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Hecnegopaga RuneTuKa MITMOHPYIOWEro JICHCTBHA OITIIICCKIX H30MCPOB THodocho-
* 3

garos  (CH:):CHO(CH;)P(O)SCHCHLSCoH; 1 (CHy)CHO(CH:) P (0) (CH2)3CH,  wa
ANETHAXONIHICTePA3Y HEPBIBIX TalMINEB Taparaid, aneTHIX0MUHICTepasy ObIblX IPHT-
POILUTOR ¥ OYTHPUIXOAUHICTEDABY CHIBOPOTKIL KpoBw nomrajsr npiw pH 7,5 w remneparype
25° C. Veranopien ROMOMIIPOBANHBIA THIR HNIHOIPOBAIMA XOJNIILICTCPAS, BRITIOTAIONIHIE
ueKOBAJNeTHOE cBsspiBanne unrnburopa ¢ Hepyenron u Qocdopumposainic depirenrra.
Oupepenens: koucrantsl cpoucrsa (Ka), woucraursl cropocti ochopminposanus (ky),
ROUCTAN bl OHMONCKYIAPHON pearuni (k) B3aMMOACHCTBILA MHPHOITOPOB ¢ epaenra-
M, a TaxyKe KomCTamThi Auccowyrammin (K ) AJA BelIpPORYRTHBHONW COpOuuu wiruduro-
poe. IToxkasaga Gosiee BLICOKAS U3ONPATCALHOCTL HelcTBHs (—)-maomepon tuodocdonaron
HO CPABHEHUWIO ¢ (F)-M30MepaMy Ha ANeTMIXOAMHICTCPa3bl, B 0coOeHOCTH na (epMenr
TApAKaNa, U OTCYICTBIE CYMICCTREHNBIN DABNIYNIL B CBA3LLBAIMI H30MCPOB OyTHDPII-
Xo;MA2CTEPasoil. OxapanTepn3oBala cTepeocnemjdm YHOCTEH ARTHBHUEIX UEHTPOB XOAMUDCTE-
PA3 Ha PASHBIX CTAAMAX B3AUMOJCHCTBISA ¢ HIL'MOITOPOML

Ipr pefictnnn wa xosumacrepassr HocHoOpPOPTAHUIECKIX HHIHOHTOPOB Pe-
YHAIOMIYI0 POJTH HIPAeT XUMHYECRAs CTPYKTYPA HOCTeJHIX. B 1o me spema
CTIEPAICCKUE 0COBEUHOCTY X MOJERYN HMEIT CyIecTBeHHOe 3HAUCHME I
awraxonwuacrepasuoro pelicreus [1]. B cpasy ¢ a1im ocobwiii murepec mpej-
CTARAACT OITHUECKAM CTEPEOM3OMePUs HHIHOMTOpa, 00YCHOBICHHAS IPHCYT-
CTBACM aCMMMETPHICCKOTO TeuTpa B ero smoneryde [2]. Onriueckue m3oMeps
ocopopranuyeckux coeguuenuil uzbupareanro MHrEOHPYIOT XOJUHICTePa-
36, OPU 9TOM OHAHTUOMEPHl MOTYT pAelicrsoBath pasmwuno [1, 3, 4]. 9ro
00YCIIOBJICHO AaCHMMETPUeil aRTHBHLIX LEHTPOB XOMHHACTEPas H NPHCYTCTBHEM
B HAX crepeocienupuueckuy yuacrkos [5, 6].

Ilpu  wecaepopanuy sHanTHOMEPOB QocdOpoOpPragAuecKHY HHIMOGHTOPOR
€ ACUMMETPHUYCCKHM HEUTPOM B DABMMUYHBIX YACTAX MOJGKYNbl (B ANRHILHOM
pamkage gochopuabaoil wacTr, Ha atome Qocdopa, B OTIENIAEMON YacTH)
nanbonbire pasiuaus B HHrHOHpyIomeM HeficrBrun OLITH 110y Y8 HbL s H30-
MEPOB ¢ 1enTpoM acuMumerpuu ma atome gocdopa [6—8].

C mespio nodcka pasianymil B CTEPeoCenH(MUIHOCTH XOAAAICTEPAs Y MIe-
ROTHTAIOWUX H HACEKOMBIX M KOHCTPYHPOBAHNA Ha 9TOH ocHoBe Habmparensb-
BEIX WHCERTHINAOB HaMU MCCIeHOBANO JeACTBHe HA XOMMHAICTEDAZBI TPOM3BO/L-
HBIX METHATHONOCHOHOBO KUCTOTHI, 00MAMAIONITX acuMMeTpueil B HeHTpans-
nom arome ocopa, (—)- m (+)-M30MEPOB CACAYIOUEIO CTPOLHIA!

