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CyJib(poHaMUIHBIE IPOU3BOAHBIE 5-(4-MeTOKCH-(PeHMIT)-0KCca30.1-2-KapOoKcaM10B

Pazpabotan HOBBI METOJ MHOTOCTAAMHHOTO CHHTE3a KOMOMHATOPHBIX OMOMMOTEK Cynb()OHAMHIHBIX CTPYKTYpPHBIX aHAJIOTOB
MPOU3BOAHBIX 5-(4-MeTOKCH-(EHMIT)-0Kca301-2-KapOOKCaMHIOB, COOTBETCTBYIOIINX TPEOOBAHHAM KOHLECMIIMH MEAUIIMHCKOH XHMHHU
«lead-like» x coequHeHMM IS TIOMCKA HOBBIX JIEKAPCTBEHHBIX CPEJICTB.

KiroueBble cioBa: OUKJIOKOHACHCAlus, CyJ'H)(bOXJ'IOpI/IpOBaHI/IG, Cyﬂbq)oaMI/IZ[I/IPOBaHI/IC, 0KC&30J’I-2-Kap6OKC&MI/I,HBI, OKCa3solJI.

V. A. Postnov, M. K. Korsakov, M. V. Dorogov, Ju. E. Budanova

Sulfonamide derivatives of 5-(4-methoxy-phenyl)-oxazol-2-carboxamide

We developed a new multistage synthesis method of combinatorial libraries of sulfonamide structural analogues, derivatives of 5-
(4-methoxy-phenyl)-oxazol-2-carboxamides, which correspond to requirements of the concept of medicinal chemistry «lead-like» to

compounds to search new drugs.

Keywords: cyclocondensation, sulfochlorination, sulfoamidation, oxazole-2-carboxamides, oxazole.

CHHTE3 reTepOLUKINYECKHX COSTMHEHUH SIBIISIETCA
O/THMM U3 MHTEHCUBHO Pa3BHUBAIOIIMXCS HAIPABICHUI
B OpraHMYECKOW XUMHUM BCIEACTBUE WX IIHPOKOTO
MpakTHYeckoro nmpuMmeHenns. Hamu Obi1 pazpaboTaH
METOJI CHHTE3a CYJIb(OHAMUIHBIX TPOU3BOIHBIX 5-(4-
METOKCHU-(DEHNIT)-OKCa301-2-KapOOKCAMHU/IOB.

B kauecTBe UCXOMHOTO COCMHEHUS Tl CHHTE3a
ObLT Hcnosb30BaH 1-(4-meTokcu-heHm)-3Tanon 1
(cxema 1). Ero B3aumogpetictBue ¢ OpoMOM B TaHO-
Jie TPUBOIWIO K TMOJNYYCHUIO 4-METOKCH()EHOIUII-
Oopomuna 2. M3 6pomuna 2 myrem BsaI/IMOJ:[efICTBI/m
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C YPOTPOITMHOM B 3TaHOJE ObUIa MONy4YeHA YETBEp-
TUYHAs aMMOHHMWHAs COJNb 3, KOTOpas B IPHCYT-
CTBUM COJISTHOW KHCIIOTHI MOABEPrajach THUAPOIU3Y
JI0O COOTBETCTBYIOIIETO 4-MeToKCH(eHonnIaMuHa 4,
BBIJIENIIEMOTO U3 PEAKLIMOHHON Macchl B BUAE TU[I-
poOpomuaa. Ilpyu B3aUMONCHCTBUU C STHUIIOKCAJIHJI-
XJIOPUZOM B MPUCYTCTBHH MHUPHINHA CHHTE3HPOBA-
HO COEAMHEHHUE 5, KOTOpPOe MPH JIETUIPATALNH B H3-
OBITKE XJIOpOKHCH (ochopa TonBeprajloch BHyTPH-
MOJIEKYJISIPHON IIUKIJIOKOH/ICHCAIIMU C 00pa30BaHUEM
aq)npa 2-0KCa30IKapOOHOBOM KHCIIOTHI 6.

