I'C. AXMETOBA

CHUHTE3 HOBBIX ITPOU3BOJAHBIX 1-2-@EHUJIDTUJI)-
4-9TNHWJI-4-I' N TPOKCUITUTTEPUNHA

(IIpeocmasnena axacemuxom HAH PK K JI. Ilpanuesvim)

Ha ocuose 1-(2-(heHMIITIIT)-4 -3 THHII-4 -THAPOKCHITHIIC PHANHA CHHTC3HPOBAHBI €T0 COOTBCTCTBYFOIIHI AUME],
KETOMHIICPHION H CJIOKHBIC 3(DVUPHI TTOCICTHCTO. YCTAHOBICHO CTPOCHHC ITOIyYCHHBIX HOBBIX COCTHHCHHUH HA OCHOBC

UK cnekrpockonuu.

HaTepec k XuMun HaChIICHHBIX A3AITHKITHICC-
KUX COCOWHCHUU BBI3BAH TCM, UTO OHH BXOIIT B
COCTaB MHOTHX MPUPOTHBIX U CHHTCTHUCCKUX JIC-
KapCTBCHHBIX MPEMAPATOB U 9aCTO 00YCIOBINBAIOT

ux (papmakorormaeckyro akTUBHOCTh. OcoObIil HH-
TEpeC MPEACTABISLIOT IPOU3BOAHBIC MUTICPUINHA C
pasTuUHBIMU (PYHKIMOHATBHBIMHA IpymnaMH (kapoo-
HWJIbHAS, THAPOKCHIBHAS, STHHUIBHAS U T.1.), HAIH-
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TaGmuita 1. Beixoabl n Gu3HKO-XHMHYECKHE XaPAKTEPUCTUKH COeJHHEHUI
Nocoegr. Brxon, % R; T, C° WK-crrextp, Hem?!
c=C O-H C=0 cn.5¢. C=0 xapb.
il 92.8 0,14 47-48 - 3460 - 1720
11 83,0 0,25 228-229 - - 1740 1720
v 76,5 0,26 169-170 - - 1760 1740
v 51,6 0,30 173-175 - - 1760 1720
VI 34,0 0,52 160-162 2117 3414 - -
VI 91,0 - 175-177 2123 3417 - -

YHE KOTOPBIX MMPUBOAUT K BOZMOKHOCTH IIPOBOANTD
pasIHYHbIC MOTUPUKALMHA MOJICKYIBI H ITOSIBJICHUIO
Pa3HOOOPa3HBIX OUOMOTHUCCKUX CBOUCTB. M3yucHue
BIHSHUS 3aMCCTUTEICH HA (PU3HOTOTHICCKYIO aK-
THBHOCTb COEIMHEHUH psaa MATIEPUINHA ABIIETCSA
BKJIAJIOM B Pa3BUTHE TEOPETHICCKON XUMHUH U TIPEI-
CTaBICT OONBIIOH MPAKTHUCCKUH HHTEPEC.
Bricokas dapmakonoruueckas akTHBHOCTD
A30TUCTBIX TFETEPOLHKIOB, COCTABHON YacTbIO KO-
TOPBIX ABIAETCA 4-THAPOKCUITUIECPUANH, BHI3BAIA
OTPOMHBIM ITOTOK UCCAEA0OBAHUI [0 CUHTE3Y UX I'O-
MOJIOIOB, QHAJIOTOB U PA3JIMYHBIX MPOU3BOJHBIX, &
TAKXKE OLCHKE UX CIOCOOHOCTH BMATH HA (hapma-
KOJOTHUYCCKUE CBOHUCTBA MOJICKYJIbI. 3aMCIICHHBIC
MMUTIEPUINHBI OTHOCHT K TaK HA3BIBAEMBIM (IIPHUBH-
JETHUPOBAHHBIM CTPYKTypam», MOCKOJIBbKY OHU CIIy-
JKaT OCHOBOM A5l CO3JaHUS JIEKAPCTB C PA3TUUHBIM
THUIIOM GHOJIOTHYECKOTO AeHCTBHS. MONCKYIIPHBIN
JU3aHH MOJICKYIbl MUNICPUANHA JACT XUMUKaM 3¢-
(PCKTHUBHBIH «HMHCTPYMCHT» JJIS CO3AAHUS LICHHBIX
JICKapCTB, 00IaA0MIMX IHPOKUM CHEKTpoM dap-
MaKOJIOTHYIECKOTO AeHCTBUA. B Mexuimue Hammm