0
I
(I) (CHj),CHO—P*—S—(CH,)»SC,H;

|
CH,
0
t
(1) (CHs):CHO—P*—8—(CH,)sCH,
|
CH,
Uenonssosapsr aneruaxommaacrepassr (KM 3.1.1.7) ua mepsHux ranviwes
TapaKada m M3 OBMBUX 9PHTPOMHTOB. ITH ABA (epMeura 007aTaI0T CXOMHON
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-cy0CTpaTHON cnemuuyHOCTLI0 W MANO PA3IMUAIOTCS O OTHOIIEHMIO K Heii-
crsuio paga gocdopopranmdeckux muruduropos [9]. Hpome yrkasawmnnrx dep-
MEHTOB WCIONB30BaHA Tawmke Oyrupuaxonnuscrepasa (KD 3.1.1.8) ms criso-
POTKH KPOBH JIOIIafM.

Yeranopieno, uro coejuuenns (1) w (II) o6aapaior CHOMHBIM TITITOM
NelCTBIA A XOMUNACTEPA3bl: HAPAAY C NPOrPeCcCHPYIONIIM BO BpeMenn meod-
PATHMBIM  TODMOMeHNeM HalIiofagoch TOPMOKEHHE ARTHBHOCTH (epMenTa
B HAMAALHBII MOMEHT DeaRII.

Wrrudupyouee geiictsue  docdopopranuueckuy. WHIMOHETOPOB Ol HABA-
J0Ch BeNHYNHAMHE KOHCTAHTBI CROpPOCTH (K1) GuMmoserynspuoll peaxnuu dep-
MEHTR ¢ HHPHOMTOPOM. JKCIIGPUMEHTAILHO ompefeasenmas peamunna (K ox.)
YMEHbIaNach MPU yBeFHYeHHIT KOHIEHTPALMII WHIHOHTOPA.

Runerura uprnbuponanua GepyMenTon HCCACTYEMBIMU COGHHOHNAMI O/
MPOAHATMBHPOBAHA CONIACHO [BYXCT&/IMHIOH CXeMe pearIiH, HIPeHHoaarato-
eit 00pasopamye HEKOBAJEHTHOTO KoMmIiuleKkca QepMenTa ¢ HHIHOGHTOPOM

110, 11]:
3 fp
E 1 %j ET 5 BT, (A)

rie E — depment, I — uuruburop, EI — HekoBamenTHLIT ROMIUIEKE, aHAJLOIHY-
HbI KoMTercy Muxasmuca, 06pasyiomeMycs Mpu B3aUMOLeHcTBHE (epMeHTa
¢ cyberparom, K17 — dochopunuposaunniii pepment, k,, k—;, n k, — xuneTuIe-
CRHE KOUCTAHTHI OTACALHBIX cTajguil peaxmmn. Ofparumas CTAMS XapaKTepPH-
ayeTess Roucramroli muccommaumu rommmexca (KI) wawm womeranTol cpof-
crBa (K,); BTopas crajng XapakrepusyeTCs KOHCTAHTOR cropoctn gocdopu-
Jmposanus (k).

Wurubupopanme hepMerToB IIPOROIIA B YCIOBUAX H30BITRA WHIEOHTOPA,
koria [1]>[E] ([E] — komumesTpamirss akTHBHBIX HeHTPoR Qepmeunta). llpn
‘BTOM KHHETHKa COOTBETCTBYET KHHETHKE pPEAKIIHE IICEeBJlONEPBOro LOPAIKA
H ROHCTAHTA CROPOCTH (Krrgye) OTIPEHEISETCS YPABHEILIEM

! 1
kit one = If—[IT -2,31g vo/vy, (1)

Ifle Uy — HAYANBHAS CKOPOCTh (DePMEHTATHBHOrO Iuipodmsa cybcrpara, v --
‘CROPOCTH THpoausa cyberpara mocse WHrEOHpoBaHEA (DepMERATa B TCUSHHE
ppeMenw ¢ (MuH).
Pesyaprarst obpabareisann no meroxy Meitna [10] cornacHo ypaBHemmio
ko [T]
. D
ki 9KC ™ 7= | T11 (2)

Ka (1]

I3 ypasuenmit (1) u (2) cnemyer, uro npm ompejenensoii [I], roropas
nocrosnEa Ro ppenenn, Tak kKak [ ]>[E], nabmogaercas panencrso

Ep Tt .
3Nop i, — 3
2,310/, ORI ( )
H3 KOTOPOTO IOCJEe COOTBETCTBYIONIE 00PAfOTKIL 110y YaeTCA yPasHCHAE
1A k1 (4)
1] 2,38 (lgvefvy) Ko Ku’