X7 0

N—pNpr  HC NH,HBr
) :
Bl

4
a. o
\ 00—

CH,

HG ¢ POCI,

Q)“ o
o

© IoctHoB B. A., Kopcaxos M. K., [loporos M. B., bynanoga IO. E., 2013

226

B. A. Ilocmnos, M. K. Kopcaxos, M. B. [lopoeos, 0. E. Byoanosa



SApocaascknii neqarormyecknii BecTHUK — 2013 — Ne 4 — Tom |1 (EcrecTBeHHBIC HayKH)

[TepBoHauanbHBIA CHHTECTUYECKUN IUTAH 3aKJIIO-
qancsi B ruaponuse 3¢upa 2-0KcazoaKkapOOHOBOM
KHCJIOTHI 6 JI0 COOTBETCTBYIOIIEH KHCIOTHI 7, U CHH-
Te3€ Ha €¢ OCHOBE aMUIHBIX IPou3BoaHbIX 8 1 9. Ho
B XOJI€ SKCIIEPUMEHTa OBLJIO YCTAaHOBJIEHO, YTO 2-
OKCa30JIKapOOHOBAs KUCJIOTa 7 SBISETCS HEMPHUTOI-
HOH IS TIperapaTHBHOTO HCITOJIB30BAHUS BCICI-
CTBHE €€ HECTaOWJIBHOCTH U CKJIOHHOCTH K JEKap-
OOKCHITUPOBAHUIO.

Amubl 8 1 9 ¢ BBICOKMMH BBEIXOJAMH OBLIH CHH-
TE3UPOBAHBI TPU JJIUTEIILHOM HarpeBaHuu 3¢dupa 6
¢ M30BITKOM anu(aTuIecKux aMHHOB 0€3 PacTBOpH-

HSO,CI,
SOCl,

tenst. [lonoOHass akTUBHOCTH O0YCIIOBJIEHA 3JIEKTPO-
HOAKLENTOPHBIM BIUSIHUEM OKCa30JIbHOTO LIMKJIA Ha
aKTHBHOCTH JJIEKTPOQIIBHOTO IEHTPA ITOKCHKAp-
OOHMIIBHOM TPYNITBI COSAUHEHUS 6.
CynbdoxnopupoBanue kapbokcamuaos 8 u 9 mpo-
BOOWIN B W30BITKE XJIOPCYITH(HOHOBOH KHCIOTHI
B IIPUCYTCTBUH THOHWIXJIOPHIA NIPU HArpPEBaHUH JI0
60 °C (cxema 2). Ilpu B3auMoneiicTBIH CYITh(MOHMII-
xnopuaoB 10 u 11 ¢ aMuHaMH B IPUCYTCTBUU HPU-
JrHa ObUTM CUHTE3UPOBaHbI cyab(poHaMuasl 12 u 13.
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Cxema 2

PazpaGoraHHbIf MeTOA TMO3BOJIIET TIOJYYHUTH
OONBITYyI0 OMONMOTEKY HU3KOMOJEKYISIPHBIX CYIb-
(OHAMUJIHBIX CTPYKTYPHBIX aHAJIOTOB JJIsl IIPOBeEIe-
HUSI OMOIOTMYECKUX MCCIIEIOBAHUM.

IKCHepUMeHTAJIbHAS YaCTh

Crnextpsr 1H SIMP pactBopoB 00pasiioB B
JIMCO-D6 u CDCI3 3apeructpupoBaHbl Ha CIEK-
tpometpe «Bruker MSL-300», cranmapt — ocrarou-
HBIE CUTHAJIbl PacTBOpHUTENA. Macc-CleKTphl 3amu-
caHbl Ha criekTpoMeTpe MX-1321 ¢ nmpsMbIM BBOAOM
o6pasna mpu 100-150 °C u noHM3MpYyOIIEM Harpsi-
keHuu 70 5B. DneMeHTHBIM aHamu3 MPOBEIEH Ha
npubope Perkin Elmer 2400. Ananus conepkaHust
Cephl MONy4YeH C MOMOIIBI0 TUTPOBaHUEM CYibdar-
aHHMOHA IOCJIE CKUTaHWs B Kuciopone. Temmepary-
pBl MJIABJICHHUS ONpEAEIEeHBl C MOMOIIBbI0 Ipubdopa
Buchi Melting Point M-560.

