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Hcenenopano BAMAHEE PABNMIALIX TEOTHAOB HA CKOPOCTH KATANA3HPYEMOTO IeNCHEOM
THPONH3a fu- W TPUOCHTHNELIX cyOcrparos. 1Tokasa@o, 9T0 B 3aBHCHMOCTH OT CTPYK-
Typrl cyberpata @ a(@exTopa MOCHEHHMI MOMKET BHCTYNATH B POJNM AKTUBATOPA HEKOHKY-
PeHTHOTO NI CMEIIAHHAOr0 THIIA MM B PO MErHOuTOpa. J{NA aKTHBATOPOB HEKOHKYDEHT-
HOTO THIA YCTAHOBJICHA JNHEHHAS 3aBHCHMOCTH BEJIHYHELL B OT CYMMAPHOLO MHIEKCA
cuenadumumocTy. OBGCYHKIAETCH MEXAHM3M ReHCTBMA aRTHBATOPOB U KHHETHUSCKAS CXeMa
OEeNCHAEOBOTO KATANH32, BRIOYAWIAA UHAYUHDPOBAHEBIL cyOcTpaToM (mau cyberparoM m
axkTHBaTOpOM) KOE(GOPMAImOREHIT epexon gepmenta B HOPMY, MAKCHMANBHO KOMINIEMEH-
TAPHYH0 TEPEeXOJHOMY COCTOARMI0 B PeAKINH IH(POIHaA.

Wccnepopanua cneruduanocrun cpunoro mencuua (H® 3.4.23.1) B orno-
merny ruppormsa O0eakon [1—3) m cunrermaeckux memrupmos (4, 5] moxaszmi-
BAIOT, YTO AKTWBHEIH IIEHTp »Toro (QepmeHra IPENCTaBAseT COOOH «Ielby,
coenuguIecKy CBA3LIBAIONIYIO, KAK MHUHHMYM, IATH AMAHOKKCIOTHBIX OCTAT-
KoB cyferpara. BriBom 0 TPOTAKEHHOCTH «HICAW» IIONTBEPIKIACTCA [TAHHLIMHA
PEHTTeHOCTPYKTYPHOrO aHanuza OJM3KOPONCTBEHHEIX KICHBIX mporemuas (6, 71.

Ponb aMHHOKMCIOTHHIX OCTATKOB, YHAMSHHLIX OT PACIIEnJsAeMoil CBA3M,
B pepmenr-cyGCTPATHOM B3aUMONEHCTBHH, BePOATHO, 3AKIIOUASTCH B CHEJ(YIO-
meMm: npu copOituy cyGeTpaTa B AKTHBHOM I[EHTPe 9TH OCTATKH M3MEHAIT KOH-
hopMaTI0 AKTUBEOTO LIEHTPA, TeM CAMBIM CO3/IaBASA KOMIUIEMEHTAPHOCTE 1IeH -
pa mepexomoMy cocrosEHI0 cyberpata B peaxmmu rupponumza [8]. Eenm oro
TaK, TO MOJNAKHBI CYIRCTBOBATH cyOcrparomonobusie addextopsl, anano-
PUYHEBIM 00Da30M UBMEHSIOLINE THAPOAM3 ILIOXHUXD CYOCTPATOB, HECIIOCOOHHIX
K MHAYIEPOBAHEIO ATEKBATHLIX KOHQOPMAIMOEEEX H3MEHEHUH.

Iesicreurensno, ofman u corp. [9, 10] mokasanm, 9ro rugponns JeHImI-
TUPOSUIAMELA 1 HEKOTOPBIX EPYIAX cyOCcTpaToB YCKOPAeTCsA NpH Ao0aBacHIH
B CHCTeMY HEeTTHIOB, HE PaCIHelasaeMbX TelCHHOM.

