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CTEPUYECKHE 3®PEKTDI
B UHTUBUPOBAHHHU AUETHJIXOJUHICTEPA3DI
U30CUCTOKCOM H Ero nPOU3BOAHbBIMHU

M. T1. NMoxomapuyk, JI. ®. Kacyxun, I'. B. Ilecoukas, 10. . T'onono6os

BBeneHHe 35KpaHUPYIOLUIHX aAJKHJAbHBIX TPYHNNHPOBOK B  ()YHIHOJOTHYECKH
aKTHBHBIE ¢ocdaThl CYLECTBEHHO oOc/labJjaseTr HMX aHTHXOJHHICTepasHoe
JefCTBYE M CHHUXKAET TOKCHYHOCTb NpPH COXPaHEHHH BBHICOKOH HHCEKTHLHI-
HoctH coenuHenuit [1—3]. Topmossiuuit 3ddekT alKHILHBIX 3aMeCcTHTe-
Jeifl mpH UHAKTHBAlUUU 3cTepasbl E in vifro MHTEpPNpeTHPOBAH Kak IpPOsB-
JIEHHe CTepHuecKoro OJOKHpOBaHHS (ochopa B KJIIOUEBON CTaJUM DaBHO-
BECHOH aCCOLHAIMH C MHTHOHTOpOM .

ky

k
B+l (ED,—> (ED), . (1)

IIpHYuHB TOBHIIIEHHST M30UPATENBHOCTH TOKCHUHOrO JEHCTBHSI 3Kpa-
HHpOBaHHEIX ¢ochaToB HesicHH, HO caM (akKT MOSIBNAEHHT TaKOH H36Hpa-
TEJBHOCTH HPH CPAaBHHUTEJbHO IIPOCTOM CTPYKTYPHOM MOIH(HUUHPOBaHHH
MOJIEKYJl MOXET HMeTb IIpPaKTHUeCKOe 3Ha4eHHe KaK SMIIMpHUECKHH MeTox
LeJIeHANPaBJeHHOTO H3MEHEeHHsT TOKCHKOJIOTHYECKHX XapaKTepHCTHK doc-
(opHBIX NMeCcTHIUAOB.

B paGorax [1—-3] 6bl1 u3yueH sddeKT aJKHILHEIX 3aMeCTHTesell B
oTienasonuxes npu ¢ochOpUIUPOBAHHH 3ICTEPA3HOTO IEHTpPA BUHHJIO-
KCHJIbHBIX H apOKCHJBHBIX paaukanax ¢ocharos. B naHHOM coobLIeHHH
NpeiCTaBJeHbl pe3yJabTaThl HCCJAeNOBAaHHMH THOJGDOCHATOB — H30CHCTOKCA
(Ia), ero meraboauta cyabdona (IIa) w uUX a-MeTHI3aMEIIEHHBIX TPOU3-
Boaubix (16) u (116):
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a:R=H; 6:R=Me.

D¢ PEeKTHBHOCTD HHAKTHBALWM AlLETHJAXOJHHICTEPA3bl OLEHHBAJIH B
TepMHHAX KOHCTAaHT JHCCONHAIUH (pepMEHT-MHTHOHTOPHOTO KOMIJIEKca
(El)y, Ka=k_1/k), KOHCTAaHT CKOPOCTH (OCHOPHIHPOBAHHS ICTEPA3HOTO
LeHTpa kp U CyMMapHOro mapamerpa k;=~Rp/Ka, SKBHBaJEHTHOr0 KOHCTaH-
Te CKOPOCTH BTOPOrO MOPSfKa ke B YNPOLIEHHOH OZHOCTAZHIHON CXeMe HH-
ru6HpOBaHHA:

E+ 1 "5 ED, @

ConocraBieHHe HM30CHCTOKca la M ero a-MeTH/I3aMelleHHOTO aHaJora
16 (rabnuua) mOKAa3HBaeT, YTO SKPaHHpOBaHHe Qocopa «a-METHIbHOH
rpynnoii nposiBasiercss B 17-KpaTHOM ocnabJeHHU NPOYHOCTH KOMILIEKca
(EI), (yBenuuenue K,) H B TAaKOM e CHHXKEHHUH BEeJHYHHH R;(kg). Cxo-
poctb dochopunupoBaHusi ¢epMeHTa kp OCTaeTcss NpPH 3TOM HEH3MEHHOH,
TO eCTb 3aBepllalol{asi CTaJUsl HHFMOMPOBAHHS He BHOCHT 3aMeTHOro BKJa-
Ja B Hab/ofaeMylo [e3aKTHBALHIO H30cHCTOKca. [IpocTpancTBeHHHE 30-
¢hekTH npH IWeJOYHOM ruppoJause tHoadocdaros Ia u I6, cyas mo senau-
YHHe KOHCTAHTHl CKOPOCTH kom, 3HAUHTeJbHO c/aabee, yeM B peaKlUHH C
¢depMeHTOM, BEpPOSITHO, M3-3a GoJbliel HOCTYHHOCTH ¢ocdopa 1as 1He6O0Jb-
woro HykJaeoduna HO-.

OTH KHUHeTHYeCKHe JaHHble, a TaKXe MOBBIIIEHHe H3OGHpPaTeJbHOCTH
TOKCHYHOTO AeMCTBHSI METHJIHPOBAHHOrO aHaJjora HsocHctokca 16 (cM. Ta6-
JIHIY) COIVIACYIOTCS C pe3yJbTaTaMH HCCJefOBaHHSl IPYrux ¢ochopHBIX
CHCTEM, COAepKAaIIUX dKPAHHPYIOIIHe aJKHAbHBle 3aMectHrean [1—3]. B
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KHHEeTHYeCKHEe XapakTepUCTHKH DeakUHH M30CHCTOKCA H €ro TNPOM3BOMHBIX
€ aUEeTHAXOAUHICTEPA3OH W THAPOKCHIOM HATPHS

HHru6npoBaue aleTHAXONHHICTEPA3bl lenoynoft
Coesuse- (pH 7,8; ¢=25°) THAPOJIN3
PocdopHbifi peareHT —
HHe Ka-105, . MuH—l‘ ki .10 4 | kg-l°_4 kOH‘IO“
MOJTb/ 1 P i 71/MOTIb - MHH a/mom-c
O
Il
Ia (Et0),PSCH,CH,SEt 2,11+0,42 1,64+0,31 7,764+2,136,10+0,2 8,96+
0,528
o +0,
I
16 (EtO),PSCHCH,SEt 352+4,1 1,59+-0,17 0,45+-0,07 0,434-0,02 6,47+
| 40,258
Me
S exT o-METHABHOIO 3aMeCTH-
Tean? 16,7 1,03 17,2 14,2 1,4
(6] (0]
Il Il
Ila (EtO),PSCH,CH,SEt 4,164-0,45 0,65+-0,05 1,56+-0,20 1,054-0,04 947,04+
f +70,07
(0] (0]
i I
116 (Et0O),PSCHCH,SEt 5,568+-0,42 0,68+0,03 1,22+0,1 0,834-0,01 99,0+
| [ 413,07
Me (0]
SpdexT a-MeTUNBHOTO 3amec-
THTeNq? 1,3 0,96 1,3 1,3 9,6

Mpumevanne JIO;, coepunennit (Ia), (I6), (I1a) u (116) pasno 5,5; 39; 9 u 33 mr/kr nas Ge-
ablx Mblwedt; 20, 36, 28 n 62 Mr/r mng MyyHoro xpymaka; 3, 8, 8 1 9 Mr/r ansl KOMHaTHOH MyXR
COOTBETCTBEHHO. 2 OTHOLIEHHE KOHCTAaHT CKOPOCTH H DPaBHOBECHS; S 5 Boxe, copepxaieit 16 06.
% nHokcana; ® npu 25°% T npu 10°

