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PaspaboTtan crioco0 momydeHus GochopopraHnIeCKUX MPOU3BOIHBIX HMHUIOBBIX KUCIIOT, OCHOBAHHBIN Ha aIlH-
nupoBaHud N-pochopIIUpOBaHHBIX TUAHOAIIETUMHUIATOB 110 YIIIEPOJY aKTUBHOW METHIJICHOBOH Tpymmbl. B3anMo-
JICHCTBUEC HATPHUEBBIX MPOHM3BOIHBIX HAHOAICTUMHUIATOB C XJIOPAHTHIPHIAME KHCIOT MPUBOJIUT K 00pa30BaHUIO
COOTBETCTBYIOIINX MOHOAIFIIMPOBAHHBIX MMPOU3BOIHBIX, JJISI KOTOPBIX C BEICOKOW BEPOSTHOCTHIO IPOTHO3HPYETCS
WHTHOMPOBAHUE aLETHIICTEPA3hI, THIPOIIA3kl CTepa3bl, KyTHHA3HI U . (CPMCHTOB.

Kniouesvie cnoea: dochopopranmueckne coeaunenus, N-pochopumupoBannsie umuaatel, CH-kucnoTHbIe
CBOICTBa, allWIIMPOBAHKE, OMOJOTHIECKN aKTHUBHBIE COSTUHECHHMS.

Crmcox  ocopopraHUdecKux COeTMHEHUI
JIOCTAaTOYHO IIUPOK U TPOJOJIKACT TTOMOIHATHCS
HOBBIMH BEIIIECTBAMH, KOTOPBIC HAXOIAT IIPHUMeE-
HEHHE B KaUeCTBE MECTHUINIOB, 3aMEUTUTEIeH To-
PEHHS, JIEKAPCTBEHHBIX CPEJNICTB, CTAOHIN3aTOPOB
IIacTMacc, KaTajau3aTopoB M JIMTAHJOB JUIS Me-
TaJUIOKOMIUJIEKCHOrO Kartanuza [1-4]. AkTyaib-
HOCTh WCCIIEZIOBaHWH, HANpaBIEHHBIX Ha pa3pa-
0OTKY  ONTHUMAJbHBIX  CIIOCOOOB  TOJYYCHHS
(hocdopconepxkamux MPOU3BOJHBIX  UMHIOBBIX
KHCIIOT, 00yCITOBJIEHA IIUPOKUM CIIEKTPOM TECTH-
IUJIHON ¥ (PYHTMIMIHONW aKTUBHOCTH, TPOSIBIICH-
HOW 110 OTHOIICHHUIO K Pa3IMYHbIM OHOJIOTHYECKUM
obbpekTaMm [5; 6].

[Ipu nzyuenun cBoiictB N-pochopunupoBan-
HBIX [IMAHOALETUMHIATOB, CHHTEC3UPOBAHHBIX aBTO-
pamu panee [7], OHU TIPEAITONIOKIITH, & 3aTEM H TIOI-
TBEP/UTH SKCIIEPUMEHTATIEHO, 3HAYUTEIBHYIO TIO/-
BIDKHOCTH BOJIOPOJIOB METUJICHOBOM T'PYIIIIBI, pac-
MOJIO)KEHHON MEX]ly CHJIBHOM 3JIEKTPOHOAKIIET-
TOPHOM HIMAHOTPYNIION M 3JIEKTPOHOAKIIENTOPHOU
uMHHOTpynmno. MMuHorpynma, mo CpaBHEHUIO
¢ KapOOHWIBHOW, 00JamaeT MeHee CHUIbHBIMHU

