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CUHTE3 U ®YHKIIUOHAJM3ALMSA CUCTEMbBI
3-(1,3,4-OKCATUA30J1-2-WT)-1H-UHT0JI0B

[pemtoxkeH MOOUPHUIUPOBAHHBIA METOX IpenapaTHBHOro cmHTe3a 3-(1,3,4-okca-
nra3oin-2-wmi)- 1 H-nHA0I0B, TO3BONSIOMNI TOIy49aTs 3TH COEIWHEHHS C BBICOKUMH
BBIXOJaMHU. BriepBble TMOKa3aHa BO3MOXKHOCTh (DYHKIMOHAIM3AIMK 3TOH TeTepo-
IUKIHYSCKON CUCTEMBI PEaKIel aJKUINPOBAHUS, B YACTHOCTH, OBUIA CHHTEC3HPOBAHEI
[3-(1,3,4-oxcanmazon-2-mn)- | H-uanon- 1 -mi]yKkcycHBIe KHCIIOTHI M aMHIBI Ha HX OCHOBE.

KimroueBnie cioBa: 3-(1,3,4-okcaauazon-2-mn)-1H-ungonst, [3-(1,3,4-okcaquason-
2-ni)-1H-uan0m- 1 -1i]yKcycHbIe KUCIIOTHI, OpTO3(HpPHI, OMONINOTeKa aMUIOB, BHYTPH-
MOJIEKYJISIPHAS IUKIIA3ALHS.

CoenuHeHus, coJepkaiue B CTPYKTYpe HHIOJIBHBIA (parMeHT, XapakTe-
PU3YIOTCSI NIMPOKUM CIIEKTPOM OMOJOTHMYECKOH aKTUBHOCTH. DTO XapaKTEPHO
Y 711 UHIO0JIOB, COACPIKAIINX TeTEPOLUKINUYECKUE 3aMECTUTENH B TIOJIOXKCHUH 3.
B wactHOCTH, cpeam COeMUHEHMI 3TOTO THIA OBUTM OOHApYKEHBI (yHTH-
LUMIHBIE areHThl [1], BemecTBa, MOIYIHUPYIOUINE yYYaCTKH PACIIO3HABAHUS Ha
MeMOpaHax KJIETOK FOJIOBHOTO MO3ra [2], HHTHOUTOPHI 1EJI0ro psiia epMEHTOB
[3—6]. B cBs3u ¢ 3TUM CHHTE3 HOBBIX NMPOU3BOAHBIX MHAOJA U U3yUYCHHUE HUX
OMOJIOTMYECKOW aKTUBHOCTH SIBIISIIOTCS aKTyaJIbHOW 3ajaueil COBpPEMEHHOU
OpraHUYeCKOU XUMUHU.

Lenpro HAMIUX WCCIIEAOBAaHUI OBUIO IMOJIyYCHUE HEONHMCAHHBIX paHEe aMu-
noB [3-(1,3,4-okcanuazon-2-wn)- 1 H-unmon-1-uin]yKCyCHBIX KHCIOT — MOTEHIU-
aJbHBIX OMOJOrHYECKH aKTUBHBIX BEILECTB.