B macroameir paGore TPHBENEHE Pe3yIbTATH HCCIELOBAHUA B3AUMOOTHO-
MeHTE pARa wenrupHelXx 9gdeRTopoB ¢ Nu- ¥ TPUTeHTANIEMY CYOeTpaTaMu Hen-
cuma. Vcmoansopamubie HAME CyOCTPATHl CONEPIRAJIE OCTATOK n-HUTPO-L-de-
puaagaruaa (Phe(NO,)), aro ofnerwano Kumerwdeckue HsMepenus. DBourm
BROpaubl coefmuenus, copeprramue ronbko C-3almrHy IPyOOApPOBKY,
y-amuronpommMopdonurosyo (Apm) [5] (coen. (I) — (111)), samumensnrie xax
mo C-, rax m mwo N-rowmuesoit amunoruciore (coen. (IV)) u He cogepsramue 3a-
murasx rpynn (coex. (V). Hurernteckue KOHCTAHTHL EPMEHTATHBHOLO THL-
ponusa otux cybcrparoB npusejensl B Taba. 1. B xagecrse adpderropos ucnonn-
30BAJHCH He THIPOIU3YIOIMECcs LeICHHOM TeNTHIE, CONePrKaIiie 3alluTHEIe

TIpYOHH.
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TlsMepsnucs CKOPOCTH IUAPOIH3a ¢yGCTPATOB B 3aBACKMOCTH OT KOHIEHT-
paumi Kax cyberpata, rak u sddexropa. O6paboTKy pesyabTaToB IPOBOLIIN,
HCIONB3YA OOMYI CXeMy BaauMofelicTBHA ¢pepment — cyberpar — adder-
Top (L) {11]:
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B saBreuMocT: OT 3HAUCHUN o ¢ [ ohHeRTODP BEHICTYIAST HIH B POJNH AKTHBATO
pa (K| = K,), uau B poan uurudburopa (K, = K;) peaknun.

Ws-3a Huskoll pacrBOpUMOCTH HeKOTOPHIX cyb6erparoB u addekrTopos, a
TaKAKe caaboro BAMAHEA AL 2heRTopoB Ha rugponus cydeTpaToB He BO BCeX
caydYasx YAadoCh HOJXYyYuTh Bee Mapamerpsl akrusaumu (Ky, a u B) u mapamerp
murubuposanns (K). B pane ciydaes DpuouIoch OrpaHNdIUTECA KOHCTATAHEH
AKTUBHPYIOUIEro MAW MHTHOWpylomero nedcrsusa addexropa. B rabn. 1 mpu-
BeHEHHl HONYUSHHEE MaMM KHHETHYCCKUE HapaMeTpLl aKTHBAIMU ¥ HHTHOU-
poBaHuA, a TAK/KE HauboIee BePOATHOE B3AUMHOE PACHOTOMKEHUE B AKTHBHOM
redTpe PepreHTa cyderpara M AKTMBATOPOB MY UHIHMOUTOPOB (hepMEHTATHB-
HOTO THApoausa *.

Amanumsupys TOJYYeHHLIE HAMU [aHHBE, clefyeT, BO-IepBBIX, 06paruTh
BHIMaHEE Ha TOT PART, YTO B Ka4eCTBE AKTUBATOPOB MOTYT BHICTYIATh JHIIE
COCNIMHOHMA, HMMEIOMHe IO KpaliHell Mepe OfHY He3alUINEHHYI0 KOHOEBYIO
AMAHOKHCIOTY, OpPH 9TOM cybcTpaT Takme NOIUKEH COZePKarh TAKOro Poja
AMEHOKHCJIOTHEE ocraToK. O6HADYRUTL aKTHBATOPBL THAPOJM3A MOJHOCTHIO
samumensoro cyberpara Z-Leu-Phe(NO,)-Apm (IV) ram He yganocs. OgeBuy-
HO, 9T0 [N 00pasoBaHMA TPOMHOr0 KOMIIEKca cyberpar — akTHBaTop —
$epMenT CYIMECTBeHI0e 3HAUSHIE MMeeT DIeKTPOCTaTUIeCKoe B3aUMOIeACTBIE
sapsapos cyGerpara w akrmearopa. OIHAKO 9T0 B3aUMONEUCTBHE — HE00X0fH-
MOE, HO HeJ0CTaTOYHOe YCIOBUE aKTHBWPOBAMMS HeNCHHOBOro Raranmsa. Pap
COCMHEHHI, HOTEHIIHANBHO CHOCODHBIX K TaKUM B3auMomeAcTBHSAM ¢ cyGeTpa-
TOM, Bee jKe sBaswTca uaruburopamu. GregoBaTensHo, cpoacTBo adderropa
K TOMY MIM MHEOMY YYaCTKY ARTHBHOIO IEHTPA UMEET BajsKOe 3HAYEHHUE A
OPOABJEHUS MM MJIM AKTHBHDYIOMEro, WK MHIMOUPYOIEro geicrBus,