I

1 1 1

_— = — ]L — 5, 5

[\f] llf”)i Ir K-J ( )

rak Rax npi nocrosamoir [1] w At=1 mum At/2,3A (1g ve/vi) =1/ku . Ypasne-
mie (5) mospoaser rpaduueckny Merofom B Koopmumarax 1/kq . or 1/[I]
orrpenesnth nenmunnnl K, u k,. B arom cayuae ompefenseman K, apamoruyna
roucranre Munxaoamea, K.= (k- tk,)/k,. Toura mepeceyenusa COOTBETCTBYIO-
weit mpaMoil ¢ oceio abermee gaer seamunny —(1/K.), a ¢ ockio opu-
nar — 1/k,.
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7//1’1“, MUH

| 1

5 5 1 -5 -3 =l g s )
/(1] 7, M 1/ M7

Puc. 1. 3asucimocrs ki, or 1/[1] opr wurunduposannm (—)-uzomepom (I) (o) 1w (—)-

i3omepom ([I) (6) auermnxonuuacrepassl ObIULAX IPHUTPONMTOB ([), aUeTHINXOJIMHICTEpPa-

351 rapakatia (2), OyTUDHANOJIUHICTEPA3El CHIBOPOTKY KpoBm somapm (3). HommenTpaimir

auermaxonuuscrepas 2,3-10~1 M, amermiarmoxonmEuopuza 2-10—* M, GyrmpmHaxoauuscre-
paset 7,0-107 1 M, Syrupuirnoxonunuonuga 0,02 M

Koucrantsl kyro. (ypasmenme (1)) m ki (ypasmenme (5)) mmeior pas-—

AMYHBNT CMBICA: K11 ose — 9TO TIPOCTAsi KOHCTAHTA CKOPOCTH WHTHOUPOBAHUA,.
RIT ake

KO/l CXEMAa Peakuuy paccMaTPHBAETCA KaK E41 -k, a ko=
=k,/K, (ypasuenue (5)) BRIIOUAET KOHCTAHTH IBYX CTAJMI NPOLECCA HHIM-
fuposanns cornacHo cxeme (A), momcrauty pasmovecus (K,) u KoHCTaHTY
ckopoct gocopuarposanna (k,), TOITOMY TEPMHH (CKOPOCTL» K dTOH KOH-
craprTe He Ipumennm. OHA sBJAAETCA KOHCTAHTOH OMMOIEKYNAPHOH peax-
wr [10] w xapakTepusyer cyMMApHYI0 WHIMOHPYIOIYIO CIOCOOHOCTL COEII-
HEHWA, KOTOPAS He SaBHCHT OT €ro KOHLEeHTPAMUH (B OTAMIHE OT Kipswe).
Ws npamonuneiinoctu sasucumoctu  1/ki  or 1/[1] mas Bsammopeiictsns
(—)-msomepa (I) u (—)-msomepa (II) ¢ xommmocrepasamu (puc. 1) cuegyer,
9T0 DKCHOEPUMEHTANbHBIE J@Huble TMOAUHHAIOTCS ypavueHuio (D) s cxe-
Mut (A), w 210 caugeresscreyeT o0 ofpasoBanmu NPOMEMYTOUHOTO HEKOBA--
JEHTHOTO KoMIuIeKca. [lapaMerpsl peaxiymy, 1moJyIeHupie cormacuo cxeme (A),
npepcrasieds: B radm. 1.

Hunerura sszaumogneiictsua crepeonsomepos (I} u (IT) ¢ xommuscrepasa-
MI ObliIa NPOAHANU3MPOBAHA TakKe MO cXeMe, Hpejiojaraionedl obpasoranue
HETPOAYKTHBHOTO KoMImeKea gepmenta ¢ wurmburopom Bl [11—13]:

,

b N

1 k p

EIrFZE—}— 14’}{_—‘)1—EI——>EI’. (B),
K -1

B ornwuue or xommiuerca EI rommnexce EI. ne moasepraerca panbueliiiemy

npespamernio B gochopuiuposannstit gepment. Coraacuo cxeme (B), ompe-

JelgeMas DKCOCPUMOHTANBHO Kipoe B3ABHCHT OT KOHCTAHTHL PABHOBECHS

Ki’r:k’__l/kll W TIpHMeHAEMOil KOHNEHTDAUHH WHIHOHTOpAa H CLA3AHA.

Kupernaeckre napaMeTpsr HHIAOGAPOBAHHA XOJHHICTEPa3

Pacuer
Aue'ru‘nxommacmpaSa TapanaHa
WArUOUTOD Haomep

. _ : -k *
Kp M by wrnt (L&/ffiv)[mfluy ra
1) (-) 1,06-10-¢ 0,27 2,52.108 3111

(+) 2,33-10~3 .19 8,10-10¢
(an (=) 3,25-107¢ 0,36 110-10° 450

(t) 2,50-10~! 0,58 2,43

* 1, — OTHOLICHWE KOHCTAHNT K1y Donee aKTMBHOrO {——)-u30Mepa K KoHCTAHTaM (+)-UM3oMepa.
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(& HIMB COOTHOLUIGHUEM

kit one = /ﬂ'?l / (1 -+ K[f]r ) N ’ (6)

ROTOPOE DOC/e NpeodpasoBaAHAA B 00PATHLIC BEJIYIHLI
1 1 [1]

_ ¢ 4

i 0 -~
/ﬂn'fii,r

Ertane fﬁ?I

JOIGKEO flasaTh OpAMYIo B KoopauHaTax 1/fky e — [1].

