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B3aumoneiicTBuEM TETpaMeTHIIOBOTO dPHpa STUHANPOCPOHOBOW KHUCIOTHI C TUITHII-2-apOUIaMIHOMAIOHA-
TaMU TIOJTyYeH P HOBBIX 3aMEIICHHBIX GochoprunmrpoBaHHbIX 1,3-0kca3010B — 2-apmi-4-[ 1,2-0uc(auamkok-
cudochopmi)BUHNAN]-5-3TOKCH- 1 ,3-0Kca3010B. Peakius nporekaeT cTepeoceIeKTHBHO C MPOMEKYTOIHBIM
00pa3oBaHMEM COOTBETCTBYIOIINX Z-2-apomiaMuHO-2-[ 1,2-6mc(anamkokcudochopnr)BUHIIT |MaJIOHATOB.
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OKca3oJbl — BaKHBIM KJIacC TeTePOLUKINYCCKUX
COCMHECHHI, TIPUBJICKAIOINY BHUMAHHUE HCCIIE0Ba-
Tenel Oraromaps MUPOKOMY CIIEKTPY OHOIIOTUYECKON
AaKTUBHOCTU [1—4] M CHHTETUUYECKOMY IOTECHLHUATY
[5]. XapakTep 3aMenIeHnst OKCa30JIbHOTO ITHKJIa UTpa-
€T KIIIOYEBYIO POJIb B ONPEACTICHUH OMOIIOTHYECKON
aKTUBHOCTH (aHTHUOAKTepHanbHOU [6, 7], mPOTHBO-
omyxosieBoii [8—10], mpotuBoTyOepkymne3noii [11, 12],
MIPOTUBOBOCIIATTUTENBHOM [ 13, 14], aHTHOKCHIAHTHOM
[15] u mp.). 1,3-Okcazoibl ¥ UX MPOU3BOAHBIE BXOAST
B cocTaB psaa 3(p(EeKTUBHBIX JIEKaPCTBEHHBIX Mpe-
naparoB. Cpeny HUX HECTEPOUAHBIN MPOTHBOBOCTIA-
JUTEIBHBIA Tpenapar okcanpo3ut [16], uHruburtop
arperanuu TpoMOOIUTOB UTa30x [17], aHTHOMOTHKH
pusokcuH [18, 19] u magymunun 11 [20, 21], unru-
outop BHupyca repneca HSV-1 xennoxkcazon [22, 23],
s dexTuBHBT wHTHONTOp BUY-1 THamrazom [24],
[IUTOTOKCHYICCKUN areHT TaHTa3oi [25] u ap.

K Hacrosiemy BpeMeHHU MOJIy4eHO HeMaJloe YHc-
10 ¢ochopunupoBannbix 1,3-okca3onoB (cM. 0030p
[26]). Cpenu 4-dochopunuposanubix 1,3-okca3onos
BBISIBJICHBI COCAMHEHMS, MPOSBIIAIONINE aHTHTHUIIEP-
tensuBHoe (1) [27, 28] u poctoperymupytoriee (2, 3)
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newicteue [29], nmporuBoBupycHyto (4) [30] u npotu-
BorpuOKkoByto [31] aktuBHOCTS (5, cxema 1).

Panee Ha mpumepe peakumm anetuieHAHQPOCHO-
HaTa, CTPYKTYpHOTO aHajora areTHICHINKapOOHO-
BOM KHCJIOTBI, C JIUATHIOBBIM 3hupom 2-(4-Opom-
OCH30MIIAMHUHO )MAJIOHOBOM KUCJIOTBI HaMH  ObLTa
MoKa3aHa BO3MOXKHOCTh TOJy4YeHHs 1,3-0Kca300B,
comepkamux B monoxkeHnn 4 1,2-Onc(amaikokcu-
(bocdoprin)BUHMITBHEIN 3aMecTuTenb [32]. Brenenue
JTUATKOKCU(POCHOPUIFHON TPYIIBl B OKCA30JIbHOE
KOJIBIIO TIPEICTaBIsIeT OONBIION MHTEPEC, TOCKOIBKY
M3BECTHO, YTO ATOT ()PArMEHT, SIBIISACH H30CTEPOM
KapOOKCWIIBHOW TPYIIBI, MOJICIUPYET €€ IMepexo]-
HOE COCTOSIHME TIPU B3aMMOJIEHCTBHUH C (PEpMEHTAMHU.
OT10 nenaer 1enecooOpa3HbIM MOUCK HOBBIX HHIH-
OUTOPOB (EPMEHTOB Cpelu MOJAOOHBIX COCAMHEHUMN
[33, 34]. Hacrosmast pabora mOCBSIEHa CHHTE3Y
psiaa HOBBIX 4-hochopuiinpoBaHHbIX 1,3-0KCa3010B,
a uMeHHO 2-apui-4-[1,2-6uc(nauamkoxcudochopun)-
BUHUI |-5-3TOKCH-1,3-0KCa30J10B.