KitoueBsiMu coenuHeHusiMu B Haied pabore Obutu 3-(1,3,4-okcamuazod-
2-un)-1H-ungonetr 1. HecMoTpst Ha TO, 4TO U3BECTHHI [ 7—9] HECKOIBKO METOIOB
CUHTE3a 3TUX COCAMHEHHM, MO PNy MPUYMH OHM HE HOIXOIWIH JJIS UCIOIb-
30BaHUs B MpEMApPaTUBHBIX CHHTE3aX. B 4acTHOCTH, omucaHHbBIH B pabote [7]
MOJIX0J] K CHMHTe3y la ¢ HCIOJIb30BaHUEM OpTOodopMHaTa 2a JaBaj XOPOIIHE
pe3yabTaThl TOJNBKO MpHU 3arpy3kax ruapasuna 3 mopsiaka 1 r. [Ipu nmombiTkax
MacIITa0MpOBaHUs HAOMIOAANOCh O0pa30BaHUE 3HAYUTEIBHBIX KOJIHYCCTB
MOOOYHBIX MPOAYKTa 4, a TakKe MPOAYKTOB 5 u 6. /[ByxcTaauiiHas MeToaHMKa
[8] BKJIIOUAET CTAAMIO AlMIUPOBAHU TUApazuia 3 ¢ MociHenyromeil HUKIM-
3aIUel CoOTBETCTBYIoIero amwipou3BogHoro B POCI;, ogHako monmyvyaeMslit
10 9TOM METOAMKE MPOAYKT la Hy>KIgaeTcsl B AOMOJHUTENbHON ouncTke. Hemo-
CTaTKOM METOJMKH, OITUCAHHOH B pabore [9], ABISETCS OTHOCUTEIBHO HEOOIb-
LI0M BBIXO/T IIesIeBOro npoaykra 1b.
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B ocHoBe pa3pabOTaHHOTO HaMH METOAA JICKUT METOJHKA, OIMUCAHHAs
B pabote [7]. Bbuto ycTaHOBIIEHO, YTO HPOILYKT S SABISAETCS €AWHCTBEHHBIM,
ecii cMech Tuapasuzna 3 u oproddupa 2 HE KHISTHT, KaK 3TO OBLJIO OMHCaHO
B pabote [7], a BbIIEpKUBaTh IPH MHTEHCUBHOM IEpEeMEIINBAHIH U TeMIlepa-
type mopsiaka 90 °C. CoeamHenumsi 5 moiydalorcs B Buiae cmecu E- U
Z-A30MEPOB, KOTOPHIE HE BBIACTSUIM B HHANBHIYyaTbHOM COCTOSTHUH. B Tabnuie
npuBeseHsl nanHbe SIMP 'H crexTpockonuy coenuHeHH# 5 (Ha OCHOBaHHH
CIEKTpa CMECH) M COOTHOIIICHHE H30MEPOB B CMECH.

Crextpbl SIMP 'H u cooTHOmIeHHE* H30MepPOB Sa—c

XUMHYECKHE CABUTH, O, M. 1.
OrtHeceHue

Z-5a E-5a Z-5b E-5b Z-5¢ E-5¢
1H H-1 11.65 11.55 11.67 11.54 11.72 11.58
1H gﬁ') 9.55 10.45 9.60 10.47 9.55 10.45
IH H-2 8.04 8.38 8.02 8.40 8.04 8.41
4H Ar 7.14-8.12 | 7.14-8.12| 7.18-8.15| 7.18-8.15| 7.19-8.10[ 7.19-8.10
2H OCH, 4.16 4.18 4.17 4.19 4.16 4.18
3H CH; 1.29 1.32 1.28 1.33 1.31 1.36
IH R) 6.93 8.23 - - - -
2H CH, (R) - - - - 2.88 3.07
3H CH;(R) - - 2.42 2.73 1.30 1.37

* Cogmepxanue B cMecu: Z-5a : E-5a = 44:56; Z-5b : E-5b =41:59; Z-5¢ : E-5¢ =48 : 52.

O‘ICBI/I,Z[HO, 4dTO MPOAYKT 5 sBusercs MPOMCIKYTOYHBIM COCAMHCHUCM IIpHU
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cuntese coequHenus 1. g ero nukim3amnuu TpedyeTcs: TeMIeparypa mopsaka
130-140 °C, ognako mpu 3TOW TeMmIeparype B cpelie opToddupa 2a—¢ Hadu-
HaIOT MPOTEKaTh KOHKYPUPYIOIINE PEAKIIUU, KOTOPHIE CYIIECTBEHHO CHUKAIOT
BBIXOJI 11e7IeBOTO mpoaykTa 1. OCyIecTBUTh BHYTPUMOJIEKYISIPHYIO ITUKITA3AITIIO
MIPEeIBAPUTEIFHO BBIJCICHHOTO COCMWHEHUS 5 B coeamHeHwe 1 ymamoch mpu
90 °C B JIM®DA. Peakius mpoTeKaeT ¢ KOJIMYECTBEHHBIM BBIXOJOM. Y CTAHOB-
JIEHHAsT HAMHU TeMmIeparypa IUIaBJICHUS coequHeHus lb cyIiecTBEeHHO OTIIH-
yayiach OT MPUBEICHHON paHee B uteparype [7].