Murepecro, 4ro MeRAy CPONCTBOM aKTHBATOPA K (EPMEHTY M ero CIocos-
HOCTBIO YCKOPATL THApoaus cyGCcTpara CyHIeCTBYeT WeTKasi KOpPessiud,
Jna NeKOHKYPeUTHBX AKTHBATOPOB ofHapyKeHa JHHeHHas 3aBHCHMOCTH
MeMRILy cymmapHbMM mugexcamu crnenmbuanoctn X (S;; -+ S;) [3] akrusato-
POB, BBHIYMCICHHEIME U3 TPEANOTOMKEHHS O pPACIOJOIKEHMM HMX B TPOHXHOM
roMInerce (rabx. 1), u senuwunHoM [ (PUCYHOK). dTa KOPPEAALHMS ONHCHIBAGT-
CA ypaBHEHHEM

IDB = 0,232 (Sij + gj)a —f— 2,45

¢ xosdomunenrom woppeaamun r = 0,99; % (S + §,)a paccamreiBann u3
OPeRTONOKeHAA, TO PasMepsl aKTUBHOTO LEHTPA §; — S5 . _

Pap wempiTaHHBX HAMH COGTWHEHHI LPOABIAET CMEMAHHBH THI aRTHBA-
nnu (o 7= 1), mpmaem ogun u To1 e sdderrop, naupummep Z-Leu-Leu-Ser-OH

# (CBASHBAMOLIME YYRCTKH, DPACHOMOMEHHLIe B AKTUBHOM HeHTpPe (epMeHra ClieBa OT
MeCTAa HOJIOKEHUA DaCIIemIAedMOol CBA3M, YCIOBHO 0003HAMEHEI sy, Sy, S3, W CIpaBa—s,’,

s’ | T, A
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3aBUCUMOCTH sFadeHmil  OT CyMMapHLIX UHGKCOB crewydud-
HocTE axtuBaropos. Hymepams axtuBaTopos Ha pUCYHKe
COOTBETCTBYET HyMepauuu, UpuBenernoi B Tabn. 1. Hmkuuit
HHJIEKC TIOKA3LIBAeT CcyOCTPaT, ¢ KOTODPHIM .PacCTHTHIBAII
peruanyy f A DAHHOTO aKTHBATOpa

(VIII), Mosrer BEICTYIATH ARTUBATODPOM IO OTHOWIEHMIO X ofmomy cyberpary,
H-Phe-Phe(NO,)-Apm (), u KoHRypeHTHEIM WHIuOHTOPOM — K RPYrOMY,
H-Asn-Phe(NO,)-Phe-Apm (II). Ho-Bupnmomy, CMeIManHBA THI aKTHBALAN
B 9THX CIYJasX MOMKET OBITh ONHCAH CXEMOH, COTIACHO KOTOPOH aKTHBAaTOP
CBABEBAETCH CO CBOGOMHBIM (EPMEHTOM B YUACTKE CBABBIBAHUS

Ky .
E +-S— ES N
Ka H f oaKEl
EA ESA  —
Bz

cyberpara, HO B OPUCYTCTBUE CyOCTpaTa aKTHBATOp BBIT€CHAGTCS B NPYroh
yaacTok akrmBHOTOo meHrpa. Tor darr, aro momomenue cyberpata u sdderTo-
Ppa Mosker OLITH PA3HBIM B ABOMHHX KomMunekcax, BES mw EL, u B rpoiinonm Romu-
asexce, KESL, wmaubonee APKO HeMOHCTPHPYETCS IOBefeHUeM CHCTEME I —
(I11)—(V1). B orcyrcrnme adpdexropa cyberpar H-Ala-Phe(NQ,)-Ala-Apm (111)
odeHp MefieHHO Tuaponmayerca 1o casw Phe(NO,)-Ala, ognaxo mobabiernua
spdpexropa (VI) mpumBOEET K aKTHBALMM THADPOAU3A, UPU HTOM paCIlel]eHus
cyberpara mpomexomut mo csasu Ala-Phe(NO,).

