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T. K. HCKAKOBA

O 3ABUCUMOCTHU AHAJIBI'ETUYECKOI'O JEACTBUS
OT XUMHNYECKOI'O CTPOEHUA
HEKOTOPBIX ITPOU3BOJAHBIX 4-IIMITEPU/10JIOB

Buvisignenvt Hekomopbie 3a8UCUMOCIU AHATLEEMULECKO20 0eUCMBUsT O XUMUYECKO20
cmpoenuss 6 pady 1-(2-omoxcusmun)-4-ankunun- u - 1-(2-omoxcusmun)-4-anxun-4-

auwzoxcununepu()uﬁoe.

BBengenne HOBBIX (pParMEHTOB B MOJIEKYJY COEOUHEHUS-TUAEpa  SABISIETCS
paloHaIbHBIM  CHOCOOOM  TOMCKa (PapMaKOJOTHYECKH AaKTHUBHBIX  COCIMHEHMM.
HccnepoBaHusiMu, MPOBOJAMMBIMU B JIJA0OPATOPUM XHMHUHM JIEKAaPCTBEHHBIX BELIECTB
NuctutyTa XxXumnyeckux Hayk uM. A.b. bektypoBa MOH PK Ha npoTsokeHUM HECKONBKHAX
JECSITKOB JIET, TIOKa3aHO, YTO MOAU(UKAIM CUHTE3UPOBAHHOIO paHee B Ja00OpaTopuu U
BBIOPAHHOTO B KA4eCTBE OCHOBHOI'O 0a30BOr0 CHHTOHA 1-(2-3TOKCHATHII)IMUINIECpHI0HA-4
OPUBOJUT K BEIIECTBAM, OOJAJAIOIIUM I[IUPOKUM CIEKTPOM (HapMaKOJIOTHYECKOTO
NEUCTBUS.

[IpuaepxuBasich Ha HACTOSIIEM dTalle HAIIUX 3HAHUN yOeXIeHUs 00 OrpaHMYEHHBIX
BO3MOXKHOCTSIX, KOTOpbIE XUMHUYECKasi CTPYKTypa cama 1o cede, 0e3 ydyera psajga Apyrux
(akTOpOB, MOXKET NaTh JJIs MpeABUAeHUS (apMakogoruyeckux 3h@exToB, HE cleayeT
TaK)Xe MpeHeoperaTh NTOCTUTHYTHIMU ycliexaMu B 3Toi oOnactu. MI3BeCcTHO, 4TO, ¢ OJTHOM
CTOPOHBI, CYHIECTBEHHasI TpaHC(HopMalns XUMHUECKONH CTPYKTYpbl (PapMaKkoIOTrHUECKUX
areHTOB B psJie CIy4yaeB HE MPUBOJUT K M3MEHEHHUIO OCHOBHOTO (hapMaKOJIOTHYECKOTO
NEUCTBUSA, & WUHOIZA BENET K €ro MoTepe, ¢ APYroll CTOPOHBI, COBCEM HE3HAYMUTEIbHAS
XUMUYecKass  MoAu(pUKanus  COEJUHEHUST  KOPEHHbIM  00pa3oM  MEHSIeT  €ro
(hapMaKoJIOrHYecKoe IeUCTBHE.