Ha puc. 2 mpencrasnesa sasmenmocts 1/kioe or (1] nas Topmorkenms
averwixosunderepaser (—)-msomeponm (I). Ilpamasg orcewaer Ha ocu abCIUCE
OTPe3oR, coorpercTByrommit —K, 5
a wa ocm opmumar — /S, = obpar- (/i) 70, M-MuR
NYI0 BEINYAHY HCTHHHOL k(x)[ , KO-

15
TOPAA He 3aBMCUT 0T KOHUEHTPALIIL
HHrrbuTOpA. Hpmyomnaeitnoets
9TOM  3aBUCAMOCTH YK&3LIBAET 1A 70k

KOHKYPEHTHBIT XapaKTep RB3aAMoO-
nercrsua hepMenTa ¢ WHrHOHTOPOAL.
Orcona cnenyer, yro womiiere K, 05
o0pasyercs B aKTUBHOM OEHTpE |
hpepmerTa, TpHE DTOM IPOHCXOJHT
1osEOe  OJOKHPOBAIIHE I10CIE/\HETO, ) L
410 mOpenAreTsyer  oderTIBHOH 7 7 2 [U-]g’fM
-copbrnm mHrEGHTopa. JToT Uporece )
AMANOTHYEH TOMY, KOTOPBUL TpOMC- f}?&(’)ﬁ daseaniocts 1/ ki we or [1] mpm
_ - POBAHUI AUETUAXONHHICTEPABET Ta-
XOMIT JIpI B3amMopeicTamn gocdop- pawaga (—)-uzomepom (I). Beawamnoy
OPraBMyecKoro WHruOUTOpa ¢ XOIWH- [Elo u {S] xag ua pme. 1
9CTEPA30H B IPHECYTCTBHAM  TAKHX
KOHKYPEHTHLIX WHrMOHTOpos olpa-
THMOTO JIeHICTBHA, KaK WOHBI TETPAANKHIAMMOHNT, KOTOPHIE, NPHCOSAWHIACE
K ARTUBHOMY IEHTDY, BHIIBIBAIOT KOH(QOPMALMOHHBIC H3MEHEHWs (QepMeHdTa
[14, 15]. VissecTno Tawske, 4TO CBABBIBAHME JHTAHJOB MOMET IIPOUCXOIETE
1 Ha nepadepHyecroM YYacTKe, OTBETCTBEHIOM 38 CYOCTPATHOE TOPMOMEHEE,
OpH HTOM NPHCOEMHEeHHe N100ro peareHra K NMepueprIecKoMy YUacTKy
upenorspaiiaer goedopmirponane raranuTHdeckoro nenrpa [16]. Opmaxo
eI MOHBL TETPANIKHIAMMOHAS IPUCOSTUMHSIOTCS] K AHMOHHBRIM IPYIIEDOR-
ram epMeHTa, TO MeCTOM CBA3LIBAHWA w3oMepon coefwmemmit (I) m (I1)
mossrmel 6BITH Hexue rwpodobreie yuacrru, a s coepnaerun (1), Bosmomn-
W0, W ToAApdag TPYNuuMpoBKa  (BCHENCTEME BEICOKOH 0ieRTpODUABLHOCTH
aTOMA CepBI, MMEeINErocs B ero CTpyKType).

Conocrapnenne peauann K, (radx. 1) n K, (raba. 2) moxassizaer, 410
OHI OYEHDL OJMBKH. JTO COOTBETCTBYET JUTEPATYDHLIM JAaHHBIM JUIA APYTHX
-hochopopranuveckux muruburopon (12, 13, 17]. TMo-Bapnmomy, sdderrus-
Hag copbruwa wuruluTopa W ero HempoAyKTHBHAs copbums ¢ oOpasosaHmeM

Tabauya 1

‘erepeonzoMepamu THOPOCPOHATOB
0o cxeMe A

ALETHIXOANHOCTEPA3A GLIYLUX IPUTPOLIUTOR BYT“D“ﬂ“'03"”E’Cngfxf:uf[“BOpO"‘K" KpOBH

Fos (FplKq) = Fkr7, * K., M K (/K g) = ky1, *

Ko M Surpﬂ—‘ pM."‘;"MPIH“’ "a a M}gﬁ‘ II)V[—’-z\zun-[—‘ "a

3,03-10-° 0,75 2,40-10% 161 1,47-10-*% 0,32 211108 1,2
1,60-10-3 0,24 1,50-10? 25010~ 0,43 1,7110°

