.67
(CH,50rc)> 120.80 (2CHpy), 124.73 (2CH,,), 126.98
(2CHy,), 15046 (2CHpy), 131.92, 149.09, 149.34,
157.11, 158.83, 169.48 (6C,..,). Haiimeno, %: C
60.35; H4.11; N 12.12. C;7H3N;0s. Beraucneno, %:
C 60.18; H 3.86; N 12.38. M 339.31.

DeHna(MUpUANH-4-ua)MeTHI-4,5-TUXJT0pPU30-
THAa30/-3-kapookcuiar (6a). Berxon 87%, T. mur. 83—
85°C. UK cnektp, v, cM': 3083, 3050, 3033, 2942,
2925, 2854, 1731 (C=0), 1600, 1557, 1494, 1453,
1408, 1362, 1314, 1267, 1210, 1191, 1159, 1079, 981,
962,928, 907, 847, 827,790, 767, 740, 703, 657, 633,
598, 518, 483. Cnextp SIMP 'H (500 MI'my), §, m. x.:
7.05 ¢ (1H, CH), 7.27-7.38 M (SH, 3H,+ 2Hjp,), 7.41-
747 M (2Hy,), 8.58 1. 1 (2Hp,, J 6.1, 1.5 I'n). Crexrp
SIMP 3C (125 MTI'n), 8¢, M. a.: 77.44 (CH), 127.68
(2CH,,), 128.97 (2CH,L,), 128.99 (CH,,), 150.20
(2CHpy), 125.83, 137.83, 147.99, 150.90, 153.68,
157.94 (6C,.,,)- Haitneno, %: C 52.99; H 3.05; Cl
19.31; N 7.60; S 8.55. C;¢H;,Cl,N,0,S. Brrunce-
HO, %: C 52.62; H2.76; C1 19.41; N 7.67; S 8.78. M
365.23.

@ enna(nupuaInH-4-wI)MeTHI-5-peHunn3oxca-
3041-3-kap6okcuaar (60). Beixog 88%, 1. . 105—
107°C. UK cnektp, Vv, em 1 3147, 3133, 3059, 3032,
1723 (C=0), 1599, 1589, 1571, 1556, 1496, 1442,
1412,1326,1313,1295,1251, 1144,1093,1072, 1045,
1006, 948,932, 818,789, 768, 739, 700, 690, 677, 658,
628, 598, 574, 477. Cnextp IMP 'H (500 MI'w), 3,
M. 1.: 6.95 ¢ (1H, CH,,,.,.), 7.09 ¢ (1H, CH), 7.32-7.41
M (SH, 3Hy, + 2Hpy), 7.42-7.49 m (SH, 5H,,), 7.76-
7.82 M (2Hy,), 8.61 1. 1 (2Hpy, J 6.1, 1.6 I'ny). Crekrp
SIMP 13C (125 MT'n), 8¢, M. a.: 77.20 (CH), 100.13
(CH,,00)s 121.62 (2CH,,), 126.05 (2CH,,), 127.74
(2CH,,), 129.10 (2CH,,), 129.15 (CH,,), 129.30
(CHy,), 131.07 (2CHy,,), 150.03 (2CHpy), 126.54,
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137.87, 148.39, 156.55, 159.06, 172.16 (6C,,,,). Haii-
neHo, %: C 74.26; H 4.68; N 7.58. C,,H (N,0;. BI-
yucieno, %: C 74.15; H4.53; N 7.86. M 356.38.

