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Peakiueit menacsimenusix 5(4H)-oxcazononos ¢ N,N-(zumeTniaaMuHO)aJKMIaMUHAME OCYILECT-
BIeH CHHTe3 M OIMCAHBl (PUBMKO-XMMHUYecKMe Xapakrepuctuku N,N-(ZuMeTHIaMMHO)aJIKUIAMHOB
HeKoTOphIx N-3aMeleHHBIX O,p-ZeruzpoaMuHokucaor (deHmrananuHa, O-MeTHITHPO3MHA) H HX
4YeTBEePTHYHBIX aMMOHHUeBBIX coseil. OmpeneneHpl KOHCTAHTBI CKOPOCTEeH IICEBJOIIEPBOrO IOPsAKA
peakuuii pacKpeITHS LMKIAa HeHackimeHHBIX 5(4H)-okcazononoB N,N-zumerniaMuHOaIKUIAMUHAMHE.
IIpuBeseHsI pe3ynbTaThl UX PEAKIUI C SPUTPOLMTAPHON aleTHIXOMUHACTepasoil (AXD) u IIasMeHHOM
6ytupmixonuHactepasoir (ByXD) uemosexa. [lnf Bcex CHHTE3MPOBAHHBIX COEJUHEHUIl OIpeZeIeHbI
sHaveHus [Cso (KOHIEHTpALMs UCCIeAyeMOro COeAUHEHNUs, TP KoTopoi Habmogaercs 50% TopMmokeHye
CKOpOCTH XOnuHOSCTepasHoro ruzponusa 0.1 wmM auerwnTHOXOMMHA). YCTAHOBIEHO, YTO BCE
CHHTe3UPOBaHHBIE BellleCTBA 00JIaal0T AaHTHXOJIUHICTEPA3HOM aKTUBHOCTBIO M B OCHOBHOM CIIeLU(PUIHBI

1o oTHOmeHuIo K ByXD.

Ta6:. 2, 6ub. CCHUIOK 8.

Panee [1-3] Hamu GbLIO OGHAPYXXEHO, YTO XOJMHOBBIE 3(upsl N-3aMelneHHbIX
OL,B-AeTUIpOaMUHOKHUCIOT IPOABJIAIOT aHTUXOIMHACTepasHble cBoiictBa. C Iesbio
BBLABJIEHHS CBS3UM MEXIY XUMUYECKOH CTPYKTypOH M GHOJIOTMYECKOI aKTHBHOCTHIO
9TOTO pAfa COeNUHEHUN HaMH IPeIIPUHAT CUHTe3 2-(IUMeTHIAMHHO)STUIOBBIX U

3-(ZAUMEeTUIaMUHO)IPOIMIOBEIX aMuZoB N-3aMelleHHBIX IIPOU3BOSHBIX  O,f-
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gerugpodeHnnaaHuHa U O,B-gerunpo-O-meruntuposuna (5-8). Ilocremmue
IIOJIyYeHBI B3aUMOZeCTBIEM COOTBETCTBYIOIUX HeHachIeHHbIX 5(4H)-okcazomoH0B
(1 u 2) ¢ N,N-gumernnamunoankmwiamutamu (3 u 4) B cpeme sdupa. B cryqae
aMUHOAMUJa 5 B KayeCcTBe PeaKI[MOHHOW Cpensl MCHOIb30BaIuCh Tawke JTMOA u
STAHOJ, IIPU 3TOM peakuus 3aBepuraercs B TedeHue 0.5 u 2 u, COOTBETCTBEHHO, C
BBIXOJlaMH KOHeYHBIX MpoaykToB 91 u 85%, Torzga xak mpoBefeHue peakuU B Cpeze
adupa IpuBOIUT K 06pasoBaHuio aMuia 5 ¢ Berxogom 97%. Ilpu npumenenun sdupa
B KaueCTBe PeaKI[MOHHOM CpeZsl HaOMIOAAeTCs BhIIaZieHIe 0CafKa, YeM YIIPOLIaeTcs
IIpoLeAypa BIAEIEHNUS IeJIeBOTO MPOLYKTa.