4,40 10—+ 0,58 1,33-10% 44,5 7,94-1073 0,48 1,50-102 1,7
3,76-10-% | 0, 3,00-10! 4.00-10-3 0,4%4 0,87-10%
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Tabauya Z

Koncranter K; | (M) uHruOupoBaHiist XoNUHICTEPA3 CTEPEONZOMEPAMU Coe/IMHeHmii

(1) u (1)
Pacyer o cxeme B

) _ AUCTHIXOALTHICTE- AUETHIIXONMHICTE - ByTnpnnxonmavaqro—
Hurudurop MaoMep pasa Tapakana PABA SPATPOUUTOR pasa ChiBOPOTKIL
: Obira Jowann
(H (=) I A44-10-¢ 107-10-3 14510~
(+) 2.20-4072 1.20-10- 2,55-16%
(1) (=) 2,50-107* 3,10-10-¢ 1,20-10~#
(+) 7.90-10-2 1,85- 103 5,00-10-2

rommuerca Kl mpoucxo/int wa ogHOM ® TOM JKe ydactre (depMmeHTa, Ipm
ATOM BRJAJ] HEIPOAYKTHBHON cOPOIUH 3aBUCHT 0T KOHIEHTPALME HHIHONTOPA
u senuunusl K, .. Hpome rtoro, us cpasnenus ypassmenuit (5) u (6) Bmuwo,
UTO BRIAJ, KOHCTAUTHI k, HE BAMAET CYWECTBEHHO Ha BeauyuHy K.

Comocrasnenite napaMerpos i pzanMopeiicrsua (+)- u (—)-mzomepos
coepmenuii (1) w (II) ¢ xommudcrepasamu IMOKAZBIBAET, 4TO {—)-H30Meps
U30UPATENDHO HHIMOUPYOT ALETHIXOJMHICTEPASEL H  €JAa00 OTAMYAITCH OT
() -msomepor npu marudnposanmm OyrTHpuaxosuEdcTepastr (tadba. 1). Camure
miske pedmunHnl K, monydeust pas (—)-uwzomepa (I). IIpu orom amerun-
XOJMHPCTEPAZA TApaKaHa MPOABIACT HAGONEe BBICOROE CPOMACTBO K (—)-130-
mepy (1).

UsbupareabuocTs HEiiCTBUA CTEPEONBOMEPOR ONeHUBaNn oTHOTTeHHEM (7))
Kouerawt ki, Gosee awtupnoro (—)-mzoMepa K KomcrapraMm s (1) -nzomepa
(ra6a. 1). [Tpn cpanHeHUN KOHCTAHT, XAPAKTEPHUBYIOIUUX OTAENBHBIE CTATNA
B3AUMOMCHCTBHA XOJHHICTEPAS CO CTEPEONBOMEPAMH, BH/IHO, YTO H30HpaTENb-
HOCTL [eHMCTBHA 1OCHEJHUX HPOABISETCH B OCHOBHOM uepes Besuumant K.
Hpu maaumopgeiicrsuir ¢repeorsomepor ¢ ameTHIXOJMHICTEPa3oil Taparaua
pasnnyns woucrant K, 0coGewno sesury {0KOJO TPex MOPAIAKOR), TOTAA Kax
3HAUeHNST K, HOBOIBLHO OJMMZKI. JTO BHAUUT, UT0 AKTHBHBIC HEHTPHI AreTHi-
XONHHICTOPAs, B 0CODCHHOCTH AUEeTHIXOINIDCTEPA3Hl TApaAKala, 001aJa10T BhI-
COKO{l cTepeocmeu(IUHOCTBIO, KOTOPAs NPOABAALTCS B OCHOBHOM Ha ITepBOil
CTAH BRAUMOAeilcTrIg (depymerTa ¢ HuruOUTOPOM, T. €. NpH obpasosaunu
HexopagerTHOro Komaserca Kl inn depyewra raparaua pasbmeirnmee ripe-
ppatenne romirexca Kl B ocopuumposaunoe OpouanofuHoe We 3aBICHT OT
CTEPEOUBOMEPHIT HBrIHGHTOPa (OTCYTCTRYIOT CYI[ECTBCHHBIE DASMHUNST B BEJI-
wmnay ke, pas (—)-u () -uzomepos, ratx. 1). B cayuae agermiaxonmuacrepassl
OBLIBITX APUTPOIITOB JIAA CTEPEOH30MEPOB HadAI0/IAeTCa PARIMTHE HEe TOJILEKO
reanaun K, wo w sexwamn k, (8 3—5 pas), npw sroM Gosee BBHICOKLE BEJH-
unHel xaparrepusyior (—)-wzomepnt (1) m (IT). Caegorarennro, crepeoccie-
IITHOCTE ARTHBHOTO IEHTPa 9TOro (PeprMeHTa MPOABIALTCA HA 00EHNX CTa-
DX B3RMMOMEIICTBIA ¢ WATAGHTOPOM HPH 3HAYHTEILHOM ITPeolIajIati PO
crepuieckoro  arropa  mWa  CTAINN  00PASOBAHEA HEKOBANEHTHOTO  KOM-
nmacrca Bl