DeHUT(MUPUANH-4-UIT)MeETHII-5-(n-TOJIMI)-
u3okcazon-3-kapookcuiaar (68). Brxonm 89%),
T. 1. 113-115°C. UK cnekrp, v, cm': 3083, 3058,
3032, 2923, 1738 (C=0), 1650, 1601, 1557, 1507,
1493, 1445, 1417, 1320, 1293, 1280, 1240, 1192,
1134, 1121, 1070, 1038, 1005, 947, 923, 827, 806,
782, 769, 697, 657, 623, 597, 500. Cnextp AMP 'H
(500 MTI), o, m. n.: 2.41 T (3H, Me), 6.9 ¢ (1H,
CH,.0r0), 709 ¢ (1H, CH), 7.29 1 (2H,,, J 7.9 T'mm), 7.33—
7.42 m (SH, 3H+ 2Hpy), 7.43-7.47 M (2H,,), 7.70 1
(2Hu,, J 8.1 '), 8.63 1 (2Hpy, J 4.8 T'). Criexrp SIMP
13C (125 MTn), 8¢, m.a.: 21.72 (CH;), 77.20 (CH),
99.57 (CH,500)> 121.76 (2CHy,), 126.08 (2CH,)),
127.82 (2CH,,), 129.17 (2CH,,), 129.22 (CH,,), 130.05
(2CH,,), 149.96 (2CHp,y), 123.95, 137.93, 141.63,
148.64, 156.54, 159.22, 172.46 (7C,.,,). Haiineno, %:
C 74.69; H 5.10; N 7.25. C,3HgN,O3. Brraucneno,
%: C 74.58; H4.90; N 7.56. M 370.40.

(Ilmpuaun-4-un)meranamuubl (7, 8). Cwmech
20 mMomnp 4-ameTwii- Wik 4-OCH3OWITHPUANHA, TH-
npoxiopunaa ruapokcwiamuHa (3.47 1, 50 MMoIb)
u OukapOonara Harpus (4.20 r, 50 mmons) B 40 M
JTaHoJIa KUIIATUIN B Teuenue 16 4. ITocne oxmnaxie-
HHS 10 KOMHATHOH TeMIIepaTyphl BEUIMBAIHA B BOIY,
0CaJIoK OT(UIBTPOBBIBAIIN U CYIIWIHA B BAKyyME.

HuakoByro mbuth (3.10 1, 47 MMOITB) HEOOIBIIUMU
MOPUUSAMHU TPU MEPEMEIINBAHNN A00aBISIN K pac-
TBOpY okcuma (17 MMmois) B cMecu 3tanona (50 mur) u
ykcycHor kucnotsl (20 mi). [locne 48 1 mepemenin-
BaHUsI IPH KOMHATHOW TeMIIEpaType 0CagoK OTQHIIb-
TPOBBIBAJIM, PACTBOPUTENH YIAJSUTA MPH TOHUKEH-
HOM paamieHnn. Ocrtarok pactBopstid B 10 H. NaOH
u 3KcTparuposain cmechio TT' d—6enson (50:50 06.).
OKCTpakT CyIIMIM KapOOHATOM HAaTpHs, PacTBOPH-
TeNb yIapUBaIX IPHU MOHKEHHOM JIaBICHUH.

1-(IInpunun-4-wn)dtanamun (7). Bexon 64%.
UK cnekrp, v, cm 't 3356, 3283, 3071, 3028, 2968,
2926, 2870, 1664, 1601, 1559, 1490, 1449, 1413,
1371, 1314, 1220, 1114, 1066, 1036, 994, 928, 873,
823, 762, 598, 562. Cnektp SIMP 'H (500 MI'w), §,
M. a.: 1.26 1 (3H, CH;, J 6.7 '), 2.12 ym. ¢ (2H,
NH,), 3.98  (1H, CH, J 6.7 I'n), 7.37-7.41 m (2Hpy),
8.48 1. 1 (2Hpy, J 6.1, 1.6 T'n). Crexrp SIMP 13C (125
MTI'nm), 8¢, M. a.: 26.04 (CH;), 50.33 (CH), 121.83
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(2CHpy), 149.92 (2CHp,), 157.96 (C,e,,). Haiineno,
%: C 68.99; H 8.50; N 22.81. C;H(N,. Bsruucneno,
%: C 68.82; H 8.25; N 22.93. M 122.17.

