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MHOTOKOMITOHEHTHOH ~KOHJAEHCAIel 5-(peHnn(n-Tonmn)n30kca3on-3-kapOanpaeruoB, OUKIOTeKcaH-1,3-11noHa (WM JuMenoHa),
aleToOyKCycHoro 3¢upa (WM aleTHIAeTOHa) W aleraTa aMMOHHUS CHHTE3MPOBAHBI TOJM3aMENICHHBIC MPOU3BOJHEIEC 1,4-AUTHIpPO-
NHUPUIMHOB C H30KCa30JbHBIM (pparmMeHTOM. B X0ze OKMCIIeHHUs TOMyYeHHBIX COSTMHEHUI HUTPUTOM HATpHUsi 00pa3yloTCs COOTBETCTBYIO-
IIME 3aMeleHHbIe MTUPUIMHOBBIC MPOU3BOAHbIE. [0 TaHHBIM OHOJIOTHYECKOTr0 TECTUPOBAHMS, HEKOTOPbIC U3 MOJTYyYCHHBIX COSTHHEHNIT
HPOSIBISIIOT IIUTOTOKCHYECKYI0 aKTHBHOCTh B OTHOILICHHH KIJIETOK KoJopekTajbpHOro paka LS174T, a rtarke aHTHOAKTEpUATIbHYIO

aKTHBHOCTb B OTHOILICHUH YyBCTBUTEIIBHBIX ITaMMOB Escherichia coli (C600) u Staphylococcus aureus (ATCC-25923).

KuioueBble ¢J10Ba: anbJerupl, 1,4-TUruaponupuanHbl, H30KCa30JIbl,

NUPUIUHBL, peakiys ['aHua.

K wucciaenoBanusm 1,4-TUruapONUPUIMHOB U MTUPUIM-
HOB COXpaHsIeTCsl YyCTOMYMBBINA WHTEpEC, YTO OOBSICHIETCS
BBICOKOW M Pa3HOO00pa3HOW OMOJIOTHYECKON aKTHUBHOCTHIO
UX MPOW3BOAHBIX. [IMPUINHOBBIA ¥ 1,4-TUTHAPOTIHPHIU-
HOBBII TE€TEPOIUKIIBI PACCMATPUBAIOTCS KaK MPUBUIIETHPO-
BanHble ckaddomapl I 6HOAKTHBHBIX Moekyr.' Ha mx
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OCHOBE pa3paboTaHbl >(PPEKTUBHBIE arpOXHMMHUYECKHE U
(apmaleBTHUECKHE Mpenaparsl: WHCEKTHIUIBl HEOHHKO-
TUHOMJHOTO psijia,” aHAJIENTHYECKHe, aHTHUTHCTaMUHHBIE,
AQHTUTUIIEPTEH3UBHBIE, aHTUMHUKPOOHBIE, aHTHCTPECCOBEIE,
IPOTHBOOITYXOJIEBbIE CpeacTBa.” Kpome TOro, mupmiu-
HOBBIH ¥ JUTHIPONUPUAMHOBBIA (parMeHThl BXOIST B
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COCTaB MOJIMIMUKIMYECKAX MOJEKYJ, HalpuMmep, aKpuau-
HOB ¥ XMHONMHOB.*

Meton ['anua sBisgeTCS OXHWMM W3 Hambolee yIOOHBIX
MOAXOIO0B K KOHCTPYMPOBAHMIO 1,4-TUTHAPOTMPUINHO-
BOrO IMKJIA W B KJIACCHYECKOM BapHAHTE IIPEICTABISCT
co00if KOHICHCAIIMIO ANBICTHAOB W [-AMKApOOHIIHHBIX
COCAMHEHUI B NPHUCYTCTBUM aMMHAKa WJIM aMMOHHIHBIX
coneit.” TIpi 5TOM CyIIECTBYIOT €r0 MOAU(BHUKALMH, B TOM
YHCJIE C HCIIOIBb30BAaHWEM KaTaln3aTOpOB, ITO3BOJITIOIIUE
BBIOMpATh ONTHMAaJIbHBIM BapHaHT JUIA CHHTE3a LENCBOTO
npoxaykra. [Tocnemyromee okucienue 1,4-TuruaponupuIu-
HOB IIPHUBOAUT K COOTBETCTBYIOIINM ITUPUIUHAM.

Panee Hamm ObIT pa3paboTaH ymOOHBIH METOHA MOIY-
YEHHUsI Ha OCHOBE JOCTYIHBIX OKCHMOB 5-apHIH30KCa30II-
3-kapOanbaeruaoB S-apui-1,2-okca3o11-3-KapOanberuuos,’
KOTOpBIE MOXXHO HCIIOJIb30BATh B KAa4ECTBE AIBICTHIHOTO
KOMITOHEHTa B CHHTE3€ 3aMEIIEHHBIX 1,4-IUTHAPONHpH-
auHOB. CliemyeT OTMETHTh, YTO HW30KCA30JBHBIM IMKI
TaKkKe SBISIETCS CTPYKTYPHBIM (pparMeHTOM OOJBIIOTO
YHUCNa JIEKAPCTBEHHBIX CyOCTaHIMH, MO3TOMY HCCIEN0-
BaHMSA IO MOJYYECHHIO HOBBIX OMOAKTHUBHBIX NPOM3BOJHBIX
1,2-0kca3ona GypHO pa3BHBAOTCA.’

Ilens HacTOSIIETO COOOLICHUS 3aKJIIOYaeTCs B IOIY-
YEHUH TOJM3aMEIICHHBIX MPOW3BOAHBIX |, 4-auruapo-
MUPUINHOB, NHPUIMHOB W XHHOJHHOB, COJAEPXKAIINX
¢parmeHT 5-ermn(n-Tomma)uzokcazona. OxumaeTcs, 4To
MOJTyYCHHBIE COEAMHEHUs OyayT o0nagaTh BBICOKHM
MOTEHIMAJIOM OHOJOTHYECKONH AaKTHBHOCTH Onarojapsi
COYETaHHUIO B UX MOJIEKyJIaX (hapMako(pOpHBIX (PparMeHTOB
MIUPHUIMHA U U30KCa3071a.

Jdnst peann3anyMy STOH 1€MW HaMH  HCHOJb30BAJICS
KJIACCMUYECKHH OJHOPEAKTOPHBIH CHHTE3, OCHOBAHHBIH Ha
MHOTOKOMIIOHEHTHOW pPEakIMy KOHAEHCALNH C Y4acTHEM
COOTBETCTBYIOIIETO  S-apMiIn30Kca3oil-3-kapOaibaernaa,
LUKJIMYECKOro aukeToHa (1,3-IMKIOreKcaHIuoHA WIIN
JIVIMEJIOHA), alleTOYKCYCHOTO 3¢upa (WIH aleTHIaleToHa)
U aneTrarta aMMOHMA. B kauecTBe apmim3oxcasol-3-kapo-
QIBJCTUIOB HCIIONB30BAINCH S-(GeHMI- U 5-(n-TONwm)-
3aMeIIeHHble TPOW3BOJHBIE 1, 2, CHHTE3 KOTOPBIX Ha
OCHOBE NPOJIYKTOB MOCJIEI0BATENbHBIX NPEBPALICHUN TPH-
XJIOpITHIeHa ObLT paspaboran Hamu panee.’ B-JlukapGo-
HUJIbHBIE KOMITIOHEHTHI HCIIOJNB30BAIN B  PA3IMYHBIX
COYETaHMUsX, IIPU 3TOM OBUTH 0OHAPY)KEHBI CYIIECTBEHHBIE
0COOCHHOCTH NPEBPAICHHH.

B3anmozeicTBUSI SKBUMOIISIPHBIX KOJIMYECTB alIbJIETH-
noB 1, 2 u aneroykcycHoro s¢wupa (3), 1,3-nmkiaorexcan-
moHa (4), mumenona (5) ¢ 2 moms AcONH; B MeOH
NIPUBOJMIM K COOTBETCTBYIOIIMM 3aMeIleHHBIM 4-(5-apui-
H30Kca301-3-1mi)-5-okco-1,4,5,6,7,8-rekcaruJpoXuHoOJIMHAM
6-9. IlocnenHue KpUCTAIUIM3YIOTCA W3 PEAKIUOHHON
cMmecu ¢ Beixogamu 79-91% wu He TpeOyroT panpHewmiei
ounctku (cxema 1). Ilpu 3ameHe aneToykcycHoro sgupa
(3) na anermnauneroH (10) KOHAEHCAUH S-apHIM30KCa30-
Ji-3-kapOanbaeruioB 1, 2 ¢ IMKIMYECKUMH [-IHUKETO-
HaM{ COINPOBOXJAJIach 0OPA30BAHMEM CIIOXKHBIX CMeceit
HEeHJCHTH()HUIMPOBAHHBIX ITPOIYKTOB.

[Ipu 3ameHe nMKIUMYECKUX [-IAUKeTOHOB 4, 5 Ha ux
ammdarnyeckne anaigorn 3, 10 peakuuu ITPOXOIHIH
rmanko (cxema 2). Tak, peakuus ¢ ydacTuem 2 D9KB.
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Cxema 1
N/O Ar o Ar
\
o= R" AcONH,
= + —_—
1 Ar=Ph o R' ~ MeOH
2 Ar = p-Tol 1 EtO 1
o o 4R=H A, 8h R
5R"=Me 79-91% Me~ "N 1
R
EtoJ\/U\Me H
3 6 Ar=Ph,R"=H

7 Ar=p-Tol,R"=H
8 Ar=Ph,R"'=Me
9 Ar = p-Tol, R = Me

aneToykcycHoro 3dupa (3) mporekaeT ¢ o0Opa3oBaHHEM
CUMMETPUYHO 3aMeIleHHbIX 4-(5-apunu3okcasosn-3-mi)-
1,4-nuruaponupuanaos 11, 12 ¢ yMEepeHHBIMU BBIXOJAMH.
Takum ke o00pa3oM KHUIAYCHHE S-apHIN30KCA30JIMI-
3-kapbanpaerunoB 1, 2 ¢ anerunaneronoM (10) u AcONH,
B coortHomenun 5:11:11 B EtOH npuBoguno k obpa-
30BaHMIO AllETUINPOU3BOAHBIX 1,4-muruaponupuauHa 13,
14. CnegyeT OTMETHUTb, YTO B 3TOM Ciydae MpoLecc mpei-
noutuTenbHee mpoBoguTh He B MeOH, a B EtOH, B
KOTOPOM peaklus MpOTeKaeT aKTUBHEE, M0-BHIUMOMY, 32
cueT Oosee BEICOKOI TemmnepaTyphl kunenust EtOH.