Lenesbie 1,3-0Kkca30:1b1 OBLIN MOTY4YECHBI HA OCHOBE
peakIuy TETPAMETHIIOBOTO d(upa areTmwieHandoc-
(hOHOBOW KHCIIOTHI 6 C JAUATHII-2-apOHIaMUHOMAIIO-
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R = 2-Me (a), 4-Me (6), 2-CI (8), 4-Cl (r), 2-NO, (), 4-NO, (e).

Haramu 7a—e. B3aumonelicTBue TETpaMETUIITUHUII-
nudocdonara 6 ¢ AMITHI-2-apOHSIAMHUHOMATOHATAMH
7a—e B anieroHuTpuIie B npucytctBun 1.5 skB. K,CO;
IIPU KOMHATHOW TeMIIepaType NepBOHA4YaJIbHO MpPHU-
BOJIUT K OOpPa30BaHUIO COOTBETCTBYIOIIMX AalIKeH-
nudochonaroB 8a—e — MPOMYKTOB MPUCOCTUHEHHS
CH-KkoMTIIOHEHTHI IO TPOWHOH cBsizu (cxema 2). Pe-
aKIUs TPOTEKAET CTPEOCEIIEKTUBHO ¢ 00pa3oBaHHEM
HUCKJIIOYUTENBHO Z-U30Mepa.

[Tocnenyromee HarpeBaHue MOITYYEHHBIX 2-apo-
niamMuHo-2-[ 1,2-6uc(auankokcudochopuin)BHHI |-

JKYPHAJI OBIIEM XUMMWU Ttom 91 Ne 10 2021

MajnoHaTtoB 8a—e B TeueHue 3—12 4 COmMpOBOXKIACT-
csl 1IeKapOOKCHIIMPOBAaHHEM U BHYTPHUMOJICKYJISIPHON
UKJIM3aIuei mo Ty peaknun PoOuncona—Iabpu-
ansg [35] ¢ oOpazoBanmem 2-apwi-4-[1,2-6uc(am-
ankokcugocPopuin)BUHNI]|-5-3TOKCH- | ,3-0Kca30110B
9a—e. Hamu ycTaHOBIIEHO, UTO 11€JI€BHIE 3aMEIICHHBIE
1,3-okca3onel 9a—e MOTYT OBITH IONYYEHBI HaIps-
MYyI0 B3aWMOJICHCTBHEM TETPaMETHIITHHIIIN(OC-
¢donara 6 ¢ TUAITHII-2-apoUTIAMIUHOMAIIOHATAMY 7a—e
B arleToHuTpmiie B mpucyrcreuu 1.5 sxB. K,CO; npu
HarpeBaHu” B TedeHue 3—24 4. DTO TO3BONSET CO-
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KpaTuTh BpeMsl peakliy, MUHYs CTAIHIO BBIICICHUS
MIPOMEXYTOYHO 00pasyromuxcs alkeHaupocpoHaToB
8. IIpu 3TOM JIeT4e Bcero MpoTeKaeT peaKius ¢ 2-aMu-
JoMalloHaTaMu 7a U 70, MMEIOIMMH METUIbHYIO
TPYIIY B Opmo- WIN NApa-NojJ0KEHUN apUIaMUIHO-
ro ¢parmenTa. bosee mmTensHOE HarpeBanue Tpeody-
eTCs B Cilydae TUATHII-2-[(4-HUTPOOSH30MII)aMHHO |-
MasloHaToB 71, e. Cieqyer OTMETUTb, YTO B cllydae
2-(2-autpodeHnT)aMiIOMaNIOHaTa 71 JJIMTENBbHOE
HarpeBaHue PeaKkIMOHHONW CMecH MPHUBENO K 00pa3o-
BaHMIO 11€7eBOT0 1,3-0Kca30:1a JHIIb B CIEAOBBIX KO-
JINYECTBAX, BBIIETUTH KOTOPBIH HAM HE yAaJoCh.