Omnuca"Hble B TUTEPATYPE METOABI OTydeHHS N-aIKUIMPOU3BOIHBIX 3-
(1,3,4-oxcagmazon-2-un)-1H-ungonos [10-12] BKIOYAIOT aTKHJIWPOBAHHE
WHJOJILHON CHCTEMBbI Ha HAYadbHBIX CTATUSAX CHUHTETUYECKOW IMOCIEIOBATEIh-
HocTh. Hamm Obima mokazaHa BO3MOXKHOCTH ankwimupoBanusi 3-(1,3,4-okca-
nmua3on-2-wmin)- 1 H-uHgomoB  MeTuiIxjaopaneraToM 8 ¢ BBICOKMMH BEIXOJaMHU.
CrpoeHHue MONy4YEeHHBIX N-aJKUIMPOBAHHBIX 3PUPOB 9 J0Ka3aHO METOAAMU
cnektpockonuu AMP u XKXMC.

R R

O |
— N — N
CICH, COOMe
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K CO3, DMF 2. HCI, H,0
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1,9,10aR=H,bR=Me,cR=Et

HonyquHHe 3(1)I/IpI>I 9a—¢ C BBICOKHMH BbIXOJaMU B MSATKHUX YCJIOBHAX
npeBpamajiiCb B COOTBCTCTBYIOIINE KHUCIIOTHI 10a—c. FI/I)IPOJ'II/B MMPOBOAUIICA
B CMECH TFd)—Bo;:[a C THAPOKCUIAOM JIUTUA B KaYCCTBC OCHOBAHUA. W3 xucnor
10a—c B YCIOBUAX TMapaJlJICJIbHOTO KOM6I/IHaT0pHOl"0 )KI/I)IKO(I)HBHOI‘O CHHTEC3a
ObLIa noJrydceHa OubnmroTeKa COOTBCTCTBYIOIIIUX aMHUJI0B 11 ¢ ucnonap3oBaHUEM
NEPBUYHBIX U BTOPHUYHBIX, a.HI/I(I)aTI/I‘lCCKI/IX, ApOMAaTU4YCCKUX U T'CTCPOLUKIIN-
YCCKHUX aMHHOB. PCHpC3CHTaTI/IBHI:I€ npuMeEpbl aMUI0B 11 MpUBCACHBI B
BKCHepI/IMeHTaJILHOﬁ qacTu.

R!NH, (12), CDI, DMF
10a—c \

1
11 a—c NHR

11 aR=H, R'=2-Bu, bR =Me, R! = quxnonenruin, ¢ R =Et; R! =2-dpypunmermn,
CDI — kapOOHMITIMAMHIIA30TT

B pesynbraTe uccneqoBaHWW, MPOBEICHHBIX B paMKaxX Mpe/CTaBICHHOU
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pabotel, ObIT ONTUMH3HPOBAaH MeTox momydeHus 3-(1,3,4-okcaanazon-2-wi)-
1H-unm0m0B 1, 9TO MO3BONMJIO MOJYy4YaTh 3TH COCAMHEHHUS B IMpEMapaTHBHBIX
KoJM4yecTBax. bbula MoKa3aHa BO3MOXKHOCTH (DYHKIIMOHAJIM3ALUU CUCTEMbI 1
MyTeM €€ aJKWIMPOBAHUS, MOJYyUYCH LENbIH Psl HOBBIX, paHee HE ONMUCAHHBIX
npou3BoaHbIX 1c, 9a—c, 10a—c. C mOMOIIBI0 METOMIOB KJIACCUYECKON OpraHu-
YecKOW XHMHUU B YCIOBHUSX MapalIeIbHOTO KOMOMHATOPHOTO CHHTe3a Oblia
noJjiyueHa OMOJMOTEeKa MOTEHI[HAILHO OMOJIOTMYSCKH aKTUBHBIX aMuoB 11.