TAKOM COIIOCTAaBJEHUH aHTHICTepasHble cBoficTBa cyab¢goHoB Ila u 116
OKa3aJ/IuChb HECKOJbKO HEeOXHJaHHBIMH. OKHCJeHHe CYJb(HAHOH TIpynmu-
POBKH B CYJb(OHOBYIO CONpPOBOXKZAETC YyBEJHUYEHHEM 3JeKTPOHOAKIeN-
TODHOCTH THOJIbHOTO pajHkana y ¢ocdopa. B pesyabrate CKOPOCTb HYK-
JeoDHILHOA aTakH I'HIPOKCHA-HOHA NpPH LIEJOYHOM THADPOJH3e Pe3KO BO3-
pacTaer, HO CKOpPOCTh B3aHMOZLEHCTBHS ¢ (epMEHTOM (H TOKCHYHOCTb) IO
CpPaBHEHHIO C HEOKHCJEeHHBIMH aHaJOraMH H3MeHseTcs MaJo. Bogee Toro,
a-3¢pderr pas naps 1la — 116 B peakuun c scTepasoil Ha NMOPSAOK HHXKe,
yeM JIJIi H30CHCTOKCOB la u 16, W HHXKe, yeM B HIEJOYHOM THAPOJIH3E, OA-
HAaKO KaueCTBEHHO Ne3aKTHBHPYIOILHE TeHAEHUHH B 06enx THoJdocdaTHHIX
CHCTeMaX OJHOTHIIHBL

OTH pe3y/nbTaThl YKAa3bIBAIOT Ha CJOXHOCTb NPHPOAH a-3(¢eKra, Ko-
TOpbiH, OYeBHAHO, HE CBOAMTCA K NPOCTHIM CTepHYECKHM B3aHMOAEHCTBHAM
(x0T OHH HrpaioT BaXHYIO pOJb) NpuU oO6pa3oBaHHH (PepMEHT-HHTHOHTOP-
Horo kommnJjekca. Heo6xoxumo GoJiee neTajibHOE KOJHUYECTBEHHOE HCCJEAO-
BaHHE MPOsIBJEHHS] THAPOGOGHEIX H NOHOPHO-aKLENTOPHBIX CBOHCTB 3amec-
THTeseli pu docdope B 3TOH cramuu, onpepensioleli 3GPEKTHBHOCTL HH-
ruOHpOBaHUA XOJIHHICTEPas.

Kunernueckne mapamerpnl (Ka, Rp) HHAKTHBAUMH aleTHJAXOJNHHICTEpA-
3ol (K® 3.1.1.7) onpenensiim MeToAOM NOTEHLHOMETPHYECKOTO THTPOBAHHS
[3] (pH7,8; t=25°) B npucyrcTBHH H30bITKAa Ccy6cTpaTa ¢eHHJIaleTaTa
(2-10% moab/a) W BapbHpPYyeMBIX KojauuecTB HHruburopa la, 16, Ila, 116 —
(0,8—5,0) -10-5, (0,8—5,0) - 10—*, (0,7—2,5) -10—* u (0,5—2,5) - 10—* moun/n
COOTBETCTBEHHO. DHMOJIEKy/NsipHBIC KOHCTAHTH ko ONpeReJsijH B 3THX Xe
ycaoBusAx no Mertoay [4]. Mcxoaubie BoaHble pacTBopbi cyiabponos Ila u
116 roToBHJH HEMOCpPeACTBEHHO Nepej H3MepeHHsMH, noikucisau ao pH 5
¥ xpanuau npu 0°. KoHTpoNbHBEIE H3MEPEHHS MOKa3aJH, YTO B XOLe KHHETH-
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YeCKHMX IKCIEPHMEHTOB IO MHFHOMPOBAHHIO 3CTEPA3bl IIEJIOYHOR THAPOJIH3
cynbpoHoB He npesbiman 1 %. B onbitax ¢ dgepMentoM H mas onpexese-
HHSL TOKCHUHCCTH HCIIOJIb30OBAaJIM OYMILEHHBIe Ha CHJ/MKarejse mpemnaparsl,
HHAMBHAYAJIbHOCTb KOTOPBIX KOHTposupoBaau Merogom TCX. B kauectse
3Ji0eHTa AJs1 THoJdocdaToB I mMpHMeHANH CcMechb auerona H TreKcaHa
(1:4), a ana cyapgporoB II — cmech anerona u CCly (1:4). Koncraursl
mesoydoro ruapoausa ¢ocparos I u Il ompenensnin norenunomerpuye-
CKMM THTPOBaHHMEM HeNpOpearHpoBaBILefl Len0Yd B OTGHpPaeMBIX MO XOXY
peakuuu npob6ax [3].