3NIEKTPOHOAKIEITOPHBIMH CBOMCTBAMH M3-3a MEHb-
el 3JIEeKTPOOTPULIATEIIBHOCTH a30Ta. Y CUJIEHUE
AJIEKTPOHOAKIENITOPHBIX CBOMCTB WMHHOTPYIIIIBI
MO>KHO JTOOUTBHCS, 3AMECTHB aTOM BOJOPOAA B HEH
Ha (ochopuibHyO TpyIy, KpOME TOTO, TO TO-
3BOJIUT yOpaTh KOHKYPUPYIOIIMH pPEaKIMOHHBIN
LEHTP B peakuusax ¢ HaTpueM. Takum o0pazom, aB-
Topamu BrepBble u3ydeHbl CH-KHCIOTHBIE CBOM-
CTBa METHJICHOBOHW Trpymibl B Mosekynax N-doc-
(OpUINPOBAHHBIX LMAHOALETUMUAATOB M YCTa-
HOBJICHO, YTO BOJOPOIHBIE ATOMbI METHJIEHOBOM
TPYINIBl B 9THX COCAMHEHHAX OO0JIQJaloT 3HAYHU-
TEJIbHON TMOJABMKHOCTBIO, YTO II03BOJIAET 3ame-
LIaTh MX Ha LIEJIOYHbIE METaIbl C 00pa30oBaHUEM
COOTBETCTBYIOIIMX  HATPUEBBIX  MPOU3BOTHBIX
(cxema 1). ns HaTpueBbIX npou3BoAHBIX N-¢oc-
(hoprIMpOBaHHBIX ITHAHOANCTUMHIATOB OBIIa yC-
TAQHOBJICHA BBICOKAsl CEJICKTMBHOCTb B PEAKIMAX
C XJopanuiamMu ¢ 00pa3oBaHHMEM MOHOALMINPO-
BAaHHBIX IPOMYKTOB 3aMemieHus (cxema 2). ITo
BO3MOXXHO OOBSICHUTH 3KpaHHUPOBAaHHEM BTOPOTO
BOJIOPOJTHOIO aToMa METWJIEHOBOM Tpymmsl ¢oc-
(opHIUPOBaHHON UMUHOTPYIIION.
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Takum obpa3om, Hamu pa3zpaboTaH crocod mo-
nydenus: C-alfUIIMpPOBaHHBIX IMAHOAIETUMHIATOB,
OTJIMYAIOLIMIUCS BBICOKOM CENEKTUBHOCThIO. Jlu-
MUTHPYIOIIEH cTaauell mpouecca SIBIsSETCsl MOJTy-
YeHHUEe HATPUEBOrO Mpou3BojHOro N-pochopuiu-
POBaHHBIX LMAHOALETUMUAATOB. Peaknuio nuaHo-
alleTUMMJATOB C HaTpUEM IPOBOAMIM IPH Harpe-
BaHuu 710 50-60 °C 1 MHTEHCUBHOM NepeMeIINBa-
HUH JI0 TIOJHOTO IpeBpaienus Hatpus. [locneny-
oIllee B3aUMOJICHCTBHE C XJIOPALMIOM TPOXOJUT
JIOCTaTOYHO OBICTPO C OOPA30BAHUEM COJIH XJIOPUIA
Hatpus. MonbHOe cooTHomeHue N-Gocdopu-
JIMPOBaHHBIA [IMAHOAUETUMUAT : HATPUN: XJIOpaH-
rugpun pasHo 1:1:(1-1.1). Iociie gobaBnenus xio-
paHruapuga A 3aBepLICHHs Mpolecca TeMIepa-
Typy noBbimanu 10 40 °C 1 Benu nepeMelnBaHue
2-3 wgaca. Ilporecc compoBoKancs HEOOIBITIM
TEIUIOBBIM 3PQEKTOM, HadIIogaI0ch 00pa3oBaHMe
XJIOpUAA HATPUs, BBIXOJ COJIM OJIM30K K KOJIMYECT-
BeHHOMY. JII BBIJENICHN 1I€TI€BOTO BEIeCTBA pe-
aKIMOHHYI0 Maccy OXJaXJald A0 TeMIepaTypsl
20-30 °C, xiopua HaTpus OTACISUN (DUITBTPOBAHH-
€M, PacTBOPHUTENb YIAISUIA OTTOHKOW B BaKyyMe.
CocTaB M CTPYKTYpY CHHTE3MPOBAHHBIX COCIHMHE-
HHUH YCTAQHABJIMBAJIM 110 JAHHBIM 3JIEMEHTHOI'O aHa-
m3a MK- u SIMP'H-criek-tpockonuu. Beixos mpo-
JIyKTOB peakuuu coctaBuil 85-91 %.

CuHTE3MpOBaHHbIE COCTUHEHUSI TPEICTABIISIOT
co00l  BSI3KME O KHUIKOCTH JKEJITO-OPAaHKEBOTO
L[BETa, HE PacTBOPHMBIE B BOJE, XOPOIIO pPacTBO-
pUMble B OpraHMYECKMX BEIIECTBAaX: AMOKCAHE,
adupe, YETHIPEXXITOPUCTOM yTiepoae, Xiopodop-
Me, aleTOHE.