IKCIIEPUMEHTAJIBHAS YACTb

Touku 1uIaBieHus onpeneneHsl Ha mpudope Buchi B-520, cnekrpsr IMP 3anucanb
Ha crekTpomerpe Bruker DPX-400 (400 MI'm) B IMCO-d¢, BHYTpeHHUI CTaHAApT
TMC. Xpomaro-Macc-CreKTphl Mody4eHb! ¢ moMomipio cucreMbl Shimadzu Analytical
10Avp series, aBtocemmuep: Gilson 215, ELSD: Sedex 75, macc-CIEKTpOMETp:
PE SCIEX API 150.
3-(1,3,4-Oxcagnazon-2-uia)-1H-unmoasl 1a—c (o0mas meronuka). CycneHAnpyoT
0.5 monp ruapasuna 1H-uHm00-3-KapOOHOBOH KUCIOTHI (3) B 4 MOJIb TPUITUIIOPTO-
¢dopmmara 2a (wim TpuITWIOpTOoaneTara 2b, WM TPUATHIOPTOIPOMHOHATA 2C).
lerepo-reHHYI0  peakIMOHHYIO  Maccy  BBIICP)KHBAIOT TIPH  HHTCHCHBHOM
nepememBanud 1 temneparype 90 °C B Teuenue 5—7 4. OxXJaxnaroT, MPOAYKT 5
OT(QHUIBTPOBHIBAIOT, NMPOMEIBAIOT XOJOJHBIM JSTAHOJIIOM H TEKCAaHOM. BBIIeICHHBIN
MPOAYKT S 6€3 J0moN-HUTENbHOH 00pa0OTKH UCTIONB3YETCS B CIEAYIONICH CTaIUH.
Coenunenue 5 cycnenaupyrooT B 150 mn JJM®A, peakuuoHHyr0 Maccy nepeme-
mmBaioT 3—4 1 npu temneparype 90 °C (xontpons TCX, 5% sranon B xmopodopme).
CMech OXJIKIAIOT M BBUIMBAIOT B XOJIOAHYIO Boay. Ocalok OT(QHIBTPOBBIBAIOT,
IIPOMBIBAIOT BOJIOM, XOJOAHBIM 3TAaHOJOM, TekcaHoM. [Ipomykrsl la—¢ MoryT OBITH
HCTIOJIh30BaHBI B AATFHEUIINX MIPEBPAIICHUAX 0€3 TOTIONTHATEFHON OYHCTKH.
3-(1,3,4-Oxcagua3zon-2-uia)-1H-ungoa (1a). Beixog 98%. T. min. 193-195 °C
(aranoxn). Crekrp AMP 'H, §, m. x.: 7.20-7.30 (2H, M, apom.); 7.52-7.57 (1H, wm,
apom.); 8.09-8.14 (1H, M, apom.); 8.17 (1H, ¢, H-2); 9.15 (1H, ¢, CH oxcamua3zona);
11.96 (1H, yur ¢, NH). Macc-cnextp, m/z: 186.21 [M + H]'. Haiineno, %: C 64.90;
H 3.84; N 22.69. C;H;N;0. Brruncieno, %: C 64.86; H 3.81; N 22.69.
3-(5-Metua-1,3,4-oxkcaguazou-2-un)-1H-ungoa (1b). Brxoxm 98%. T. mm
235-237 °C (3ranon—JIM®A) (138-139 °C [7]). Cuekrp SIMP 'H, §, m. 1.: 2.56 (3H, c,
CHs); 7.19-7.29 (2H, M, apom.); 7.50-7.56 (1H, M, apom.); 8.05-8.15 (2H, ¢ + M, apom.
+ H-2); 11.93 (1H, ym. ¢, NH). Macc-cnextp, m/z: 200.22 [M + H]". Haiineno, %:
C 66.35; H4.54; N 21.19. C;;HoN;30. Beruucieno, %: C 66.32; H4.55; N 21.09.
3-(5-91tna-1,3,4-oxcaguazon-2-uin)-1H-unmoa (1c). Beixonx 95%. T. min. 207-209 °C
(3Tanomn). Cnekrp SAMP 'H, §, m. 1. (/, Tm): 1.33 3H, 1,J=17.5,CH;); 292 2H, x, J=17.5,
CH,); 7.19-7.29 (2H, M, apom.); 7.50-7.55 (1H, M, apom.); 8.07-8.10 (1H, M, apom.);
8.11 (1H, ¢, H-2); 11.95 (1H, ¢, NH). Macc-criektp, m/z: 214.29 [M + H]". Haiinero, %:
C 65.62; H5.18; N 19.79. C;,H;N5O. Brruucneno, %: C 65.59; H 5.20; N 19.71.
Metui-[3-(1,3,4-oxcaguazon-2-uia)-1H-unmon-1-uialaneratsl 9a—¢ (oOmas mero-
nuka). K pactBopy 0.2 monp coemunenuss 1 B 120 mn meperHanHoro JIM®DA,
nmobasisirot 0.24 mMonb 6e3BogHOTO KapOoHara kamus, 0.22 Mo MeTmwixioparerara 8.
PeakimoHHy10 Maccy WMHTEHCHBHO mnepememuBaioT 3—4 4 mpu Temmeparype 70 °C
(xoutposie TCX: Silufol UV-254, 5% stanon B xja0podhopMe), OXJIaKIAIOT, BBUTMBAIOT
B XOJIONHYIO BOAy. BpimaBmmii ocagok OTGHIBTPOBBIBAIOT, NPOMBIBAIOT BOIOMH,
rekcaHoM. IlomydenHbie 3¢upel 9 MOryT OBITHP HCIONB30BaHBI B JaNbHEHIINX
MPEeBpaICHUSIX 0€3 JOMOJHUTEIBHON OYUCTKY.
Metuna-[3-(1,3,4-oxcaguazon-2-ui)-1H-ungon-1-mnjaneratr (9a). Brixoxg 91%.
T. . 108-110 °C (aueronutpmn). Crextp IMP 'H, 8, m. 1.: 3.71 (3H, ¢, OCH3); 5.32
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(2H, ¢, CH,); 7.26-7.36 (2H, M, apom.); 7.57-7.62 (1H, M, apom.); 8.10-8.15 (1H, m,
apom.); 8.25 (1H, ¢, H-2); 9.20 (1H, c, okcaamason). Macc-criektp, m/z: 258.26 [M + H]".
Haiineno, %: C 60.95; H 4.40; N 16.29. C3H,;N30;. Beruucneno, %: C 60.70; H 4.31;
N 16.33.

