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mepasa.

5-M11a30710HOBBIN OCTaTOK SIBJISIETCSI OCHOBHOM CTPYKTYpPHOM equHULIEH
psAda Kak MPHUPOTHBIX, TaK U CHHTETHYECKUX (PU3MOIOTHYECKH aKTUBHBIX COE-
nuHeHHH. CHHTeTHYeCKre TPOU3BOAHbBIE S-UMUAA30JI0HA MPOSABISAIOT IIMPOKUI
CHEeKTp OMOJOTHYECKOW aKTHBHOCTH. B psagy 2,4-muzamemnieHbix u 1,2,4-Tpu-
3aMEIIeHHBIX S5-UMHIAa30JI0HOB HAMIEeHBl COEAWHEHUS, TPOSBIIONINE aHTH-
OakTepuasibHbie [1], MPOTUBOrPUOKOBBIC [2], IPOTHBOCYAOPOKHBIC [3], MPOTH-
BOBOCHIAUTENbHEIC [4], MPOTUBOOITYXOJEBBIE [5] U aHaNbreTudeckue [6] cBo-
CTBa. YCTaHOBJIEHO, YTO NMPOHU3BOIHBIE S5-MMHUIA30JI0HOB MHTHOUPYIOT IHKIIO-
KcureHasy-2 [7], alleTUIXOJMUH- U OyTHPUIXOJUHICTEPasbl [§], a Takke MOHO-
aMUHOOKCHAa3y [9].

[Ipy wuccnenoBaHWM AHTUXOJUHACTEPA3HBIX CBOMCTB 1,2-mu3ame-
LIEHHBIX 5-MMHUJIa30JI0HOB [8] OBLIO YCTaHOBJICHO, YTO BBEACHHE B MOJICKYITY
TOJTyOJICYIb(OHMIBHON TPYIIIBI MOBBIMIAET aKTHBHOCTD BemiecTBa. Hacrosmas
CTaThs MOCBSAIICHA CUHTE3y M U3yUEHUIO aHTHXOJIMHAICTEPA3HBIX CBOWCTB HEKO-
TOPBIX TPOM3BOAHBIX |-3aMeIIeHHBIX 2-(PeHnT-4-(4-TOMyoNCyIbPOHIIOKCH-
OCH3WINICH)-5-HMH1a30JI0HA.

Cunre3 1eneBeIx |-3amerieHnble 2-GeHmT-4-(4-TonyoncynbGhOHMIOKCH-
OeH3WIHICH)-5-nMu1a30510HOB (8-14) ocyliecTBiieH IByMs IyTSMH — BBIIEIe-
HUEM 00pa30BaBLIMXCSI aMHIOB 2-7 B pe3ysbTaTe B3auMoJeicTBus 2-heHu-4-
(4-TonyoncynsporunokcuOen3mmmaeH)-5(4H)-okcazonona (1) u amkwi- wim
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apUJIaMHHOB U JjaJiee UX BHYTPUMOJICKYJISPHON HuKiIn3anuel (myTh A), a B He-
KOTOPBIX cydasx 0e3 BbIJeNIeHUS aMHI0B (CUHTE3 «B OJTHOM Kouoe) (myTh b).
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Tos = 4-CH3C6H4SOQ

R= NHCH,CH,OH (2,8), NHCH,CH,CH,O0H (3,9), CH,CH,N(C,Hs),
(4,10),CH,C4Hs (5,11),

CeHs (6,12), CsH,CHs-4 (7,13), CsH.OCH;-4 (14)

Puc. 1.