CrpoeHue MOJy4eHHBIX COEIMHEHUH IMOATBEpXk-
JIeHO JaHHBIMH criekTpockoruu AMP 'H, 13C u 3'P,
Tax, B cnextpax SIMP 'H ankenaudocdonaron 8a—e
XapaKTEePHBIM SIBJISIETCS] CUTHAJ METHHOBOTO ITPOTOHA
PCH=, npencraBieHHbIid Ay0aeToM J1y0seToB B 00-
nactu 7.00-7.60 M. . ¢ KOHCTAHTaMH PacIIeTUICHUS
3yp 52.6-56.2 1 2Jyp 18.1-21.0 T’ B cekrpax SIMP
13C aroms! yryieposa IpH ABOHHOM CBA3M PE3OHHPYIOT
IyONeTHBIMU cHUTHajaMu B ooOmactu 136.96-137.66
(PCH=) u 141.02-142.22 m. n. (PC=) ¢ koHCTaHTaMU
CIUH-CITMHOBOT'O B3aUMOJICHCTBUS C SIpoM (Pocdo-
pa 'Jep 188.2-191.2 I'u. Hanuuue aByx IyOieTHBIX
curnaios B cnekrpax SIMP 3'P ankenmudocdona-
TOB 8a—e B oOmactu 13.15-14.04 M. 1. ¢ KOHCTaHTOM
CIIMH-CITMHOBOTO B3ammMoeiicTeus *Jpp 27.8-30.8 I'n
CBUJETEIBCTBYET O Z-KOH(PUTYPALIUU KPATHOH CBSI3M.
Hnst cpaBHeHHUs B cinydae E-ankeHaudochoHaToB Be-
nuauna >Jpp cocTabnser 88-95 ' [36].

B cnekrpax AMP 'H 2-apun-4-[1,2-6uc(auankok-
cudochopmr)BuHmI |-5-3TOKCH-1,3-0KCa30/10B  9a—e
TaKXe NPUCYTCTBYeT curHai rpynmnsl PCH= B o6na-
cti 6.76—7.00 M. A. ¢ KOHCTAaHTaMH pacIIeTICHUS]
3Jyp 45.6-60.0 1 2Jyyp 12.0—13.1 T, CurHans: aToMoB
yTlieposia BUHHIBHOTO (pparmeHTa B criekrpax SIMP
3C perucrpupyrorcs B cnabom mone npu 126.56—
129.34 (PCH=) n 138.33-139.09 m. 1. (PC=) ¢ KCCB
Jcp 184.6-194.2 u 2Jp 8.8-12.2 T. O6 obpaszosa-
HUM OKCA30JIbHOTO IIMKJIA CBUIETEILCTBYET HMPHUCYT-
CTBHUE JIyONETHBIX CHUTHAJOB atoMoB yriepona C* u
C’ mpu 113.63-115.72 u 155.61-159.41 m. 1. (3Jep
6.0-15.3 u 3Jp 25.8-26.2 ') ¥ CHHITIETHOTO CHTHA-
na atoma C? B obmactu 147.82—152.25 M. 1., a Takxke
OTCYTCTBHME CHUI'HAJIOB MajoHaTHOro ¢yparmenra. Kak
U B cirydae ankeHanpocdonaros 8a—e, BesmunHa KOH-
CTaHTBI CIIHH-CIIMHOBOTO B3auMoseicTus *Jpp 24.3—
26.2 I'm nnst 1ByX MyOJNETHBIX CHUTHAJIOB aTOMOB (hoc-

¢dopampu 12.19-12.86 u 15.91-16.78 M. 1. yka3pIiBaeT
Ha yuc-pacrnoioxenue (pochoHaTHBIX IPYIIIL.

Takum 00pasom, mosyueH HOBBIA psig 4-pocdo-
PHIUPOBAaHHBIX 1,3-0KCa3070B Ha OCHOBE CTepe-
OCEJICKTUBHOM peakldu TEeTPaMETHIIOBOrO 3dupa
STUHWIIH(POCHOHOBOI KHUCIOTBHI C 3aMElICHHBIMU
2-(apunamMuI0 )MaIOHATAMHU.

OKCIIEPUMEHTAJIBHA S YACTD

Cnextpsl SIMP 'H, '3C u 3'P perucrpupopanu na
cnektpomerpe Bruker Avanca III HD 400 NanoBay ¢
ucnonp3oBanueM pabounx yactor 400.17 ('H), 100.62
(3C) u 161.98 MI'u (*'P). Temneparypsbl TiaBaeHus
n3mepsin Ha cronuke Kodnepa (VEB Wigentechnik
Rapido, PHMK 81/2969). Macc-cniektpst (HMR-ESI)
cHUMaH Ha Macc-criekrpomerpe Bruker MicroTOF.