Coenunenus 2, 3, 4 NOJYYEHBI MO W3BECTHBIM
meroaukam [1-3].

O0mas MeToTuKAa MOJTy4YeHHUs COeIMHEHus S.

B 8 M1 aneroHuTpuiia mpH nepeMeninBaHue Jio-
6asmaror 0.004 monp anerwnamuza 4 u 0.01 moab

nupuarHa. Jlanee B peakUHMOHHYIO Maccy NpHKaIlbl-
BaroT 0.005 MOJb STUIOKCATWIXJIOPUAA NPU TEMIIE-
parype He Boime 80 °C. PeakiuoHHyro Maccy mepe-
mermmBaroT npu 80 °C 1 gac, nmanee ymapuBaioT Ha
POTOPHOM HCTIapUTeNe, K OCTaTKy H00aBisoT 50 M
BOJIBI, OCAJIOK COEIMHEHHS 5 OT(QUIBTPOBBIBAIOT
Y TIPOMBIBAIOT HECKOJBKMMH TOPIHSAMH BOJIBI, CYIIIAT.
Kpucrammmsyior u3 alieToHuTpuIia.

OrwioBblii  3¢pup N-[2-(4-meTokcu-denn)-2-
OKCO-3TWI| IaBeJIeBO KUCIOTHI (5).

Beixom: 75%, T. . 110-113 °C (aneToHuTpmn).
SAMP 1H (300 MI', DMSO-d6), 8, m. a. (J, I'm):
8.92 (1H, br. t, NH); 7.98 (2H, d, J = 8.9, Ar); 7.03
(2H, d, J = 8.9, Ar); 4.62 (2H, d, J = 5.6, NHCH2);
4.30 (2H, k, J =7.2, CH2); 3.87 (3H, s, CH30); 1.34
(3H, t, J = 7.2, CH3). Macc-ciektp (OY, 150 3B),
m/z (lota %): 265 [M]+ (2), 136 (15), 135 (100),
107 (10), 77 (26), 29(73). Haiineno, %: C 58.82;
H571;, N 5.27. C13H15NOS5. Brruucneno, %:
C 58.86; H5.70; N 5.28.

Cynvghonamuomnsvie npouzeoonsie 5-(4-memokcu-ghenun)-okcaszon-2-Kapbokcamuoos
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OO0mas MeToANKA MOJTYy4YeHHs ITHIO0BOIO0 I (pu-
pa 2-okca30aKap0OOHOBOI KHCJIOTHI 6.

B 0.13 momp xmopokucu ¢ocdopa mpu mepeMe-
mwBanun 100aBstoT 0.01 Momp MCXomHOTO Coemu-
HeHus 5. Peakiiro mpoBoasT npu temmneparype 80 °C
2 yaca. Jlanee peakIMOHHYIO Maccy OXJIAKIAIOT JI0
KOMHATHOW TEMIIePaTyphl, BHUIMBAIOT HA JIEN, BhI-
MaBIIMHA OCAJOK COCAWHCHUSI 6 OT(HHILTPOBBIBAIOT.
[IpomsiBarot 30 M Boabl, cymar. Kpucrammmsyror u3
AIlCTOHUTPUIIA.

ITHIOBBIH 3¢up 5-(4-meTokcu-pennn)-
0KCa301-2-Kap0oHOBOil KUCJIOTHI (6).

Bexom: 73 %, 1. mn. 94-96 °C (aneroHuUTpHN).
SIMP 1H (300 MI'u, DMSO-d6), 3, m. a. (J, I'm):
7.75 (1H, s, oxazole); 7.74 (2H, d, J = 8.9, Ar); 7.04
(2H, d, J=8.9, Ar); 4.40 (2H, k, J = 6.9, CH2); 3.83
(3H, s, CH30); 1.39 (3H, t, J = 6.9, CH3). Macc-
cuextp (QY, 150 3B), m/z (lotu %): 247 [M]+ (100),
175 (15), 160 (36), 146 (30), 135 (35), 133 (20), 132
(78), 104 (8), 103 (15), 91 (15), 77 (33), 76 (21), 65
(7), 43 (10), 39 (12), 32 (55). Haiineno, %: C 63.05;
H 5.31; N 5.69. C13H13NO4. Bsruucineno, %:
C 63.15; H5.30; N 5.67.