@Oenuwn(nupuaua-4-un)meranamud  (8). Bri-
xon 65%. UK cnektp, v, em b 3362, 3284, 3060,
3027, 2850, 1665, 1597, 1559, 1423,1452, 1413,
1346, 1305, 1156, 1066, 1027, 994, 912, 842, 823,
782, 756, 701, 644, 692, 563, 478. Cnextp AMP 'H
(500 MI'mm), 6, m. 1.: 1.80 ymr. ¢ (2H, NH,), 5.16 ¢ (1H,
CH), 7.23-7.36 m (7H, 5H,,+2Hp,), 8.51 11 (2Hpy, J
6.1, 1.6 T'y). Cextp AMP 3C (125 MTI'n), 8¢, M. 1.:
59.03 (CH), 122.05 (2CHjpy), 127.02 (2CH,,), 127.65
(CHy,), 128.84 (2CHy,), 149.95 (2CHy,), 144.29,
154.17 (2C,,). Haiineno, %: C 78.39; H 6.71; N
15.09. C;,H,N,. Beruncneno, %: C 77.23; H 6.57; N
15.21. M 184.24.

Amuasr (9a-B, 10a-B). K pacrsopy 10 mmons
(mupuaun-4-un)meranamuHa 7 unu 8 B 50 M 6e3B0oA-
HOTO JHUXJIOpMETaHa, MPeABAPUTENFHO BbIIEPKaHHO-
ro 1 cyt mag CaCl, (c nensto ynanenns 0.5% sTanona,
WCIIOJIB3yEeMOTO sl CTaOWIM3aluK JUXJIOPMETaHa)
n00aBJsUTM NP TiepeMenuBaiuu 11 MMoib 0e3Bo-
JIHOTO TpUATWJIAMUHA U 11 MMOIb XJopaHruapuia
1,2-a3071-3-kapOoHOBOI KUCIOTEL. CMeCh MepeMeNIn-
Baiu 8 4 npu 23°C, npomeiBanu Bonoi (2x200 mi, o
1 4 mpu mepememinBaHNM) U 5%-HBIM PacTBOPOM Ou-
kapOonara Hatpus (1x200 M, 1 4 mepeMermuBaHus).
OpraHuyeckuii CIION OTACISIIN U CYIIWIH OC3BOAHBIM
Na,SO,. PacTBopuTens ynansiy, 0CTaTOK KPUCTAIIIH-
30BaJIA U3 CMECH TUXIIOPMETAH—AHITUIOBBINA dUp.

4,5-Inxaop-N-[1-(mupuann-4-ua)3THJ | N30THA-
3041-3-kapOokcamua (9a). Beixon 85%, T. min. 120—
121°C. UK cmektp, v, cm': 3307 (N-H), 3068, 3026,
2990, 2935, 1651 (C=0), 1601, 1560, 1560, 1536,
1486, 1456, 1412, 1359, 1294, 1246, 1131, 1082,
1017, 990, 971, 865, 833, 815, 731, 693, 654, 560,
512, 469. Cnexktp SIMP 'H (500 MTI'n), §, m. a.: 1.55
1 (3H, Me, J 7.0 '), 5.13-5.21 m (1H, CH), 7.23 n. n
(2Hpy, J 6.1, 1.3 T'), 7.57 1 (1H, NH, J 7.6 I'ny), 8.50 1.
1 (2Hp, J 6.0, 1.5 I'n)). Crexrp SIMP °C (125 MI'm),
dc, M. . 2142 (Me), 48.18 (CH), 121.20 (2CHpy),
150.20 (2CHpy), 125.06, 150.79, 151.64, 156.36,
158.44 (5C,.,,). Haiineno, %: C 43.82; H 3.05; Cl
23.39; N 13.85; S 10.58. C;;H¢Cl1,N;OS. Boruncneno,
%: C 43.72; H 3.00; Cl 23.46; N 13.91; S 10.61. M
302.18.