Hauano nactosmieit paboTe MOJ0XKuiIM CBeACHUsI 00 00e300IMBaloIIel aKTUBHOCTH

pou3BOAHBIX N-aJIKOKCHanKuiI-4-nunepuaoia ¢ 3amecturenem, cogepxkamum —C=C-



cBs3p npu C, munepunuHoBoro kombia [1-3]. Cpenmu HuUX 0co00e MECTO 3aHUMAET
AHECTETHMK ¥ AaHTUAPUTMHK Ka3KauH — ruapoxiopus OeHzoitHoro s¢dupa 1-(2-
ATOKCHATHA )-4-3Tunmimnunepuaona-4 [1]. BeiOpanHas crparerusi moucka OHOJIOTHMYCCKU
aKTUBHBIX COCOUHEHHM Oasupyercs Ha aHajuu3e JAaHHBIX (HapMaKOJIOTUYECKOTO
UCCJIEIOBAHUSI CUHTE3UPOBAHHBIX BEIIECTB O MPUHIIMITY MEPBUYHOTO oTOOpa. TakThka
MCCIICIOBAHMS 3aKITFOUACTCS B XUMUYECKOH Moaudukanuu 1-(2-3TOKCUITHII ) TUIIEPUIOHA-
4 ¢ mocaenyromen (hapMaKoJIOTUIECKON OTICHKOHN JTEHCTBUS HOBBIX TTPOM3BOTHBIX.

3aMeHa TEPMUHAJIBHOIO BOJOPOJIa 3TUHUIBHON TPYNIbl KA3KAUHA HA ATKWIbHBIN
3aMECTHUTENIb JOJKHA Oblla MPUBECTH K HM3MEHEHUIO0 (papMakojoruyeckux cBOMCTB. C
OTOH [EJbI0  B3aMMOACUCTBUEM  1-(2-3TOKCHATHI)HIIEPUIOHA-4 C  Pa3IMIHBIMU
MOHOAJIKHJI3aMEIICHHBIMU allCTHJICHAMH TONY4YeH DS 4-alKuHWIunepuaonos-4 [4],
TUAPUPOBAHUE KOTOPBIX MPHUBEIO K COOTBETCTBYIOIIMM HACBIIIEHHBIM crnupTaMm [5],
AlMJIMPOBAHUEM TPETUYHBIX HEHACBHIIICHHBIX M HACBHIIIEHHBIX 4-TUIPOKCUNUIEPUINHOB
HOJTy4€HBI COOTBETCTBYIOIIHE CIOXKHBIE 3upsbI [4-7].

CuHTe3MpOBaHHbIC CIOXHBIE 3Upbl 1-(2-3TOKCUAITHI)-4-aTKHHUIITUIIEPUIONOB B
BHJIE OKCAJIAaTOB WJIM KOMIUIEKCOB YKa3aHHBIX coeAuHeHuM ¢ B-uukinoaexcrpuHom (LI)
NpOLUIM  TEPBUYHBIA  (PapMakoyiorMueckuii  ckpuHUHr B Kazaxckom  Hay4HO-
HCCJIE0BATEIBCKOM BETEPUHAPHOM MHCTHUTYTE.

BaxHble MOMEHTBI, KOTOpbIE HEOOXOUMO OTMETHUTD, Clieaytonue: 1) uccienyemsbie
BEILIECTBA OTHOCATCS K JBYM TOMOJIOTMYECKHM psAJlaM, T€HETHYECKH IpYr C APYroM
CBSI3aHHBIM, — TPOHM3BOJIHBIM 1-(2-3TOKCHUAITHII)-4-allMIIOKCUTTUIICPUINHA, COACPIKALTIM
ANKUHUWIBHYIO WIM QIKWIbHYIO Tpynmnbl B 4-MOJOKEHUU KOJbLIA; 2) pe3yibTaThl
(bapMaKoJIOTHYeCKUX UCIIBITAHUN MOTYYEHbI C UCIOJIBb30BAaHUEM OJIHUX U TEX YK€ METOJIUK
JUISL ONpeNeleHUs] OAHOrO0 BUJA aKTUBHOCTH B IMApaJUIENbHO IMOCTABICHHBIX OMNBITAX, B
OJIMHAKOBBIX YCJIOBHAX (KOHUEHTPALMHM BELIECTB, KUBOTHBIE, IIpeNapaTbl CPAaBHEHUS U
T.J.). DTO TMO3BOJIAET BBISIBUTH 3aBUCUMOCTH, CYIIECTBYIOIIUE MEXIYy XHUMHYECKOU
CTPYKTYpOH BeIecTBa U ero (apMaKoJIOTrMYeCKUM JCHCTBUEM.