Tpyiso TIpeACTaBUTh, Y70 CTEPEOHZOMEDHl HATHOETOPOB 00JAKAIOT PABIII-
oIl pearumoHHoll ¢caoco0RoCTsI0. Ecnm 651 970 WMEI0 MECTO, TO BeXUYmHa &,
sengnack 061 pag (—)- w (+)-wsomepa cXOAHBEIM 00DPA30M Y BCEX XOJFMHICTC-
pas. Cropee MOMKHO TPEIONOKUTE, YTO KORMOPMATMOHHLIE HIMEHEHUST Ak~
THBHOTO TeHTpa PePseHtTa, KOTOPHIe HMET MECTO B HePeXOIHOM COCTOAMUIL,
PABIHYHBI Yy PAZILIX XOJUHICTEPA3 H UO-PAZHOMY BIUHIOT HA CTEPEOCIeN(-
duubocrs. [Ipn 9rom y aneTHIXOIHHICTEPAZBI IPUTPOUNTOB, TO-BHJ(HMOMY,
YACTHYHO COXPAIAETCH POAL CTEPEOCIel(ITIeCKOro yuacTRa B IOMIePAK A HII
CTPYKTYPEL mepexo/uoro womirexca (man ocopuanposauroro gepsenTa),
TOP/la KAK ¥ ALeTHAXONHHDICTePAsH HACEKOMOTO TIPH COOTBETCTBYIONUEM KOH-
QopMALMOHHOM M3MEHEHMN ARTHBHOIO TeHTpa QepmenTa ero Tonorpadus
HAPYOIAETCA H CTePEoCHenu i THOCTE YTPAYHBACTCSL.
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Huskye senmunmel r, jus Oyrapnaxomunacrepasst (rada. 1) yraswrsaor
HA Bpailie MHakyo crepeocneiudniynocts 31oro epMeHTa, UTO COOTBETCTBYCT
pamec moJyueHuniM jlaunnin [3, 4, 7, 8]

Rugernuecke napaMerpbl MHIMOMPOBATNA KAMJOI 13 MCCHEMOBAHHDBIX
xodumaerepas coepmnenmmmi () mw (IT) samermo pasamuaotcs. 910 CBA3aL0
¢ pasjorueM B CTPOoeHHH MiruOiTopos. OHH UMEIT OfHEAKOBYIO CTPYKTYDY
papnranos npu artome doedopa I PABNIUAOTCA CTPCEHIEM OTIUETIAe MOl
yacTH. Bonee cunbupiy wuraburopos susigerca coepuuenue (1), muemouiee
B OTLICILUTAGMON wacTH CYJIbMUIHYIO Ccepy, Kotopad, obaajas BLIPAKeHOIT
IEKTPOOTPHLEATENLHOCTHIO, COCOOHA COBNUIHATHCS ¢ HOMSPHBINIT TPY D ITHPOB-
KaMr B axropHoM HeHrTpe (epyenra. Ho-BuauMoMy, B HEROBAISHTHOM ROM-
niexce ¢ hepMeuTOM OTIITIIeMAs wacTh coeirenus (1) cpsaspizaeres ¢ ak-
TEBHBIM LEHTPOM HE TOALKO 3a cuer ruppoofueix ssammogefictsnil, wax
Gyrinpupiit paguras coepwneuus (I1), mo u 3a cuer TONAPHBIN B3AHMOLEII-
CTBUIL, YTO fesJaer 9T0T KoMierce Oosee upousniv. Pasmituwe B pemiunnax A,
W kg g onmudeckux awtnuopon coepmnenus (1) mRiore, uem s msome-
pos (1) wpu ssauaopelicrsun uHrHGUTOPOB ¢ AUETUAXOMMNICTEpazany. Lhme
O0JICe PRIKOE PABIIUUIE aHTHALCTHINOINEICTEPABHOTO HeHCTBHA MORAZAH0 LIS
ONTHYECKUX W30MCPOB 3apHHA, HMEIINEro Ty e ¢rpyrRtypy (ocdopuabuoi
9ACTH, UTO 3 MCCACHOBAHHDLIC COGIHHEHHM, & B KAYECTBE OTLUEIIACMOLO
ocratra cojepasamero F~ [3]). Pomn crpoemna orTnienaseMoil wacTu B w30u-
PATeNBIOCTI JeICTRIA CTEPEOMA0MCPOB TIOKA3aHa I [UIA APYLHX CoequHeHuI]
¢ LeHTPOM acmaerpun na arome doedopa [8].