5-®enna-N-[1-(mupuauH-4-na)3THialu3okca-
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3041-3-kapOokcamua (90). Beixon 86%, T. mi. 127—
128°C. UK crnektp, v, cM': 3357 (N-H), 3150, 3134,
3071, 3046, 3021, 2983, 2933, 1665 (C=0), 1612,
1599, 1573, 1533, 1496, 1449, 1414, 1248, 1228,
1157, 990, 946, 847, 823, 763, 685, 673, 610, 569.
Cnextp AMP 'H (500 MI'wy), 8, M. .: 1.59 1 (3H, Me,
J 7.0 T'm), 5.22-5.32 m (1H, CH), 6.95 ¢ (1H, CH,,,,.0)>
728 1. n 2Hpy, J 6.0, 1.4 T), 7.31 a (1H, NH, J
7.6 Tm), 744749 m .3H,,), 7.74-7.80 m (2H,,),
8.57 n. n (2Hpy, J 6.0, 1.6 I'n). Cnekrp SIMP Bc
(125 MI'm), é¢, M. a.: 21.59 (Me), 48.33 (CH), 99.32
(CH,p0c)> 121.24 (2CHpy), 126.07 (2CH,,), 129.29
(2CHy,,), 13096 (CH,,), 15037 (2CHpy), 126.77,
151.61, 158.51, 158.99, 171.97 (5C,,,)- Haiineno, %:
C 69.75; H 5.18; N 14.29. Cy;H,5N50,. Beruncneno,
%: C 69.61; H5.15; N 14.33. M 293.32.
N-[1-(ITupuauH-4-ua)3TH]-5-(7-TOJANT)U30K-
ca3oi-3-kapooxcamua (98). Boixon 82%, 1. . 164—
165°C. UK cnextp, v, cM™': 3339 (N-H), 3136, 3032,
2989, 2938, 2920, 1663 (C=0), 1615, 1600, 1564,
1535, 1508, 1449, 1417, 1247, 1231, 1156, 946, 845,
817, 775, 666, 612, 569, 498. Cnekrp SIMP 'H (500
MI'n), 8, m. a.: 1.59 n (3H, CH;CHNH, J 7.0 '), 2.39
¢ (3H, Me), 5.22-5.31 m (1H, CH), 6.89 ¢ (1H, CH,,, ),
726 1 (2Hy,, J 8.0 T'w), 7.28 1 (2Hpy, J 6.1 I'w), 7.32
o (1H, NH, J 7.8 I'n), 7.65 1 (2H,,, J 8.2 T'm), 8.57 1
(2Hpy, J 5.7 T'n). Cuexrp SAMP 3C (125 MT'w), 3,
M. a.: 21.58 (CH;CHNH), 21.65 (Me), 48.31 (CH),
98.72 (CHpoe)s 12126 (2CHpy), 126.00 (2CH,,),
129.96 (2CH,,), 150.29 (2CHp,), 124.08, 141.40,
151.73,158.61, 158.94, 172.17 (6C,,,,)- Haiineno, %:
C 70.41; H 5.65; N 13.58. C,gH;7N;0,. Brruucneno,
%: C 70.34; H 5.58; N 13.67. M 307.35.
4,5-Inxaop-N-[penun(nupuauH-4-ua)MeTun|-
u3oTuazoa-3-kapooxkcamug (10a). Beixon 86%,
T. 1. 152-153°C. UK cnekrp, v, cM': 3266 (N-H),
3065, 3028, 2923, 1659 (C=0), 1595, 1560, 1536,
1494, 1450, 1412, 1348, 1267, 1238, 1200, 1101,
1053, 980, 897, 753, 720, 698, 637, 519. Cnextp SIMP
'H (500 MI'n), 8, m. a.: 6.32 1 (1H, CH, J 8.1 '),
7231 (2Hpy, J 5.8 '), 7.24-7.28 M (2H,,), 7.30-7.40
M (3Hy,), 7.80 a1 (1H, NH, J 8.0 T'n), 8.55 n (2Hp,, J
5.9 I'm). Cextp AMP 13C (125 MTI'w), 8¢, M. 11.: 56.48
(CH), 122.29 (2CHjpy), 127.90 (2CHy,), 128.59 (CHy,),
129.32 (2CH,,), 15030 (2CHp,), 125.37, 139.47,
149.80, 151.10, 156.15, 158.37 (6C,..,). Haiine-
HO, %: C 52.91; H 3.15; Cl 19.34; N 11.42; S 8.72.
C,6H;,CLN;0S. Beraucneno, %: C 52.76; H 3.04; CI

19.47; N 11.54; S 8.80. M 364.25.