mupokoe npuMeHenue donee 100 nexapcrts, coznan-
HBIX HA OCHOBEC MPOU3BOAHBIX nunepuuHa /1-4/.

B naboparopuu XUMHH CHHTETHYICCKUAX U TIPH-
POIHBIX JICKAPCTBCHHBIX BernecTs MHCTHTYTA XU-
mudeckux Hayk um. A b, Bexryposa Haubonee nep-
CTICKTHBHBIC COCMHE HAS-TTHACPBI BBISBIICHBI B PSITY
MPOU3BOJHBIX MUIICPUANHA, COACPKAMMX (PeHUID-
TUWIbHBIM 3aMECTUTEb V aToMa a3oTa.

B pabote /5/ OpIno mokazaHo, YTO MPOU3BOA-
HbIC |-(2-3TOKCHATHT)TUNICPUINHA, COACPKAIIKC B
4-MONOKECHUH ALICTHUIBHYIO TPYIITY, 0071aJa10T BbI-
COKHUM aHambretTuueckuM aedcteueM. C  uenbpro
W3YUCHHS BIUSHUS PUPOIbI 3aMECTUTEIS TIPU aTO-
Me a30Ta Ha (PapMaKOJIOTHUYCCKYIO aKTUBHOCTh Ha
ocHoOBe aueTuneHoBoro cnuprta (1) 6pu1 monyucH
cootseTcTBYOIHN KeTormnepuaon (1) u ero ciox-
weie 3dupsr (I1-V). 1-(2-Oenunstun)-4-auetui-
4-ruapoxcununepuaud (I1) Obit moxyyeH ruapara-
uueH srunmunepugona (1) B yeaosusix peakuuun
Kyueposa. Aupnuposanue ketocnmpra (1) ocyime-
CTBJICHO O OOLICTIPHUHATON METOAHKE U C XOPOIIH-
MH BBIXOJAMU MOJIYICHBI COOTBETCTBY FOLIUE THAPO-
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XUMHA

xaopuast ykeycHoro (III), mpommonosoro (IV) u
ocuzoiiaoro 3¢upos(V).

B UK cnexrpax CHHTE3MpOBAHHBIX BEINECTB
MPHUCYTCTBYIOT PsA XapaKTCPUCTUYHBIX MOJIOC MO-
[IOIICHHMS, YTO MOTHOCTHIO MOATBEPKAACT UX CTPO-
euue. Tax, B UK-cnextpe wxerocnupra (II) mpu-
CYTCTBYCT CHJIbHAS MOJOCA MOTTOLICHUS KapOOHU-
JMa aueTHIbHOM rpynmsl B obmactu 1720 em' u mo-
noca ruapokcuapHou rpymmns (0-H) B o6nactu 3460
eM!, a Taxoke ucue3aroT nojaoce! nomomenus =C7H
u C=C cpaseii B obmactu 3310 e m 2220 cm!,
COOTBETCTBCHHO, YTO XapaKTCPHO Al HCXOTHOTO
auetuneHoBoro crupra (I).

B UK-cnextpe cnoxupx 3¢gupos (111-V) nme-
10TCS THO0 1yONAETHBIE MOIOCHL, THOO0 ITUPOKHUE MO~
aocel nornoteHust 1Byx C=0 cBsi3eii, KETOHHOH U
caoxxu03hupHON. Beixoasr U PU3HKO-XUMUUCCKUC
xapaxrepuctuku coeannaeHuil (I1-V) npeacrasaeHst
B Tabmuue 1.