Cxema 2
Ar
Method |
O _Ar O O
4 AcONH
N+ )]\/U\ Ednddial. 4
o= Me R' EtOH R R
A, 10 h
1Ar=Ph 3R'=OEt e
2Ar=p-Tol  10R'=Me  O0074% Mem N Me
11 Ar = Ph, R" = OEt
12 Ar = p-Tol, R = OEt
13 Ar=Ph, R' = Me
14 Ar = p-Tol, R' = Me
CuHTEe3 HECHMMETPUYHO 3aMeIleHHBIX 4-(5-apui-

n3okcazoimn)- 1,4-muruaponupuautos 19, 20 npoBouin B
nBe craguu. Brauane mo peakinuu KHéBenarems ocye-
CTBISUIM KOHJICHCALMIO S-apHiIN30KCa30JIMII-3-KapOalibIer-
1oB 1, 2 ¢ anetoykcycHbIM 3¢pupoM (3) WITH aleTHIAIICTOHOM
(10), B pesynpTaTe KOTOPOH C BBIXOJAaMM OT CPEAHHX IO
BBICOKHX OBUIM IMOJIydeHBI COOTBETCTBYIOIIUE [3-AHKap0o-
HUJIbHBIE KOHBIOTATHI n30Kkcazoia 15-18. IMpoaykrter 17, 18
00pa3oBBIBAIMCH B BUjIE cMecH E- 1 Z-n30MepoB (cxema 3).
Peaximy mpoMesxyTOUHBIX coennHenuid 15 u 16 ¢ anerwn-
artetoHoM (10) mpuBOIMAM K ONMCAaHHBIM BBIINIE CHUM-
METPHUYHO 3,5-3aMeleHHBIM AuTuaponupuanHam 13, 14.
BzanmoneiictBuamu guketoHos 15 u 16 ¢ 3-strimamuHo-
KpPOTOHOATOM OBUIM CHHTE3UPOBAaHBI HECUMMETPUIHO
3,5-3aMenIeHHbIe H30KCa30IMIIUTHApOoUpuaAnHET 19, 20.
B xone psina dKCIepUMEHTOB OBUIO YCTaHOBIIEHO, YTO B
HUBIIUX CIUPTaX PEakIus MpPOTeKaeT He J0 KOHIA, W B
pe3yipTaTe 006pa3yercsi CMECh LIENEBOTO MPOMEKYTOTHOTO
coequHeHUs 16 ¥ MPOAYKTOB NMPHCOSTWHEHUS CIHPTa IO
SK30LMKINYECKOH IBOMHOM CBA3M — coeguHeHnii 21a—c¢
(MIeHTHUIMPOBAHHBLIX B cMecH 1o criektpam SIMP 'H,
BC u wmacc-cektpam  (BDXKX-MC)), 10 KOTOPBIX
ymenbimaercs B piaxy MeOH (33%) — EtOH (20%) —
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Cxema 3
@)
3,10 RUN ) Ar
piperidine o) \ Method
1,2 - S
i~-PrOH (t-BuOH)
A, 8h
46-84% Me

15 Ar = Ph, R' = Me
16 Ar = p-Tol, R' = Me
17 Ar = Ph, R' = OEt
18 Ar = p-Tol, R" = OEt

i-PrOH (3%) (cxema 4). IlosTomMy B ciyuyae amero-
ykcycHoro 3¢dupa (3) peakunuio mpoomwiu B i-PrOH, a
KoHJZeHcanuo ¢ anetuianeroHoMm (10) ocymiecTBisau B
t-BuOH (cxema 3). BepostHo, oObemHas rpymma f-Bu
NPENSITCTBYET HYKJICOQUIBHOMY IPUCOSINHEHUIO MOJIe-
KyJbI CIIUPTA 10 SK30IUKINdeckoi ca3u C=C.

Cxema 4
0 p-Tol
10 MeN\ )
iperidine
2 il 16 +O
R'OH, A, 8 h
OH, 4,8 0 OR'

Me

21a R' = Me (33%)
b R'= Et (20%)
¢ R"=-Pr (3%)

W3BecTHBI pa3nuyHble METOAbl apoMarusauuu 1,4-mu-
THAPOHPHPHANHOBOro 1rkia. ”>***® Tak, omTHMambHbIM
oKa3zaJics MOJX0/, CBSI3aHHbIN ¢ ncnojab3oBanueM NaNQO; B
kauecTBe okucnutens. OOpaboTka coeauHennii 8 u 9
NaNO, B nensuHoit AcOH mpuBommma K TeTparuapo-
xuHONMMHAM 22 u 23, a u3 1,4-guruaponupuanaos 11-14 u
19, 20 B Tex ke yCIOBUSX ObUIN MOJIYYE€HBI COOTBETCTBYIO-
e 4-u30KCa30IMIIUPUANHEL 24-29 (cxema 5).

Cxema 5 Ar
NaN02
—_—
AcOH
20°C, 10-12 h Me
72-82%
Me ” Me (] Me N Me
8 Ar=Ph 22 Ar=Ph
9 Ar = p-Tol 23 Ar = p-Tol
Ar
NaN02
—_—
R R2 AcOH
20°C, 10-12 h
Me H Me 75-92%
11-14, 19, 20 24 Ar = Ph, R" = R? = OFEt

25 Ar = p-Tol, R" = R? = OFEt

26 Ar=Ph, R'=R?=Me

27 Ar = p-Tol, R'=R%? = Me

28 Ar = Ph, R" = OEt, R? = Me
29 Ar = p-Tol, R' = OEt, R? = Me
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10, ACONH,4

EtOH, A, 10h
64-75% (R" = Me)

13, 14

NH, O
Me™ R?

EtOH, A, 8-10 h
74-99%

11 Ar = Ph, R' = R? = OEt

12 Ar = p-Tol, R' = R? = OEt

19 Ar = Ph, R' = Me, R? = OEt
20 Ar = p-Tol, R' = Me, R? = OEt

CTpyKTypBl TIOJIy4EHHBIX COEIWHEHHWH JOKa3aHbl Ha
ocHoBaHMU JaHHBIX MK cnekTpockommy, CreKTpOCKONUH
SMP 'H, *C u Macc-CIIeKTPOMETPHUHU.

C 1enbio BBISABICHUS! OCOOCHHOCTEH CTPOCHUS TTOJTY4EH-
HBIX THpuUAMHOB Hamu 1poBeaeH PCA  kpucramioB
coenunenust 24 (puc. 1). LlenTpanpHbIi HM30KCa30JIbHBINA
LUKJI TUIOCKHUH (CpeHEeKBaApaTHIHOE OTKIIOHEHHE aTOMOB
0.002 A). Brnarojaps HATHYMIO CONpSDKEHHBIX CBs3eil,
(eHWIBHBII  3aMecTUTENb IPaKTHYECKH KOILIaHApeH
W30KCA30JIbHOMY LHMKIY — YIOJl MEXIy COOTBETCTBYIO-
IIMMH TUIOCKOCTsIMH paBeH 3.86(3)°. BeneactBue crepuue-
cKuX 3(Q(EKTOB NMUPHUAMHOBBIA LUKI Pa3BEPHYT OTHOCHU-
TEJIHHO H30Kca3oJpHOro IuKiIa Ha 46.58(3)°. CnoxHo-
3(HpHBIE TPYIIBI 00Pa3yIOT € INIOCKOCTHIO THUPHIMHOBOTO
mukna yriel 72.39(4) u 56.25(3)° cootBerctBeHHO. Cnemyet
OTMETHTb, YTO PACTIONIOKEHHE KapOOKCHIATHOTO 3aMECTUTEIIS
npu atome yraepoaa C(7) ctabmim3npoBaHO a0l BHYTpH-
MOJIEKYJISIpHOU BogopogHou cBsizbio C(14)-H(14)---O(3)
(tabn. 1, puc. 1). Kondopmanunu stokcudparMeHTOB JIBYX
CJIOYKHOA(HMPHBIX TPYII 3HAYUTEIHLHO Pa3IMIatoTcs (TOPCHUOH-
Hble yribl C(11)-0(3)-C(12)-C(13) u C(16)-O(5)-C(17)-C(18)
paBHBl —79.99(13) u 147.03(10)° COOTBETCTBEHHO), YTO
JUKTYeT 3 (GEKT KPUCTAUTNUECKOM YITaKOBKH.

B kpucramie monekynbl coenuHeHus: 24 00paszyroT BOO-
POZHOCBSI3aHHBIE IIEMOYKH B HANPaBICHUH KPHCTAIIO-
rpaduyeckoil ocu b 3a cuer cnabblXx MEKMOJIECKYISPHBIX

Pucynok 1. MonekyisipHOe CTpOCHHE COCOUHEHHs 24 B Tpen-
CTaBJICHUH aTOMOB JJUIMIICOMAAMH aHU30TPONHBIX CMENIEHHH C
50% BeposATHOCTBIO. [IyHKTHPOM MOKa3aHa BHYTPUMONEKYIIpHAas
BozopoaHas cea3p C—H:---O.
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Ta6auua 1. Bonoponusie cBsi3u B Kpucrasie coeiuHeHus 24

D-H--A d(D-H), A d(HA), A d(DA), A YO PHA,

rpaj.
C(4)-H(@)--0(4)* 0.95 246 32644(12) 1422
C(14)-H(14)--03)  0.98 249 3.1960(13) 1283
C(23)-H(23)--O()* 095 243 33447(12) 1628

* Kpucramiorpaduueckue onepanuy s TeHepalud CUMMETPHYECKU
9KBHMBAJIEHTHBIX aTOMOB: X, y + 1, z.

Pucynoxk 2. Kpucrammdeckas CTpyKTypa coeAuHeHHs 24,
JEMOHCTPUPYIOIIasl ~ BOAOPOAHOCBSI3aHHBIE  IENMOYKH  BIOIb
HanpaBieHus [0 1 O]. IlyHkTupamu noka3aHbl BHYTIpH- U
MEXMOJIEKYJIApHbIe Bogopoansle cas3u C—H:--O.