B3aumoneiicTBue HEHaCHIIIIEHHOTO OKCa30joHa 1 ¢ aMHHamMH OCYIIECTB-
JICHO B CpeJie OpraHNYECKUX pacTBOpHTeNei. B ciydae ankuinaMuHOB 1 OSH3MII-
aMHHA PEeakl{I0 TPOBOIMIN MPH KOMHATHOW TeMIlepaType, B TO BpeMs Kak
B3anMozelicTBue 1 ¢ apuiaMrHaMH OCYHIECTBISUIOCH KHUIISTYEHHEM PEaKIIMOH-
Ho#t cmecH (Ta6m.1). Iuknuzanus amuaoB 2,3,5-7 B S-umupazonons 8,9,10-13
OCyllleCTBIeHa UX B3aumojneuctBuem c 1,1,1,3,3,3-rekcaMeTriiiucuiia3aHoM
ITMAC) B AM®A. 1-(2-(AudTHnamuHo)31rd)-4-(4-TOMy0sCy1b()OHMITOKCH-
OensunuaeH)-5-umuaazonon (10) momyden B3aumopelcTBueM amuzaa 4 ¢ Tpu-
METHIIXJIOpCHIIaHOM. MIMua30110HEI 8 1 9 ObUTH Tak)Ke CHHTE3UPOBAHBI UCXOIS
n3 okcazonoHa 1 «B omHOU KOJIOe» Oe3 BbiAcneHus amuna. CuaTe3 1-(4-me-
ToKCUeHM)-2-PeHI-4-(4-TOTy0ICYIb(POHUIOKCH )-5-uMua3oiona (14) ocy-
IIECTBIIEH «B OJTHON Ko1Oe» (puc. 1).

C 1enpo BBISBICHHUS BIUSHUS POJH IBYKPATHOTO MPHUCYTCTBUS MMHIA30-
JIOHOBOTO OCTaTKa B MOJIEKYJ€ Ha aHTHUXOJHMHAICTEpa3HbIe CBOWCTBA COEIMHE-
HUS HAMU OCYIIECTBJIEH CHHTEe3 Ouc-5-ummunazoiona (16) B3ammoneiicTBuem
ouc-amuna 15 c¢ tpexxpatasiM u30bsITkOM ['MJIC. [IpomexyTouHblit OHc-amMun
15 cuHTe3upoBaH B3aMMOJIEHCTBHEM HEHACHIIIICHHOTO OKca3zoynoHa 1 ¢ 3TH-
JICHIUAaMUHOM B Cpejie dTuiarerara (puc. 2).
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Puc. 2.

Cunre3 mentumoB 17-19 ocymiecTBieH TpagullioHHBIM MeTomoMm [10].
Huxnuzamnus nentunos 17-19 B umuaazononst 20-22 ocymiecTBIsAIACH TAKKE C
nomomwpo I'MJIC B cpene AM®DA. OnHako npu NpoBeACHUH LUKIU3auuu N-
Oenzonn-o,3-aeruapo-O-ro3untupo3ui-pf-ananuna (17) wepes 15 mun (TCX
KOHTPOJIb) HAOJ0AI0OCh 00pa3oBaHUE MOOOYHOTO MPOAYKTa. Jis yTOUHEHUS
CTPYKTYPBI 00pa30BaBIIETrOCs MPOAYKTa PEAKIIMOHHYIO CMECh KUIISTHIIHN €IlIe B
teuenue 5 4. [Tocire 00pabOTKN peaKIIMOHHOW cMecH OBLT BBIIEICH 2-(heHm-4-
(4-tomyoncynb(QOHIITOKCUOCH3WIHICH)-5-uMUIa300I0H (23) ¢ BbIXOgOM 63%.
OTMeTHM, 4TO aHAJOTHYHOE SBIICHHE OBLIO 3apETUCTPUPOBAHO PaHee IIPH pPeak-
mn N-6en3om-o,3-aeruapodenmnananmi-B-amanuaa ¢ ITMJC [11] (puc. 3).
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[IpousBoaHbIe, comepKame OcTaToK 4-aneTuianuinaa (24) 1 aMuHOOCH-
30HHON KUCIOTHI (25,26), ObUTH TIOMYYEHBI KUISYCHUEM PEaKIMOHHOW CMECH
OKCa30JI0Ha 1 C COOTBETCTBYIOLIMM aMHHOM B CMECH O€H30J1 — YKCYCHasl KUCIIO-
Ta 3:1B TeueHnue onHOTO Yaca (puc. 4).
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Huknuzanus nentuaos 24 -26 B S-umMujazonoHsl  27-29 ocyiiecTBieHa
Takke peakuueit c IM/IC.