Metuia-[3-(5-metni-1,3,4-oxcaanason-2-ui)-1H-ungoma-1-unjanerar (9b).
Bexon 88%. T. mn. 128-130 °C (aneronurpun). Cnektp SMP IH, 6, m. n.: 2.57 3H, c,
CHj;); 3.71 (3H, ¢, OCHj;); 5.29 (2H, ¢, CH,); 7.25-7.35 (2H, M, apom.); 7.55-7.60 (1H,
M, apom.); 8.09-8.14 (1H, m, apom.); 8.16 (1H, c, H-2). Macc-ciektp, m/z: 272.33 [M +
H]". Haiineno, %: C 62.09; H 4.93; N 15.56. C,4H,3N;05. Boruucineno, %: C 61.99; H
4.83; N 15.49.

Metuni-[3-(5-3tnia-1,3,4-oxkcaguazon-2-uwi)-1H-unpoa-1-niajaunerar (9¢). Beixon
92%. T. 1. 97-99 °C (u3o00kran). Cnexrp AMP 'H, 8, M. 1. (/, Tm): 1.34 3H, 1, /=174,
CH,CH;); 2.93 (2H, x, J = 7.4, CH,CHj;); 3.70 (3H, ¢, OCH;); 5.30 (2H, ¢, CHy);
7.25-7.35 (2H, M, apom.); 7.55-7.61 (1H, m, apom.); 8.09-8.14 (1H, M, apom.); 8.18
(1H, ¢, H-2). Macc-cnextp, m/z: 286.31 [M + HJ'. Haiineno, %: C 63.21; H 5.41;
N 14.69. C;5sH5sN;0; Breraucieno, %: C 63.15; H 5.30; N 14.73.