ARTHBATHMS HeTCHHOBOTO KAaTalM3a MOMET NPOMCXOANTh NYTeM «ILOCTpOil-
Km» cyOcrpara aktuBaropos Kak ¢ N-, rak u ¢ C-Rouma. B mocnennen cayqae
cyocTpaT MOMIKeH CofepHiaTh CBOGONHYI0O KapOOKCHALHYIO IPYNIY, a akTHBa-
TOp — WMerh 3aMMIIEeHHEH Kapbokemn u cpobopuyio amuwnorpynmy. Cymecr-
BeNHOE 3HAYEHME LPU 9TOM HMeeT KOHGHUIYPalUA aMUHOKHACIOTHEX OCTaTKOD.
B 10 spems xar H-Phe-Ala-Ala-OMe (X1) axrusupyer rumgposus H-Ala-
Phe(NO,)-Phe-OH (V), ero smanruomep (XI111) BeicTyIiaer B oTHOMENNE 2TOY O
cyGerpara Kak KOHRYpeHTHHH murmbmrop. B cnygae sammmennoro cyberpa-
ra Z-Leu-Phe(NO,)-Apm (IV) ofa sxHamrmomepa OposBAA0T CBOHCTBA HHIH-
guropos. Bosmomuo, aro B caydae D-Qopmbl deHnnasaHuHa opueHTALWSA 3a-
PAIKCUEON aMEPHOTPYINH >(@eKrTopa B TPOAHOM KOMIJIEKCE TAROBA, 9T0 OHa
HEe MOJKeT B3aMMONEHCTBOBATEH ¢ KapOOKCUIABHON TPYNIOR cyGerpara,

Kaxop e MexanmaM aKTHBALUK HENCHMHOBOrO Karanmsa? Kak yme orme-
9anoCh BDLIIE, UMEIOTCA Jauable 00 MHAYUHPOBAHHH Cy0CTPATOM M aKTABATO-
pavu KoH(GOPMANUMOHHEX uaMeHeHnit B memcune. G 9TUMU JANHBIMY COTIACYIO-
0TCHA IOJAYYeHHLIe B Wamieil nabopaTopru pesydbTaThl OOPEeeliis TepMONu-
HaMUYeCKHX IIapaMeTpoB KATAAMSHU)PYEMOTO HEICHHOM THAPONH3a NEHTHNOB
pasamanoi guuner (5] 3waunrenbioe BAUAHEE BropHIusX BepmeHT-cyberpar-
HEIX B3aUMONCHCTBEA Ha KATATHTHYECKYIO KOHCTAHTY THapoiusa (Ho He ua
Ky) IOKasznIBaeT, YTO MMEHHO STH B3aAHMONEHCTBUS MOUYT GBITH OIPEIENsIo-



MUME B MHAYLUPOBAHKN CYOCTPATOM KOHMOPMAITMOHNEIX m3MeHenuii depmen-
Ta, BAKHLIX I8 KaTajiusa. B 9ToM oTHONICNHN aKTHBATOD MOMKET UTPATE PO.Ib
hparmenTa, «1OHONHAIOMEroy cyberpar i CroCo6CTBYIOMETo KOH(OPMAIHOHH O
My mepexony B depmenre. C 9Toif TOYKM 3peHmA KHHETHICCKAA CXEMA MENCu-
HOBOrO Karaimsa JIOMUKHA BRIOYATh D0 KpalHe# mepe pByxcrajuiinoe obpa-
soBanme epment-cyberparHoro Kommiekca (cp. [12]):
Ky ke ke ks ks
E4+S==E> = E*S c= BE*P Py ——=EP,P, ——E 4 P, 4 Py,
4

ks ks ke
Ky

toe E*S — «axrmsumity depment-cyGerpatumit xKommieke, E*P;P, — raxoi

7Ke KOMILIeKe ¢ npopyktamu rupgponmsa Py u P,. Hawagpmas cropocrs ragpo-

JIU3a TUPA YCHOBUE kg => kg m k_y' >k, Gypmer onpegenqsThes BLIpAKEHHEM
/C?]is

. T Ty oISl

k. ( K k >
-1, ) ,,;,;1 M
K PR 14 3% + k_o -+ kg [Slo
Ecnu npenmonomurs, aro kg = ko, a k_y/k/’ > 1, ro 3padenns mabawopae-
MO# KaTAJUTHIECKOH KOHCTAHTHI M BeJMYHHE! K nkan) OYAYT

kxar = ko/ K' m Kinqgany = Ks, toe K' = k'/ky.