OTMeTHM, YTO CHHTE3 CXOZHO IIOCTPOEHHBIX aMHUAOB O,f-ZeruaporpurnrodaHa
a3JIaKTOHHBIM METOZOM IIPOBOAMTCS KUIIAYeHHEeM B TeueHue 1-2 ¥ B cpeze cMecu
6enson-aueronutpui [4]. [lo mauusv [5], 2-merun-4-apunuges-5(4H)-oxcas3omoHsr
pearupyIor ¢ SUAIKUIaMIHOATKIWIAMIHAMY B cpefie xiopodopma B redeHue 1 .

KBarepHu3zamuio momydeHHSIX aMUZOB 5-8 ocymiecTBisin B3anMOgeiCTBHEM C
MOMMCTHIM METHJIOM B alleTOHe (Cxema).

4 _—
\( N % ‘2; AN
J< ®/
*\
\ e
Ar = CsHs, n=3 (1,4,6,10);
Ar = C¢éH4OCHs, n=2 (2,3,7,11);

Ar = CsH4OCH3, n=3 (2,4,8,12). O

AN

Ar = CsHs, n=2 (1,3,5,9);

BhIxozpl TOMyYeHHBIX YKa3aHHBIM CIIOCOOOM aMHHOAMHIOB 5-8 koie6iarcs B
npezesnax 92-98%, a ux fozmerniatos 9-12 — 78-96%. C H
CrpoeHns Bcex INONY4YeHHBIX COeJUHEHWH HOATBep>kAeHsl gaHHbIMM VK- n 3
AMP 'H cnexrpo. B HK-cmexkTpax coemunenuit 5-12 H@OTQﬂ_ MHHMNIKCH )HN
moryomenus mpu 1642-1652, 1650-1660 car, N)aKTepHme JJIs IBOMHOMN c13231/1 2
aMUZHOI KapGOHMIBHON TPYIIIIBI, COOTBETCTBEHHO. JacTOTa BaJeHTHBIX KOJIeOGaHUit C H 3
488 3.4

Ph
1,2



NH-amugno#t rpynmsl Haxogutcs B o6mactu 3200-3240 car’. Jauusie AMP 'H
CIIEKTPOB  TIOKA3BIBAIOT, WUTO CHHIJIETHBI CHTHAaJl IIPOTOHA [-IIOJIOXKEHHI
IeTUPOaMUHOKHICIOTHOTO OCTaTKa IpOABIAeTca B mpefenax 7.16-7.25 m.n., d4ro
CBUJIETEJIBCTBYET O Z-KOHOQUTYPAI[UH 3THX COeJUHeHUI [5].

IIpu onMHAKOBBIX KOHIIEHTPAIIMAX aMUHOB 3 U 4 U3y4yaau KOHCTaHTHI CKOPOCTU
packpsrrus HeHacsieHHBx 5(4H)-okcazonmonoB 1 u 2. HaiimeHnHble KOHCTaHTHI
IICEBJONIEPBOTO IIOPAAKA IIPUBEIEHHI B Ta6a. 1, U3 KOTOPOi BUIHO, YTO Y[ IMHEHUE
METHJIEHOBOM IIeIIOYKM MeXJy TIepBUYHOM U TPeTHYHOH aMUHOTPYIIIaMH B
aMMHHOM KOMIIOHEHTe IIPUBOJUT K BO3PACTAHHIO CKOPOCTH PEeaKIVU PaCKpPbITUA
OKCa30JIOHOBOTO IIMKJAa B cCiydae o6oux okca3onoHoB. OpHAako BBeZeHUe
METOKCUTPYIINIBI B IIOJNIOXeHUe 4 GeH30IBHOTO KOJIbIIA OKCA30JI0HA INPUBOJUT K
YMEHBIIEHUIO  CKOPOCTH  HcclemyeMoil — peakuuu.  VIHBIMEM — cjloBamy,
9JIEKTPOHOZIOHOpPHAA  TPyIIa  yBEIHMYMBAET OJIEKTPOHHYIO IUIOTHOCTh  Ha
peakIuoHHHOM IeHTpe (yriepos C5 OKca30JI0HOBOTO LIMKJIA), YMEHBIUIAsA CKOPOCTh
PAaCKpBITHSA OKCAa30JIOHOBOTO KOJBIIA. Takasd e KapTMHA paHee HaGIiofanach U B
peakuuax 2-MeTua-4(3aMeleHHBIX GeH3MINAEH)-5-0KCa30JI0HOB C GeH3MWIaMUHOM