OO0masi MeToqMKa TOJYYeHHS] OKCa30-2-
KapOokcamuaos 8, 9.

IIpn nepememuBanue B 0.1 Moap muppoIuANHA
i MOp¢OJIMHA, COOTBETCTBEHHO, mobaBisror 0.01
MOJb coeqiuHeHus 6. Peakiuio mpoBoasT npu Temrie-
parype 50 °C 2,5 gaca. [lanee peakIOHHYIO MaccCy
OXJIX/IAIOT 10 KOMHATHOM TEeMIepaTyphl, BIMBAIOT
150 M1 BOAIBI, TTOMYYMBIIUICS OCAIOK COSTUHEHUS 8,
9 orduneTpoBHIBarOT, TpOoMBIBatOT 30 MII BOABI, CY-
mat. KpuctannisyroT 13 U30MpOIUIIOBOTO CITHPTA.

[5-(4-meTokcn-(ennn)-okcazon-2-uil-
NUPPOIUANH-1-ni-MetanoH (8).

Bexom: 79 %, 1. . 110-112 °C (u3ompormio-
Boiii crupt). SIMP 1H (300 MI'y, DMSO-d6), 6, m.
. (J, Tm): 7.72 (2H, d, J = 8.5, Ar); 7.64 (1H, s, ox-
azole); 7.03 (2H, d, J = 8.5, Ar); 3.95 (2H, br. m,
N(CH2)), 3.83 (3H, s, CH30); 3.54 (2H, br. m,
N(CH2)); 1.94 (4H, br. m, (CH2)2). Macc-criektp
(®Y, 150 3B), m/z (lota %): 272 [M]+ (21), 146
(15), 132 (15), 98 (13), 77 (6), 70 (100), 56 (19), 55
(25), 42 (23), 41 (22), 39 (10), 29 (7). Haiineno, %:
C 66.05; H 5.93; N 10.31. C15H16N203. Bpruuc-
nmeHo, %: C 66.16; H5.92; N 10.29.

[5-(4-meTokcH-pennT)-0KCA30T-2- 1] -
Mop§oauH-4-un-metaHoH (9).

Bexom: 75 %, 1. m1. 88-90 °C (v30mponuiioBbIit
cmpr). SIMP 1H (300 MI'u, DMSO-d6), 6, M. n.
(J,Tm): 7.72 2H, d, J = 8.2, Ar); 7.67 (1H, s, oxazole);
7.04 (2H, d, J = 8.2, Ar); 4.13 (2H, br. m, N(CH2));
3.89 (3H, s, CH3); 3.68 (6H, br. m, N(CH2)3). Macc-

criektp (QY, 150 3B), m/z (lotn %): 288 [M]+ (28),
202 (14), 201 (18), 145 (39), 135 (11), 132 (29), 114
(11), 89 (7), 86 (100), 77 (11), 70 (31), 63 (6), 56 (47),
42 (28), 41 (7), 32 (16), 30 (9), 29 (26). Haiineno, %:
C 62.44; H 5.60; N 9.76. C15H16N203. Boruucie-
HO, %: C 62.49; H5.59; N 9.72.

O0mass MeTonuka MOJYYeHHS CYJIb(oHUI-
xaopunos 10, 11.