BogoponaHsix cBsa3eit C—H---O (tabm. 1, puc. 2). Lenmoukn
pacIoIO’KeHBl Ha PAacCTOSHWUU B3aWMOJICHCTBUS BaHZICP-
BaaJbCOBBIX CHIL

VYuuTEIBas WHTEPEC, KOTOPBIA B TOCICIHUE TOIBI
MIPOSIBIISIETCS. K TIOMCKY HOBBIX KJIACCOB AHTHMHUKPOOHBIX
areHTOB, MBI W3YYWIH aHTHOAKTEPHAIBHYIO aKTHUBHOCTH
CHUHTE3UPOBAHHBIX coeanHeHul 6, 8, 12, 13, 19, 20, 22, 23,
25-29. Pe3ynbraThl aHTHOAKTEPHUAIEHOTO TECTHPOBAHUS, B
CpaBHEHUH C KOHTPOJBHBIMH COCAMHCHHMSAMH (IedIrokca-
IUHOM M HUTPO(YpaHTOWHOM), IPEICTABICHHI B Ta0M. 2.

Ta6auuna 2. AHTHOAaKTEpUANIbHAS AKTUBHOCTH COEIMHEHMH 6, 8,
12,13, 19, 20, 22, 23 u 25-29

MuHUMATbHAS TOAABIISIIONIAsT KOHIICHTPALHS, MKT/MIT

Coenmerite Escherichia coli (C600) Stap(lg{fggf’;lg;gsu)r eus
6 128 256
8 >256 >256
12 128 256
13 256 256
19 >256 >256
20 >256 >256
22 >256 >256
23 >256 256
25 >256 128
26 >256 >256
27 64 64
28 128 256
29 256 256
Tlednokcauun 2 2
Hurpodypantonn 8 16
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BriOpaHHBIE COCIMHCHHS TOKa3ald HHU3KYH PacTBO-
pumocts B 0.5% IMCO B ycrnoBusix TecTa U HCCIe-
JioBayIuCh B Buje cycnensuid. Coenunenus 6, 12, 25, 27, 28
MPOSIBIIIA YMEPEHHYI0 aHTHOAKTCPUAIBHYIO aKTHBHOCTD.
Haubonee akTuBHOE coenuHeHHE 27 TMPOSBUIO CIOCOO-
HOCTh YTHETaTh POCT OOOHMX HITAMMOB B KOHIEHTPALUH
64 MKr/mi. XOTsl ero akTHBHOCTh CYILIECTBEHHO HHKE, YEM
Y KOHTPOJIBHBIX COSIUHCHUH (Tediokcalnt, HUTpodypaH-
TOWH), OHO TPEICTaBIAeT CO0OIl MHTEPECHBIH HNpUMEp
HOBOT'O aHTHOAKTepHaIbHOrO ckaddoiga U MOXKET OBITH
PEKOMEHIOBAHO IS JANTbHCHIINX MOJU(PHUKAINN C [ETBI0
MOBBIIICHUSI AKTUBHOCTH M PACTBOPUMOCTH B BOJIHBIX
cpenax.

Takum 00pa3oMm, B3aMMOJECHUCTBUEM aPUIIN30KCA30JIHII-
KapOabiernios ¢ 1,3-1MKeTOHaMH CHHTE3UPOBAHBI JUTHAPO-
MUPUIMHBI U 3aTeM OKHCJICHBI B MUpuanHbL MccnenoBana
LUTOTOKCHYECKass W aHTHOAaKTepHalbHas aKTHBHOCTH
HEKOTOPBIX MOJIy4YCHHBIX COSAUHCHUH.

JKcIepUMEeHTaIbHAs YacTh

UK cnexTpsl 3amucansl Ha (ypbe-crektpodoromerpe
Protege-460 Nikolet B Ta6nerkax KBr. Crexrper IMP 'H
u "°C 3apeructpupoBans! Ha criekTpoMetpe Bruker Avance
500 (500 u 125 MTI'n coorBerctBenHo) B CDCl; (coenu-
nenus 9-12, 15-29) wm JIMCO-d; (coenunecnue 6-8, 13, 14).
BHyTpeHHEll CTaHIapT — OCTAaTOYHBIE CUTHANBI PAcTBO-
puteneit (CDCly: 7.26 M. x. mis saep 'H, 77.2 m. 1. ans
siiep 13C; JIMCO-d: 2.50 m. 1. st sgep 'H, 40.1 M. 1. s
saep °C). OTHecenme curmanoB B cmektpax SIMP C
BBINIOJIHEHO C UcMonb3oBaHueM mpouenypst DEPT. Macc-
cnekTpel (BOXX-MC) 3ammcansl ¢ HCIOJIB30BaHHEM
KHUIKOCTHOrO Xpomarorpada Agilent 1200 ¢ macc-
cenekTuBHBIM JieTektopoM Agilent 6410 Triple Quad B
peXHUME PETUCTPAlMK IOJIO0XKUTEIBHBIX HOHOB MS2 Scan
IpY MOHU3aIMHU 3JekTpopacisuieHneM. Komonka ZORBAX
Eclipse XDB-C18 (4.6 x 50 mm; 1.8 mMkm), MoOWiIbHas
¢aza: H,O (comepxkamiast 0.05% HCOOH) — MeCN (ot 40
10 90% 3a 10 mMuH), ckopocTh dimoupoBanus 0.5 MiI/MUH.
OneMmeHTHBIN aHanu3 BeimoiHeH Ha CHNS-anamuzaTtope
vario MICRO cube V1.9.7. TemmnepaTypbl IUIaBICHUS
ompenenensl Ha mpubope Kodepa.

PeareHts! 1 pacTBOpHUTEIM MPUOOPETEHBI Y GupM Sigma-
Aldrich u Merck u ucnosp30BaHbl 0€3 JOMOJHUTEIBHOMN
OunCTKH. S-(Apminzokca3oin-3-ui)kapoanpaeruasl 1 u 2
CHHTE3MPOBaHBI 110 PaHee ONMCAHHOI MeTouKe.’

CHHTe3 reKcaruJipoOXuHOJIUHOB 69 (0oOmmas MeToauKa).
K pactBopy 5 mmonp 1,3-nmkiorekcanavuona (4) wim
nmumenoHa (5) B 20 max MeOH no6asmsror 0.65 1 (5 MMoITB)
areToykcycHoro a¢upa (3) @ 5 MMOIb M30KCa30JIbHOTO
anprernaa 1 wim 2 u gepe3 10 mun 0.77 r (10 mMMmob)
AcONHy,. ITepememmBaroT npu 20°C B Teuenue 30 MuH,
3aTeM NP KUISTYCHUH B TeYeHue § 4. PeakIIMOHHYI0 CMeCh
BBIIEPKUBAIOT B TedeHue 12 4 mpu —10°C, ordmisTpo-
BBIBAIOT 0canok, mpombiBaioT H,O (2 % 20 mm), 10 mn
MeOH u cymat npu nmoHmKeHHOM naBieHun. CoeTnHEHUs
HE TpeOYIOT JOMOTHUTEIHHONU OUNCTKH.