O0mas MeToANKA MOJIy4eHHs coeJuHeHu i 8a—e.
K pactBopy 1 MMomp TeTpameTHdTHHANGOCHOHA-
Ta 6 B 5 M1 GE3BOAHOTO AllETOHUTPHIIA TIPUOABIISIIH
1 MMOJIb COOTBETCTBYIOILETO 2-(apHiIaMUa0)MaIoHa-
Ta 7a—e u 1.5 mmounb 6e3BonHoro K,CO;. Iomyuen-
HYIO CMeCh IIepeMeIINBaJIi MPU KOMHATHON TeMIiepa-
Type B TeueHue 7—14 4. KoHTposb 3a X0A0M peakuuu
ocyuecTBisIn MetogoM SIMP 3P TTocse oxoHUYaHMS
peakiuu 0cafioK OT(PHIBTPOBBIBATH M IPOMBIBAIIN
XJIOPUCTBIM MeTHiIeHOM. QUIbTpaT ynapuBaii B Ba-
kyyMme. OCTaToK KpHCTaNIM30BAIA W3 OKTaHA WITU
OYHINATIN KOJIOHOYHOW Xpomarorpadueit (Xiopo-
(dbopM—mMeTaHoN).

JduitunoBbiii 3¢up Z-2-[1,2-0uc(aumMeToKcH-
dbochopun)Bunu]-2-(2-MmeTUA0€H30MTIAMHUHO)-
MAaJIOHOBOI KucJaoThl (8a). Beixon 88%, OecuBer-
Hble KpUCTaLIbL, T. . 133-135°C. Cnextp SIMP 'H,
8, M. 1.0 1.52 1 (6H, CH;CH,0, *Jyy; 6.9 T), 2.66 ¢
(CH;Ph), 3.84 1(6H, CH;0OP, *J;;p 12.0T'1), 3.90 1 (6H,
CH;OP, *Jyp 12.0 Tn), 4.21-4.48 M (4H, CH;CH,0),
7.00 1. o (1H, PCH, 2Jyp 20.8, 3Jygp 54.5 Tn1), 7.24 1
(1H, H"ma, 3,0 8.0 Tu), 7.26 T (1H, HY™4, 3],
8.0 T'm), 7.66 T (1H, H"%4 3], 8.0 Tn), 7.69 1 (1H,
Hermo 3. 8.0 T'n), 7.92 ¢ (1H, NH). Cnekrp SIMP
BC, 8¢, m. m.: 13.76 (CH,CH,0), 22.13 (CH;Ph),
52.43 1 m 53.03 1 (CH;OP, %Jop 5.3 Tu), 63.72
(CH,0), 68.01 n. 1 [C(COOEt),, %Jep 13.9, *Jep
21.5 T'm], 125.43 u 126.19 (2C*™%), 127.54 1 129.38
(2CoPm),131.08(C"%%),137.16 1(PCH=, ' J-p190.2T 1),
138.86 (C*"<?), 142.22 n (PC=, 'Jcp 189.6 '), 165.75
1 (COOEt, 3Jcp 8.5 '), 167.84 (C=0). Cniektp SIMP
31p, Op, M0 13.15 1w 13.42 1 (3JPP 28.9 I'm).
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JudTnnoBeiii 3¢pup Z-2-[1,2-0uc(ammMeToKCH-
dhochopua)Bunmi]-2-(4-MeTHI0EH30MIAMHUHO)-
MaJioHoBOi#i KucJa0ThI (86). Berxom 90%, Gecrser-
Hble KpucTaybl, T. mi. 125-127°C. Cnektp SIMP
'H, 8, m. a.: 1.24 1 (6H, CH;CH,0, 3J;y 8.0 '),
2.37 ¢ (CH;Ph), 3.69 1 (6H, CH;0P, *Jp 12.0 '),
3.74 n (6H, CH;O0P, *J;p 12.0 T'm), 4.25-4.49 M (4H,
CH,;CH,0), 7.22 1 (2H, H*™a 3, 8.0 T'r), 7.60 1. 1
(1H, PCH, 2J;4p 21.0, 3Jyyp 56.0 T'n), 7.69 1 (2H, HP™°,
3y 8.0 T'), 7.81 ¢ (1H, NH). Cnexrp AMP 13C, §,
M. a.: 13.81 (CH;CH,0), 21.46 (CH;Ph), 52.85 n u
53.35 1(CH;0P,%Jp 5.0 '), 63.40 (CH,0), 68.31 11. 1
[C(COOEY),, 2Jcp14.1,3Jp21.1 Tu], 127.11 (2CHema),
129.34 (2C°Pm?), 130.58 (C"#%), 137.01 n (PCH=,
Jep 191.2T), 141.51 1 (PC=, 'Jp 187.2 T), 142.63
(C¥1e0), 165.28 0 (COOEt, 3Jp 8.1 '), 166.14 (C=0).
Cnextp SIMP 3P, §p, M. 1.: 13.76 0 1 14.04 1 (CJpp
29.2 T'm). Macc-cniektp, m/z: 558.1283 [M + Na']
(Berumcneno s C, H; NNaO,,P,: 558.1265).