MabuparesbuocTs aelicTus CTEPEON30MEDOB 3aBUCHT TARAKE M OT CTPYK-
Typur paguragon upu artose docdopa. pn unrubuposaduim aneTHINOAN -
ACTEPAshl PPUTPOUMTOB COGANHEHIEM, amajsorndusint 1mwo crpoenno (l), wo
coepmaniy 3 GochOoPHABION YacTH ATOKCUTPYIIY BMECTO JZ0TPONMUIOKCI -
TPYUNBL, B CXOMHBIX YCHOBHSX OKCNCPUMCHTA HAOJOLAN0CH 3HAUWITEUBLIO
MEHBLICe pasjuane pemwaus Ky o (—)- u ()-rsomepon (Bcero smnnk
B 9 paa) [8]. Tonbro ompejenenmas CTPYRTYpPA MOJEKYyJIsl WHTHOHTODA,
uMeIon{ag HAUDOIBIIYIO KOMITEMEeHTAPHOCTE CTEPeOCTIeMPUIECREM YIACTKAM
ARTUBHOTO LeHTpa, ofecrneumsaer BBHICORYID Hs0uUpaTeNbHOCTL AeHCTBHH CTe-
peonsomepos. Tak, M3 HMCCAGTOBAHHBIX CTEPEOHBOMEPOB METHITIOPOCHOHATOL
(—)-usomep (1) mpagercs naBAPaTENLERBIM HHTUOHTOPOM ALETIIIXOMIHICTEPA~
3BI Taparaua.

IIpunnmas Bo puumanye, 4T0 WHTHOHPOBANHE ARTHBUOIO EHTPA ANETHII-
NOAHHICTEPARDLI HEPBUOI CHCTEMDl SIBIACTCS OCHOBHLIM 3BEHOM B MeXaHI3Me
Aeficrnug GOChHOPOPraHNYECKIN HHCEKTHLMAOB, HCTOMbL30satiue 60Iee BhICOROIT
CTEPCOCTICONGDNYTOCTH  ANETIAXOIHHICTEPA3Hl  HACEKOMOI0 10 CPaBHEHHIo
€ PePMEHTOM MACKOUMTAIOUNLX MOMCHO DACcCMaTpuBarh B KavyecTse OTHOTO U3
Haupapacnuil nouera H3dUPATeALHBIX WICeRTIIIIOB,

SJ{CHQ})HM(’)HTHJII)HHH YacTh

HMenoubzopair pacTROPIMBUT npeuapay anertiaxonirnoerepassr (Kd 3.1.1.7) taparana
Periplaneta americana, SHIEEACHIONL H3 HEPBNLIX PANVILEB 1T YACTHTHO OWUINENHON ¢ 110-
MoILbIo yianrpauelrpudyrnposarus upw 100000 g m reap-xpomarorpadiur ua ROMOHRAX
¢ cedapexcosr G-200 no meronre, onHcannoir pauee [18]. IIpenapar He comepman apy-
PN XOJMIIDCTEPA3, a Tarae KapOokcuaacrepaser (K@ 3.1.1.1.). Pactsopsr depaernra me-
an yuoarr, 0,3-0,7 e arr./yr 6eaxa (pH 7,5; 0,05 M ocdarusin 6ygep, 0,002 M ane-
THHTIOXOTTHOAL)( *) . VICTOUMIKOM all@ THAX0MINIDCTEPAashl 43 OBLMLUX IPUTPOLIUTOB OLIY
DACTBOPINIGHT TPenapar oTeyecTREIIHOI0 NPOIBROACTsa ¢ Y arr. 0.8 el awt./yr Oeiara
(2 M agernarnoxoiwnonr). IHepel 1Henonbaopanues B oubvax (hepMenT nojBepra-
CA JOTONTUITeNBUOI OuneTRe redb-xpoMatorpadieii wa womonkax ¢ cedancwcom G-200.
Menoapaosanes ovegecrsennsit npeuwapat Oyrupmixoawudcrepasst (KO 31.1.8) us cul-
BOPOTIM KPOBE NOWIALM ¢ AaKTHRIOCTBIO 8.6 e awt./smr deara (0,02 M Gyrupiamio-
XOTHHHONUL) .

Onrvecki  axtnnane  gochopoprameieciyse  coeunennn — O-3onporusi-S- (3-»Tinn-
aepranroatiu) veruarnodoedonar (1) u O-naouponua-S-r-oyrmmenimrnogocgonar (I1) -
OBLAK CUNTC3UPOBANILL BIAHMOAENCTBHEN COOTBETCTRYIOUTHX NATPHEBBIX COMEH Xuparb-
RLIX Kuc10T Gocdopa ¢ radojankiarr no uasecrioii aeroguke [17].