Jannble  (apMakoJOTHYECKOT0  CKPUHMHTAa  CHUHTE3UPOBAHHBIX  COCIUHEHHI
npencraBiieHbl B Ta0nune W Ha puc. 1-3. Crnemyer oOpaTuTh BHHUMaHUE Ha TO, YTO

TPYJIHOCTb BBISIBIIEHUS 3aKOHOMEPHOCTEN «CTPYKTYpa — aKTUBHOCTBY TAKKE 3AKIHOYAETCS



B TOM, 4YTO HEKOTOpPbIE AaIlMJIOKCUTIUIICPUANHBI HCCIAEAOBAIMCH B BHUAE WX
[IABEJIEBOKUCIIBIX COJIEM, a JPYyTHE — B BUJE KOMIUIEKCOB okcanatoB ¢ L[/]. Ilockonbky
cBoiicTBa [/l KOMILJIEKCOB BKJIIOYEHHS] OTJIMYAIOTCS OT CBOMCTB caMHX BemlecTB (Ooiiee
HU3Kasl TOKCHUYHOCTb, OOJbIIAs MPOAOJDKUTENBHOCTh OEHCTBHUS WM JIp.), MBI IPOBEIH
CpaBHEHHS B PSIy OKCAJaTOB U KOMILIEKCOB OKCAIaToB 1-(2-3TOKCHUATHII)-4-aIKUHIII- U
1-(2-3TOKCHITHI)-4-anKunnunepuaoos ¢ L1/

Ananu3 cBeneHUM O (PapMakoOIOTHUYECKONW AaKTHBHOCTH TMPOU3BOJHBIX IMO3BOJIMI
BBISIBUTh ~ HEKOTOPYIO  3aBHUCHUMOCTb  MEXKAY HMX XHMHYECKHUM  CTPOCHHEM U
(apMakoJIOTMYEeCKON AaKTUBHOCTBHIO. Tak, €ciau mnpenapar Ka3kauH W HEKOTOPBIE €ro
MIPOM3BOIHBIC 00JIa Al MECTHOAHECTE3UPYIOIINUM JielicTBUEM [1-3], To MOKHO OTMETHUTH
JOBOJIBHO PEJIKO HAOII0JaeMYI0 0COOEHHOCTb, YTO IPAKTUUECKU BCE CUHTE3UPOBAHHBIE |-
(2-sTOoKCUAITIN )-4-anKuHuA-4-alITIOKCUTTUTICPUINHBL B TOW WM HHOW Mepe SIBIISTIOTCS
aHaJIbI€TUKAMU, TIPUYEM B OTJIMYME OT Mpernapara CpPaBHEHMsI TpaMalia OHHM BBI3BIBAIOT
HACTYIUICHHUE MOJIHOW aHaibre3un (Tabnuia, puc. 1-3).

Ha puc. 1 npuBenens! nuarpaMMbl aHAJIBI€THYECKONM AKTUBHOCTA U TOKCHYECKOTO
AeicTBus  okcanmaToB  1-(2-3TokcuAITHN)-4-anKuHUI-4-nponuonunoxcu- u - 1-(2-
ATOKCUATHUIN )-4-aIKUHWI-4-0EeH30UI0KCUTTUNIEPUIUHOB. MOXHO 3aMeTUTh, 4YTO JUIMHA
[EMOYKH AJIKUHWJIBHOTO 3aMECTHUTENS CYIIECTBEHHO HE BJIMSET HA AaKTUBHOCTh OKCAJIaTOB
nponuonosvix SPupoB  4-aNKUHWI-4-OKCUTTUNIEPUANHOB —  MPOJIOJDKUTEITLHOCTH
BBI3BIBAEMbBIX MMM TOJHOW M OOIIEH aHambre3uu, HaXOAATCS NPUOIU3UTEIBHO B OJHOM
npeaene (ot 77 no 130 u 160—213 MUH COOTBETCTBEHHO), MPU 3TOM TOKCHYHOCTH CsH7-,
CgHg- 1 CgHys- 3amemennbix (142-235 mr/kr) okaszanach CpaBHUMON C TOKCHYHOCTHIO
tpamana (175 mr/kr), a C;Hy;-npousBonHoe o0nafano cambiM HU3KUM €€ IMOKa3aTesieM