ITUI-2-MeTHI-5-0Kc0-4-(5-penuni-1,2-okca3o-3-u)-
1,4,5,6,7,8-rexcaruapoxuHosiun-3-kapooxkcuiar (6). Boxon
1.72 1 (91%), GemnpIit mopomoxk, T. . 221-222°C. UK crekrtp,
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v, eM 't 3277, 3210 (NH); 1694 (C=0 cnoxusiii >dup),
1610 (C=0 xeron). Criektp SIMP 'H, §, m. 1. (J, T'm): 1.18
(3H, 1, J = 7.1, CH3CHy); 1.79-2.00 (2H, m, CH,CH,CH,);
2.24-2.28 (2H, m, NHCCH,CH,CH,); 2.30 (3H, ¢, CH;); 2.44—
2.50 (2H, m, C(O)CH,CH,CH,); 4.04—4.12 (2H, m, CH;CHo,);
5.15 (1H, ¢, CH); 6.62 (1H, ¢, H-4 1,2-okcazon); 7.42—7.51
(3H, m, H Ph); 7.76-7.81 (2H, m, H Ph); 9.31 (1H, c, NH).
Cnekrp SIMP °C, 8, m. 1.: 14.8 (CH;CH,); 18.9 (CH;); 21.3
(CH,CH,CH,); 26.7 (NHCCH,CH,CH,); 29.4 (CH); 37.1
(C(O)CH,CH,CHy); 59.9 (CH;CH,); 100.3 (C-4 1,2-okca3on);
100.7; 108.4; 126.0 (2CH Ph); 127.7; 129.7 (2CH Ph); 130.6
(CH Ph); 147.2; 153.4; 167.0; 168.5; 168.7; 195.2. Macc-
cnextp, m/z (Iym, %): 779 [2M+Na]™ (79), 401 [M+Na]"
(17), 379 [M+H]" (100). Haiineno, %: C 69.79; H 5.97;
N 7.51. C,,H»N>O4. Brruucaeno, %: C 69.83; H 5.86;
N 7.40.
ITHI-2-MeTII-5-0KkC0-4-[5-(4-MeTnndenui)-1,2-okca3on-
3-ua]-1,4,5,6,7,8-rexcaruapoxunonun-3-kapooxcuiaar (7).
Beixon 1.67 r (85%), Genslit mopomok, T. 1. 224-225°C.
UK crextp, v, eM : 3275, 3208 (NH); 1698 (C=0 cnoxHbrit
a¢up), 1610 (C=0 xeron). Cnextp SIMP 'H, &, m. n.
(/, Tw): 1.17 3H, T, J = 7.1, CH3CHy); 1.79-1.99 (2H, m,
CH,CH,CHy); 2.24-2.28 (2H, m, NHCCH,CH,CH,); 2.30
(3H, ¢, CH3); 2.32 (3H, ¢, CH;CeHy); 2.42-2.49 (2H, M,
C(O)CH,CH,CH,); 4.044.12 (2H, m, CH;CH,); 5.14 (1H, c,
CH); 6.55 (1H, c, H-4 1,2-okcazomn); 7.28 (2H, n, J = 8.1,
H Ar); 7.66 (2H, n, J = 8.1, H Ar); 9.31 (1H, c, NH). Cniextp
AMP BC, §, m. m.: 148 (CH;CH,); 189 (CHs); 21.3
(CH,CH,CH,); 21.5 (CH3C¢Hy); 26.7 (NHCCH,CH,CHy);
29.4 (CH); 37.1 (C(O)CH,CH,CHy); 59.8 (CH;CHyp); 99.6
(C-4 1,2-okcazom); 100.8; 108.4; 125.1; 1259 (2CH Ar);
130.2 (2CH Ar); 140.4; 147.1; 153.4; 167.1; 168.5; 168.8;
195.2. Macc-cniektp, m/z Iy, %): 807 [2M+Na]" (35), 415
[M+Na]" (100), 393 [M+H]" (39). Haiinero, %: C 70.48;
H 591, N 7.21. C23H24N204. BLI‘II/ICHeHO, %: C 7039,
H6.16; N 7.14.
I1tun-2,7,7-TpumeTna-5-oxco-4-(5-gpennin-1,2-oxcazon-3
-mn)-1,4,5,6,7,8-rekcarnipoxunosini-3-kapooxcuiar  (8).
Bexon 1.71 r (84%), Gensit mopomok, T. 1. 232-233°C.
UK criektp, v, e : 3280, 3255, 3206 (NH); 1693 (C=0
cnoxuelii 3dup), 1613 (C=0 keron). Cnexrp SIMP 'H,
S, m. 1. (J, T'm): 0.99 (3H, ¢, CH3); 1.06 (3H, ¢, CH;); 1.22
(3H, T, J = 7.1, CH;CHy); 2.11 (1H, g, J = 15.9, NHCCH,);
2.26 (1H, a, J = 16.0, NHCCH,); 2.31 (3H, ¢, NHCCHx);
233 (1H, o, J = 12.6, C(O)CH,); 246 (1H, n, J = 17.1,
C(O)CH,); 4.07-4.18 (2H, m, CH;CH,); 5.13 (1H, ¢, CH);
6.65 (1H, c, H-4 1,2-okca3zomn); 7.45-7.54 (3H, m, H Ph); 7.78—
7.82 (2H, m, H Ph); 9.29 (1H, ¢, NH). Criektp SIMP “°C,
5, M. 1.: 14.9 (CH;CHy); 19.0 (NHCCHy); 26.9 (CH3); 29.4
(CH); 29.8 (CH;); 32.8; 40.1 (NHCCH,); 50.7 (C(O)CH,);
59.9 (CH;CH,); 100.2 (C-4 1,2-okcazomn); 100.6; 107.2; 126.0
(2CH Ph); 127.6; 129.7 (2CH Ph); 130.6 (CH Ph); 147.5;
151.6; 167.0; 168.3; 168.7; 194.9. Macc-criektp, m/z
(I, %): 835 [2M+Na]® (34), 429 [M+Na]® (100), 407
[M+H]" (47). Haiizeno, %: C 71.09; H 6.28; N 7.01.
C24H26N204. BBI‘H/ICJ'IGHO, %: C 7092, H 645, N 6.89.
Itua-2,7,7-TpuMeTnia-5-oxkco-4-[5-(4-meTundpeHn)-
1,2-okca3o.1-3-u1]-1,4,5,6,7,8-rexcaruipoxuHo/imH-3-Kapo-
okcmnaar (9). Berxoxn 1.66 1 (79%), Gernblii HOPOIIOK, T. TUI.
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214-216°C. UK cnextp, Vv, em b 3284, 3259, 3211 (NH);
1693 (C=0 cnoxusiii 3¢up), 1614 (C=0 kertoH). Cnekrp
SIMP lH, S, M. 1. (J, T'm): 0.97 (3H, ¢, CH3); 1.04 (3H, c,
CH;); 1.22 3H, T, J = 7.1, CH;CHy); 2.16-2.32 (7H, M,
2CH,, NHCCHj;); 2.35 (3H, c, CH3CgHy); 4.09-4.18 (2H, M,
CH;CHy); 5.30 (1H, ¢, CH); 6.52 (1H, ¢, H-4 1,2-okca3omn);
7.20 2H, o, J = 8.1, H Ar); 7.59 (2H, o, J = 8.1, H Ar); 7.64
(1H, ¢, NH). Cnektp SIMP 13C, 5, M. 1.: 14.5 (CH;CH,); 19.2
(NHCCHz;); 21.6 (CH;C¢Hy); 27.7 (CHs); 29.2 (CH); 29.7
(CH;); 32.8; 40.7 (NHCCH,); 50.8 (C(O)CH,); 60.2
(CH3CH,); 99.7 (C-4 1,2-okcazom); 102.2; 108.7; 125.1; 125.8
(2CH Ar); 129.7 (2CH Ar); 140.3; 146.4; 150.9; 167.2; 168.4;
169.5; 195.7. Macc-cniektp, m/z (Iym, %): 863 [2M+Na]"
(35), 421 [M+H]" (100). Haiineno, %: C 71.29; H 6.90;
N 6.55. CysHogN>Oy4. Brruucaeno, %: C 71.41; H 6.71;
N 6.66.

CHHTe3 CHMMETPUYHBIX AUruaponupuaunos 11, 12
(obmas meromuka). Meton I. K pactBopy 1.43 r (11 Mmors)
areroykeycHoro 3¢wupa (3) B 15 mi EtOH mob6asmstor 0.85 ¢
(11 mmons) AcONH,, nepememuBaioT B TeueHue 30 MUH U
Jo0aBiAoT 5 MMoib anpaeruna 1 mnm 2. IlepememmuBaior
Ipy KUMAYeHUH B TeueHue 10 4, OCTBIBIIYIO CMeCh
BbIepkuBalOT B TedeHue 12 u mpum —10°C. Ocanok
OT(UIBTPOBHIBAIOT, MPOMBIBAIOT OXJaxkiAcHHBIM EtOH wu
cymiaT TpU TOHIKEHHOM JaBieHun. CoeAuHEeHUs He
TpeOYIOT HadbHEUIICH OYHCTKH.

Merton II. K cycnensuu 5 mmoins coeaunenust 17 nnu 18
B 15 mn EtOH po6asmstor 0.71 r (5.5 mMMmomb) 3THI-
3-amuHOKpoToHOoata B 5 Mi EtOH u mepemermBaror mpu
KUMSSYeHUU B TeyeHue 10 4, OCTBHIBIIYIO CMECh BBIAEP-
xuBaroT B TeueHue 12 u mpu —10°C. Ocamgok OTHHIBT-
POBBIBAIOT, IPOMBIBAIOT oXJakaeHHsIM EtOH u cymat npu
MOHWKEHHOM  naBjieHud. CoemuHEeHHsT HE TpeOyroT
JIONIOJIHUTENIbHOM OUHCTKHU.

AudTIia-2,6-numeruii-4-(5-gpenui-1,2-okcazon-3-umi)-
1,4-quruaponupuaun-3,5-qukapookcunar (11). Bwixon
1.31 T (66%, meron I), 1.47 r (74%, meton II), Gembiit
nopomok, T. wi. 167-168°C. UK cnektp, v, em ! 3279,
3213 (NH); 1696 (C=0). Criektp IMP 'H, &, m. 1. (J, T'ny):
1.26 (6H, T, J = 7.1, 2CH5CH,); 2.25 (6H, c, 2CHjy); 4.11—
422 (4H, M, 2CHy); 5.27 (1H, c, CH); 6.54 (1H, c, H-4
1,2-okcazom); 7.36-7.45 (3H, m, H Ph); 7.54 (1H, c, NH); 7.69—
7.74 (2H, m, H Ph). Crnextp SAMP “C, §, m. 1. 14.6
(2CH;CHy); 19.1 (2CH3); 33.0 (CH); 60.1 (2CHy); 100.1 (C-4
1,2-okcazom); 100.2 (2C); 125.9 (2CH Ph); 127.8; 129.0
(2CH Ph); 130.1 (CH Ph); 146.9 (2C); 167.4 (2C); 169.1;
169.3. Macc-cniektp, m/z (Iym, %): 815 [2M+Na]" (11), 419
[M+Na]® (100), 397 [M+H]" (59). Haiinero, %: C 66.49;
H 629, N 7.00. C22H24N205. BBI‘II/ICJ'[GHO, %: C 6665,
H6.10; N 7.07.

JumaTin-2,6-mumermin-4-[5-(4-meTuiidenu)-1,2-oxcasoln-
3-nal-1,4-nuruaponupuaun-3,5-gukapookcuaar  (12).
Breixog 1.40 T (68%, meton I), 1.66 T (81%, meton II),
Genbrit mopomiok, 1. i, 186—188°C. UK cnekp, v, em
3307 (NH), 1696 (C=0). Criektp IMP 'H, &, m. 1. (J, T'ry):
1.26 (6H, T, J = 7.1, 2CH3CH,); 2.24 (6H, ¢, 2CH3;); 2.37 (3H,
¢, CH;C¢Hy); 4.11-4.22 (4H, m, 2CH,); 5.26 (1H, c, CH); 6.48
(1H, ¢, H-4 1,2-okcazon); 7.22 (2H, n, J = 8.0, H Ar); 7.61
(2H, 1, J = 8.0, H Ar); 7.70 (1H, ¢, NH). Criextp SIMP °C,
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0, M. 1.: 14.6 (2CH;CH,); 19.0 (2CHj3); 21.6 (CH;3C¢Hy); 33.0
(CH); 60.0 (2CH); 99.6 (C-4 1,2-okcazom); 100.1 (2C);
125.1; 125.8 (2CH Ar); 129.7 (2CH Ar); 140.3; 146.9 (2C);
1674 (2C); 169.3. Macc-cuextp, m/z (I, %): 843 [2M+Na]"
(100), 433 [M+Na]" (19), 411 [M+H]" (4). Haiineno, %:
C 67.45; H 6.18; N 6.90. CyHyN,0Os. Beruncieno, %:
C 67.30; H 6.38; N 6.82.

CuHTe3 CHMMETPUYHBIX AuruaponupuanHos 13, 14
(obmrast meromuka). Merox 1. K pacteopy 1.10 r (11 mMmob)
auerwinanerona (10) B 15 mn EtOH no6Gasmsror 0.85 r
(11 mmone) AcONH,4, nepememuBatot B Teuenue 30 MUH U
no6aBisoT 5 MMonb anpaeruaa 1 wim 2. IlepememiBator
IIPY KUISTYCHUH B TedeHue 10 4, OCTBIBIIYIO CMECh BBIIEP-
xuBatoT B TedeHue 12 4 mpu —10°C. Ocanok OTHHIBT-
POBBIBAIOT, TPOMBIBAIOT oxJaxkaeHHbIM EtOH u cymmiat npu
MOHIDKEeHHOM naBieHnH. CoeanHeHus He TpeOyloT aaib-
HEWIIeH OUUCTKU.

Merton II. K cycnensuu 0.54 r (7 mmons) AcONH, B
15 M EtOH nmo6armsiror 0.55 r (5.5 MMoie) areTunaneroHa
(10), mepememmuBaror 30 MHH W J00aBISIOT 5 MMOJIb
coequHeHus 15 wn 16. IlepemennBaroT Npyu KUMNAUYCHUH B
TeueHue 10 4, OCTBHIBIIYIO CMECH BBIJCPKUBAIOT B TEUCHUE
12 4 mpu —10°C. Ocanok oT(GUIETPOBHIBAIOT, IPOMBIBAIOT
oxnaxnaeHHsIM EtOH u cymaT npu moHI)KEHHOM JaBiie-
Hun. CoenHEeHUs He TPeOYIOT AajdbHENIIeNH OYUCTKH.