Boeixonel ¥ QU3MKO-XMMHUYECKHE KOHCTAHTHI MOJTYYEHHBIX COEAMHEHHH
npuBeneHbl B Tabn.1 u 2. B AIMP cnexrtpax nomyueHHbIX amuos (2-7, 15, 24),
menrtunos (17-19, 25, 26) u 5-ummnazononos (8-14, 16, 20-22, 28, 29) cunr-
JIETHBIN CHTHAJl BUHWJIBHOTO MPOTOHA MPOSIBISETCS COOTBETCTBEHHO Ipu 7.03-
7.18 M.1. 11 6.92-7.22 M.J1., 9TO CBUACTEIHCTBYET O Z-KOH(QUTYPALIUU ITHX COe-
JTUHEHUH.

ITo meromy [12] uccnenoBaHbl aHTUXOJIMHICTEPA3HBIC CBOMCTBA CUHTE3HU-
POBaHHBIX COEOMHEHHUH 2-29 MO OTHOWIEHWIO Kak K aleTUIXOJIMHAICTepas3e
(AXD, KO 3.1.1.7), Tak u k Oytupmixomuascrepase (byX3, K® 3.1.1.8). Cor-
JIACHO TIOJIYYEHHBIM NaHHBIM (Ta0:1.3) amuasl 2-7 u Ouc-amuz 15 B 3aBHCHMO-
CTH OT CTPYKTYPHBIX H3MEHEHHil B KoHIeHTpanuy 8x10° M unrubupyror AX?D
Ha 7-38%, a byXD Ha 10-65%. B 3ToM psimy cpaBHUTENBHO BBICOKYIO aHTHOY-
THPHWIXOIHHICTEPA3HYI0 aKTUBHOCTH MPOSIBIAET 2-TUAPOKCHAITHIAMH N-OeH-
30mI1-0,3-neruapo-0-(4-ronyon-cynbdonun) Tupo3una (2, 65%).
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Ta6auna 1
YcioBusi CMHTE3a, BBIX0IbI H (PU3MKO-XUMHYECKHE KOHCTAHTHI aMHI0B H
nentuaoB N-6eH30mi-o,-n1eruapo-0O-ToryocyabOHAITHPO3HHA

o BeI-
Haii-
Ne PactBopurens u ycnosus Brixon, T ., R eHO Bpytro- 4HC-
TIPOBEJCHUS PeaKLUl % °C f a o tdopmyna JIEHO,
N, % N. %
>

2 DrTUaanerar, KOMH. T., 24 4 87.0 160-163 | 0.36 5.46 C,sH4N,O6S 5.83
3 DrTHiaanerar, KOMH. T., 24 4 83.4 162-165 | 0.40 5.40 Cy6H26N206S 5.66
4 Dodup, KOMH. T., 1 4 84.4 98-100 0.27 7,55 CpH33N305S 7.84
5 DTunaneTar, KOMH. T.,1 4 70.0 170-172 0.76 5.18 C30H26N>O5S 5.32

D ., 20
6 THIAHCTAT, KHITL 833 | 195-197 | 035 | 573 | CuHuN,OsS | 547
MUH
7 Xnopodopm, kumsy. 5 4 46.2 191-193 0.59 4.99 C30H»7N,0sS 531

DTunaneTar, Kumsd., 30

15 874 | 135-137 | 045 | 599 | CuHuNOWS | 623
MUH
Boma- T T
17 ona aue“;j JKOMITS 00 | 174-177 | 034 | 521 | CoHaN,0sS | 551
q
Boma- T T
18 ona auem; JKOMILTS 908 | 145-148 | 037 | 501 | CoHaN.OsS | 536
q
Boja- 1:1, LT,
19 | 0@ auem;q KOMILT 88.4 8890 | 022 | 485 | CaHiN:O:S | 5.0