JduyTtunoBbiii 3¢up Z-2-[1,2-0uc(aumeTorcu-
pochopuna)BunanI]-2-(2-XJI0pOEH30MIAMHUHO)MA-
JI0HOBO# KuCI0THI (8B). Brixon 82%, macno. Criektp
SIMP 'H, 8, m. 1.: 1.25 T (6H, CH;CH,0, Jyyy; 8.0 Tnn),
3.72 0 (6H, CH;0P, 3J;4p 4.0 T'w), 3.75 1 (6H, CH;0P,
3Jgp 4.0 Tu), 4.16-4.26 M (4H, CH,CH,0), 7.22—
7.34 M (3H, Ar), 7.49 1. n (1H, PCH, 2J;3p 18.7, 3Jypp
52.6 I'm),7.61 n (1H, H™?), 7.85 ym. ¢ (1H, NH).
Cnexrp SIMP 13C, 8, m. 1.: 13.73 (CH;CH,0), 52.82 1
1 53.29 1 (CH;0P, 2Jp 5.5 T'), 63.51 (CH,0), 68.60
1. 1 [C(COOEL),, 2Jep 16.1, 3Jp 23.1 Tu], 127.04
(Cremay 129.92 (CMemey, 130.54 (CP™0), 131.42 (CCl),
131.89 (C™»?), 133.51 (C*"<°), 137.23 0 (PCH=, 'Jcp
189.2 T'w), 141.22 1 (PC=, 'Jep 186.5 T'm), 164.89 1
(COOEt, *Jcp 7.8 Tm), 165.17 (C=0). Cnekrp SIMP
31p, Op, M. 1.: 13.29 nu 13.97 1n (3JPP 30.8 I'm).

JuwdTnnoBeiii 3¢pup Z-2-[1,2-0uc(ammMeToKCH-
dochopua)Bunu]-2-(4-x10pOeH30UIAMUHO)MA-
JoHOBOH KHca0ThI (8r). Brixom 92%, GecuBeTHbIe
kpuctamibl, T. wi. 130-132°C. Cnexrp SIMP 'H, 3,
M. 1. 1.27 1 (6H, CH,CH,O0, 3/ 8.0 Tn), 3.73 1
(6H, CH;0P, *Jyp 12.0 T'w), 3.77 n (6H, CH;OP,
3y 12.0 Tn), 4.24-4.37 M (4H, CH;CH,0), 7.43 1
(2H, HYema 3. 8.6 Tw), 7.57 a. n (1H, PCH, 2J,p
18.6, 3J,p 53.0 T), 7.77 1 (2H, HP™, 3 Jyyy 8.6 T'm),
7.89 ym. ¢ (1H, NH). Cnekrp SIMP 3C, &, m. n.:
13.85 (CH;CH,0), 52.91 1 u 53.46 1 (CH;OP, %Jqp
5.3 T'w), 63.56 (CH,0), 68.36 a. 1 [C(COOEY),, 2Jcp

JKYPHAJI OBIIEM XUMMWU Ttom 91 Ne 10 2021

14.3, 3Jcp 22.1 T, 128.60 (2C"em4), 129.01 (2CP™0),
131.84 (CCI), 137.33 n (PCH=, 'Jgp 191.2 T,
138.42 (C*"<0), 141.32 1 (PC=, 'Jp 188.2 '), 165.13
1 (COOEt, 3Jp 8.1 T'), 165.21 (C=0). Cnekrp SIMP
3P, 8p, M. 1.2 13.59 1w 13.90 1 (3Jpp 29.2 T'ir). Macc-
criextp, m/z: 578.0752 [M + Na'] (Bbruucieno anus
C,,H;,CINNaO,,P,: 578.0718).