(6].
Tabamumga 1

KoHcraHnTs! niceBromepBoro mOpaAKa peakiuy PaCKPhITH KA
2-¢enmn-4-apunmugen-5(4H)-okcazomoros (1 u 2)
IUMeTHIaMUHOAIKUIaMUHaMu (3 u 4) B sTaHoe npu 25°C

5(4H)-Oxcazonon Avun K, ¢’
1 3 1.44x103
1 4 9.36x103
2 3 3.22x10*
2 4 3.41x103

HccnemoBaHbl aHTUXOJMHOICTEpasHble CBOMCTBA aMMHOAMHAOB 5-8 u mux
ftommeTunaros 9-12. s Bcex CHHTe3MPOBaHHBIX aMUOB onpeenany sHadeHus [Cso
biv £:4 SPUTPOLUTAPHOM aIeTHIXOTNHACTEePa3hl u i L IIJTa3MeHHON
Oy TUPUIXOIMHACTEPA3hl YeT0BeKa.

Janusle, mpuBeZeHHble B Tabi.2, IOKa3pIBAIOT, YTO B ciaydae AXD Hamboiee
CIUIBHBIM ~HHTUOUTOPOM SBJseTcs 2-(JUMeTHIaMUHO)IPOIMJIOBBIA amuy —N-
6enzomwn-O-Metun-o,p-merugporrposuHa (8).

B cnaydae xe ByXD cpaBHMTENBPHO BBICOKOE aHTHXOJIHHACTEPAsHOE CBOMCTBO
IPOSIBJIAET MOAMETHIAT 2-(IUMeTHIaMuHO)3THIoBoro amuzna N-Gersonn-O-merr-
o,B-merugporuposuna (11).
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Ta6rma 2

AHTHXOTHHACTEpa3HEIe CBOMCTBA JUMETHUIaMUHOATKUIOBEIX
amMuoB N-GeH30MI-0,3-Z1eTHAPOAMIHOKHCIIOT 5-8 1 MX YeTBePTUYHBIX aMMOHHUEBHIX

cozeii 9-12

Coegunenue I((];:;(A;W I(C];;Xﬂg;l A/b
5 2.50 0.00454 550
6 2.00 0.0083 240
7 0.63 0.00026 2431
8 0.40 0.0042 96
9 0.71 0.00175 405
10 1.67 0.0015 1116
11 0.70 0.000076 11944
12 1.43 0.00096 1485

ITpusenennsie B Tabn. 2 BenuuuHsl 1Cs0 MOKA3BIBAIOT, YTO, KPOME COENUHEHUS
11, ocrampHBle aMuABl ABIAIOTCA MeHee CIeUM(PUYHBIMU MHTHOUTOPAMH IIO
orHomeHuio K byXD. B Tabn. 2 sTa cnenuduyHOCTS 0603HaUeHA KaK COOTHOUIEHHE
A/B, rie A u b ssnatorcsa 3Havenusmu ICso manHOro BemecTsa mit AXDO u ByXD,
cooTBeTCTBeHHO. VccieoBaHHbIE aMUHOAMU/IBI NPOSIBAAIOT oT 96 mo ~11944 pas
GonpmIyIo crennGUIHOCTD 1I0 OTHOWeHHIO K ByXD. /lna cpaBHeHMA OTMETHM, YTO
CeJIeKTUBHOCTh XOJIMHOBOTO 3¢upa 2-MeTOKCHOeH30MI-0,B-AernapobeHniaiaHHA
mo orHomeHuio K ByXD cocrasmser 384 [2]. Opmaxo B paGore [7] mpuBogmsrcs
JAaHHBIE O TOM, YTO IIPOM3BOZHOe rekcarugpodypo[3,2-b]-bypana mpossiieT
cnenudUIHOCTS 10 oTHOUIeHUIO K ByXD mo 51000 pas.