Jns C-auminpoBaHHBIX HHAHOALETUMHUIATOB
[IPOBEJIM KOMIIBFOTEPHBIM CKPUHUHI OHOJIOTHYe-
CKOM AaKTHBHOCTH B TMPOTPAMMHOM KOMIUIEKCE
«PASS» wHCTUTYyTa OHOMEIMIIMHCKON XUMHH
uM. B. H. OpexoBuua PAMH [8]. ¥ nmonydeHHbIX
COEJIMHEHUI C BBICOKON BEPOSITHOCTHIO MTPOTHO3U-
pyeTcss MHrHOMpOBaHME AleTUIIICTEPasbl, THIPO-
Ja3bl 3CTepasbl, KyTHHA3bI, TIIOKOHAT 2-IETHIPO-
reHasbl, 3-MeTUI-2-0KcOOyTaHoaTa U IPyrux ¢ep-
MEHTOB, YTO TOBOPHUT O MEPCIEKTUBE UX HCIOIb-
30BaHMs B KayecTBE OMOJIOTMUECKH aKTHBHBIX CO-
eIMHCHNH, a TaKKe B KA4YeCTBE MPOMEKYTOYHBIX
MPO/IYKTOB B OPraHUYECKOM CHHTE3E.

IKCIepUMEHTAIbHAS YaCTh
Amun-N-ousmoxcugocopun(auemunyuano)-
auemumuoam (1) B peaxrop c 2,00  (0,0080 mo:b)
aTrI-N-1u3ToKcH(hochop(IIFaHo )arle TUMH1aTa
B 7 Mi O€3BOJHOrO IMOKCaHA IPU TeMIIEpaType
20-30 °C 1 HIHTEHCUBHOM TIepEeMEITNBaHUH JT00aB-
nstmn Hebopmmu nopumsivu 0,18 1 (0,0080 Mod1b)

METaJJIMYECKOro Hatpus. [lepemeinnBaHue Beau
JIO TIOJIHOTO TMPEBPAICHUSI HATPHS MPH TeMIlepa-
type 50-60 °C. K oxna)xaeHHOMy pacTBOpY HaTpH-
€BOT0 MPOU3BOJHOTO TP MIEPEMEITUBAHUH U TEM-
neparype 20-30°C nmobapmsuin no karism 0,70
(0,0089 moup) XJIOpPHCTOTO alETWIa B 3 MJI JIUOK-
caHa. TeMrmeparypy peakiMOHHOM Macchl TOBBI-
mamm 10 40 °C u mepeMemmBaIA B TSUCHUE 2 .
Coub XJIOpUa HATPUS OTACISITH (DUITBTPOBAHUEM,
pPacTBOPUTENH yAAJSIIN OTTOHKOW B Bakyyme (15—
20 rlla), octaTok BakyyMHpOBajHu B TeueHHe | d
mpu 40 °C u 2-4 rlla. Bexon 2,14 T (91 %).
np™'1,4463, d,™" 1,258. Haiizero, %: N 9,35; P 10,60.
C1H{oN,OsP. Beruucaeno, %: N 9,65, P 10,69.
O4YHCTKY OCYIIECTBIISUIA METOJIOM KOJIOHOYHOM
a7copOIMOHHON XpomaTorpaduu Ha CHIIUKArele
mapku LLC 5/40, smoeHT AUITUIOBBIN dup : aue-
ToH, 2:1 (Mo o0bemy). UKcmektp, v, oM 962—
1026 (P-O-C), 1192 (C-O-C), 1258 (P=0), 1621
(C=N), 1795 (C=0), 2296 (C=N); Cniextp SIMP 'H
(CCly), m.a.: 1,15 T (9H, CHj, Jyn 6); 1,89 ¢ (3H,
CH;C(0)); 2,90 ¢ (1H, CH); 3,80 k (2H, CH,O0,
JH-H 6), 3,99 M (4H, CH2OP, JH,p 9, JH_H6).