B N
24 | DEMOITYROYCHATKUCIOT 1 o5 g 1 905208 | 043 | 523 | CyHaN2OGS | 5.05

3:1, kumsy., 1 9

B -
g5 | CEMOITYROYCHATKUCIOT 1 65 1 511213 | 046 | 528 | CyHuN.OS | 5.03
3:1, kumsy., 1 9

B -
26 | CCMBOITYROYCHATKHCOTA oy | 213016 | 045 | 440 | CoHaN:OSS | 479

3:1, kunsy., 1 a

*[lonBmxHast ¢pa3a: OeH301I-MeTaHOT 5:2.

W3 gunentunoB 17-19 u 25, 26 B KOHIEHTpALUU 8x10°M CpPaBHUTENIBHO
BBICOKYIO aKTHBHOCTH IO OTHOIICHHIO K AXD TposBIsieT 3TWIOBHIA 3¢up N-
OeH30mI-0,B-nerunpo-0-(4-ToryocyIb()OHNIT ) THPO3UIT-TT-aMIHOOCH30MHO
KkucaoTel (26, 31%), a o otHomeHuto k byX — N-Oenzoumn-a,B-aeruapo-0-(4-
TOJTY OJICYIb(OHIIT) TUPO3UII-E-aMUHOKaIpoHoBas kucnota (19, 41%). Hago ot-
METHUTh, YTO 5-UMHUAA30JI0OHBI IO CPAaBHEHUIO C COOTBETCTBYIOIIMMHU AMHJAMHU
6osiee 3pPeKTUBHO MOMABIAIOT aKTHBHOCTh Kak AXD (18-77%), tak u byXD
(26-100%). B 3TOM psiy CBOMMHU aHTHAICTHIXOJMHICTEPA3HBIMUA CBOMCTBAMU
B KoHIeHTpamuH 8x10° M Boimensiercst (Z)-3-(5-okco-2-(enni-4-(4-(tomyon-
CyIb()OHUITOKCUOCH3WIHICH )-4, 5 - muruapo- 1 H-nMunazon- 1 -mr)-nipornoHoBast
kucnota (20, 77%). B ciayuae xe ByX3 Hammydmmm uHruOUTOpOM 3TOTO (ep-
MeHTa sBisieTcst (Z)-1-(3-ruapoxcunpornn)-2-peHnn-4-(m-TonyoncyashoHnI-
OKCHOCH3MINICH)-5-MMH1a30710H (9), KoTOpbIil B KoHueHTparmn 8x10°M mo-
JaBisieT akTUBHOCTE by XD Ha 100%. YcTaHOBIEHO TakXKe, 9TO COeTUHEHNE 9 B
xoHnenTpanuy 8x10”7 M urru6upyer byX? na 33%, a B koHIEHTpamuu 8x10°
"M - Ha 16%.
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Tao6auna 2
YcioBusi CHHTE3a, BBIXOAbI U (PU3HKO-XUMUYECKHE KOHCTAHTBI 2-peHnii-4-(4-
TOJIY0JICYJIb(OHNTOKCHOEH3NITUIEH)-5-UMUTa3010HOB