(6omee 800 mr/kr) (puc. 1).



Tabauia. AHaJbreTHYeCKasi AKTUBHOCTh NMPOU3BOAHBIX 4-3aMeleHHBIX 1-(2-3TOKCHITHII ) THIIEPHI0J10B-4

R

OCOR;

8

N
Cy,H,OC,H;
R:
s CH; C,Hs CeHs
[TpoaoIKUTENBHOCTD, [TponomKUTENBHOCTD, [IponoKUTENBHOCTD,
Tokcuu- Tokcuu- Tokcuu-
aHaJIbI'C3MH, MHUH HOCTB aHaJIbI'C¢3nu, MHH HOCTB aHaJIbI'C31MH, MHUH HOCTB
oJiHas oOmras oJIHas obmras oJIHas obmras
C=CC;H;' | 113,4+12,3! 180! >800! 105,0+0,0! 180* 2351 >240" >240! >1500*
C=CCH, >240? >2402 900,0+93,00° | 76,7+33,1* [213,33+11,3" | 141,5+7,07%| 223,3+6,7 >240* | 390,0+67,08"
C=CCsHy; 216,7+9,8° >240? 4802 120,0+30,0* >120* >800* 122.3+17,32'| 180,0 761,0+33,3"
C=CC-Hys | 221,7+14,3 >240° 668+90,972 | 130,0+15,8" 180,0* 175+7,07* Orc. ! Ore.? -
CsHy; 176,7+11,3! >240" 141,5+7,07* | 186,7+7,8" >240* 140+7,07* Orc.t Orc.t 220+33,33!
CeHys Orc. ! Orc. ! >400 125,0+18,0° 1802 210+7,072 Orc. ! Orc. ! 300-400!
C/Hys Orc. ! Orc. ! >500* Orc.? Orc. 2 145+13,06> Orc. ! Orc. ! 100*
CoHyo 14545,0° 180,0° 174+24,22° 50,0+18,0° 180,0° 140+7,07% | 115,0+10,0? 180,0° 620,0+32,732
Tpamar® Ore. 75,0+9,1, | 175+30,15
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— OKcajar,




2
— Komruiekc okcanara ¢ B-HI/IKJ'IOI[CKCTPI/IHOM.

3
— IIpenapar cpaBHEHUS.



W3BecTHO, YTO BBeAcHHE (DEHUIIBHOW TPYNNHUPOBKA B  4-TIOJIOKEHHUE
MUTEPUIUHOBOTO KOJIbLIAa HApSAAYy C yBeIWYeHHEM 00e300JIMBaONIero AeHCTBUS
MIPUBOJUT K TMOBBIIIEHUIO TOKCUYHOCTU IpenaparoB. Kak oxa3anoch, OKcajaThl
Oen3oiinblx >HUPOoB 4-aTKUHII-4-OKCUTTUTIIEPUINHOB OKA3aJIMCh 00JIee aKTUBHBIMH —
M0 TPOJOJDKUTEIBHOCTH aHAIbIe3MM OHHM TPEBOCXOAST MpOnuoHOBBIE 3Pupbl. C
YIJUHEHUEM  aJKWIbHOM  LENmoYKkd  4-anKuHWI-4-0€H30UIIOKCUTIUIIEPUIMHOB
aHAJIBTCTUYECKOE JICMCTBUE TManaeT: NPOJOJDKUTEIHHOCTh TIOJIHOW | OOIIen
aHanere3un ymenwiaercs B psaay CsH;>CgHo>C;Hi1>CgHis, mpuuem cnenyer
OTMETUTb, UTO OKcajar OeH3oiHOro »dupa 4-(HOHUH-1-UIT)3aMEIIEHHOTO
MUATIEPUJIOJIA HE SIBIISIETCS AHAJIBIETUKOM.