Orciofa cienyer, 410 B pAAy Cy6CTPATOB, Pa3AUIAOMUAX CA NANNON HeITHI-
HOH Uenw, Korja BTOPMIHKeE (HepMeHT-CyHeTpaTHBe B3AWMONCHCTRIS BIMAIOT
Ha BeauwuRy A, (KOICTRHTY CKOPOCTH HENYIIAPOBAUHOTO M3MEHEHHMA KoHQOp-
Maruu (bepMeHTa), 3MAYOHHS KATANMTHICCKON ROHCTAHTHL MOJNIKHBL YBEJIUUM-
Barbes, a 3HAYCHHUA K ykam) OCTABATLCA HOCTOAHHEIME. MIMEHHO Takada cu-
Tyauus HaGmonaercs A cydcrparos meucmHa. HeROHKYpeHTHEE aKTHBATO-
PBL BHISIOT TONBKO HA HAGKIONAEMYI0 BENIHIHHY fKxar. HCIAW QOOYCTHYE, UTO
KOHCTAHTA CKODOCTH XHMAYCCKOT0 LHpeBpalleHds cyberpara B KOMILIEKCE
E*S me saBHCHT OT OpHCYTCTBHA B TOM KOMIUIEKCE AKTHBATOPA, 3HAYCHUEC [
Oymer (aKTWIeCKHE Mepodl M3MCHEHUs KOHCTAHTH paBHosecHs (K') Memmy
rommiercamu ES m E*S.

Wnrepecro cpaBEETb, HACKONBKO 3POeKTHBHO aKTHBATOD [OIOJIHIET CyO-
cTpar, T. €. HaCKOIbKO HabmiogaeMast OPU HACHIMEHHY PePMEHTA ARTHBATODPOM
CKOPOCTH THAPOIE3A (IIOXOL0» CyGCTpaTa COOTBETCTBYET CKOPOCTH UMIPOJIH-
34 OeUTHIHOTro cybeTpaTa, BRIIOWAIONIETO BCEG OCTATKE KaK AKTEBATOPA, TaR
u «mroxoroy cyberpara. B cuereme cyberpar H-Phe-Phe(NO,)-Apm (1) u ax-
rusarop Z-Leu-Ser-Ala-OH  (VI)  Axara) = 19,4 Mu™, 1tne  frarsa) =
= lgarP  (kgar = 0,22 auu™, p = 69, cm. tabu. 1). dana cyGerpara
Z-Leu-Ser-Ala-Phe-Phe-(NQ,)-Apm paccunragmag [0 HMHEKCAM CHEIU~
dpuunoctn [3] seauamna kyar = 3500 mun~!. Taxum ofpasom, meHTamemTup-
HBH cyGerpar KoJKer rugponamsoBarbes fogee wem B 200 pas Gpicrpee Imo
CPABHEHHIO C MUOETTHIHEIM CyO0CTpaTOoM B OPHCYTCTBUM TPUIEOTULHOTO aK-
THBATOPA. JTO YKA3HBAGT HA HEAJEKBATHOCTH 3AMEHBL! KOBANEHTHOU CBASH B
HeTTUe 9IEeKTPOCTATHISCKH B3aUMOAeHCTBYIOMAME KapOOKCHI-MOHOM U aMH -
HOTD yHIOH.

Henwpss MCKNIOINTH, OGHAKO, TOrO, YTO MEXAHW3M AKTHBANNY 3aKJIIOUYACT-
¢A B CHHTE3e HOBOIO IenTujga us cybcipara M awkTUBATOPA, KOTOPHIT sareM
U rupponmsyercA. B »ToM ciyuae PassMUMC OKCOEPMMEHTANBHOR M BEIYMC-
JeHAOH KOHCTAHT CKOPOCTeH MO)ker OHITH OOYCHOBJEHO NMMATHPOBAHMEM BCe-
IO TPOUECCa CTafiMel CMHTesa HeITHfa.