1,1'-[2,6-AumeTun-4-(5-penni-1,2-oxcazon-3-ui)-
1,4-puruaponupuaun-3,5-nuuialouc(dran-1-on) (13).
Brixon 1.01 1 (60%, meton I), 1.08 r (64%, meton II),
MOPOIIOK KpeMOBOTO 1BeTa, T. . 191-193°C. UK cnektp,
v, eM 't 3270, 3215 (NH); 1667 (C=0). Cnextp SIMP 'H,
5, M. a.: 2.30 (6H, ¢, 2CHj3); 2.31 (6H, ¢, 2CH;); 5.26 (1H, c,
CH); 6.62 (1H, ¢, H-4 1,2-okca3on); 7.42-7.51 (3H, m, H Ph);
7.76-7.82 (2H, m, H Ph); 9.10 (1H, ¢, NH). Cnextp IMP “C,
8, M. 1.: 19.7 (2CH3); 30.7 (2C(O)CHj3); 32.8 (CH); 99.9 (C-4
1,2-okcazon); 109.4 (2C); 127.5; 126.1 (2CH Ph); 129.7
(2CH Ph); 130.7 (CH Ph); 147.0 (2C); 168.5; 169.2; 1694
(20). Macc-criektp, m/z (I, %): 695 [2M+Na]™ (42), 359
[M+Na]" (100), 337 [M+H]" (30). Haiineno, %: C 71.28;
H 611, N 8.30. C20H20N203. BLI‘II/ICHeHO, %: C 7141,
H 5.99; N 8.33.

1,1'-{2,6-AumeTna-4-[5-(4-meruadennn)-1,2-oxcaszoln-
3-wi]-1,4-quruaponupuaun-3,5-mumn}ouc(dran-1-on) (14).
Beixog 1.30 v (74%, meton 1), 1.31 r (75%, meton 1),
MOPOIIOK KPEMOBOTO IIBeTa, T. Til. 239-241°C. UK cnektp,
v, eM ': 3325, 3232 (NH); 1626 (C=0). Cnextp SIMP 'H,
o, M. 1. (J, I'm): 2.30 (6H, c, 2CHj3); 2.31 (6H, c, 2CH3); 2.33
(3H, ¢, CH;C¢Hy); 5.25 (1H, c, CH); 6.55 (1H, ¢, H4
1,2-okcazom); 7.28 (2H, o, J=8.1, H Ar); 7.68 (2H, 1, J=8.1,
H Ar); 9.12 (1H, ¢, NH). Crextp IMP °C, §, m. 1.: 19.7
(2CH3); 21.5 (CH;CgH,); 30.6 (2C(O)CH;); 32.8 (CH); 99.2
(C-4 1,2-okcazom); 109.4 (2C); 124.9; 126.0 (2CH Ar);
130.2 (2CH Ar); 140.5; 146.9 (2C); 168.1; 169.4; 196.4 (2C).
Macc-ciektp, m/z (I, %): 723 [2M+Na]" (47), 373 [M+Na]"
(100), 351 [M+H]" (33). Haiineno, %: C 71.75; H 6.41;
N 8.04. C;;H,N,O5. Bemumcneno, %: C 71.98; H 6.33; N 7.99.

Cunre3s  3-[(S-apui-1,2-okca30/1-3-uia)MeTHIHACH]-
neHTaH-2,4-muonoB 15, 16 (obmast meroguka). K pactBopy
5 mmonb anpaeruaa 1 wim 2 B 10 M +-BuOH goGasisttor
0.51 T (5.1 mmonp) anermnaneroHa (10) ¥ MpUKANBIBAIOT
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3 xammm nunepuanHa. [lepeMenmBarT Npu KUMSTYCHUH B
TeueHue 8 4, K OCThIBIIEH cMecu mobasisor 10 mir Et,O u
BBIJICPXKUBAIOT PEAKIMOHHYIO CMECh B TeUeHHE 12 4 mpu
—10°C. Ocanox OT(GWIBTPOBHIBAIOT, NPOMBIBAIOT 5 MII
xonomuoro Et,O W cymar mpu MOHMKCHHOM JTaBJICHUH.
CoenuHeHUs HE TPEOYIOT HajbHEHINCH OYHCTKH.
3-[(5-Denuni-1,2-0kcazoi1-3-ua)MeTUIN/IeH | IeHTaH-
2,4-muon (15). Beixog 0.92 r (72%), Oenblii MOPOIIOK,
T. mn. 126-127°C. VK crektp, v, eM ': 1710, 1662 (C=0).
Crextp SIMP 'H, §, m. 1.: 2.43 (3H, ¢, CHs); 2.46 (3H, c,
CHs;); 6.54 (1H, c, H-4 1,2-okcazon); 7.37 (1H, c, =CH);
7.42-7.47 (3H, m, H Ph); 7.71-7.77 (2H, m, H Ph). Cniektp
AMP C, 8, m. 1. 26.4 (CH3); 31.6 (CHs); 99.1 (C-4
1,2-okcazomn); 126.0 (2CH Ph); 126.2 (=CH); 129.2 (2CH Ph);
130.9 (CH Ph); 146.6; 158.0; 171.5; 196.7; 203.6. Macc-
ciextp, m/z (Ioy, %): 533 [2M+Na]” (51), 278 [M+Na]"
(100), 256 [M+H]" (77). Haiineno, %: C 70.68; H 5.29;
N 5.31. C;5H3NOs. Beraucneno, %: C 70.58; H 5.13; N 5.49.
3-{[5-(4-Metundenns)-1,2-oxcazo-3-uia|MeTuinaeH }-
neHTaH-2,4-nuoH (16). Boixon 1.13 1 (84%), Gemnblil HOpOIIIOK,
T. . 134-136°C. UK crektp, v, cM 'z 1709, 1662 (C=0).
Cuextp SAMP IH, S, M. 1. (J, I'm): 2.36 (3H, ¢, CH;C¢Hy);
2.42 (3H, ¢, CH;); 2.44 (3H, c, CHj); 6.47 (1H, ¢, H-4
1,2-okcazon); 7.23 (2H, n, J = 8.1, H Ar); 7.35 (1H, c,
=CH); 7.62 (2H, 1, J = 8.1, H Ar). Criexrp SIMP “C, §, m. 11.:
21.6 (CH;CgHy); 26.3 (CHs3); 31.6 (CHs); 98.5 (C-4 1,2-okcazon);
123.9; 1259 (2CH Ar); 126.3 (=CH); 129.8 (2CH Ar);
141.3; 146.4; 157.9; 171.6; 196.7; 203.7. Macc-cnekrp, m/z
(Ioms %): 561 [2M+Na]" (36), 292 [M+Na]" (100), 270
[M+H]" (15). Haiizeno, %: C 71.49; H 5.79; N 5.10.
C6H5sNOj3. Beruncneno, %: C 71.36; H 5.61; N 5.20.
Cunte3 ITHI-3-0KCO-2-[(5-apuia-1,2-okca30a-3-ui)-
mermwiauaen]oyranoaros 17, 18 (obmas Meroauka).
K pactBopy 5 mMons anpaeruna 1 mwimm 2 B 10 mia i-PrOH
nobapmnstor 0.66 T (5.1 MMoub) arieroykcycHoro agupa (3)
U TPUKANBIBAIOT 3 Kaluk nunepuauHa. llepememnBaror
IIpU KUTIAYCHUU B TCUHCHUE 12 Y, OCTBIBUIYIO CMECH BBIJIEP-
xuBatoT B TeueHue 12 u mpu —10°C. Ocanox oThuiIbT-
POBBIBAIOT, MPOMBIBAIOT 5 M xononHoro i-PrOH u cymar
Py MMOHUKECHHOM TaBJICHUU. HOHy‘IeHHbIe COCIUHCHUA HC
TpeOyIOT NajbHeHIeld OYNCTKH.
ITHia-3-okco-2-[(5-penni-1,2-okca3zon-3-wi)MeTHI-
unen|oyranoar (17). Beixox 0.66 T (46%), 6enbiii MOPOIIOK.
UK crekrp, v, cM 't 1731 (C=O cnoxwublii 3¢up), 1668
(C=0 keron). Criekrp SIMP 'H, &, m. 1. (J, T'y): 1.33%/1.36
(3H, 1,J="17.2, CH3CH,); 2.45/ 2.50* (3H, ¢, CH3); 4.32%/ 4.42
(2H, 1, J =7.2, CHy); 6.55*%/6.62 (1H, c, H-4 1,2-okcazomn);
7.41-7.49 (3H, m, H Ph); 7.52/7.57* (1H, ¢, =CH); 7.69—
7.78 (2H, m, H Ph). Criexrp SIMP °C, 8, m. 1. 14.1/14.2%
(CH;CHy); 26.6/31.0* (CH3); 62.2%/62.3 (CHy); 98.7/99.3*
(C-4 1,2-okcazon); 126.0 (2CH Ph); 126.8; 127.1*%/127.8
(=CH); 129.2 (2CH Ph); 130.8 (CH Ph); 138.8/139.0%;
157.8%/158.2; 163.6*%/166.4; 171.2*/171.3; 194.4/201.5*.
Macc-criektp, m/z (Iom, %): 593 [2M+Na]™ (24), 308
[M+Na]* (100), 286 [M+H]" (11). Haiizeno, %: C 67.51;
H 544, N 4.84. C]6H]5NO4. BBI‘[I/ICJ'IGHO, %: C 6736,
H5.30; N4.91.