RE=cC. OCOF

M—a=

JH,0C

C5H7 C6H9 C7H11 C9H15 Tpaman C5H7 C6H9 C7H11 C9H15 R

R1=C2H5 R1=C6H5
OnonHas aHanbresusi M o6was aHanbreausas [ TOKCMYHOCTL

Puc. 1. AnanbretTudeckast akTUBHOCTb (MHMH) M TOKCUYHOCTD (MI/KT) OKCaJIaTOB MPONMOHOBBIX U

0eH30iHBIX 3GHpOoB 1-(2-3TOKCHITIIN)-4-(C4-C9)- aNKUHUITHIIEPUI0TOB-4

N3 puc. 1, 2 MOXXHO BHJIETh, UTO BOMIPEKU OXKUJAHUSIM OeH30MHbIe d(Ppuphl 4-(aJIKuH-
1-un)nunepu00B 001a1al0T OTHOCUTEIBHO HHU3KOM TOKCHYHOCTBIO (0T 390 1o
oomee 1500 Mr/Kr), mpH 3TOM M3 YeThIpeX 3(HPUPOB MEeHEe TOKCUYHBIM OKaszaics 1-(2-
3TOKCUAITHN)-4-(nenmun-1-nn)-4-6eH3omnokcununepuaud.  Hapsimy ¢ poctom
TOKCUYECKOTO IEUCTBUS C YBEIMUYECHUEM JIJTMHBI AJIKUHWIBHOW LIETIOYKH 3aMECTUTEIS

npu C, Habm0aeTCs MaieHue aHATbI€TUYECKON aKTUBHOCTH.



XOpomo MOpOCHEKUBACTCS HU3MEHEHUE aHAIBIeTUYECKOTO JIEUCTBUA U
TOKCUYHOCTH  1-(2-3TOKCHATHN)-4-(nenmun-1-un)-4-allUIOKCUTIMIICPUANHOB B
3aBUCUMOCTH OT MPUPOIbI allUIILHOTO ocTaTka (puc. 2). Tak, 1Mo 1eMCTBUIO YKCYCHBIM
¥ TIPOTMHOHOBBIN 3(UPHI HEHACBIIEHHOTO CIUPTa MPHUOIU3UTEILHO OJMHAKOBBI,
TOr/1a Kak O€H30MHBINA 2(UpP MPEBOCXOJUT UX MO aKTUBHOCTU OoJjiee ueM B 2,5 pasa,

IIpHU 3TOM ABJIACH MCHCC TOKCUYHBIM.
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OnonHasa aHanbresusa M o6wan aHanbreausa O TokcMYHOCTL
Puc. 2. Ananbrerudeckast akTUBHOCTb (MHH) U TOKCUYHOCTD (MI/KI') OKCaJIaTOB YKCYCHOTO,
MPOMUOHOBOTO U OeH30HWHOTO 3(hUpoB 1-(2-3TOKCHITH)-4-(TTeHTHH-1-11)- U 1-(2-3TOKCHITHIT )-4-