JKCUEPUMEHTATIBHAS YACTh

XuMUUECKYI0 ofHOpOAHoeTh Bemeers nporepsan TCX ma Al,O4 (11 cve-
TMeHb AKTHBHOCTH o BpokMany) u Ha mlacrunrax cuaydona UV-254. R; on-
pemenanu na Al,O, B cumcremax pacrBopuTeNed: aTmMIALETAT — TEKCAH,
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Tabuomua 2

Coennenne Ry (cmcrema) Tyy, °C* ‘ [alp, rpax (c)
Z-Ala-Phe (NO;) -Phe-OMe 0,45 (A) 199-200 (a) -27,0 (0,54)
H-Ala-Phe (NO;)-Phe-OH-HBr 0,66 (T) 267 (pasn.) (6) +19,15 (0,40}
Z-Phe-Ala-Ala-OMe 0,42 (A) 200~201 (6) —19,40 1,1
Z-Phe-Ala-Ala-OH 0,65 (1) 194—-195 (r) -12,9 (1,0)
H-Phe-Ala-Ala-OMe-HBr 0,60 (I') 188190 (B) -39 (0,65}
Z-D-Phe-Ala-Ala-OMe 0,82 (B) 181—-182 (6) -6,3 (1,0)
Z-D-Phe-Ala-Ala-OH 0,67 (J1) 185-187 (6) +8,45 (0,6)
Z-Leu-Ser-Ala-OH 0,64 (E) 169--171 (a) —14,2 (0,25)
Z-Leu-Leu-Ser-OMe 0,82 (B) 118—-120 (a) 21,3 (0,25),
Z-Leu-Leu-Ser-OH 0,60 (IT) 158—160 (a) —25,0 (0,2)
H-Phe-Phe (NOs)-Apm-2HBr 0,49 (1) *E —-2,3 (1,0
H-Asn-Phe (NO;)-Phe-Apm - -2HBr 0,42 (I') w3 -9,7 (0,3)
H-D-Phe-Ala-Ala-OMe-HBr 0,61 (1) *k -39,3 (1,13)

* B cKOOKAX YKA33Hbl PACTBOPUTENH, UCHONbIOBABIIMECA IS MEPeKPUCTAIIMBAMMH (CM. «Di~
CIIEPUM. YACTbY ).
** COeNMHEHHA OYHUICHLI TPEXKPATHLIM IepPeoCaKIeHHeM sdhMpoM M3 MeTaHoJa.

4 : 1 (A), srmmanerar — rercad — meramon, 8 : 1 11 (B), srunamerar — mer-
poienusit spmp — Meranod, 3 : 1 : 1 (B), u ma cuaydone B cucremax: n-Gyra-
HOI — BOfA — YHeycHAH Kucjora, o : 5 :3 ('), srmnamerar — merposeinbi
ahup — meranonm, 3 : 1 1 (Il), srmaanerar — merawon, 2 : 1 (E).

Temmeparypsl mnasiesus oupemensnu wa 6iaoke Hodmepa. HOna mepe-
KPUCTAINIABAET COSMUHEHTH HCIOAL30BAIH CHeNYIOMHe CMOCH PACTBOPATeIeH
a — DTHNAETAT — OerpoieiiHsit agup; 6 — XIT0POoPOPM — METAWON — IOT-
poaeiun# sdump; B — xmopodhopM — MeraHod — HeH30J; I — BONHBIE Me-
TAHOIL.

JIeMeHTHEI COCTAB COEMHEHHH IO JAHHBIM aHAIEBA COOTBETCTBOBAN pPac-
AeTHOMY.

Ypeaproe Bpamenme waMepsuiy Ha momspumerpe Perkin-Elmer 141 M =
pmMerTHIpopMaMuasie.

Cunres mentumoB ¢ aMmuompounmimMoponmnoBoir C-KOHIEBON 3amWTHONR
CPYNOUPOBROK OCYMeCTBIANE Kak oumcaro pamee (5], Cumres mermnosmix
5QHpPOB aNMAMDOBAKIAX TEOTHIOB IPOBOMIH METONOM CMEIIAHHBIX ABTHIDH-
OB, TEApPONE3 HOHPOB — CHAPTOBEHIM PACTBOPOM INEJOYH, ITWMHHHPOBAHAE
OeH3MMOKCUKAPOONNABLHON 3AIMETH B LEUTHAAX — OPOMMCTHM BOLOPONOM B
nemsHoi yreycuoir kmemore [13]. CBoiicTBa CHHTESHPOBAHHBIX COENNHEHHI
opuBexeHsl B Tabx;. 2.