IIponon- B

Berxon, % JKUTENb- Haii- P
Bpyrro- 4uc-

No HOCTb T, R JIEHO
Meton A Meton b peakuuy, °C f N, % (opmyia ﬂ;};/()’
MUH 0
8 84.5 82.1 20, (45)** 131-133 | 0.54 6.20 Cy5H2N>O0sS 6.06
9 82.8 84.2 20 (30)** 128-130 | 0.67 5.51 CyH24N>0s5S 5.88
10 72.9%** - 120 102-105 | 0.65 7.95 Ca9H31N304S 8.12
11 84.3 - 35 141-143 | 0.85 5.18 C30H24N204S 5.51
12 87.5 - 25 77-80 0.68 5.31 Ca9H2N>O4S 5.66
13 84.0 - 25 137-139 | 0.78 5.26 C30H2sN>2O4S 5.50
14 - 87.3 45 193-196 | 0.65 5.12 C30H24N>0s5S 5.34
16 84.9 - 25 225-228 | 0.76 6.01 CysHaoN4OoS 6.36
20 68.9 - 15 154-157 | 0.58 5.43 Ca6H2oN2O6S 5.71
21 90.0 - 25 140-142 | 0.45 5.11 Cy7H24N206S 5.55
22 82.4 - 30 125-127 | 0.46 542 CaoHpsN>O6S 5.26
23 63.2 - 5 yac 279-281 0.62 6.39 Cy3H sN>O4S 6.69
27 85.4 - 45 203-205 | 0.58 5.08 C31H24N>05S 5.22
28 90.7 - 20 242-245 | 0.78 5.01 C30H22N206S 5.20
29 89.6 - 25 191-194 | 0.77 4.57 C3HopsN2O6S 4.94

*[TogBrxHas daza: OeHzon-meraHon 5:2.
** [IpoJOIDKUTENILHOCTD peakiuu npu meroje b.
***C npumenenneM TMXC B kauecTBe JeTHIPATHPYIOIIETO areHTa.

J1s HEKOTOpHIX S5-MMHIA30JI0HOB OMPEAETSUIA TakKe KOHIICHTPAIHIO,
uHrnoupytromryto xonuHacrepassl Ha 50% (ICsgy,, T201.3) 1 cnenuduIHOCTH MO
otHomeHUI0 K byXD (tabn.3, A/b). Kak mokaspiBatoT naHHble Tabn. 1, Bce
WCCIIEIOBAHHBIE COCTUHEHHS MPOSBISAIOT CIEUU(UIHOCTh MO OTHOUICHHIO K
byX3. Ilo manubiM ICspy, CpaBHUTENBHO BBICOKYIO AHTHOYTHPHIXOIMHIC-
Tepa3Hyl0 aKTHUBHOCTb, KaK M 0KMJAJIOCh, MPOSIBIAET coenuHerue 9 (67 nM).
Hano oTmeTuTs, 9TO 3TOT pe3yabTaT Majlo YCTYIaeT U3BECTHOMY B JIUTEpaType
npenapary Takpun (byXD ICsp,= 47nM) m B 10 pa3 ycrymaer aKTHBHOCTH
coenunenus 23, 3nauenue 1Csgy, KoTOpOro 1o JaHHbeIM [§] cocTaBiseT 6 nM.

ITo meronmy [13] uccienoBaHbl TaKKe AHTUpPAAUKAIbHBIE CBOWMCTBA Kak
CHHTE3MPOBAHHBIX aMHUIOB, TaK U UMHIA30J0HOB. Y CTAHOBJIEHO, YTO BCE CHH-
TE3UpPOBAHHBIE BEIIECTBA, KPOME S-MMHa30I0HA 23, IPaKTUYECKH JTUIIECHBI aH-
TUPAJUKAIBHBIX CBOMCTB, a coeauHeHue 23 B koHeHTpauuu 0.02 M nposiBuseT
20% wuHrnbupoBanuss B TeueHHe 40 MHH 1O OTHOLICHHIO K CTaOMIIBHOMY
panukany 2,2’ -audeHun- 1 -mukpuiaTruapaswty B COOTHomeHnu 1:1.
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Tao6auna 3

AHTHXOJHHICTEPa3HbIe CBOiicTBa aMui0B 2-7, 15, mentugon 17-19,
24, 25 N-0eH3ona-o,3-1eruapo-0O-1oayosicyabHOHUATHPO3UHA U 2-hennii-4-(4-
TOJIY0JICYIb(OHNTOKCUOEH3NINIeH)-5-uMua3010H0B 8-14, 16, 20-22, 26,27 B
KoHnenTpanun 8x10°M