HeHTI/IHHI/IHepI/I)IOJIa'4

Kak npaBuno, Halinuue TPOMHOW CBSI3M B MOJIEKYJIE BEIIECTBA OOECIeUMBAET
0ojiee HU3KYIO TOKCHUYHOCTb. J[s1 yCTaHOBJEHMsI BIMSHHUS IOJIHOTO HACBIILIEHUS
TPOMHON CBSI3M QJIKUHWIBHOIO 3aMECTUTENS] B 4-TOJOXKEHUU MUMEPUIUHOBOTO
KOJIbIIa HA AKTHUBHOCTh PACCMOTPEHBI IMPHUBEICHHbIE HA PHUC. 2 CpPaBHUTEIbHBIC
JAMarpaMMbl aHAJIBICTUYECKOW AKTUBHOCTH W TOKCHUYHOCTH OKcaiaToB 1-(2-
ATOKCUATUIN )-4-(TIeHTUH-1-111)-4-allUJTOKCUTTUTIEPUAMHOB U COOTBETCTBYIOIINX UM 4-
MEHTWINPOU3BOHBIX. JlaHHBIE CBUAETENBCTBYIOT O TOM, 4YTO THIPUPOBAHUE
TPOMHOW CBSI3U MPUBEJO0, KAaK U 0XKUAAIOCH, K 3HAUUTEIBHOMY POCTY TOKCHYHOCTH.

Hanpumep, eciau TOKCHYHOCTh YKCYyCHOro 3¢upa 1-(2-3TokcuaTvi)-4-neHtui-4-



nunepuaoia cocrapisiia 6onee 800 MI/KT, TO y €ro TUIAPUPOBAHHOTO TTPOU3BOTHOTO
OHa Bo3pocJa 6osee yeM B 5,7 paza (141 mr/kr).

[TpoIoKUTETFHOCTh TIOJHON aHAJIBI'e3UH, BBI3BIBACMOM 1-(2-3TOKCHAITHII)-4-
neumun-4-auemunokcu- u - 1-(2-3TOKCHATII)-4-TICHTHII-4-nPONUOHUIOKCUTIUTIC-
PUIMHOM, TIO CPaBHCHHIO C COOTBETCTBYIOIIMMH HEHACHIICHHBIMU aHAJIOTaMHU
Bo3pacrtaet B 1,5 u 1,8 paza. OTmMeueHo, 4TO 3aMeHa aJIKUHWIBHOTO 3aMECTHTENS Ha
aTKWIbHBI B 1-(2-3TOKCHATHN)-4-(nenmun-1-un)-4-06en30unoKcununepuIuHe,
MIPEBOCXOIUBIIIEM IO AKTUBHOCTH YKCYCHBIM W TPOMUOHOBBIN 3(UpPHI, MpUBENIa K
MTOJTHOM TIOTEepe aHAIBI€TUUECKONW aKTHBHOCTH.

Bonee Toro, oOparmaer Ha ce0s BHUMaHUE TOT (pakT, YTO HU OJUH okcajiaT 1-(2-
3TOKCHITHN )-4-(Cs-Cr-ankun)-4-0en30un0KCUTUIICPUINHOB HE MIPOSIBIISICT
00e300IMBaIOIIEer0 JEHCTBUSI, a WX TOKCHYHOCTH C POCTOM IIETH AJTKHJILHOTO

paaukana npu C, yBenuuuBaetcs ¢ 220 go 100 mr/kr.

CH3 Tpaman CI\-I3 C2H5 C9H5
Y
C9H15 C9H19

O nonHana aHanbresus B o6Lwasn aHanbreansa [ TOKCUMYHOCTb

Puc. 3. AnanpreTudeckast akTHBHOCTb (MHH) U TOKCHYHOCTD (MT/KT) KOMIUIEKCOB OKCAIaTOB
ykcycHoro 3¢upa 1-(2-3TokcusTin)-4-(HoHuH-1-11)-

u 1-(2-3ToKCHITH )-4-HOHUI-4-a1IoKCUHIepuanHOB ¢ L]J]