* 31ech U Janee B SKCIEPUMEHTAJIBbHON 4acTH 3Be3104KoM (*) 00603Ha-
YEHBI CUTHAJIbl MUHOPHOTO U30Mepa.
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I1Ii-3-0kco-2-{[5-(4-meTundenn)-1,2-3-un|Mernsiuaeny -
oyranoar (18). Beixox 0.75 r (50%), Genblif mopomIok.
UK crektp, v, cM ' 1726 (C=0 cnoxusiit 3¢up), 1663
(C=0 keron). Criektp SIMP 'H, 8, m. 1. (J, T'm): 1.33%/1.35
(3H, T, J = 72, CH3CH2), 2.37 (3H, C, Cﬂ3C6H4);
2.44/2.49*% (3H, c, CH;); 4.31*%/4.41 2H, 1, J = 7.2, CH,);
6.49%/6.56 (1H, ¢, H-4 1,2-okcazon); 7.25 (2H, x, J = 8.1,
H Ar); 7.50/7.56* (1H, ¢, =CH); 7.62 (2H, n, J = 8.1, H Ar).
Cnextp SAMP ”C, 6, M. m.: 14.1/14.2* (CH3CH,); 21.6
(CH;CgHy); 26.5/31.0* (CH;); 62.1*/62.2 (CH,); 98.1/98.6*
(C-4 1,2-okcazom); 124.0; 125.9/125.9* (2CH Ar); 127.2*/127.9
(=CH); 129.9%/129.9 (2CH Ar); 138.6/138.8%*; 141.1*/141.2;
157.8%/158.1; 163.6%/166.4; 171.4*/171.5; 194.4/201.5*. Macc-
cnextp, m/z (I, %): 621 [2M+Na]" (12), 322 [M+Na]" (11),
300 [M+H]" (100). Haitneno, %: C 68.30; H 5.94; N 4.57.
C7H7;NOy. Beruucneno, %: C 68.22; H 5.72; N 4.68.

CuHTe3 HeCMMMETPHUYHBIX JMTMAPONUPUAUHOB 19,
20 (obmas meromuka). K cycmeHsum 5 MMone mnpowus-
BomHoro 15 wim 16 B 10 mu EtOH mobGaensror 0.66 T
(5.1 mmonp) »THn-3-aMuUHOKpoTOHoata B S5 M EtOH.
IlepeMemnBaroT NMpu KUISYEHHH B TEUYEHHE & U, TOCie
OCTBIBAHHUS CMECH OCaa0K OT(bI/IJ'H)TpOBI)IBaIOT, IIPOMBIBAIOT
5 ma xonogHoro EtOH u cymatr mpu MOHMKEHHOM JaBJie-
Hun. CoeluHeHUs He TPEeOYIOT JOMOTHUTENBHON OUMCTKH.

ITwia-5-aneruni-2,6-numernin-4-(5-pennna-1,2-oxcaszoln-
3-n0)-1,4-quruaponupuaun-3-kapooxcuiaar (19). Beixon
1.76 t (96%), cBeTII0-XKENThIil MOPOILOK, T. 1. 176—177°C.
UK crextp, v, eM : 3309, 3249 (NH); 1693 (C=0 crnoxHblit
a¢up), 1602 (C=O keron). Cnexrp SIMP 'H, 5, m. n.
(/, Tm): 1.28 (3H, T, J = 7.1, CH3CH,); 2.25 (3H, ¢, CHj3);
2.27 (3H, ¢, CH3); 2.32 (3H, ¢, C(O)CH3); 4.14-4.25 (2H,
M, 2CH,); 5.31 (1H, ¢, CH); 6.50 (1H, c, H-4 1,2-okca3omn);
7.35-7.42 (3H, m, H Ph); 7.45 (1H, ¢, NH); 7.67-7.73 (2H,
M, H Ph). Criexrp IMP °C, §, m. 1.: 14.6 (CH;CH,); 19.1
(CH3); 20.1 (CHj); 303 (C(O)CH;); 33.2 (CH); 60.3
(CHy); 99.7 (C-4 1,2-okcazom); 125.9 (2CH Ph); 129.0
(2CH Ph); 130.2 (CH Ph); 101.0; 109.7; 127.6; 146.3;
146.6; 167.2; 168.4; 169.7; 197.1. Macc-cnexrp, m/z (Lo, %):
755 [2M+Na]" (53), 389 [M+Na]* (100), 367 [M+H]" (23).
HaﬁHEHO, %: C 6859, H 612, N 7.72. C2|H22N204.
Brruucaeno, %: C 68.84; H 6.05; N 7.65.

ITua-5-anerua-2,6-numernia-4-[5-(4-meruadenni)-
1,2-oxcazon-3-ui]-1,4-qguruaponupuann-3-kapooxkcuaarT
(20). Borxon 1.88 1 (99%), CBETIO-KENTHIN MOPOIIOK, T. TLI.
194-195°C. MK cnektp, v, cM ': 3288, 3229 (NH); 1701
(C=0 cnoxusiit 3dup), 1591 (C=O keron). Criektp SIMP 'H,
S, M. 1. (J, T'm): 1.28 3H, T, J= 7.1, CH3CH,); 2.24 (3H, c,
CHs3); 2.25 (3H, ¢, CHj3); 2.31 (3H, ¢, C(O)CH3); 2.36 (3H,
¢, CH3C¢Hy); 4.13-4.24 (2H, M, CH,); 5.30 (1H, ¢, CH);
6.45 (1H, ¢, H-4 1,2-oxca3zomn); 7.21 (2H, n, J = 8.0, H Ar);
7.59 (2H, n, J= 8.0, H Ar); 7.59 (1H, ¢, NH). Cnekrp SIMP
BC, 8, m. 1. 14.6 (CH;CH,); 19.0 (CH;); 20.0 (CH3); 21.6
(CH;3CgHy); 30.3 (C(O)CHs); 33.2 (CH); 60.2 (CHy); 99.1
(C-4 1,2-okcazom); 101.0; 109.6; 124.9; 125.8 (2CH Ar);
129.7 (2CH Ar); 140.4; 146.4; 146.7; 167.2; 168.4; 169.9;
197.0. Macc-cniextp, m/z (Iym, %): 783 [2M+Na]" (30), 403
[M+Na]® (3), 381 [M+H]" (100). Haiinerno, %: C 69.30;
H 658, N 7.44. C22H24N204. BI)I‘{I/ICJ'ICHO, %: C 6946,
H 6.36; N 7.36.
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Konnencanust anpaernaa 2 ¢ anermianeronom (10) B
MeOH, EtOH wmm i-PrOH (o6uras meromuka). K pactBopy
0.94 r (5 mmomnp) anpaeruna 2 B 10 mn MeOH, EtOH wnun
i-PrOH no6asmstor 0.51 r (5.1 mmons) anerunanerona (10)
Y TIPHUKAIBIBAIOT 3 Karulk munepuauHa. [lepeMermBaroT mpu
KUIITYCHUHU B TEUCHUE 8 U, K OCTHIBIICH CMECH TOOABISIOT
10 ma Et,O u BbIAEpKUBAIOT PEAKLIMOHHYIO CMECh B Tede-
Hre 12 4 mpu —10°C. Ocanok OTQUIBTPOBBIBAIOT, MPO-
MBIBAIOT 5 MJI XoJoaHoro Et,O u cymar npu moHMKCHHOM
nasneHud. Ilomydator cMechk npoayktos 16 u 21a—c.

3-{Metokcu[5-(4-MmeTundenn)-1,2-okcazon-3-uij-
MeTUJI}neHTaH-2,4-quon  (21a). benslii  mopouiok.
UK cnexrp, v, em 't 1702 (C=0). Criextp SIMP IH, o, M. 1.
(/, T): 2.13 (3H, ¢, CH;); 2.31 (3H, ¢, CH3); 2.36 (3H, c,
CH;C¢Hy); 3.28 (3H, ¢, OCHs); 4.34 (1H, n, J = 104,
CH(C=0),); 5.13 (1H, n, J=10.4, CHOCH,); 6.47 (1H, c,
H-4 1,2-okcazon); 7.23 (2H, o, J = 8.1, H Ar); 7.62 (2H, &,
J=8.1, H Ar). Criexrp SIMP *C, &, m. 1.: 21.6 (CH;CcH,);
30.0 (CHj); 30.1 (CHj); 57.6 (OCHs;); 73.0 (CH(C=0),);
74.2 (CHOCH;); 97.2 (C-4 1,2-okcazom); 124.4; 125.7
(2CH Ar); 129.8 (2CH Ar); 140.9; 162.4; 171.1; 200.3;
201.1. Macc-cniektp, m/z (Iym, %): 324 [M+Na]" (12), 302
[M+H]" (22).

3-{3rokcu[5-(4-merundennn)-1,2-oxcazon-3-uiMeTui}-
neHTaH-2,4-quoH (21b). bensiit mopomok. MK cnektp,
v, eM ' 1698 (C=0). Criextp SIMP 'H, &, m. 1. (J, T'm): 1.12
(3H, 1, J = 7.0, CH5CH,); 2.14 (3H, ¢, CH3); 2.32 (3H, c,
CH;); 2.37 (3H, ¢, CH3Ce¢Hy); 3.38-3.55 (2H, M, CHy);
4.34 (1H, n, J = 10.4, CH(C=0),); 5.22 (1H, o, J = 10.4,
CHOCH,); 6.46 (1H, c, H-4 1,2-okcazon); 7.23 (2H, &,
J=8.1,H Ar); 7.62 (2H, 1, J = 8.1, H Ar). Criektp SIMP °C,
3, M. 11.: 15.0 (CH3CH,); 21.6 (CH3CgHy); 30.0 (CH3); 30.3
(CHj3); 65.3 (CHy); 72.6 (CH(C=0),); 73.1 (CHOCH;);
97.2 (C-4 1,2-okcazom); 124.4; 125.9 (2CH Ar); 129.8
(2CH Ar); 140.9; 163.0; 171.0; 200.4; 201.3. Macc-crektp, m/z
(Iors %0): 338 [M+Na]" (6).

3-{[5-(4-MeTuadenun)-1,2-okcazoi-3-uia|[(mponan-
2-uii)okcu|MeTwijneHTad-2,4-muon (21c). benbrii moporok.
UK criektp, v, cM 'z 1697 (C=0). Criextp SIMP 'H, 8, m. 1.
(/, Tm): 1.02 (3H, n, J=6.1, CH;CH); 1.12 3H, 1, J= 6.1,
CH;CH); 2.12 (3H, ¢, CH3); 2.31 (3H, ¢, CHj3); 2.36 (3H, c,
CH;C¢Hy); 3.62 (1H, cenrert, J = 6.1, CH(CHjs),); 4.29 (1H,
1, J=10.3, CH(C=0),); 5.31 (1H, x,J=10.3, CHOCH(CH,),);
6.46 (1H, c, H-4 1,2-oxca3zon); 7.23 (2H, n, J = 8.1, H Ar);
7.61 (2H, 1, J= 8.1, H Ar). Criextp IMP °C, &, m. 11.: 21.0
(CH;CH); 21.6 (CH3CgH,4); 23.1 (CH5CH); 29.9 (CHa);
30.9 (CH;); 70.4 (CH(C=0),); 70.9 (CHOCH(CHs;),); 73.5
(CHOCH(CHs;),); 97.1 (C-4 1,2-okcazom); 124.4; 125.8
(2CH Ar); 129.7 (2CH Ar); 140.8; 163.7; 170.9; 200.4;
201.4. Macc-ciextp, m/z (Iym, %): 352 [M+Na]" (14).