Ne AnTtnauerun- | AHTHOYTHUpPHII- AXD ByX3
XOJIMHOBAs XOJIMHOBAs 1Cs0,, nM 1Cs00,, nM A/B**
aKTUBHOCTB, | AKTUBHOCTB, % (A) (b)
%
2 26,5 65,8 4286+476 17117 25.1
3 32.5 63,2 52734283 296+71 17.8
4 7.2 25.6 - - -
5 223 32.0 - - -
6 38.5 40.8 - - -
7 8.7 10.8 - - -
8 74.4 100 440+55 131+23 34
9 64.9 100* 3913+88 67+10 58.4
10 19.0 54.7 40830+851 | 7566+423 5.4
11 39.3 40.0 - - -
12 45.9 46.1 - - -
13 45.1 43.5 - - -
14 33.6 34.5 - - -
15 314 42.1 - - -
16 32.8 89.5 4487+275 755+14 59
17 21.2 24.9 - - -
18 29.5 35.5 - - -
19 30.9 41.9 - - -
20 77.9 78.9 647491 316+30 2.1
21 39.3 80.3 5479+77 582+43 9.4
22 42.9 43.5 - - -
23 29.0*** 87.0%** 4201*** 6F** 700%***
24 27.7 15.1 - - -
25 30.5 24.4 - - -
26 31.9 7.1 - - -
27 18.1 42.0
28 29.3 26.9 - - -
29 39.0 44.4 - - -
TaKpI/IH _ _ 190**** 47**** 40
*Ipu 8x10°M.

** CrienuUIHOCTE IO OTHOIIEHUIO K by XD.
*4* JlaHHBIC B3ATHI U3 paOOTHI [§].
*%%** JlaHHBIC B3STHI U3 paboTHI [14].

HayuHo-TexHOMIOrM4YeCKUil IeHTP OpraHuYecKoi
u ¢apmaneBTryeckoi xumuun HAH PA

e-mail: vtop@web.am
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UYnen-koppecnongeHT HAH PA B. O. Tony3sin, A. A. OraHecsiy,
B. M. Ka3osnn, E. P. Anekcansin

CuHTe3 1 AHTHXOJIMHACTepa3Hble CBOCcTBA (Z)-1-3aMenieHHbIX-2-peHnI-
4-(n-T10J1y0JICYIb(POHUTOKCHOEH3UTIHN/IEH )-5- MM HU/1230,I0HOB

C mpuMeHeHHEeM pa3INYHBIX METOJI0B CHHTE3a Ha 0aze 2-peHni-4-(4-Toayoncyib-
¢donunokcubdensmaeH)-5(4H)-okca3onona MONyyYeHbl pa3jiMuHble ANKWI- U apuia-
MUBI, a Takke nentuasl N-Oer3omt-a,B-neruapo-O-tonyoncynbdonuntuposuna. [lo-
Jy4yeHHbIE COEIUHEHUs B3aumojelcTBueMm ¢ rekcamerwiaucmwiazaHoM (I'MJIC) umu
TPUMETHIIXJIOPCUIIAHOM TIPEBpaIleHbl B COOTBETCTBYIOIIME (Z)-1-3amernieHHble-2-(de-
HUJI-4-(I1-TOTY0JICY b OHUIOKCHOCH3WIINIEH )-5-IMU1a30JI0HBL. B HEKOTOPBIX Cirydasx
S-umunazononsl moiydeHsl ¢ npumenerneM ['MJIC w3 HeHaceimenHoro S5(4H)-okca-
30JI0HA OCYILECTBIEHUEM CHHTE3a «B OJHOM KOyOe». V3yueHbl aHTHXOINHICTEpa3HbIe
CBOMCTBA CHHTE3MPOBAHHBIX COCTUHECHUH 10 OTHOIIECHHUIO KaK K alleTHIIXOJIHMHICTEpas3e
(AXD), Ttak u x OyrupmwixomuadcTepasze (byXD). YcraHoBineHo, 4TO MO WHTHOMPYIO-
IIFM CBOWMCTBAM IO OTHOIIEHHIO K 000MM (hepMeHTaM aMHIbI U MenTHAbl N-OeH30mII-
o, B-neruapo-O-TormyoncynbOHUATHPO3UHA YCTYIIAIOT COOTBETCTBYIOMIMM S-UMHIA30-
smoHaM. Ha ocHOBaHMM TOJYYEeHHBIX IAaHHBIX YCTAHOBJICHO TAaK)KE, YTO CHHTE3MPOBAH-
HBIE COSMHEHHS B OCHOBHOM MIPOSBIISIOT CIIEI(PHIHOCTH 110 OTHOIIEHHUIO K by X0.