Yrto kacaercs HI{ KOMILIICKCOB OKCaJIaTOB, TO CpPaBHCHHEC MOXXHO ITPOBCCTHU

mexay 111 komriekcom okcanata ykcycHoro 3¢upa 1-(2-3TokcudaTun)-4-(HoHUH-1-



WJ)IUIepu0a-4 U ero HaChIIIEHHBIM aHanoroM. Kak u B psly OKCalaToB YKCYCHBIX
3(UPOB MUTIEPUIO0JIOB-4, MOKHO 3aMETUTh YBEITUUCHUE TOKCUYHOCTH B 3,8 pasa mpu
nepexoie OT 4-aJKUHWI- K 4-ankui-4-aleTUa-OKCUIUIEPUAUHY Ha  (QoHe
HE3HAYUTEIHHOTO MaJICHUS aHAJLI€TUYECKOU aKTUBHOCTH (puc. 3).

Kak BuaHO, 3aMeHa aleTWIBHOIO OCTaTKa Ha MPONUOHWUIBHYIO WIH
OCH30MWIbHYIO T'PYIIIBI HE CKa3bIBAETCSA HAa OOIIEH MPOJOIKUTEILHOCTH aHAJIbIE3HH.
u3 Tpex 2UPOB caMas HU3Kas MPOJOJKUTEIHHOCTh MONHOW aHambre3uu (50 MuH)
XapakTepHa JUIsi TMPOMUOHOBOTO »dupa, a YKCYCHbIM U OCEH30WHBIA AhUPHI
OJIMHAKOBBI 110 AeicTBUIO (0K0JI0 140 MUH).

«I'eneTnyeckuil Koa» 00€300JMBAIOIIMX TPENapaToB Ha OCHOBE MUIICPUJIUHA,
COJIEpKAIlUX ATUHWIBbHYIO Tpynny B 3amecturene npu C,, MOXKHO NPEICTaBUTH B
BUJE Kpyra, HalOMHWHAIOMIEr0 MHIIEHb. TOJBKO BMECTO  «HECATKH» -
MUNCPUAUHOBBIA MK € 1-(2-3TOKCHATUIIBHBIM) 3aMECTHTEIEM, B TOCICTYIONIUX
Kpyrax — BTOPOM M TpeTbeM o0O0O3HaueHbl paaukainbl npu C, (STUHWIBHAS H

AlUJIOKCUTPYTITIA).

AHECTETUKHU

AHAJIBI'€TUKH

B 3aBucuMoOCTH OT TUIA 3aMENIEHUS YTUHUJIA COCIUHEHUE MOXKET MPOSBIAThH TE
unu uHble obe30osmBaromue cBoictBa. Hampumep, ecnmu R=H wmum -CH=CH,, to0
coefiMHEeHUe 00J1aaeT MeCTHOAHECTe3Upyrolel akTuBHOCTRIO [1, 2]; korma R=Ph,
HaOI0AaeTCsl MOTPAaHUYHOE COCTOSIHUE: aHECTE3UPYIOIlee JIEUCTBUE COXPAHSIETCs, U
MOSIBIISIETCS cnabasi aHAIbIeTUYECKasi aKTUBHOCTH [3]; 3aMeleHue TEePMHUHAIBHOTO

BOJIOpOJIa STUHIIbHOW Tpymmbel Ha AlK MPUBOAUT K MPOSIBICHUIO aHATBIETHYECKOTO



neucTBusl. [[IUTENbHOCTh NEUCTBUS M TOKCMYHOCTH AHAJIBIETUKOB HAa OCHOBE 4-
ATKUHWIUTICPUINHA OMPEEIIIOT JJIMHA AJIKWIBHOW IETOYKH MPU ITUHUIBHOU
rpynmne v npupoja auuibHOTO 3amectutens. Eciam paccMaTpuBaTh cxemy, MHUHYS
BTOpPOIl YPOBEHb, T.€. KaK Obl BU3YyaJIbHO BBIWICHSS TPOHWHYIO CBS3b, TO, HAPUMED,
OT MPONMUOHOBKIX 3¢upoB crmupToB, rae R= C=CPh wmu C=CCsHj;, cpazy moxHO
OPUATH K aHAIbIeTHKaM — mpocudony wm 1-(2-3TokcudTin)-4-neHTun-4-
PONUOHUIOKCUITUTIEPHUIOITY.