Okuc/ieHHe TeKCaruApoXuHOJuHOB 8, 9 um auruapo-
nupuauHoB 11-14, 19, 20 (o6mas meromuka). K cycriensun
5 MMOJb COOTBETCTBYIOIIETO TEKcaruApoxuHoiauHa 8, 9
nu puruapormpuanHa 11-14, 19, 20 B 15 mu neasiHON
AcOH mipu 20°C u nepeMennBaHuy J00aBIISIOT MOPUIUASIMU
(5 x0.351) 1.75 v (25.4 Mmmonb) NaNO,. [Tocne noGasie-
HUS BCETO OKHCIIHTEINS MPOJODKAIOT IepeMeIInBaHie Ipu
TOW IKe TeMIeparype JAO0 TIIOJIHOTO HCYE3HOBEHHS
cycriersun (oxono 10—12 q). Pacteop BeuTHBatOT B 150 M
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H,0 u npunusatot pactsop NaHCO; no pH 6. Bemmasmmii
ocanok skcrparupytor CH,Cl,, otmensior opraHudeckuit
cnoii, mpombiBatoT HyO (2 x 30 M) 1 opranuyeckyto dasy
cymar Hajx Na,SO,. IlomydeHHBIN pacTBOp HPOMYCKArOT
yepe3 cioit SiO; (1 cM, 5 x 40 memr). PactBopurens ynapu-
BalOT TpU MOHIKCHHOM JaBJICHUM W OCTaTOK Iiepe-
Kpuctayum3oBbiBaloT u3 Et,O (s coemunenui 22, 23)
unu u3 cMecu Et,O-texcan, 1:1 (ans coenunenuit 24-29).
ITtua-2,7,7-rpumMerni-5-okco-4-(5-penni-1,2-oxcazoln-
3-m1)-5,6,7,8-TerparnapoxuHonnu-3-kapookcuiaar (22).
Beixon 1.66 r (82%), sxenToBaTblif HOpPOMIOK, T. mi1. 162—
164°C. UK cnektp, v, cM @ 1733 (C=0O cnoxusiit 3dup),
1692 (C=0 xeton). Cnextp SIMP 'H, &, m. 1. (J, ['): 1.10—
1.20 (9H, ™, 2CH;, CH;CH,); 2.53 (2H, ¢, C(O)CH,); 2.66
(3H, ¢, NCCHj3); 3.10 (2H, ¢, NCCHyp); 4.17 2H, x, J = 7.1,
CH;CH,); 6.59 (1H, c, H-4 1,2-okca3on); 7.40-7.49 (3H, wm,
H Ph); 7.77-7.83 (2H, M, H Ph). Crextp SIMP C, §, m. 1.:
13.9 (CH;CH;); 23.8 (NCCHj); 28.3 (2CHj); 32.8; 47.4
(NCCHy); 53.4 (C(O)CHy); 62.1 (CHsCH,); 101.7 (C-4
1,2-okcazom); 123.5; 126.1 (2CH Ph); 127.5; 129.1
(2CH Ph); 130.1; 130.3 (CH Ph); 136.3; 160.1; 160.9;
163.6; 166.8; 169.2; 196.9. Macc-cnektp, m/z (I, %): 831
[2M+Na]" (29), 427 [M+Na]" (15), 405 [M+H]" (100).
Haﬁ}leHO, %: C 7133, H 619, N 6.79. C24H24N204.
Brruucaeno, %: C 71.27; H 5.98; N 6.93.
Itua-2,7,7-tpuMeTna-5-oxco-4-[5-(4-mernadenni)-
1,2-okca3oma-3-u:1]-5,6,7,8-TerparuipoxuHoauH-3-kapo-
okcunar (23). Beixog 1.51 1 (72%), >xenToBaThlii HOPOIIOK,
T. . 124-125°C. MK crektp, v, eM : 1727 (C=0 cnoxssiit
adup), 1689 (C=0 keron). Cnexrp SIMP 'H, 5, m. 1. (J, T'n):
0.97-1.09 (9H, M, 2CH;, CH3CH,); 2.31 (3H, ¢, CH5CcH,);
2.44 (2H, c, C(O)CH,); 2.57 (3H, ¢, NCCHj;); 3.01 (2H, c,
NCCH,); 4.08 (2H, x, J = 7.1, CH5CH,); 6.45 (1H, c, H-4
1,2-okcazon); 7.17 (2H, n, J = 8.1, H Ar); 7.61 (2H, &,
J=8.1, H Ar). Cnextp SIMP C, §, m. 1.: 13.9 (CH;CH,);
21.6 (CH3CgHy); 23.7 (NCCHj3); 28.3 (2CHj3); 32.7; 47.4
(NCCHy); 53.4 (C(O)CHy); 62.0 (CH;CH,); 101.1 (C-4
1,2-okcazom); 123.5; 124.8; 126.0 (2CH Ar); 129.7 (2CH Ar);
130.1; 136.4; 140.6; 160.0; 160.8; 163.5; 166.7; 169.4;
196.8. Macc-criextp, m/z Iy, %): 859 [2M+Na]" (23), 441
[M+Na]" (17), 419 [M+H]" (100). Haiineno, %: C 71.70;
H 649, N 6.61. C25H26N204. BLI‘II/ICHeHO, %: C 7175,
H 6.26; N 6.69.
JAurTIi-2,6-numerunii-4-(5-gpennin-1,2-oxcazoun-3-ui)-
nupuaun-3,5-1ukapookcunar (24). Bexon 1.56 t (79%),
JKenToBarelid Topomok, T. i 81-82°C. UK cnektp, v, em b
1731, 1718 (C=0). Cnextp SIMP 'H, §, m. 1. (J, T'w): 1.12
(6H, T, J=17.1, 2CH;CH,;); 2.63 (6H, c, 2CHj3); 4.20 (4H, k,
J=17.1, 2CH,); 6.60 (1H, c, H-4 1,2-okcazon); 7.40-7.47
(3H, m, H Ph); 7.73-7.79 (2H, m, H Ph). Criextp SIMP “°C,
o, M. 1.: 13.8 (2CH;CH,); 23.2 (2CHj3); 61.9 (2CHy); 100.3
(C-4 1,2-okcazom); 125.9 (2CH Ph); 126.4 (2C); 126.9;
129.2 (2CH Ph); 130.7 (CH Ph); 134.2; 156.7 (2C); 159.8;
167.1 (2C); 170.4. Macc-cuextp, m/z (I, %): 811
[2M+Na]* (37), 417 [M+Na]® (9), 395 [M+H]" (100).
Haﬁ}ICHO, %: C 6670, H 567, N 7.28. C22H22N205.
Brruncineno, %: C 66.99; H 5.62; N 7.10.
JmTnn-2,6-mumernn-4-[5-(4-mermngenni)-1,2-okcason-
3-na|nupuaun-3,5-nukapookcunaar (25). Bexog 1.72 r
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(84%), »xenroBarslii opoiok, T. wi. 101-102°C. UK cnekrp,
v, oM i 1733, 1724 (C=0). Criextp SIMP 'H, 8, m. . (J, T'ur):
1.12 (6H, T, J = 7.1, 2CH;CH,); 2.39 (3H, ¢, CH;CsHa);
2.63 (6H, c, 2CHj3); 4.20 (4H, x, J = 7.1, 2CH,); 6.55 (1H,
¢, H-4 1,2-okcazon); 7.27 (2H, n, J= 8.1, H Ar); 7.66 (2H,
x, J = 8.1, H Ar). Crnextp SIMP C, &, m. a.: 13.9
(2CH;CH,); 21.6 (CH;3C¢Hy); 23.2 (2CH3); 61.9 (2CHy);
99.7 (C-4 1,2-okcazom); 124.2; 125.9 (2CH Ar); 126.4
(20); 129.9 (2CH Ar); 134.4; 141.1; 156.7 (2C); 159.7;
167.2 (2C); 170.6. Macc-cuekrp, m/z (Iom, %): 839
[2M+Na]" (26), 431 [M+Na]" (9), 409 [M+H]" (100).
Haiineno, %: C 67.51; H 5.70; N 7.03. CyHuN,Os.
Brruucneno, %: C 67.63; H 5.92; N 6.86.
1,1'-[2,6-AumeTnn-4-(5-¢penn-1,2-oxcazon-3-ui)-
nupuauH-3,5-guna|au(dran-1-on) (26). Beixog 1.39 r
(83%), >xenroBarhiii MOPOIOK, T. T 172—173°C. UK cnexrp,
v, eM ' 1693 (C=0). Cniextp SIMP 'H, &, m. 1. (J, T'mm): 2.30
(6H, ¢, 2C(O)CHj3;); 2.53 (6H, ¢, 2CH3;); 6.53 (1H, ¢, H-4
1,2-okcazon); 7.44-7.50 (3H, m, H Ar); 7.75-7.80 (2H, M,
H Ar). Criextp SIMP °C, 8, m. 1. 22.8 (2CH;); 32.5 (2C
(O)CHj3); 101.0 (C-4 1,2-okcazomn); 126.2 (2CH Ar); 126.5;
129.3 (2CH Ar); 130.2; 131.1 (CH Ar); 134.2 (2C); 153.8
(20); 159.2; 171.7; 204.1 (2C). Macc-cuektp, m/z (I, %0):
691 [2M+Na]" (8), 357 [M+Na]" (11), 335 [M+H]" (100).
HaﬁueHo, %: C 7192, H 531, N 8.45. C20H18N203.
Brruucneno, %: C 71.84; H 5.43; N 8.38.
1,1'-{2,6- Aumerui-4-[5-(4-meruidenuni)-1,2-oxcazol-
3-ualoupuaun-3,5-qauun}au(dran-1-on) (27). Bexog
1.60 r (92%), >xenToBatThlii mopomok, T. mwi. 157-158°C.
UK criektp, v, cM 'z 1698 (C=0). Criextp SIMP 'H, 8, m. 1.
(/, Tm): 2.30 (6H, ¢, 2C(O)CHs;); 2.40 (3H, c, CH;CgHy);
2.54 (6H, c, 2CHj); 6.48 (1H, c, H-4 1,2-okcazon); 7.28
(2H, n, J = 8.1, H Ar); 7.67 2H, 1, J = 8.1, H Ar). Crektp
AMP BC, 8, m. m.: 21.7 (CH;CgHy); 22.7 (2CHs); 32.5
(2C(O)CHj;); 100.4 (C-4 1,2-okcazom); 126.2 (2CH Ar);
130.0 (2CH Ar); 123.8; 130.6; 134.3 (2C); 141.7; 153.8
(2C); 159.0; 171.9; 204.0 (2C). Macc-cuektp, m/z (I, %0):
719 [2M+Na]® (8), 371 [M+Na]" (6), 349 [M+H]" (100).
Haﬁ,lleHO, %: C 7251, H 572, N 8.22. C21H20N203.
Brruucneno, %: C 72.40; H 5.79; N 8.04.
ITua-5-anerui-2,6-numernin-4-(5-pennia-1,2-oxcaszoln-
3-wm)nupuaun-3-kapooxcuwaar (28). Bexon 1.37 r (75%),
KpEeMOBBIii mopouiok, T. . 104-105°C. MK crektp, v, oM
1727 (C=0 cnoxusriii 3¢up), 1703 (C=0 xeton). Crnektp
SAMP 'H, 5, m. 1. (J, Tn): 1.13 (3H, 1, J = 7.1, CH;CH,);
2.31 (3H, ¢, C(O)CH3;); 2.53 (3H, ¢, CHj); 2.63 (3H, c,
CH;); 421 (QH, x, J = 7.1, CHy); 6.56 (1H, ¢, H-4
1,2-okcazon); 7.43-7.48 (3H, m, H Ph); 7.73-7.79 (2H, ™,
H Ph). Cnextp IMP C, 5, m. x.: 13.9 (CH;CH,); 22.9
(CH3); 23.1 (CHj); 32.5 (C(O)CHj); 62.0 (CHp); 100.6
(C-4 1,2-okcazon); 126.1 (2CH Ph); 126.3; 126.7; 129.3
(2CH Ph); 130.9 (CH Ph); 132.2; 134.3; 154.4; 156.1;
159.5;167.3; 171.0; 203.9. Macc-cuekrp, m/z (Lo, %): 751
[2M+Na]* (8), 387 [M+Na]® (7), 365 [M+H]" (100).
Haﬁ}leHO, %: C 6907, H 572, N 7.81. C21H20N204.
Brruucneno, %: C 69.22; H 5.53; N 7.69.
ITHI-5-aneTna-2,6-numerna-4-[5-(4-merundenn)-
1,2-oxca30u1-3-wi|mupuanH-3-kapookcuiaar (29). Beixon
1.53 1 (81%), mopomok kpemoBoro 1Bera, T. wi. 100-101°C.
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UK cnektp, v, cM : 1728 (C=0 cnoxusiit s¢up), 1702
(C=0 xeron). Criexktp SIMP 'H, 8, m. x. (J, T): 1.11 (3H,
1, J = 7.1, CH;CHy); 2.30 (3H, ¢, C(O)CHj); 2.37 (3H, c,
CH;C¢Hy); 2.52 (3H, ¢, CHj3); 2.62 (3H, ¢, CH3); 4.20 (2H,
k, J = 7.1, CHy); 6.50 (1H, ¢, H-4 1,2-okcazon); 7.25 (2H, x,
J=8.0, H Ar); 7.65 (2H, 1, J = 8.0, H Ar). Criextp SIMP "C,
5, M. 1.: 13.8 (CH3CH,); 21.6 (CH;CgHa); 22.8 (CH3); 23.0
(CH3); 32.5 (C(O)CHj3); 61.9 (CH,); 100.0 (C-4 1,2-okcazomn);
124.0; 126.0 (2CH Ar); 126.3; 129.9 (2CH Ar); 132.3;
134.3; 141.3; 154.3; 156.0; 159.4; 167.3; 171.2; 203.9.
Macc-cnekrp, m/z (I, %): 779 [2M+Na]+ (12), 401
[M+Na]" (7), 379 [M+H]" (100). Haiineno, %: C 69.68;
H 5.77; N 7.57. C,,H»»N,O4. Brruucaeno, %: C 69.83;
H 5.86; N 7.40.