[3-(1,3,4-Oxcagunazoun-2-ua)-1H-unno-1-mwi]ykcycHble KMCAOTHI (00mmIas MeTo-
nmuka). B 150 mu TT'® pactBopsitot 0.15 Moabs cooTBeTCTBYIOMIETO 3huUpa 9, K pacTBOpy
mobasmsror  0.17 MOme THAPOKCHIA IJIUTHSI, PACTBOPEHHOTO B 15 M BOZBL
PeakiimoHHy10 MaccCy MepeMeInBaioT MpU KOMHATHOW TemmepaTrype 2—4 4 (KOHTPOJIb
TCX: Silufol UV-254, 5% stanon B xsopodopme), 3aTeM K pacTBOPY MPUOABISIOT IO
karsiM koHu. HCI po pH 2-3. BemaBmmii ocagok OTQHIBTPOBBIBAIOT, IPOMBIBAIOT
BOJIOW, XOJIOAHBIM 3TAaHOJIOM, FeKcaHOM. BricymmBaroT Ha Boznyxe. IIpoaykt moxker
OBITH NCIIOJH30BAH B JAJTbHEHIINX NMPEBPAIICHUIX 0€3 TOTOIHUTEIFHON OYHCTKH.

[3-(1,3,4-Oxcagnazon-2-uia)-1H-ungoa-1-ualykcycnas kuciaora (10a). Brixon
90%. T. mn. 211-213 °C (sranon—IM®A). Cnextp SIMP 'H, 8, m. x.: 5.19 (2H, c,
CH,); 7.25-7.35 (2H, m, apom.); 7.55-7.61 (1H, M, apom.); 8.10-8.16 (1H, M, apom.);
8.24 (1H, ¢, H-2); 9.19 (1H, c, okcanuazon); 13.20 (1H, ym. ¢, COOH). Macc-cniektp,
m/z: 244.24 [M + H]". Haiineno, %: C 59.34; H 3.75; N 17.31. C;,HyN;0;. Boruucieno, %:
C59.26; H3.73; N 17.28.

[3-(5-MeTuia-1,3,4-oxkcaguazon-2-uia)-1H-ungon-1-uialykcycnas kuciaora (10b).
Beixon 95%. T. mn. 229-231 °C (sranon—-JIM®A). Cniextp SIMP 'H, 8, m. 1.: 2.57 (3H,
¢, CH;); 5.17 (2H, ¢, CH,); 7.24-7.34 (2H, ™, apom.); 7.54-7.59 (1H, M, apom.);
8.08-8.13 (1H, ™, apom.); 8.16 (1H, c, H-2); 13.22 (1H, ymr. ¢, COOH). Macc-crnektp,
m/z: 25830 [M + H]". Haitneno, %: C 60.65; H4.33; N 16.36. C;3H;N;O;.
Beruncneno, %: C 60.70; H4.31; N 16.33.

[3-(5-21Ha-1,3,4-okcaguazon-2-ua)-1H-ungon-1-uialykcycnas kuciaora (10c).
Boixoq 84%. T. mn. 194-196 °C (u3 sranona). Crexktp SIMP 'H, 8, m. 1. (J, T): 1.34
(3H, T, J = 7.4, CH,CH;); 2.93 (2H, k, J = 7.4, CH,CHj3); 5.17 (2H, ¢, CH,); 7.24-7.34
(2H, M, apom.); 7.53-7.59 (1H, m, apom.); 8.07-8.13 (1H, M, apom.); 8.17 (1H, c, H-2);
13.11 (1H, ym. ¢, COOH). Macc-cniextp, m/z: 272.28 [M + H]". Haiineno, %: C 62.11;
H 4.90; N 15.53. C4H3N30;. Beruucneno, %: C 61.99; H 4.83; N 15.49.