CrnenoBaTenbHO, B HEKOTOPOM MPUOIMKEHIUH MOKHO CJENaTh 3aKII0YCHHE, YTO
BapbUpys XapakTep M UIMHY ILENH AJKWIBHOTO 3amecTutens npu C,, HU3MEHSS
OpUpPONY  alWJIBHOTO  3aMECTUTENs, MOXKHO  CO3/1aBaTb  IOTEHIMAIBHO
(dbapMaKoIOTHYECKH aKTHUBHBIC BEIIECTBA C 3aJaHHBIM jAeiicTBueMm. KonewyHo, mpu
TOM HE€ HYXHO 3a0bIBaTh, YTO BBISIBJICHHbIE 3aKOHOMEPHOCTU MEXIY CTPYKTYpOH
BEIIECTBA M €T0 JICHCTBUEM HE MMEIOT YHHBEPCAIBHOTO XapaKTepa, MOCKOJIbKY OHH
YCTaHOBJICHBI HA OCHOBAaHWH CKPUHUHTA OYEHb Y3KOTO psna 4-adKuHWI- U 4-aJIKui-
A-aIIIITPOU3BO/IHBIX, MTOJTYUYEHHBIX Ha OCHOBE 1-(2-3TOKCHATHIT)-4-0KCONTUIEPUINHA,
¥ HE YYHUTHIBAIOT BCEX BO3MOXKHBIX B3aMMOICHCTBHI JIEKAPCTBEHHOTO BEIIECTBA C
’KUBBIM OPTaHU3MOM.

B pesynprate (apMakoNOrMuyeckoro CKpUHHUHra OOHApYKE€Hbl U JApyrue
HEOXKUJaHHbIC (DaKThI: MOMUMO 00€300JIMBAIOIIECTO JCHCTBUSA MPOU3BOIHBIC 1-(2-
3TOKCUAITHN )-4-(ankuH-1-un)-4- u 1-(2-3ToKCH3THIN)-4-aNKuiI-4-aluI0KCHITUIICPUIO-
Jbl  00JIaJAIOT  CHNA3MOJUTUYECKOM M aHTHOAKTepUallbHOM aKTUBHOCTHIO, B
YaCTHOCTH, B OTHOIIICHHMH MUKOOAKTEpHii TyOepKyie3a.

Takum 00pa3oM, MoJy4eHHbIE PE3YJIbTaThl JAIOT OCHOBAHUE CUUTATh, YTO 1-(2-
ATOKCHATHWII )TUTIEPUIOH-4, HECOMHEHHO, SIBISCTCS COCAMHEHUEM-THIEPOM U MOXKET
OBITh OTHECEH K TaK HA3bIBAEMBIM «IIPUBUJIICTUPOBAHHBIM CTPYKTYpam», MOCKOJIbKY
Jake HE3HAUMTENbHBIE W3MEHEHHS B €ro CTPYKType NPUBOAAT K YBEIHMUEHUIO
aAKTUBHOCTH, CHIDKEHHIO TOKCHYHOCTHM U 3a9acTyl0 BO3HHKHOBCHHMIO HOBBIX

OHOJIOTHYECKUX CBOMCTB.
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Pe3rome

1-(2-DtokcuaTii)-4-ankuHUI- KkHE 1-(2-3TOKCHITHI )-4-aaKuIT-4-al[MIOKCHITH -
nepuanuHaepAir haTapblHAa aHaJIbI€TUKAJIbIh kCEPAIl XUMUSUIBIh hiipbIIIBICBEIHA Keﬁ6ip

TKYEIAUTIKTEPI aHbIhTaIBIHBL.
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