0.006 monb coenunenus 8, 9 mopuusiMu npuOaB-
JISIIOT HPU OXJIAKAECHUM U TOCTOSIHHOM II€pEeMEIIH-
BaHuu B cMech 0.060 Moib XJI0pCyab(hOHOBOM KHC-
0Tl ¥ 0.006 MONTb THOHMIXJIOpHA. 3aTeM Harpe-
BalOT peaknroHHy0 Maccy 10 60 °C u BblAepkKUBa-
10T IpU IepemennBaHuy 2 vaca. [lanee peakuuos-
HYI0O MacCy OXJaXIarT 10 KOMHATHON TeMIepary-
PBI, BBUIMBAIOT Ha JIel, 0CaJ0K OT(HHUIBTPOBHIBAIOT,
npomMbiBaloT Bogou. Pacteopstor B 100 M xyopo-
(dopma u mpombIBatoT 75 Mt Bogsl. OpraHumyecKkuit
CJIOW OTHAETSIIOT, CYLIAT XJIOPUAOM Kanbeuus. PactBop
¢uren-xpomatorpaupyoT Ha CHIIUKOTENE, pPacTBO-
putens ymapuBaroT. [lomywaror coennuenue 10, 11
B BUJI€ MacJia, MEIUIGHHO KPUCTAJUIM3YIOLIeecs MpH
KOMHATHOM TEMIIepaType.

2-MeTOKCH-5-[2-(muppoauaun-1-kapoonni-5-
wi]-0en3oJicyabponn xaopua (10).

Bexom: 68 %, T. m1. 152-154 °C. IMP 1H (300
MI'u, CDCI3), §, m. 1. (J, I'y): 8.26 (1H, d, J = 2.0,
H-3 Ar); 8.10 (1H, dd, J1 = 8.9, J2 = 2.0, H-2 Ar);
7.44 (1H, s, oxazole); 7.21 (1H, d, J = 8.9, H-6 Ar);
4.10 (3H, s, CH3); 4.03 (2H, br.m, N(CH2)); 3.69
(2H, brm, N(CH2)); 1.98 (4H, brm, (CH2)2).
Macc-cniektp (3Y, 150 3B), m/z (lota %): 370 [M]+
(10), 70 (100), 56 (23), 55 (39), 42 (12), 41 (16), 39
(11). Hatizeno, %: C 48.52; H 4.08; N 7.52, S 8.66.
C15H15CIN205S. Beruucneno, %: C 48.59; H 4.08;
N 7.55; S 8.65.

2-MeTOKCH-5-[2-(MopdoinH-4-KapOoOHIT)-
0Kca301-5-wi]-0en3oicyabdounni xaopun (11).

Bexonm: 72 %, T. mi1. 148-150 °C. IMP 1H (300
MTI', CDCI3), 6, m. 1. (J, T'mp): 8.25 (1H, d, J = 2.0,
H-5 Ar); 8.06 (1H, dd, J1 = 8.9, J2 = 2.0, H-6 Ar);
7.42 (1H, s, oxazole); 7.20 (1H, d, J = 8.9, H-2 Ar);
425 (2H, brm, N(CH2)); 4.10(3H, s, CH3);
3,80(6H, br.m, N(CH2)3). Macc-criexktp (DY, 150
sB), m/z (lota %): 386 [M]+ (10), 86 (100), 70 (35),
56 (58), 42 (19), 29 (15). Haiineno, %: C 46.53;
H3.91; N 7.22; S 8.30. C15H15CIN206S. Bsruric-
aeno, %: C 46.58; H 3.91;, N 7.24; S 8.29.

OO0masi MeTonMKa MOJy4YeHHMs CyJab(oHaMu-
aoB 12a-c, 13a-c.

K 0.0012 Mmomp COOTBETCTBYIOILIETO amMHWHA U
0.0015 nupuarHa B 6 MJI alleTOHUTPUIIA TPUOABIISIOT
0.001 monb coenuuenus 10, 11. /lanee peakimoHHYO
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Maccy HarpeBaroT mpu nepememmBanun 10 50 °C u
BBIJICP)KUBAIOT B TEUCHHE TPEX YACOB. PeaKIMOHHYIO
Maccy BbUIMBAIOT B 50 MJI BOIIBI, OCAO0K COEIUHEHHS
12a-c, 13a-C oThUILTPOBBIBAIOT, MPOMBIBAIOT BOIOH,
cymar. Kprctamim3yroT U3 aneToHUTpUIA.

{5-[4-meToKCH-3-(MUPPOIUANH-1-cynbdoHnT)-
(pennn]-oxcazo-2-ui}-nuppoauauH-1-ui-
meraHoH (12a).