Amuast [3-(5-3Ti-1,3,4-oxcaguazon-2-ui)-1H-ungon-1-mi]ykcycHbIX KHCJIOT
11a—c (obmas meroamka). K pactBopy 1.2 mMMomb cooTBeTcTByOmei kuciaoTsl 10
B S5 M meperHanHoro JIM®A, noGaBnstor 1.4 MMoIb KapOOHWIIUMMHUIA30JIA,
peakLMOHHYI0 Maccy IepememmBaioT 2 4 npu temneparype 80 °C, moGaBisitoT
1.3 MMONb COOTBETCTBYIOIIEr0 amMuHa 12 W IepeMenInBalT eme 3 9 B TeX XKe
yernoBmsix. llocime oxnakmeHHs peaknIHOHHYI0 Maccy BBUIMBAIOT B 3% pacTBOp
rujpokapOoHaTa HaTpus. BpimaBiime ocajku OT(WIBTPOBBIBAIOT, NPOJAYKTHl B BHIE
Macell JKCTPAarhpyrT 3TWIANETaToM. [Ipu HEOoOXOAMMOCTH MPOAYKTHI OYHIIAOT
KpUCTAJUTH3aIeld U3 W300KTaHa, alleTOHUTPWIIA T KOJIOHOYHOM XpoMaTorpadueil Ha
cunukarene 40/60 (amroeHT rekca—a3THianeTat, 3:1). B wacTHocTH, MOMy9aroT B BHIE
macen amugbl 11a—c.

N-(1-Metunnponun)-3-(1,3,4-oxkcaguazon-2-un)-1H-ungon-1-aneramun  (11a).
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Brexon 63%. Crnexktp AMP 'H, §, M. 1. (J/, T'm): 0.87 3H, T, J= 7.3, CH3); 1.09 (3H, &,
J=6.8, CHj); 1.39-1.50 2H, k. n, J= 7.3, J= 6.8, CH,); 3.64-3.76 (1H, m, CH); 4.91
(2H, ¢, CH,CO); 7.22-7.32 (2H, m, apom.); 7.43—7.50 (1H, M, apom.); 8.06-8.17 (3H,
M, apom. + H-2 + NH); 9.09 (1H, ¢, H-okca3oma). Macc-cniextp, m/z: 299.39 [M + HJ".
Haiineno, %: C 64.45; H 6.19; N 18.83. C;cH;3N4O,. Brruncineno, %: C 64.41; H 6.08;
N 18.78.

N-Huxkaonentuia-3-(5-meru-1,3,4-oxkcagnazon-2-umn)-1H-ungom-1-aneramug
(11b). Baixox 78%. Crextp SIMP 'H, 8, m. 1. (J, Tw): 1.39-1.93 (8H, M, (CH,),); 2.58
(3H, ¢, 5-CH3); 3.96-4.09 (1H, m, CH); 4.87 (2H, ¢, CH,); 7.20-7.31 (2H, m, apom.);
7.42-7.49 (1H, M, apom.); 8.02-8.05 (1H, m, apom.); 8.13 (1H, ¢, H-2); 8.25 (1H, o, J=5.6,
NH). Macc-crextp, m/z: 325.44 [M + HJ". Haiineno, %: C 66.75; H 6.29; N 17.38.
C,3H,0N4O,. Beruncnieno, %: C 66.65; H 6.21; N 17. 27.

3-(5-9tuna-1,3,4-oxcaguazon-2-ua)-N-(2-pypanuiamerni)-1H-ungon-1-aneramug
(11¢). Beixon 74%. Crnektp AMP 'H, §, m. 1. (/, Tm): 1.39 (3H, 1, J = 7.5, CH3); 2.94
(2H, x, J=1.5, CH,); 4.32 (2H, n, J = 5.5, CH,NH); 4.98 (2H, ¢, CH,CO); 6.25 (1H, &,
J=3.0,H-3); 627 (1H, n. n, J =3.0,J =22, H-4"); 7.21-7.31 (2H, M, apom.);
7.43-7.49 (1H, m, apom.); 7.53 (1H, &, J = 2.2, H-5"); 8.07-8.13 (2H, M, apom. + H-2);
8.73 (1H, 1, J = 5.5, NH). Macc-crextp, m/z: 351.49 [M + H]". Haiineno, %: C 65.22;
H 5.24; N 16.05. C,9H3sN4O;. Beraucineno, %: C 65.13; H 5.18; N 15.99.
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