JduitunoBbiii 3¢up Z-2-[1,2-0uc(qumMeToOKCH-
dhochopuin)Bunua)]-2-(2-HUTPOOEH30UITAMHUHO)-
MAaJIOHOBOIi KucJaoThl (81). Brexom 43%, wmacro.
Cnextp AMP 'H, §, m. 1.: 1.33 1 (6H, CH;CH,0, *Jy
8.0T'w), 3.78 1 (6H, CH;0P, *J;3p 11.9 T, 3.82 1 (6H,
CH;OP, 3Jyp 12.0 Tn), 4.32-4.38 M (4H, CH;CH,0),
7.01 n. n (1H, PCH, %Jyp 20.1, 3Jyp 54.0 Tn), 7.57
a (1H, HoPmo 37, 8.0 Tu), 7.61 © (1H, H'¢, 3,y
8.0 T'), 7.76 T (1H, H"*"4 3, 8.0 T'w), 8.17 n (1H,
Hyema 3y 8.0 I'm), 8.95 ym. ¢ (1H, NH). Cnekrp
SIMP BBC, 8¢, m. n.: 13.64 (CH;CH,0), 53.79 n
(CH;OP, %Jp 5.3 T), 54.07 1 (CH;0P, 2Jp 5.0 T'm),
63.72 (CH,0), 68.48 n. 1 [C(COOE),, 2Jcp 12.5,
3Jcp 21.9 T, 127.48 (CoP™M0), 129.98 (CMema), 131.28
(Craray, 132.89 (CYema), 136.96 a1 (PCH=, Jgp
190.7 Tu), 139.09 (C¥<), 14217 n (PC=, 'Jgp
189.3 T'm), 149.03 (CNO,), 165.04 1 (COOEt, *Jcp
8.3 T'm), 166.05 (C=0). Cnekrp AMP 3'P, §,, m. x.:
13.67 nu 13.96 1 (Jpp 28.7 ).

JduitunoBbiii 3¢up Z-2-[1,2-0uc(qumMeToKCH-
dochopuin)Bunua)]-2-(4-HUTPOOEH30UITAMHUHO)-
MaJIOHOBO#i KucJ0ThI (8¢). Brixom 69%, macio.
Cnextp AMP 'H, §, m. 1.: 1.24 1 (6H, CH;CH,0, *Jy
8.0Tmw), 3.71 0 (6H, CH;0P, *J,;p 12.1 T), 3.74 1 (6H,
CH;OP, 3Jyp 12.0 T'n), 4.23-4.33 M (4H, CH;CH,0),
7.50 n. n (1H, PCH, %Jyp 18.1, 3Jyp 56.2 Tu), 7.97
1 (2H, HoP™, 3]y 8.0 T, 8.06 ¢ (1H, NH), 8.27 1
(2H, H*ema 31 8.0 Ti). Cnexrp AIMP 13C, d¢, M. 1L
13.81 (CH;CH,0), 52.94 n (CH;0P, %2Jcp 5.0 I'm),
53.54 1 (CH;0P, 2Jp 6.0 T'), 63.70 (CH,0), 68.70
a. 1 [C(COOEL),, 2Jep 13.1, 3Jcp 22.1 Tu], 123.93
(2Cormo), 128.40 (2CMeme), 137.66 n (PCH=, 'Jep
191.2 T'), 138.94 (C*"<°), 141.02 1 (PC=, 'Jp 188.2
I'n), 149.89 (CNO,), 164.35 (C=0), 164.84 n (COOEt,
3Jcp 8.1 T). Cnekrp SIMP 3P, §p, M. 1.0 13.27 o m
13.62 1 (Jpp 29.2 T'mr).

OOmiast MeTOAMKA IOJIy4eHHUsI COeJUHEeHMIT 9a—e.
K pactBopy 1 mMmonb TerpameTwidTHHAMDOCHOHA-
Ta 6 B 5 M1 6€3BOHOTO AlCTOHUTPIIIA TPUOABIISITA
1 MMOJTb COOTBETCTBYIOILETO 2-(apHiIaMuI0)MaIoHa-
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ta 7a—e u 1.5 mmouns 6e3Bognoro K,CO;. Ilonyuen-
HYIO cMeCh KUISATWIM B TeueHue 3—24 4. KonTpois
3a XOJIOM PEaKIUK OCYIIECTBIsIN MeTonoM SIMP 3P,
ITocne okoHUaHUS peaKIUK 0Caa0K OT(OHIETPOBHIBA-
JM ¥ IPOMBIBAIN XJIOPUCTHIM METHIeHOM. DuibTpar
ynapuBaJd B Bakyyme. OCTaToOK KpUCTATTU30BAIH U3
OKTaHa WJIM OYHINAJIHN KOJIOHOYHOW Xpomartorpadueit
(xopoopmM—meraHomn).