W3zyuens! aHTHOGAaKTepHaabHBIE CBOMCTBA CHHTE3UPOBAHHBIX aMuUioB 5-12 B
OTHOLIEHUN TPAMIIOJIOXKUTEIBHBIX CTAapIIOKOKKOB (St. aureus 1 um 209p) u
rpamorpunarensusix namodek (Sh. Dysenteriae Flexneri 6858 um E. Coli 0-55).
YcraHoBieHo, 4ro coepuHeHua 6, 8-11, o6mazaloT ymepeHHBIMU aHTHOAKTe-
puansHbIMu cBoiicTBamu (d=10-19 am), ycrymas KoHTposnpHOMY Tpemaparty ¢ypa-
sonuznony (d=24-25 mm). OcTaapHble COeQMHEHS JINUIIEHB aKTUB-HOCTH.

Takum o6pasom, Ha ocHoBe N-GeH30MI-2-(IUMETHIAMUHO)aIKUIOBBIX aMU OB
o,B-meruapodeHnIaTaHHA UM THUPO3MHA CO3JAHBI MHTUOUTOPHI XOJIHMHACTEpas, a
TaKKe TIIOMydYeHbl [aHHbIe, YKashIBalollMe HAa IEPCIeKTUBHOCTD JaabHeNIINX

IIONCKOB B OTOM HaIIpaBJI€HUMH.

JKCIlepIMeHTaIbHAS J9aCTh

VK-cmekTps: cuarst Ha croekTpomerpe “Nicolet Avatar 330 FT-IR” B Ba-
3exnHOBOM Macue, crektpst IMP 'H — xa “Varian Mercury-300” B pacrsope JJMCO-
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ds. Y®-cmextpsr cusarer Ha crmektpomerpe “‘Helios Gamma”. TCX mposezena Ha
mwractuHKax crrydon “UV-2547, smtoent — nponanon-soza (7:3), IposiBUTENb — Haphl
#ioma. Henacsimenusie 5(4H)-0xca3010Hb! IOTyYeHbI aHATOTUYHO [8].

Cunres coeiuuenmii 5-8.
(Z)-N-(3-(2-(JumeTnnamunO0)>THIAMIHO)-3-0KC0- 1 -dbeHmnpon-1-eH-2-wr)
oemsamug, (5). K cvecu 0.004 mosg 2-bennn-4-apunnzpes-5(4H)-okcasonona (1 win
2) B 50 azr puatunosoro adupa mobasiaior 0.004 mozg nuamuna (3 wiu 4) u cMech
[epeMelnBaloT IPU KOMHATHOM Temieparype 1 ¥ BemmaBmuil mpu atom ocamox

OT(IBTPOBBIBAIOT U IEPEKPUCTA/UIN30BBIBAIOT U3 GEH30JIA.

Cunres coemmuenws 5 mposegeH taxxe B cpege IM®A (5 aur) wiu stanona (10
m1). PeakoHHYyI0 CMeCh BBIAEPXKHBAIOT IIpX KOMHATHOM Temmeparype 0.5 wu 2 w.
K peakiumonno#t cmecu poGasmsor 50 1z Bompl, 0OpasoBaBIMICA OCAZOK
OT(hUIBTPOBEIBAIOT U IIePEeKPUCTA/IN30BBIBAIOT. [Ipu 5TOM BRIXOABI cocTaBiaiu 91.14
u 85.2%, coOoTBeTCTBEHHO.

(Z)-N-(3-(2-(JumeTrnaMuHO0)>THIAMIHO) -3-0KC0- 1 -herrnmpon-1-en-2-w)
6ensamuy (5). Berxox 98.5%, t.wr. 138-140°C, Rr 0.52. MK-cnexrp, v, cu’: 1644 (CO-
amupH.); 3221,3272 (NH). Cnexrp AMP 'H, 6, m.z., /712 2.20 (c, 6H, NMe2); 2.40 (T,
2H, J=6.7, NCH2); 3.29 (a1, 2H, J1=6.7, J=5.5, NHCH>); 7.16 (c, 1H, =CH); 7.21-7.34
(m, 3H, Ar); 7.42-7.56 (v, 5H, Ar); 7.62 (yw. 1, 1H, ]=5.5, NHCH?2); 7.98-8.02 (m, 2H,
Ar); 9.73 (yu. ¢, 1H, NH). Y®-cnextp A, m#a: Mi=205 (Ige1=4.68), A\2=223 (1ge2=4.58),
A\3=278 (lges=4.54). Haiizeno, %: C 71.03; H 6.91; N 12.64. C20H23N302. Bsruncnesno,
%: C71.19; H 6.87; N 12.45.