PeHTreHOCTPYKTYpHOE HCC/I€l0BaHMe coeTuHeHus1 24.
MoHOKpHUCTaT CcoeauHEeHnsT 24 TONy4eH MEIJICHHBIM
HCTIapeHHeM HachIleHHOro pactBopa B MeOH mpu kom-
HaTHOU Temneparype. [lapameTpbl 31€MEHTapHON A4YEHKU
W MHTEHCHBHOCTH OTPa)XEHHH JUIs KpUCTaJIa COEANHEHUS
24 (Cx»H»N,0s, M, 394.42) xentoro 1BeTa u pazMepoM
0.15 x 0.15 x 0.20 MM’ u3MepeHBl Ha AH(PAKTOMETPE
Bruker D8 Quest Photon-III CCD (MoKa-u3nyueHue
(A 0.71073 A), Temmeparypa 100 K, rpadutosslii MOHO-
XpoMarop, @- M ®-ckaHupoBaHue). OOpaboTKa IKCIECPH-
MEHTAJIbHBIX JaHHBIX IPOBE/IEHA C IIOMOLIBIO MPOTPAMMBI
SAINT.® Jina MIOJIYYEHHBIX JAHHBIX IPOBEIEH y4eT IONIO-
ILIEHHs PEHTTEHOBCKOTO M3TyueH s 110 nporpamme SADABS.’
OCHOBHBIE KPHUCTAJUIOCTPYKTYpPHbIE NaHHBIE M MapaMeTphI
YTOYHCHUSI TpeacTaBicHbl B Tabm 3 (¢aiin compo-
BOMUTENbHBIX MaTepuanoB). CTpykTypa pacimmudppoBaHa
NPSIMBIMH METOJIaMU U yTOYHEeHa mosHoMmaTpuuHeiM MHK
10 F* B aHMU30TPOIIHOM MPHOIMKEHHH JUIS HEBOJOPOIHBIX
aroMoB. Ilojo)xeHHsT aTOMOB BOJOPOAA PACCUUTAHBI Te€O-
METPHYECKH W BKJIIOYEHBI B YTOUHEHHE C (DUKCHPOBAH-
HBIMHU NO3UIIMOHHBIMH ITapamMeTpamu (Mozenb "Hae3IHHUK")
u m3oTponHbIMU napamerpamu emetenus (Usy(H) = 1.5U(C)
ang rpynn CH; u 1.2U,(C) ms octansHbix rpymm). Bee
pacueTsl TPOBEAEHBI C HCIIOJb30BAHUEM KOMILIEKCa
nporpamm SHELXTL.' TaGnuupl KoopauHaT artoMmos,
JUIUH CBSI3€H, BAJICHTHBIX U TOPCHOHHBIX YIVIOB U aHHU30-
TPOTHBIX TMapaMEeTPOB CMEIIeHHsI IJisi coenuHeHus 24
nernoHupoBaHsl B KeMOpmmkckom OaHKe CTPYKTYPHBIX
nauHbIX (menoneHt CCDC 2153805).

HccnenoBanne aHTHOAKTepHATBLHON AKTHBHOCTH CHHTe-
3MPOBAHHBIX coeUHEeHHii 6, 8, 12, 13, 19, 20, 22, 23, 25—
29 npoBeAEHO METOZOM ABOIHBIX CEPUHHBIX Pa3BEICHUN B
OTHOIIEHUH YYBCTBHUTENBHBIX IITAMMOB IPaMOTPHIIATEINb-
HbIX Oaktepuit Escherichia coli (C600) u TpamMmoioxu-
TeNbHBIX Oaktepuii Staphylococcus aureus (ATCC-25923)
B COOTBETCTBMHU C peKOMeHaarmsamMu.' Paboune cycreHsuu
"HouHOH" KyneTypsI Oakrepuit (0.5 ex. mo mkane McFarland)
HHKYOUPYIOT B TPUCYTCTBHH HCCIEIYyEMbIX COCAMHEHUIT
mpu 37°C B Teuenme 20 4. V3MepeHne MHTEHCHBHOCTH
CBETOINPOIYCKaHHsI TPH BO3/CHCTBUM Ha pOCT Oakre-
PpHAJIBHON KYJIBTYphl PACTBOPOB UCCIIEAYEMBIX COCIMHEHUIH
B JMama3oHe KOHIEHTparuii 2—256 MKI/MII MPOBEAEHO C
HCToNb30BaHueM crekTpodortomerpa 512 UV/VIS Bibby
Scientific Jenway 6715. B xagecTBe OTpHLIaTEIHLHOTO KOHT-
POJIL MCTIONB30BaHBI 00pa3Ipl CyOCTAaHIMH AHTHOMOTUKOB —
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nediokcanuHa (B BHAE AWTHMApara Me3wiara) M HUTPO-
dypanToUHa.

HccaenoBanue uurocraruyeckoii akrusHoctu (MTT-
Tect). [lo mpeaBapuTEIbHBIM JaHHBIM OMOTECTUPOBAHUS B
L[3umuHbBCKOM MeOUIUHCKOM yHHBepcutere (T. LI3mmuHs,
Kurail), oatwi-5-anerun-2,6-aumetii-4-[5-(4-metundeHnn)-
1,2-okcazon-3-min]-1,4-guruaponupuauH-3-kapookewiar  (20)
NPOSIBIISIET LUTOTOKCHYECKYI0 aKTUBHOCTh B OTHOIIEHUU
KJIETOK KOJIOpeKTalIbHOro paka JmHuu LS174T. B xoHneHTpa-
MY 2 MKMOJIB/MJT THOETIb PAKOBBIX KIIETOK COCTaBISET 58.5%.

®aiinn  CONPOBOAUTENBHBIX MAaTEPUAJIOB, COJAEPIKAIIMIA
crnekrpsl SIMP "H u BC Bcex CUHTE3UPOBAHHBIX COCIU-
HEHHH, TOCTYIICH Ha caiiTe xkypHaia http://hgs.osi.lv.

Paboma evinonnena npu gunarncosoii noddepoicke Muru-
cmepcmea HAyKu U gvicuieco obpazosanust Poccuiickoil
Dedepayuu (npoexm Ne 075-03-2020-223 (FSSF-2020-0017)),
a makdce NpuU  HACMUYHOU (DUHAHCOBOU NOOOEpIiCcKe
Poccuticrkoeo ghonoa gynoamenmanvivix uccnedosanuil (Zpanm
20-53-00028 ben_a) u benopyccrkozo pecnybruxanckozo
@onoa gynoamenmanvroix uccieoosanuil (epanm X20P-056).

Aemopuvl  6razooapsm  npogeccopa  Bewnsinea  Jlu
(Wenliang Li) 3a nposedenue buomecmuposaHusi.
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