* Tlox gefiersuen depmedta taparana amerTarioxXomin TILponyeres ¢ Gonpiuei

, i )

CROPOCTLIO,  MeM  LPONHOIIIITHOXOAIN, TP OUTHMATLITON  ROUTeHTPaluL aTIx ¢y~
CTPaToy, papHoll 2 MM; GyTHPINITIIOXOIMI BE IHAPOIIAYeTCA.
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Kuneruka umeubuposanus xojwuserepas HochopoprasiuyecKUMI COoeH-
‘HeHnsMu uccregosanacs npu 25°C s 0,05 M docdaruom Gydepe, pH 7,5.
Mepyent nakyOupoBaiy ¢ HHIHOHTOPOM B TeUeHME OIPEAEJIeHHOr0 BPEMEIN
(1—=5 MUH), O HCTEYEHUN KOTOPOrO OIPEHENSII OCTATOUHYK AKTUBHOCTD
1o Metony Juimana w Ap. [19]. B ravecrse xpoMoreda menonnsosanm 5,5 -mu-
Tnoduc (2-mmrpobensoiinyo) wucaory (Sigma). Wecsejoanime TpOBOIMIN NpH
3-—4 RKommenrTpauuax HHTHOMTOpA. BemuMuuHBl ki . onpejensian rpadude-
ccxit [12]. B cmereme woopmmuar 1g vo/v,—t-[1] Obwiur momydensr npambie,
Harknow woropeix (tgo) mpu pmammoir [T] coormercrsoBan kipo./2,3. Jas
OUeHKM mapamerpos wo cxeme (A)  ucnombsosas  peawuwnsl 1k =
=At/23 tg o upu At=1 yuu. Bemwunusr ki, g cxemsl (A) paccamrhianu
TarKe 1Mo ypasrenio (1), Upu 9TOM BMECTO U, ONPEACHAIN HAYAIBHYIO CKO-
poCcThH rHApoim3a cybcTpara vy B IPUCYTCTBHH KOHUEUTPAIME UHTHOM-
ropa [I], wenoabayemoit mas oupepesenns ki ;. Mcuoab3osaHue BeauyuHLL
Vo, ) IO3BOJIMNG HCKIIOUMTDH BRI HEUPOAYRTHBHON coplmuu B TOPMOIKeHNE
FCXONHONW arTHBHOCTH (DepMeHTa. DBelmuiHbl KHHEeTHYECKHX IIAPAMEeTDOB, I0-
JTYUEeHHBIE BYMH CIOCODAME, HMEJNH XODPOTUee COBIAjIeHHE.

Horyenrpayuio akrusnoiz yenrpos GepMenTa OUPeeIain MeTOTOM THTPO-
BAHUA BBICOKOCHEUupuUeskuy warudnropom (Metuncynbdomermnarom O-37ii-
S-{p-arunmepranrostui) Mernatuogocdouara, cuuresuposanust H. H. T'o-
JoBEKOBBEIM B nadoparopuu M. V. Kataammka, UHOOC AH CCCP, Mocksa).
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SELECTIVITY OF THE ACTION OF STEREOISOMERS OF THIOPHOSPHONATES.
WITH ASYMMETRIC PHOSPHORUS ATOM ON CHOLINESTERASES

GRIGORJEVA G, M,, KRASNOVA T. 1., ABDUVAKHABOV A. A *,
ABDUKAKHAROYV V, 5 *

I. M, Sechenov Institute of Evolutionary Physiology and Biochemistry,
Academy of Sciences of the USSR, Leningrad; *Institute of Bioorganic
Chemistry, Academy of Sciences of the Uzbek SSR, Tashkent

The inhibitory action of stereoisomers of organophosphorous compounds with asym-
metric phosphorus atom, (CHs)zCHO(CHs)%(O)SCI{ZCIJZSCZHs and (CHs),CHO(CH;) -

-1§(O) (CH,)sCH;, on acetylcholinesterase from nervous ganglia of cockroach Periplane-
ta americana and bovine erythrocytes as well as on horse serum butyrylcholinesterase-
was studied at pH 7,5 and 25° C. It was found that the interaction of the inhibitors with
cholinesterases has a complex type and includes reversible and irreversible stages re-
sulting in the formation of noncovalent enzyme-inhibitor complex and phosphorylation.
of the enzyme, respectively. The affinity constants K, phosphorylation rate-constants k,,
bimolecular reaction constants kg for enzyme inhibition, as well as the dissociation
constants K; . for unproductive sorbtion of inhibitor were determined. Much greater:
selectivity in the action of (—)isomers of both thiophosphonates, as compared to
(+)isomers, on acetylcholinesterases was observed, the effect being most pronounced
for the cockroach enzyme. On the other hand, no marked differences were discerned
between isomers in their binding to butyrylcholinesterase. The stereospecificity of the
enzymes under study at different stages of interaction with the inhibitors was cha-
racterized.
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