(Z)-N-(3-(3-(Jumerniamuno)npomnnaMuHo)-3-0Kco- 1 -bervinpon-1-eH-2-wr)
6emsamuz (6). Berxop 98.6%, t.mn. 128-131°C, Rf 0.47. UK-cumextp, v, car’: 1648 (CO-
amugH.); 3220, 3276 (NH). Cmextp AMP 'H, &, m.p., I/ 1.64 (2H, xs, J=6.5,
NCH:CH23); 2.04 (c, 6H, NMe2); 2.30 (T, 2H, J=6.5, NCH>); 3.24-3.31 (M, 2H, NHCH>);
7.20-7.33 (m, 4H, Ar); 7.42-7.55 (m, 5H, Ar); 8.01-8.08 (v, 3H, Ar+NH); 9.68 (yur. c,
1H, NH). Y®-cuextp A, mnr: Mi=202 (Ige1=4.54), \=278 (Ige2=4.32). Haiigeno, %: C
71.46; H 7.50; N 11.68. C21H2sN302. Berumcieno, %: C 71.77; H7.17; N 11.96.

(Z)-N-(3-(2-(JmmeTrnamuno)sTrIIaMuHO) - 1-(4-MeToxcub e )-3-okcompon-1-
eH-2-un)6ensamug, (7). Beixoz 92.9%, r.wr. 196-198°C, Rr 0.48. UK-cuextp, v, em’:
1641 (CO-amugn.); 3237(NH). Cuextp AMP H, §, m.z., /2 2.19 (c, 6H, NMe2); 2.39
(t, 2H, J=6.7, NCH.CH> NH); 3.28 (tzm, 2H, Ji=6.7, J=5.7, CH2NH); 3.78 (c, 3H,
OCHp3); 6.81-6.86 (M, 2H, CsH4O); 7.17 (¢, 1H, =CH); 7.43-7.55 (M, 6H, Ar, NHCH>);
8.00-8.05 (m, 2H, opro-CeéHs); 9.66 (ym. ¢, 1H, NH). Y®-cuexrp A, =az Ai=202
(lge1=4.66), N2=227 (lge2=4.59), \3=304 (lges=4.59). Haiigeno, %: C 68.72; H 6.42; N
11.63. C21H25N30s. Berancieno, %: C 68.64; H 6.86; N 11.44.

(Z)-N-(3-(3-(Jumernnamuno)nponunaMuso)-1 -(4-meroxcrudenwn)-3-okco-
npon-1-eu-2-wr)6ensamuy, (8). Beixon 93%, T.m. 155-157°C, Rr 0.43. VK- cmextp, v,
cm?’: 1643 (CO-amupw.); 3242 (NH). Coexrp AMP 'H, 6, m.z., /112 1.58-1.67 (2H, ks,
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J=6.5, NCH2CH>); 2.02 (¢, 6H, N Me2); 2.29 (T, 2H, J=6.5, NCH2); 3.27 (g, 2H, ]1=6.5,
J2=5.4, NHCH3); 3.78 (c, 3H, OCHz); 6.83 u 7.48 (mo 2H, o6a M, CsH4O); 7.23 (¢, 1H,
=CH); 7.44-7.56 (m, 3H, C¢Hs); 7.97 (yw. 1, 1H, J=5.4, NH CH2); 8.04-8.09 (M, 2H,
CeHs); 9.62 (yur. ¢, 1H, NH). Y®-crextp A, a2 Mi=202 (1ge1=4.69), \2=227 (lge2=4.64),
A3=303 (1ges=4.64). Haiizeno, %: C 69.33; H 7.01; N 11.13. C22H27N3Os. Bsruauciueso,
%: C 69.27; H7.13; N 11.02.

Ksarepuusanusa tpetrunux amuroamuos 5-8. K pacreopy 0.0006 moszs amuna
5-8 B 10 amr anterona mo6asisior 0.13 r (0.06 »zr, 0.0009 mozg) Hiogucroro metuaa u
PacTBOp OCTaBIAOT Ha 24 ¥ mpu KOMHATHOH Temneparype. OOpa30BaBIIUIiCA 0CaZOK
OT(MIBTPOBBIBAIOT ¥ CYLIAT HA BO3Ayxe. [lepeKpucTain3anuio MpoBOAAT U3 al[eTOHA
WU cMecu 3TaHoI-3¢up (1:1).