TerpamerniioBsiii 3¢pup (2£)-1-[2-(2-metnide-
HIJI)-5-3TOKCHOKCca30a-4-wia]|3TeH-1,2-qunaaudoc-
(¢ponoBoii kucaorsl (9a). Beixog 92%, GecrseTHbIC
kpucTamisl, T. 101 130—-132°C. Crexrp SIMP 'H, §, m. 11.:
1.51 T (3H, CH;CH,O, 3Jyyy 6.9 T), 2.60 ¢ (3H,
CH;Ph), 3.82 1 (6H, CH;0P, 3Jyyp 11.3 T'w), 3.90 1
(6H, CH;0P, 3Jy;p 11.3 T), 4.47 x (2H, CH,CH,O0,
3y 7.0 Tu), 7.00 x. 1 (1H, PCH=, 2Jyp 12.8, 3Jyp
45.6 T'n), 7.25-7.75 M (4H, Ph). Cnexrp SIMP 13C,
d¢, M. a.: 15.00 (CH;CH,0), 21.89 (CH;Ph), 52.76
nu 53.49 1 (CH;0P, 2Jp 6.2 T), 71.16 (CH,0),
114.41 1. 1 (C* canom Jep 15.1, 3Jp 26.2 Tn), 124.97
u 125.86 (2C*™), 127.04 u 129.07 (2CP™°), 127.52
n (PCH=, 'Jep 194.2 Tu), 129.54 (Cre), 138.54
(C¥1<0), 139.09 1. 1 (PC=, 'Jep 184.6, 2Jp 8.8 T'w),
152.25 (C%eason)s 156.39 1 (C3casoms Jep 6.4 Trr).
Crexktp SIMP 31p, Op, M. 1.2 12.86 nu 16.78 1 (3JPP
25.5 I').

TerpamerniioBsiii 3pup (Z£)-1-[2-(4-metnide-
HIJI)-5-3TOKCHOKCa30-4-wi|3Ten-1,2-qunnaaudoc-
(dponoBoii kucaorsl (96). Bexox 95%, OecreTHbIC
kpucTamisl, T. wi. 123-125°C. Cnextp SIMP 'H, §,
m. a.: 1.27 T (3H, CH;CH,0, 3Jyyy 8.0 T), 2.16 ¢
(CH4Ph), 3.58 n (6H, CH;OP, *J,;p 8.0 I'n), 3.67 1
(6H, CH;0P, 3J;p 8.0 I'u), 4.25 x (2H, CH;CH,O0,
3y 8.0 Tn), 6.76 n. n (1H, PCH=, 2Jyp 12.0, 3Jpyp
46.0 T), 7.02 1 (2H, H""4 3 J110 8.0 T, 7.29 ¢ (1H,
NH), 7.59 n (2H, H%"™°, 3]y 8.0 T'y). Cnextp SIMP
BC, 8¢, M. 1. 14.73 (CH;CH,0), 21.17 (CH4Ph),
52.55 nu 53.17 1 (CH;0P, 2Jp 6.0 I'r), 70.0 (CH,0),
113.63 1. 1 (C*canoms Jep 15.1, 3Jcp 26.2 T'r), 123.84
(Craray, 125.42 (2CYema) 126.56 n (PCH=, Jgp
194.2 Tu), 129.30 (2CP"°), 138.33 n. n (PC=, Jep
184.7,%Jp 10.0 I'mr), 140.38 (C*"<°), 151.70 (C? . cason)-
155.61 1 (C°,emsom Jep 6.0 Tm). Criexrp SIMP 3!P,
Sp, M. 1.0 12.35 1 u 16.41 1 (PJpp 24.7 T'n). Macc-
criextp, m/z: 468.0947 [M + Na'] (BblumcieHo ajis
C,gH,5sNNaOgP,: 468.0953).

TerpamerwioBblii 3¢pup (£)-1-[2-(2-xnopde-
HHJI)-5-3TOKCHOKCa30-4-wi]|3Ten-1,2-qunnaudoc-

(donoBoii kuca0ThI (9B). Boixon 74%, macno. Criektp
SIMP 'H, 8, m. 1.: 1.37 1 (3H, CH;CH,0, *Jyy; 8.0 '),
3.52 1 (6H, CH;O0P, *J;4p 6.0 T'w), 3.79 1 (6H, CH;0P,
3Jyp 6.0 T), 4.27 x (2H, CH;CH,0, *Jyy 8.0 I'n),
6.84 1. n (1H, PCH=, 2Jyp 12.3, *Jyyp 58.4 '), 7.28—
7.36 M (3H, Ar). Cnextp SIMP '3C, Oc, M. A0 16.25
(CH4CH,0), 52.79 11 53.17 1 (CH;0P, 2Jp 7.0 T'w),
70.96 (CH,0), 115.72 1. 1 (C*,easom Jep 15.3, *Jcp
26.0 '), 126.68 u 128.29 (C*"), 128.02 a1 (PCH=,
Jep 194.0 ), 130.07 (CP°), 131.69 (CCI), 132.47
(Craray, 134.01 (C*"<°), 139.09 1. 1 (PC=, 'Jp 185.0,
2‘]CP 11.0 FI_I), 152.25 (Czoxcae,on)’ 156.39 n (Csoxcamm
3Jcp 6.4 Tu). Cnexrp SIMP 3P, §p, M. 1.0 12.86 1 m
16.78 1 (*Jpp 25.5 T).