5-®ennn-N-[penuna(nupuanu-4-ua)Merual-
U30Kca3zoi-3-kapookcamua (100). Beixon 87%, T. .
177-178°C. UK cnextp, v, cM 'z 3301 (N-H), 3121,
3031, 2975, 2958, 2921, 1663 (C=0), 1597, 1583,
1573, 1537, 1495, 1447, 1414, 1242, 947, 780,
764, 733, 690, 673, 647, 627, 580. Cnextp SIMP 'H
(500 MI'm), 6, M. a.: 6.39 n (1H, CH, J 8.1 I'my), 6.97 ¢
(1H, CH,30x0)> 7.22-7.25 M (2Hpy), 7.23-7.29 M (ZHy,),
7.31-7.40 m (3H,,), 7.45-7.47 m (2H,,), 7.47-7.49 m
(2H,,), 7.61 1 (1H, NH, J 8.0 I'm), 7.75-7.80 m (2H,,),
8.57 1. n (2Hpy, J 6.0, 1.5 T'y). Criextp SAMP BC (125
MI'n), 8¢, M. a.: 55.54 (CH), 99.38 (CH,,0,0)> 122.30
(2CHpy), 126.09 (2CH,,), 127.96 (2CHy,), 128.61
(CH,,), 12931 (3CH,,), 131.01 (2CH,,), 150.33
(2CHpy), 126.75, 139.36, 149.68, 158.50, 158.84,
172.07 (6C,e,)- Haiineno, %: C 74.56; H 4.93; N
11.75. C5,H7N50,. Beruucneno, %: C 74.35; H 4.82;
N 11.82. M 355.39.

N-[®enun(nupuauH-4-ua)MeTua|-5-(n-Toami)-
u3okcazou-3-kapooxcamua (10B). Berxon 81%, T. mo.
193-194°C. UK cnexktp, v, cM': 3329 (N-H), 3143,
3033, 2919, 2854, 1657 (C=0), 1619, 1596, 1560,
1534, 1508, 1493, 1447, 1415, 1241, 1033, 814, 774,
747, 699, 627, 576. Cnextp IMP 'H (500 MI'w), 8,
M. 1.: 2.41 ¢ (3H, Me), 6.39 n (1H, CH, J 8.0 I'ry), 6.92
¢ (IH, CHypoxc)s 7:25 11 (2Hpy, J 5.8 T'w), 7.26-7.30 M
(4H,,), 7.31-7.40 m (3H,,), 7.55 n (1H, NH, J 8.0 I'm),
7.65-7.69 M (2Hy,), 8.58 n (2Hp, J 5.7 I'n). Cnekrp
SIMP 3C (125 MI'm), 8¢, M. a.: 21.68 (Me), 56.55
(CH), 98.78 (CH,y501c)> 122.31 (2CHpy), 126.06 (2CHy,),
127.97 (2CH,,), 128.63 (CH,,), 129.33 (2CH,,), 130.00
(2CHpy,), 15035 (2CHpy), 124.08, 139.39, 141.48,
149.72, 158.60, 158.80, 172.31 (7C,,,)- Haiineno, %:
C 74.92; H 5.25; N 11.28. Cy3H¢N;0,. Berancneno,
%: C74.78; H5.18; N 11.37. M 369.42.