Z-Leu-Ser-Ala-OH nony=anm ms xpomartorpadruyecku wmeroro Z-Leu-Ser-
Ala-Phe-Apm QepMeHTaTHBHBIM THEPOAM30M IOCHETHET0 IEICHHOM CBUWHBY
no csasy Ala-Phe wo caepyomeir Mmeronure: 600 mr Z-Leu-Ser-Ala-Phe-Apm
(0,85 mmoas) pacrsopsanu B 18 ma 0,4 M anmerarnoro oydepa (pH 4,0). K pac-
TBOPY UPH KOMHATHOR remueparype npubasirsaiay 20 M CBHHOro elcHHa B 2 M
Toro ke 0yepa. Cmecs, caafo mepeMemmuBas, OCTABIANN Ha 2 4, 3a XOLOM pe~
aRguy cneguim xpomarorpadmuecku (cucrema E). o oxomuamum peaxuuwy
emech mopruchsau go pH ~ 1,0, Bumasimee Macio 9RCTPArAPOBATI STHAALE~
TATOM, OIPOMBIBaNE BOKoH, cymunu nax Na,50,. Hlonyaennrit pacreop npomyce-
KafAu 4epes caol menmra-540 (60—100 mem), DpOMBIBANT CMECHIO HTHIATETAT —
MeOH. Buixom 200 mr (~ 56%).

Hommepuecruii mpemapar nemcmua cBuubr (ONafHCKHHE 3aBOJN XHMPEAK-
THBOB) oummiany woHoobMenuol xpomarorpadueit na DEAE-nennmonose ¢ moc-
nepyiomum obeccomupanmem Ha cedamerce G-25 mo merony [14]. Tmpponus
ey6crparos nposomuiy opu 37° 80,1 M anerarnom 6ygepe (pH 4,0) B npmeyr-
creum 5% (o ofvemy) HAMODA m womuenrpammax depmenra 5—20 mM.
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(honmenrpammu cyberparos u sdderropos cm. B raba. 1). Xox rupponusa pe-
THCTPHPOBANY MPAMEIM cOekTpodoroMerpuponanmem pr 320 HM Ha CHEKTpo-
‘poromerpe ¢upmpr Gilford. Romcranrer rumponmsa cyberparos B Opucyrer-
BYH AKTHBATOPOB ¥ MHIHOWTOPOB ¥ THI BAMAHKASA 3(PPeKTOPOB ONpeHensann B Ko-
opoararax Jlairyusepa — Bepxa.

HoHerauTsl KOHEYpeHTHOTO uHrmOuMposasnd (K;) HaXORMAM B KoopamHa-
rax (K, [11). Koncraursr nekouxkypentao#t axrmsanuu (K,, ) oupepensanu
B xooppuuaTax [1/(kxar/ks — 1), 1/[Al]l. Koucraursr cMermanuoH aKruBammn
(Ka, @, B) naxopunu Kar ommcano v pabore [11].

O6cuer KPUBLIX TPOBOSUIHN IO ypaBHEHNIO AuHeRHoi perpeccun Ha SHBM.
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ACTIVATION AND INHIBITION OF PEPSIN CATALYSIS

ZINCHENKO A, A, RUMSH L. D., ANTONOV V. K.

M. M. Shemyakin Institute of Bioorganic Chemistry,
Academy of Sciences of the USSR, Moscow

The effect of various peptides on the rate of pepsin catalyzed hidrolysis of a number ol
di- and tripeptides has been studied. It was shown that depending on the structure of the
substrate and effector, the latter can function as competitive or mixed-type activator, or
as inhibitor. For competitive activators, a linear dependence was found between the sum
of specificity indices and B values. Activation mechanism and kinetic scheme of pepsin
catalysis are discussed, the latter includes substrate- or substrate and activator induced
conformational transition of the enzyme into the form complementary to the transition
state of hydrolytic reaction.