HssectHO, uTo crepeonsomepnr 1.4-0uc(1,2,5-
TpuMeTHI-4-ruapokcu-4-runepuann)-Oy taqunHa- 1,3
Mpenapar akmuHo /6,7/, MOAYICHHBIC OKUCTUTE Th-
HOH AuMepH3annei crepeonzomMepos 1,2,5-tpume-
THA-4-3THHUI-4-THAPOKCH-TTHNIEpUANHA 110 | Tsii3e-
PV, IPOSIBISIIOT BRIPAKCHHYFO CTHMYIHPYEOLLY 0 POCT
PacTCHUH aKTHBHOCTh W 3HAYUTCIBHO VBCINYHBA-
0T VPO’KaHOCTh OBOLIHBIX, 3CPHOBBIX H APYTHX
KyabTyp. B Hawei naboparopun ¢ Henbro H3yueHUS
BIHSTHUS CTPOCHUS COCTUHCHUH HA POCTCTUMYIHPY-
IOLIYIO aKTUBHOCTD, B YACTHOCTH, OTCYTCTBHS JBYX
MCTHIBHBIX TPV ¥ 3aMCHBI MCTUIIBHOTO PaIuKa-
7a B 1-oM MOJ0KEHUU NHUIICPUINHOBOIO LIUKIA HA
3TOKCHATHIBHBIN paHee ObLT CHHTE3UpoBaH  1,4-
ouc-1-(2-3Toxcnatin)-4-ruapokcu-4-nunepuan| oy-
taauus-1,3 (KA3-4) /8,9/, koTopsIii MPEBOCXOAUT IO
AKTUBHOCTH aKITHHOJ.

Ha ocHoBaHWM BBIIICH3MOKEHHOTO € LICITBIO
MONYYCHHS aHajaora aknuaona u romonora KA3-4
MPEACTABIAIO HHTCPEC CHHTC3UPOBAHUEC HOBOTO
JTUALICTUJICHOBOTO MPOU3BOIHOTO HA OCHOBE 1-(2-the-
HUIATHN)-4-3THHUI-4-ruapokcununepuauna (I).

OKHCTUTETBHYIO JUMEPU3ALHEO STHHUITHIICPH-
nona (I) ocymectsasnu B armocepe Kuciaopoaa u
B PacTBOPE CYXOro AHOKCaHA B MPHUCYTCTBUH KaTa-
JUTHYCCKHUX KOTHYCCTB CBCIKCIPUTOTOBICHHOM O
Hoxyiopuctol meau. [lpu atom ¢ Beixomom 34,0 %
OBLT MOJYYCH AHALCTUICHOBBIH TiuKob (VI) ¢ T
1. 160-162°C, R, 0,52. B UK cnexrpe ramkons VI
OTCYTCTBYCT HHTCHCHBHAS [TOJIOCA MOTIOLICHHS Ba-
aeHTHBIX KonmeOanuii =C-H cBasu (tadm. 1).
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Pe3some

1-(2-beHMIa I ) -4 -3TUHWI -4 -TUAPOK CUITHTIC PUIH
HeTi3iHIe OFaH cafikec IUMep, KeTOTIMITPUION XOHE COHFbI-
CHIHBIH KYpedi adupiepi cuaresnenred. MK -criekpocko-
MUSI HeTi3iHAe albIHFAH XaHa KOCHUILICTAPIBIH, KYPBLUTBICH
AHBIKTAJIFaH.

Summary

On a base of 1-(2-fenylethyl)-4-ethynyl-hydroxypiperidine
its corresponding dimer, ketopiperidol and its esters (acetate,
propionate and benzoate) had been synthesized. The structure
of synthesized compounds has been established via methods
of IR spectroscopy.
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