Metuauoauasl  (11a-B, 12a-B). CMmech u3
5 MMoOITb TpeTHdHOTO aMuHa 9a—c i 10a—B, 30 M
0e3BOHOTO AMXJIOpPMETaHa, IIPEABAPUTEIHHO BBIAEP-
xanaoro 1 cyt mHag CaCl, (c nenpro ymanernus 0.5%
ATaHOJA, UCTIONB3YEMOTO JIJIsl CTA0MIIN3AIHN AUXIIOP-
MeTaHa) ¥ 3 M1 0€3BOIHOTO MOAMETaHa BBIJACPKHBA-
mu 5 cyT B TeMHoTe. [locne ynanenus pactsopureien
¥ BaKyyMHUPOBaHUS MOTy4alid TOTOBEIE 1IENIEBBIC MPO-
JIYKTHI C MIPAKTUIECKU KOTUYECTBEHHBIM BBIXOIOM.

4-[1-(4,5-Inxa0pu3oTuazon-3-kapooxkcaMmmnao)-
atui]-1-meTunnupuaun-1-us mogua (11a). Beixon
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86%, T. mn. 157-158°C. UK cmektp, v, cm ! 3392
(N-H), 3301 (N-H), 3160, 3112, 3002, 2968, 2926,
2855; 1660, 1639 (C=0); 1573, 1516, 1484, 1474,
1452, 1377, 1360, 1327, 1275, 1234, 1211, 1185,
1124, 1099, 1078, 1016, 967,913, 867, 847, 783, 720,
650, 558, 543, 507. Cnektp IMP 'H (500 MTI'n), §,
M. 1.: 1.54 n (3H, Me, J 7.2 I'n), 4.33 ¢ (3H, NMe),
5.25-5.35 m (1H, CH), 8.10 1 (2Hpy, J 6.6 I'ny), 8.97 1
(2Hpy, J 6.6 T'n), 9.59 1 (1H, NH, J 7.3 I'u). Cnexrp
SIMP 3C (125 MTIn), 8¢, m. a.: 21.25(Me), 48.02
(NMe), 48.73 (CH), 125.22 (2CHpy), 146.05 (2CHp,),
123.50, 150.13, 157.96, 159.88, 162.99 (5Cers)-
Haiineno, %: C 32.61; H 2.82; CI + 1 44.35; N 9.35;
S 7.09. C,,H,,CLIN;0S. Beraucneno, %: C 32.45; H
2.72; C115.97;128.57; N 9.46; S 7.22. M 444.12.
1-MeTua-4-[1-(5-pennauzokcazon-3-kapook-
caMu10)3Tui | nupuauH-1-ua nogua (110). Brixox
86%, T. mn. 221-222°C. UK cmektp, v, cM': 3355
(NH), 3165, 3152, 3140, 3060, 3023, 2994, 2970,
2887, 2850; 1668, 1641 (C=0); 1611, 1571, 1536,
1494, 1449, 1375, 1330, 1274, 1247, 1235, 1188,
1154, 1090, 1020, 1003, 947, 920, 855, 848, 823,
765, 689, 680, 665, 596, 577, 554. Cnextp IMP 'H
(500 MI'm), 8, m. n.: 1.57 n (3H, CH;CHNH, J 7.2 'n),
4.34 ¢ (3H, NMe), 5.32-5.41 m (1H, CH), 7.40 ¢ (1H,
CH,000)> 7-51-7.59 M .(3H,,), 7.91-7.96 M (2H,,), 8.14
1 (2Hpy, J 6.7 I'n), 8.98 1 (2Hp,, J 6.2 T'w), 9.61 1 (1H,
NH, 7.3 T'y). Cnexrp SIMP '*C (125 MTI'n), 8¢, M. .:
21.21 (CH;CHNH), 48.03 (NMe), 48.75 (CH), 100.56
(CH,p00)s 125.30 (2CH,,), 126.32 (2CH,L,), 129.89
(2CH,,), 13147 (CH,,), 146.04 (2CH,,), 126.68,
159.05, 159.62, 163.05, 171.08 (5C,.,). Haiineno,
%: C 49.82; H 4.25; 1 29.01; N 9.58. C,gH3IN;0,.
Brruucneno, %: C 49.67; H 4.17;129.16; N 9.65. M
435.26.
1-Metnia-4-{1-[5-(n-Toaun)uzokcaso-3-kap-
0oxcamMuao|dTua}nupuaun-1-usa nogua (118). Bei-
xof1 82%, T. 1. 245-246°C. UK cnektp, v, cM': 3363
(NH), 3165, 3136, 3102, 3070, 3022, 2994, 2970,
2920, 2886, 2850; 1664, 1641 (C=0); 1613, 1533,
1508, 1450, 1440, 1376, 1327, 1275, 1246, 1186,
1155, 1113, 1030, 1002, 947, 857, 847, 816, 777, 720,
586, 570, 535. Cnextp SIMP 'H (500 MI'w), §, m. 1.
1.56 1 (3H, CH;CHNH, J7.1 '), 2.37 ¢ (3H, Me), 4.32
(NMe), 5.31-5.40 m (1H, CH), 7.31 ¢ (1H, CH,,.,.)
736 m(2H,,, J 8.0 '), 7.82 n (2H,,, J 8.1 I'm), 8.12
(2Hpy, J 6.7 T'n), 8.95 1 (2Hp,, J 6.4 T'n), 9.60 1 (1H,
NH, J 7.4 T'). Ciextp IMP 1°C (125 MI'n), 8¢, M. 1.
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21.21 (CH;CHNH), 21.59 (Me), 48.03 (NMe), 48.76
(CH), 99.91 (CH,50)> 125.32 (2CH,,), 126.30 (2CH,),
130.44 (2CH,,), 146.07 (2CH,,), 124.07, 141.49,
159.12, 159.59, 163.11, 171.28 (6C,.,,). Haiineno,
%: C 50.85; H 4.53; I 28.02; N 9.28. C;9H,(IN;0,.
Brrancaeno, %: C 50.79; H 4.49; 1 28.25; N 9.35. M
449.29.