22.9UU. prpujhg wiunud 9. O. Pnthmqyui, U. U. Zndhwithujub,
9. U. N wgqnui,G. [} Ujkpuwiyui

(Z)-1-(nbnuljujus-2-phuh-4-(y-nnmnjunipbnhjopuhptigh hyku)-
5-huhnugninuittinp upiptqp b hwwn hutuptpuquyh
hwunljmpniuutpp

2-ptuhi-4-(4-nnninjunydnihjopuhpbiqhihnt)-5(4H)-opumugqninth  hhuph {Jpw
uhuptqh wwppkp dkpanubph Yhpwundwdp vnwgdus ki N-pkuqnpi-o,p-nihhnpn-O-
wunjninjunijdniihjphpnghtth mwupptp wiihi- b wphjudhnubp b whkwywhpukp: Unwugus
dhwgnipniuibpp hbipuwidbphinhuhjuquith (ZU%U) b tndbphipinpuhjuith htin thnju-
wqpbgnipyudp Jhpwsylp b hwdwywunwupwi (Z)-1-(nbnuljuqus-2-$tupy-4-(u-
wnnninjunipbnithjopupptighihnki)-5-hihnwugqninuubph: Npny pbwpbpmd 5-huhnwqn-
Intubkpp vnnugdus i 2ZUTU-h Yhpundwdp shwglgus 5(4H)-opuwgninuhg' «ukl Yng-
paynud» nkwlghuyh hpuwiwgdwdp: Nunidbwuhpdws Eu uhtiptqus vhugnipinii-
utiph hwlwpunjhutupbpuquyht hwnlnipnibubpp hywbu wgkphijunhubuptpugh
(UVE), wytytiu by poiphphiunihubuptpugqh (PFnvk) hwinby: 8nyg b wipdws, np kpynt
dtpdbkunp tjundwdp b wpghjulng hwnlnipniuubpny wdhnubpt nt whkwwnhpukpp
qhonud ki hwdwwywiwupuw 5-huhpuqnnuubphtt: Unwugws wndyuitph hhuwb Jpu
twl gnyg E wpjws, np uhtiptqué vhwgnipniiubpp hhdbwlwinid gnigupbpnud G
Runpnnujwinipnit AnlvE-h tjundwdp:
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Synthesis and Anticholinesterase Properties of (Z)-1-substituted-2-
phenyl-4-(p-toluolsulphoniloxibenzilidene)-5-imidazolones

There were received various alkyl- and arylamides and peptides of N-benzoil-a.,3-
dehydro-O-toluolsulfonyltyrosine with the application of the methods of synthesis on
the base of 2-phenyl-4-(4-toluolsulfonyloxibeziliden)-5(4H)-oxazolone. Received com-
pounds with the interaction of the hexametyldisilazane (HMDS) and thrimethyl-
chlorosilane (TMCS) were converted to the corresponding (Z)-1-substituted-2-phenyl-
4-(p-toluolsulphoniloxibenzilidene)-5-imidazolones. In some cases 5-imidazolones
were received from 5(4H)-oxazolone with application HMDS by «one pot» synthesis.
There were studied anticholinesterase properties of synthesized compounds in relase to
acethylcholinesterase (AChE) and butyrylcholinesterase (BuChE). There was estab-
lished, that by the inhibition properties in relase to the both of ferments amides and
peptides of N-benzoil-a,-dehydro-O-toluolsulfoniltirosine concede to the correspon-
ding 5-imidazolones. According to the received data there was also established, that
synthesized compounds basically show specificity to the BuChE.
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