Amun-N-ouusonponoxcugocghopun(ayemun-
yuano)ayemumuoam (2) CHHTE3UPOBAIHN 1O aHa-
nmorngHoi Metomuke u3 2,00 r (0,0072 Mois) 3THII-
N-munzonporokcudocopri(Iinano )areTnMuIaTa,
0,16 r (0,0072 ™Moib) METAIIMYECKOTO HATPHUS
u 0,62 r (0,0079 Moinb) xJ0pHCTOTO aneTwia. Bei-
xo1 2.01 T (88 %). np™ 1,4503, d,*° 1,272. Haiize-
Ho, %: N 8,57, P 10,01. C3H»3N,OsP. Beruucieno,
%: N 8,80, P 9,75. MK crmextp, v, cM ': 944-1012
(P-O0-C), 1164 (C-0O-C), 1245 (P=0), 1596 (C=N),
1740 (C=0), 2274 (C=N); Cnextp SIMP 'H (CCly),
m.a.: 1,10 T (3H, CH;, Jyy 6); 1,29 n (12H, CHs,
Jun 6); 1,92 ¢ (3H, CH5C(0)); 2,65 ¢ (1H, CH);
3,75 k (2H, CH,O, Jyyu 6); 4,15 m (2H, CHOP,
JH_p 9, JH_H6).

Amun-N-ousmokcugpochopun(benzounyuano)-
ayemumuoam (3) CUHTE3UPOBAINA IO AHAIOTHY-
Hoit metonuke u3 2,00 r (0,0080 momp) >THI-N-
nuatokcudochopui(iiano)anerumuaara, 0,18 r
(0.008 momnp) mertammmueckoro Hatpus u 1,12 1
(0,008 momb) xymopucroro OeH3ousa, MPOJOIKHU-
TEJIBHOCTh aluWIupoBaHus 3 yaca. Beixon 2,42 1
(86%). np 1,4514, d,*° 1,284. Haiineno, %:
N 7,99, P 10,01. C;sH,N,OsP. Brruncneno, %:
N7,95, P 8,81. UK cnektp, v, oM 924-998 (P-O-
0), 1186 (C-O-C), 1273 (P=0), 1610 (C==0),
1644 (C=N), 1768 (C=0), 2358 (C=N); Cnektp
SMP 'H (CCly), m.n.: 1,18 T (9H, CHj, Jyy 6);
1,90 ¢ (3H, CH;C(0)); 2,92 ¢ (1H, CH); 3,81
K (ZH, CH20, JH»H 6), 3,98 M (4H, CHZOP, JH-P 9,
JH_H6); 7,46 M (SH, C6H5, JH—H 6)
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Amun-N-ouusonponokcugochopun(oenzoun-
yuano)ayemumuoam (4) CUHTE3UPOBAIIM TI0 aHa-
noruynoi Metoauke u3 2,00 r (0,0072 monb) STHI-
N-nuuzonpornokcudochopuin(Iuano )areTuMuIaTa,
0,16 r (0,0072 momp) u 1,01 r (0,0072 Moib) Xi10-
pucToro OeH30mIIa, TPOIOJDKUTEILHOCTh aAllUIIUPO-
Banus 3 yaca. Bexox 2,32 r (85 %). nD20 1,4562,
d,** 1,291. Haitzeno, %: N 7,57, P 8,12. CgHasN,OsP.
Beruucneno, %: N 7,37, P 8,16. UKcnektp, v,
eM :936-1002 (P-O-C), 1138 (C-O-C), 1240
(P=0), 1774 (C=0),1620 (C ===C), 1630 (C=N),
2380 (C=N); Cnextp SIMP 'H (CCly), M. 1,08 T
(3H, CH3, Jyy 6); 1,23 1 (12H, CH3, Jy.g 6); 2,66 ¢
(1H, CH); 3,70 ¥ (2H, CH,0, Jgy 6); 4,11 M (2H,
CHOP, Jyp 9, Ju.16);7,48 M (SH, C¢Hs, Jyp 6).
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E. V. Shishkin, O. V. Anishchenko, M. A. Shevchenko, A. V. Cherikov
ACYLATION OF N-PHOSPHORYLATED MONOIMIDATES
Volgograd State Technical University

Abstract. A method has been developed for the preparation of organophosphorus derivatives of imidic acids,

based on the acylation of N-phosphorylated mono-carbon active methylene group. The interaction of sodium
derivatives of monoimidates with acid chlorides leads to the formation of the corresponding monoacylated
derivatives, for which inhibition of acetyl esterase, esterase hydrolase, cutinase and other enzymes is highly
predicted.

Keywords: organophosphorus compounds,
biologically active compounds.
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