Wopmermmar (Z)-N-(3-(2-(JluMeTHIaMMHO)3THIAMHHO)-3-0Kco-1-ermmmporn-
1-en-2-wn)6ensamup, (9). Brixon 96.4%, t.mwr. 120-123°C, Rr 0.71. K-cmexrp, v, cm:
1638 (CO-amuzn.); 3400, 3214 (NH). Cnextp AMP 'H, 6, m.a., /1 3.25 (c, 9H,
NCHs); 3.58-3.64 (v, 2H, NCHz); 3.65-3.73 (M, 2H, NCH32); 7.22 (¢, 1H, =CH); 7.24-
7.36 (v, 3H, Ar); 7.44-7.59 (m, 5H, Ar); 8.01-8.05 (m, 2H, Ar); 8.38 (t, 1H, J=5.5,
NHCH2); 9.93 (yw. ¢, 1H, NH). Y®-cuexrp A, =az Mi=220 (lgei1=4.63), A\2=282
(lge2=4.39). Haitzmeno, %: ] 26.69. C21H26]N3Oz2. Brruucieno, %: ] 26.47.

Vonmernmar  (Z)-N-(3-(3-(JluMeTHIaMMHO) IPOIIIIAMUHO)-3-0Kco- 1 -herm-
npou-1-en-2-wr)6ensamuy, (10). Bsixoxn 95%, r.mn. 231-234°C, Re 0.76. IK-cnexrp, v,
e’ 1671 (CO-amugs.); 3229 (NH). Cnextp AMP H, 8, m.x., [ 1.96-2.07 (M, 2H,
CH>); 3.21 (c, 9H, NMes); 3.31-3.39 (m, 2H, NCH>); 3.48-3.56 (M, 2H, NCH>); 7.08 (c,
1H, =CH); 7.24-7.37 (m, 3H, Ar); 7.45-7.60 (M, 5H, Ar); 8.03-8.08 (M, 2H, Ar); 8.21 (T,
1H, ]J=6.0, NHCH); 10.00 (yur. ¢, 1H, NH). Y®-cuexrp A, zar: Mi=202 (lgei=4.72),
A2=219 (1ge2=4.68), A3=282 (lge3=4.45). Haitnero, %: ] 26.04. C22H28]N3O2. Bsruucieno,
%: ] 25.72.

Hommermnar  (Z)-N-(3-(2-(JumeTrnaMuHO)>THIAMHHO)- 1-(4-MeToKCHderyT)-
3-oxcompon-1-en-2-un)6ensamug, (11). Bsxom 88%, t.mm. 135-138°C, Re 0.75.
WK-cuextp, v, crr’: 1646 (CO-amugn.); 3237(NH). Crexrp AMP 'H, 8, m.zx., /2 3.25
(c, 9H, NMes); 3.57-3.71 (m, 4H, NHCH2CH>N); 3.79 (c, 3H, OCHzs); 6.83-6.89 (m, 2H,
CeHa); 7.24 (¢, 1H, =CH); 7.45-7.57 (m, 5H, Ar); 8.02-8.08 (v, 2H, CsHs); 8.29 (T, 1H,
J=5.5, NH); 9.85 (ym. ¢, 1H, NH). Y®-cuexrp A, mm: Mi=222 (lgei=4.54), \2=307
(lge2=4.38). Haitzmero, %: ] 25.21. C22H28]N3Os. Bsruucieno, %: ] 24.91.

Hommermar (Z)-N-(3-(3-(JumeTIaMIHO ) TpONUIAMUHO)- 1 -(4-MeToKCHbe-

Hwi)-3-okconpon-1-ex-2-wn)6enszamug (12). Beixon 78%, T.aur. 167-170°C, Re 0.8.
UK- cmextp, v, car’: 1656 (CO-amuzn.); 3427, 3217 (NH). Cuextp AMP 'H, §, m.1.,
T 1.95-2.05 (m, 2H, NHCH2CH3); 3.19 (¢, 9H, NMes); 3.30-3.37 (m, 2H, NHCHb»);
3.45-3.53 (m, 2H, NHCH2CH>); 3.79 (c, 3H, OCHs); 6.84-6.89 (M, 2H, CeéHa4); 7.07 (c,
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1H, =CH); 7.45-7.57 (m, 5H, Ar); 8.04-8.09 (m, 2H, CeéHs); 8.11 (T, 1H, J=5.5, NHCH>);
994 (yw. ¢, 1H, NH). Y®-crextp A, mm: Mi=221 (lgei=4.73), \=304 (lge2=4.58).
Haitmeno, %: J 24.53. Ca3H30JN3Os. Berumcierno, %: | 24.24.