4-[(4,5-Auxaopu3oTua3zon-3-kapookcamuao)-
(penmm)meTni]-1-MmeTunnupuauH-1-us HOAU]
(12a). Beixon 85%, T. . 137-138°C. UK cnexrp,
v, eM 't 3270 (N-H), 3105, 3031, 2957, 2926, 2869;
1664, 1643 (C=0), 1576, 1532, 1518, 1495, 1485,
1469, 1446, 1395, 1355, 1355, 1319, 1262, 1239,
1222, 1205, 1186, 1148, 1100, 1054, 1031, 977, 928,
901, 833, 741, 729, 694, 675, 659, 622, 580, 525.
Cnextp SIMP 'H (500 MI'n), 8, m. a.: 4.33 ¢ (3H,
NMe), 6.59-6.65 m (1H, CH), 7.33-7.38 M (1H,,),
7.39-7.44 M (2Hy,), 7.44-7.48 M (2H,,), 8.14 0 (2Hp,,
J 6.5 '), 9.00 n (2Hp,, J 6.6 '), 9.95 1 (1H, NH, J
8.0 T'm). Ciextp AMP 3C (125 MT'n), 8¢, m. 11.: 48.11
(NMe), 56.24 (CH), 126.05 (2CH,,), 128.69 (2CH,,),
128.96 (CH,,), 12948 (2CH,,), 146.22 (2CH,,),
123.31, 126.99, 130.76, 138.77, 149.99, 158.28,
160.21 (7C¢yy)- Hailneno, %: C 40.51; H 2.85 Cl + 1
38.95; N 8.11; S 6.06. C,,H,CL,IN;0S. Bsruncneno,
%: C40.34; H2.79; C1 14.01; 1 25.07; N 8.30; S 6.33.
M 506.19.