TerpamerniioBblii  3¢up (£)-1-[2-(4-xn0pde-
HHJI)-5-3TOKCHOKCa30a-4-wia]3Ten-1,2-nuuaaudoc-
(¢onoBoii kucaorsr (9r). Boixon 87%, GecieTHbIC
kpuctamisl, T. . 128-130°C. Cnektp SAMP H, §,
M. 1.: 1.35 1 (3H, CH;CH,0, *Jyyy; 8.0 T'n), 3.54 1 (6H,
CH;OP, *Jyp 6.1 T'), 3.83 1 (6H, CH;OP, *Jyp 6.1 T'm),
4.35 k (2H, CH;CH,O0, *Jy 8.0 T'), 6.81 a. 1 (1H,
PCH=,%J;p 12.5,3/44p 57.5 1), 7.54 0 (2H, H""¢ 3]0,
8.5Tn), 7.83 m (2H, H?™, 3]y, 8.5 T'ny). Criekrp SIMP
13C, 8¢, M. 1. 16.72 (CH;CH,0), 52.69 1 1 53.48 1
(CH;OP, %Jp 6.8 T'm), 70.83 (CH,0), 114.91 n. n
(C* xeasom Jep 15.0, 3Jcp 25.8 Tw), 125.97 (2CHema),
127.37 (2C°m), 129.34 n (PCH=, Jp 194.0 Tn),
129.85 (C"4), 131.69 (CCl), 134.01 (C*"<?), 138.93
1.1 (PC=, 'Jep 185.7,2Jcp 11.7 T1), 150.05 (C2, cason)s
159.41 1 (C° eemsoms Jep 6.4 T). Criexrp SIMP 3'P,
Sp, M. .0 12.19 1 1 16.00 o (Jpp 25.0 T'm). Mace-
criextp, m/z: 488.0448 [M + Na'] (BbluncieHo ais
C,7H,,CINNaOgxP,: 488.0401).

TerpameruyioBblii 3¢up (£)-1-[2-(2-uuTpode-
HUJI)-5-3TOKCHOKCAa301-4-uJ]3TeH-1,2-1uuaam-
dochononoii kuciaornl (9e). Brixon 54%, macrno.
Cnextp AMP 'H, §, m. 1.: 1.28 T (3H, CH;CH,0, *Jy
8.0 'm), 3.74 n (6H, CH;0P, 3Jyyp 12.0 T'nn), 3.79 n
(6H, CH;OP, 3Jyp 12.0 T), 4.12 x (2H, CH;CH,0,
3Jyy 8.0 T), 6.83 a. 1 (1H, PCH, 2Jyp 13.1, *Jyyp
56.4 '), 8.03 1 (2H, H%?™°, 3], 8.0 Tn), 8.33 1 (2H,
Hema 3.0 8.0 T'm). Cextp SIMP 13C, 8, m. 11.: 15.81
(CH;CH,0), 52.87 u 53.76 1 (CH;0P, 2Jp 6.0 '),
70.71 (CH,0), 115.72 1. 1 (C* casom Jep 15.3, *Jcp
26.0 T'm), 124.53 (2CoPme), 125.60 (2CMme), 129.34
1 (PCH=, 'Jgp 194.0 Tu), 132.01 (C**<°), 139.83 n.
1 (PC=, Jep 187.5, 2Jp 12.2 T, 147.25 (CNO,),
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CUHTE3 HOBBIX 2-APNJI-4-[1,2-BUC(ANAJTIKOKCUDOCDOPUII)-...

147.85 (C20KC330H)’ 159.41 n (Csoxcawm 3JCP 6.4 FLI).
Cnektp SIMP 31p, Op, M. .. 12.37 nm 1591 1 (3Jpp
26.2 Tn).
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Synthesis of New 2-Aryl-4-[1,2-bis(dialkoxyphosphoryl)vinyl]-

5-ethoxy-1,3-o0xazoles

P. A. Zhuravleva, A. I. Kolina, N. I. Svintsitskaya*, and A. V. Dogadina

St. Petersburg State Institute of Technology (Technical University), St. Petersburg, 190013 Russia
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A series of new substituted phosphonylated 1,3-oxazoles, 2-aryl-4-[1,2-bis(dialkoxyphosphoryl)vinyl]-5-ethoxy-
1,3-oxazoles, was obtained by the reaction of ethynyldiphosphonic acid tetramethyl ester with diethyl 2-aroyl-
aminomalonates. The reaction proceeds stereoselectively with the intermediate formation of the corresponding
Z-2-aroylamino-2-[ 1,2-bis(dialkoxyphosphoryl)vinyl]malonates.

Keywords: phosphonylated 1,3-oxazoles, amidomalonates, acetylene diphosphonates
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