Beixom: 79 %, T. ut. 138-140 °C (arneroHUTpWII).
SIMP 1H (300 MI'u, DMSO-d6), 3, m. a. (J, I'm):
8.09 (1H, d, J = 8.9, H-2 Ar); 8.08 (1H, s, oxazole);
7.93 (1H, s, H-5 Ar); 7.45 (1H, d, J = 8.9, H-6 Ar);
3.97 (3H, s, CH30); 3.91 (2H, br.m, N(CH2) pirrol-
idine); 3.60 (4H, br.m, N(CH2)2 pirrolidine); 3.52
(2H, br.m, N(CH2) pirrolidine’); 3.13 (4H, br.m,
(CH2)2 pirrolidine); 1.90 (4H, br.m, (CH2)2 pirroli-
dine'). Macc-criexktp (DY, 150 3B), m/z (lotu %):
405 [M]+ (3), 98 (12), 71 (7), 70 (100), 56 (9), 55
(16), 42 (18), 41 (11), 32 (9). Haiineno, %: C 56.23;
H 5.72; N 10.41; S 7.92. C19H23N305S. Breruucie-
Ho, %: C 56.28; H 5.72; N 10.36; S 7.91.

{5-[4-meToKCH-3-(MOpdoaun-4-cyabhoHmn)-
(dennsi]-oxcazon-2-uia}-nuppoanauH-1-ui-
MetaHoH (12b).

Bexom: 72 %, 1. mn. 164-167 °C (aneToHUTpWII).
SMP 1H (300 MI'y, DMSO-d6), 8, m. x. (J, I'm):
8.12 (1H, s, oxazole); 8.05 (1H, d, J = 8.2, H-2 Ar);
7.92 (1H, s, H-5 Ar); 7.42 (1H, d, J = 8.2, H-6 Ar);
3.98 (3H, s, CH3); 3.92 (2H, brm, N(CH2)
pirrolidine); 3.53 (2H, br.m, N(CH2) pirrolidine);
3.27 (4H, br.m, N(CH2)2 morpholine); 1.90 (4H,
br.m, (CH2)2 pirrolidine); 3.94 (4H, br.m, (CH2)2
morpholine). Macc-criektp (QY, 150 3B), m/z
(lota %): 421 [M]+ (2), 98 (11), 86 (12), 70 (100),
56 (35), 55 (17), 42 (87), 41 (5), 32 (19), 29 (10).
Haiineno, %: C 54.09; H 5.51; N 10.00; S 7.62.
C19H23N306S. Bsrumcneno, %: C 54.15; H 5.50;
N 9.97; S 7.61.

2-meTtokcu-N-(4-meTokcen-penn)-5-[2-
(muppoauauH-1-KapOOHII)-0KCA301-5-Wi]-
oenzoucyabdonamun (12¢).

Bexom: 72 %, T. mi. 235-237 °C (aueToHUTpI).
SIMP 1H (300 MI'y, DMSO-d6), 6, m. a. (J, T'm): 9.77
(I1H, s, NH); 7.97 (2H, brm, oxazole, H-2 Ar);
7,87(1H, s, H-5 Ar); 7.35 (1H,d, J = 7.2, H-6 Ar); 7.01
(2H, d, J = 7.2, ArY); 6.77 (2H, d, J = 7.2, Ar'); 3.99
(3H, s, CH30); 3.89 (2H, br.m, N(CH2) pirrolidine);
3.62 (3H, s, CH30); 3,51 (2H, brm, N(CH2)
pirrolidine); 1.89 (4H, br.m, (CH2)2 npirrolidine).
Macc-criektp (QY, 150 3B), m/z (lota %): 457 [M]+

(6), 123 (13), 122 (100), 108 (9), 98 (6), 95 (11), 70
(34), 56 (8), 55 (12), 41 (7), 32 (18). Haiigeno, %: C
57.70; H 5.07; N 9.21; S 7.02. C22H23N306S. BrI-
gucireno, %: C 57.76; H5.07; N 9.18; S 7.01.