1-Metui-4-penni(S-gpennnnszorcaszon-3-kap-
Ookcamuao)MeTwanupuauH-1-ua  umomua  (120).
Brixon 87%, 1. 1. 228-229°C. UK cnektp, v, em :
3321 (NH), 3165, 3155, 3110, 3103, 3055, 3034,
3010, 2995, 2980, 2960, 2923, 2879, 2855; 1668, 1644
(C=0); 1610, 1540, 1494, 1449, 1260, 1223, 947,901,
769, 735, 690. Cnexrp SIMP 'H (500 MI'), 8, m. 1.:
4.33 ¢ (3H, NMe), 6.70 n (1H, CH, J 8.2 I'y), 7.35-7.40
M (1H,,), 7.40-7.45 m (2H,,), 7.46 ¢ (1H, CH,,...),
7.46-7.50 M (2H,,), 7.49-7.459 m (3H,,), 7.92-7.97
M (2H,p), 8.17 n (2Hp, J 6.7 I'm), 898 n (2Hp, J
6.7 T'), 10.02 1 (1H, NH, J 8.2 I'ry). Ciextp SAIMP 13C
(125 MTI'm), 6, M. 1.: 48.09 (NMe), 56.21 (CH), 100.72
(CH,50r0)> 12627 (2CH,,), 126.35 (2CH,,), 128.82
(2CH,,), 12947 (2CH,,), 129.94 (2CH,,), 131.53
(CH,,), 146.20 (2CH,,), 126.73, 138.92, 159.32,
159.63, 160.25, 171.09 (6C,..;). Haiineno, %: C
55.68; H 3.94;125.41; N 8.34. C,3H,(IN;0,. Bpranc-
neHo, %: C 55.55; H4.05;125.52; N 8.45. M 497.33.

1-MeTtuj-4-peana|5-(n-Toaun)u3oxca3on-3-
KapOoKkcaMua0|MeTHINMPUANH-1-15 HOIHU
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(12B). Brixog 88%, 1. mn. 160-161°C. UK cnextp,
v, em: 3301 (NH), 3163, 3103, 3065, 3031, 3015,
2975, 2956, 2922, 2876, 2856; 1669, 1642 (C=0);
1616, 1533, 1507, 1495, 1470, 1446, 1278, 1258,
1237, 1224, 1187, 1149, 1115, 1030, 947, 930, 901,
813, 799, 765, 728, 696, 621, 580. Cnekrp SIMP 'H
(500 MI'm), 8, M. 1.: 2.36 ¢ (3H, Me), 4.34 ¢ (3H, NMe),
6.70 n (1H, CH, J 8.2 I'm), 7.32-7.36 M (3H,,), 7.38 ¢
(1H, CH,,o,)s 7.40-7.45 M (2H,,), 7.45-7.51 Mm (2H,,),
7.82 1 (2H,,, J 8.0 T'w), 8.17 1 (2Hpy, J 6.4 T'w), 9.00 1
(2Hpy, J 6.3 T'n), 10.00 1 (1H, NH, J 8.2 I'ny). Cniexrp
SMP BC (125 MTI'n), 8¢, M. a.: 21.59 (Me), 48.11
(NMe), 56.19 (CH), 100.04 (CH,,.,), 126.27 (4CH,,),
128.81 (2CH,,), 128.92 (CH,,), 129.44 (2CH,,), 130.43
(2CH,,), 146.17 (2CH,,), 124.06, 138.91, 141.49,
159.37, 159.55, 160.25, 171.24 (7C,.,,). Halineno,
%: C 56.61; H 4.38; I 24.69; N 8.05. C,4,H»,IN;0,.
Breruncneno, %: C 56.37; H 4.34; 1 24.82; N 8.22. M
511.35.
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Synthesis of 4-Acetyl- and 4-Benzoylpyridine Derivatives
with 1,2-Azole Fragments
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A method for the synthesis of 5-arylisoxazole- and 4,5-dichloroisothiazole-3-carboxylic acids derivatives
based on 4-acetyl- and 4-benzoylpyridine has been developed. Esters and amides were prepared by acylation of
(pyridin-4-yl)methanols and (pyridin-4-yl)methanamines with acid chlorides of substituted 1,2-azole-3-car-

boxylic acids in ether or methylene chloride in the presence of triethylamine. Quaternary ammonium salts of
synthesized pyridine derivatives were also obtained.

Keywords: 4-benzoylpyridine, 4-acetylpyridine, isothiazole, isoxazole, esters, amides, methyl iodides

JKYPHAJI OBLIEM XMMMH Tom 92 Ne'5 2022