(Z)-N-£BLeNbL-o,p-Y2P N UUPLNEENPLED
ThUGOPLUUNULNULYPLUURILELD 1k ULLULS 8N MU BEDPLUSLE D
UbPULEGAL NP ZUYURNLPULEURGLUQUSPL ZUSUNkE3NRULLEGT

d. 0. #NoNkI38UL, U. [}. NUNRL3UL, b. [}. QUM UNESUL,
4. 8m.. UUPRBUSUL L T. U. UULAUN8UL

Glubkny shwgbkgws 5(4H)-opuwmqninuutph b N,N-(nhubphjudhun)wjjhjudhuubph
thnjumqnbgmpinihg hpufubwuglty £ N-pkuqnpy ((-nkhhppnundhtinppmiubph (bl -
wqwlhth,  O-Ukphpnhpnghth)  N.N-(qhutphiwdhtn)uyhudhyiph b puig
snppopnuyjh wuntuhniduyghtt wntph uhupbkqp: Npnayby k N,N-
(qhutphjwuyhun)uyphjudhuttpng  shwgkgué 5(4H)-opuwmqninuitiph ghlh pugdwi
wulnnwoweohtt Jupgh ntwlghuyh wpugmpjut hwunwnnibp: FEpdws B dwpnne
Eppunipnghnughtt wgkwnpjunjhituptpugh b wppub uhdniyh poiphphjunihituptpugh
htwn uhtptqus dhwugnipniuubph thnjuwgptgnipjut wpyniuputpp: Uhtuptqus pnjnp
vhwgnipniiutph hwdwp  npnodlyp  Bu IGse (hbwnmwgnuynn — dhwgnipjut
Ynugktunpughwi, nph phwypnid wtnh k ntukunid Eughuh wunhynipjui duonid 50%-n1))
wpdbpubpp: Zwdwdwyt vnwugyus wndjuiukph, uhtiptqus ponp dhwgnipmoiitkpp
gnigupkpmud B hwwpnjhubuptpuquihtt - hwnimpniuubp @ hhdtwuund
uwtighdhl & poiphphyjunihitupttpugh hwbnby:

SYNTHESIS AND ANTICHOLINESTERASE PROPERTIES OF (Z)-N-
BENZOYL-a,-DEHYDROAMINO ACID DIMETHYLAMINOALKYL AMIDES
AND THEIR IODOMETHYLATES

V. 0. TOPUZYAN, S. R. TOSUNYAN!, I. R. KARAPETYAN',
K. U. AMIRBEKYAN? and S. A. MARKARIAN?

The Scientific Technological Centre of Organic
and Pharmaceutical Chemistry NAS RA
A.L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan str., Yerevan, 0014, Armenia
Yerevan State University
E-mail: vtop@web.am

A synthesis was carried out by the reaction of unsaturated 5(4H)-oxazolones with
N,N-(dimethylamino)alkyl amines and physicochemical characteristics of N,N-
(dimethylamino)alkyl amides of some N-substituted o,3-dehydroamino acids
(phenylalanine, O-methyltyrosyne) and their quaternary ammonium salts were described.
The rate constants of pseudo-first-order reactions for the cycle disclosure of unsaturated
5(4H)-oxazolones by N,N-dimethylaminoalkyl amines were determined. The results of
their interaction with human erythrocytic acetylcholinesterase (AChE) and plasmic
butyrylcholinesterase (BuChE) were presented. For all synthesized compounds the
values of ICs, (concentration of the studied compound at which a 50% inhibition of the
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rate of cholinesterase hydrolysis of 0.ImM acetylthiocholine was observed) were
determined. According to the obtained data, all the synthesized compounds showed
anticholinesterase activity and mainly they were specific towards BuChE.
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