{5-[4-meToKCH-3-(MUpPPOIHANH-1-cyab(oHNT)-
(denun]-oxcazon-2-ui}-mMoppoauH-4-uia-MeTaHOH
(13a).

Boexom: 71 %, T. mn. 153-155 °C (anetoHHUTpHN).
SIMP 1H (300 MI'y, DMSO-d6), 8, m. a. (J, I'r): 8.10
(1H, s, oxazole); 8.05 (1H, d, J = 8.9, H-2 Ar); 7.92
(1H, s, H-5 Ar); 7.42 (1H, d, J = 8.9, H-6 Ar); 4.07
(2H, br.m, N(CH2) morpholine); 3.97 (3H, s, CH3);
3.67 (6H, br.m, N(CH2)3 morpholine); 3.26 (4H,
br.m, (CH2)2 pirrolidine); 1.76 (4H, br.m, N(CH2)2
pirrolidine). Macc-cnektp (DY, 150 »B), m/z
(lotu %): 421 [M]+ (2), 114 (13), 86 (100), 70 (63),
56 (28), 42 (51), 41 (21), 39 (5), 29 (7). Haiineno, %:
C 54.07; H 5.51; N 10.02; S 7.62. C19H23N306S.
Brerauciaeno, %: C 54.15; H 5.50; N 9.97; S 7.61.

{5-[4-meToKCcH-3-(MOpdoaUH-4-Ccyab(hoHMT)-
(denmn]-oxcazon-2-ua}-moppoaun-4-ui-MeTaHoOH
(13b).

Bexom: 81 %, 1. mn. 148-150 °C (aueroHuTpIL).
SIMP 1H (300 MI'y, DMSO-d6), 6, m. a. (J, T'm): 8.09
(1H, d, J = 8.9, H-2 Ar); 8.07 (1H, s, oxazole); 7.93
(1H, s, H-5 Ar); 745 (1H, d, J = 8.9, H-6 Ar); 4.07
(2H, br.m, N(CH2) morpholine); 3.68 (3H, s, CH3);
3.67 (6H, br.m, N(CH2)3 morpholine); 3.60 (4H, br.m,
N(CH2)2 morpholine"); 3.13 (4H, br.m, (CH2)2 mor-
pholine'). Macc-ciekrp (Y, 150 3B), m/z (lota %):
437 [M]+ (3), 115 (7), 114 (9), 86 (100), 70 (16), 56
(57), 42 (16), 32 (23), 30 (6), 29 (18). Haiineno, %: C
52.08; H 5.30; N 9.65; S 7.34. C19H23N30O7S. BrI-
gucneno, %: C 52.17; H5.30; N 9.61; S 7.33.

2-meTokcu-N-(4-meTokcen-penn)-5-[2-
(Mop¢oanH-4-KapOOHIT)-0KCA30JI-5- 1| -
oenzocyabdonamun (13c).

Berxon: 79 %, 1. mn. 149-152 °C (aneToHUTpMIN).
SIMP 1H (300 MI', DMSO- d6), o, m. a. (J, I'n):
9.77 (1H, s, NH); 7.97 (2H, br.m, oxazol, H-2 Ar);
7.87 (1H, s, H-5 Ar); 7.36 (1H, d, J = 7.2, H-6 Ar);
7.01 (2H,d,J=7.2, Ar"); 6.67 (2H, d, J = 7.2, Ar);
4.04 (2H, br. m, N(CH2) morpholine); 3.99 (3H, s,
CH30); 3.65 (3H, s, CH30); 3.63 (6H, br. m,
N(CH2)3 morpholine). Macc-cniektp (Y, 150 3B),
m/z (lota %): 473 [M]+ (2), 123 (8), 122 (100), 95
(8), 86 (9), 70 (7), 56 (5), 42 (5). Haiineno, %: C
60.33; H 5.30; N 9.57; S 7.34. C22H23N307S. BrI-
yucieno, %: C 60.40; H 5.30; N 9.60; S 7.33.

Cynvghonamuomnsvie npouzeoonsie 5-(4-memokcu-ghenun)-okcaszon-2-Kapbokcamuoos
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