Cnextpet [IMP (CCly) m MK (TOHKHH cJI0#) CHHMaau Ha CIeKTpo-
merpax «Tesla BS-467» (60 MI'n) u UR-20.

0,0-Auarun-S-(2-3ruaruoarur)ruogocgar (la) nonyuann TepMUUCCKON M30M :PH3ALHEN
[5] O,0-auatua-O- (2-aTHaTHOITHI) THODOChATA, CHHTE3UPOBAaHHOTO mo Metony [6] u3 (2-
THAPOKCHITHJ) 3STHICYAbdHAA [71 H AUSTHAXJOpTHOOCDATa B LuedouHoi cpene. Brixog 32 %.
T. xun, 112 —113°/0,05 MM, n%p 1,4962. [IMP-cnektp (8, M. 1.): CH,CH,S, 1,27 7., 3H;
CH3CH:0, 1,36 r., 6H; CH3CH,S, 2,55 x., 2H; SCHy, 2,77 m., 4H; CH:0, 4,07 z8. k., 3/ (HP)
9 I'y, 4H. UK-cnekrp (v, em—1): 1020 (POC), 1260 (P=0).

0,0-Auatua-S-(2-atusrcyrogoruasrur)ruopocgpar (Ila) cHHTe3HUPOBAJIH OKHCIEHHEM
xpoMmaTorpaduuecku ouuueHHoro tHoadocpara la KMnO, B ykcycHoit KHCIOTE MO METOAY
[8]. Boixox 72 %. T. kun. 140—144°/0,06 mm, n?45p 1,4891. IIMP-cnektp (6, m. n.): CHj,
1,73 1., 9H; CH3CH.S, 3,37 k., 2H; SCH2CHg, 3,65 m., 4H; CH,0, 4,47 . k., 3/(HP) 9 I'y,
4H. UK-cnextp (v, cu—1): 1020 (POC), 1260 (P=0), 1120, 1140, 1320 (SO,).

0,0-Austun-S-(1-merun-2-atuatuostus)ruogocar (16) nonyuanu no meroay [9] xoH-
ZleHCauHe 2-xJ0opnponuastuicyabduaa [10, 11] ¢ aMMOHHEBOI COJBIO AUSTHATHO(GOCHOPHOI
kucnotsl. Buixon 91 %. T. kun. 110°/0,05 mm, n2°p 1,4910. [IMP-cnextp (6, m. a.): CH;CH,S,
1,62 1., 3H; CH,CH, 1,67 &, 3H; CH;CH;0, 1,72 1, 6H; CH;CH,S, 2,93 k., 2H; SCH,CH.
3,35 M., 3H; CH0, 4,42 aB. k., 3/ (PH) 9 I'y, 4H. UK-cnektp (v, cM~!): 1020 (POC), 1260
(P=0).

0,0-usrun-S-(1-merunr-2-aruscysrogorurdtus)ruopocgar (I116) churesupopanu aHa-
JoruyHo cyabdouy lla u3 xpomarorpaduueckn ouyuineHHOro tHoJddochara 16. Buixox 61 %.
T.xun. 145—147°/0,045 mm, n%p 1,4885. IIMP-cnektp (8, m. n.): CHsCH, 1,73 1, 9H;
CH3CH, 1,81 n., 3H; CHsCH,S, 3,35 k., 2H; CH,CH, 3,70 m., 3H; CH:0, 4,47 zs. k., J (PH)
9 I'u, 4H. UK-cnektp (v, ecm~1): 1020 (POC), 1260 (P=0), 1140, 1310 (SO,).

Hatineno, P %: 9,98; S 21,10. CoH,,OsPS,. Briuncaeno, %: P 10,18; S 21,07.
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