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HOBbLIE CYBCTPATbLI TEMNCNHA
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ViccnepoBaHne mexaHuM3ma KaTasM3npyemoro nercuvHOM ruaponusa nentu-
[0B OCJ/IOXKHSAETCA OTCYTCTBMEM AOCTATOYMHO YAOOHbIX AN KUHETUYECKUX U3Me-
peHniA cybcTpaToB. O6bIMHO WCMOMb3yeMble AMNENTUAbl apoOMaTUYeCcKMX amu-
HOKMWC/IOT TMAPOSN3YIOTCA MErncMHOM CBUHbW OYeHb MeAsIeHHO, 06/1a4al0T HU3-
KOW pacTBOPUMOCTbIO U TPeOYHOT MpUMEHeHNs TPYLOEMKUX METOAO0B KMHETUKMU

2). Hamnyuwimmn cyb6etpaTamm nencuHa, HECOMHEHHO, SBAAKOTCA Mpegso-
)KEHHble PpPYTOHOM W COTpyAHUKamu (3) COefMHeHWUs — Y-MMPUANIOBbIe K-
pbl  MENTUAOB, COAEPXKALUMX OCTATOK N-HUTPO(eHUNanaHuHa, Hanpumep,
ZGlyGlyPhe (NO2) PheOR, rge R— (CH2)3C5H5N. OgHako u 3Tm cy6eTparthl
MMEIOT HEBbLICOKYIO pacTBOPMMOCTb B BOAE, UYTO HE AaeT BO3MOXHOCTU JO6UTLCA
B K/MHETMYECKOM OrbITE YC/OBMWSA, KOrfa KOHUeHTpauma cybetpata [S]e npu-
6/1M31UTeNbHO paBHa KOHCTaHTe Muxaanuca (Am).

C uenbi BOCNOSHUTL 3TOT HELOCTATOK Mbl MCCNEefOBaIM HOBbIA TUMN coeau-
HeHWl — nenTugbl, cogepxxawme mopgonuHosbin octatok (1) — (111):

C6H5CH20CO—X—NH—CHCOXH(CH2)3X o,
CHaCeHs
roe (I) X=Phe; (I1) X=n-(NO2)Phe; (111) X=AlaAla(NO2)Phe

(v) . 0 ;NCH2CONHCHCONHCHCOOCHj3

\ |
CH2 CH2C6H5

C6H4ANO?2-n

CoeauHeHus | — 111 nonyyann, ucxoga u3 y-mopdonuHonponunammia e-
HWNanaHWHa, KOTopblli 6bl1 CUHTE3MPOBAH KOHAeHcaumeli kapbobeH30KeeHU-
aaHNHa 1 y-aMUHOMPONUAIMOPMOINHa B NMPUCYTCTBUN 3TUNOBOIO aupa  Xnop-
YFONIbHOM  KUCMoTbl.  JanbHelwnii  cuHTe3 coeguHeHnin |— 111 nposoguncs
00ObIYHBbIMM METOfAMWM MNenTUAHOM XMMUKM. UucToTa MOoMyYeHHbIX COeAUHEHWI
nposepsinack xpomartorpaguyeck. CBOICTBa MOMYYEHHbIX BELLECTB MpuBeae-
Hbl B Tabn. 1.

Kak BMAHO 13 NpuBeAeHHbIX JaHHbIX, PACTBOPUMOCTb MOJSTyYeHHbIX COefuHe-
HWA B Boge npv pH, 6/1M3KMX K ONTUMaslbHOMY A1 aKTUBHOCTW MErcuHa, A0o-
cTaTouHa AN HAAEXKHbIX KUHETUYECKUX N3MEPEHUIA.

CKOpOCTb rnaposnmsa coefuHeHus | n3mepsnacb MeTofoM C MCMOMb30BaHU-
eM  TPUHUTPOGEH30/CYIbYOKNCTOTEI (4). KnHeTuKa rmgponvsa  CoeauvHEHWi
Il — IV u3yyanacb CrekTpoPOoTOMETPUYECKN Ha criekTpodoTomeTpe Cd-4a,
cHabXeHHoOM npuctaBkoin Mmngopga (5) M TEPMOCTATUPOBAHHBLIM KHOBETHbIM
otgeneHvem. MamepeHusa nposogunamce npy A 320 mu. Mpwy 31O gnHe BOJHBI
pa3Huua B 3KCTUHKUMAX cybcTpaTta U npoaykTtos ([e) coctaBnset 900 npwu
pH 4,0.

Bce namepeHns nposogunucek npmn 37+0,5°, pH 4,0 B 0,1 M auetaTHOM 6y-
thepe. HavasnbHble CKOPOCTWM rMAponM3a W3Mepssiucb Mo NPAMONVHEHOMY
YUaCTKY KpPUBON, COCTaBnaloLleMy He 6onee 20% MOMHOroO ruaposnmsa cyberpa-
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Ta. PesynbTatbl n3mepeHuii obpabatbiBaniuce nNo metogy JlaliHymsepa — bepka
n obcuntbiBasiCcb Ha OBM «Haupu-2» ¢ MCNOAb30BaHMEM MeTO4a HaMMeHb-
WX KBagpaTos. [Nony4veHHble 3HAUYEHUA KOHCTaHT )epMeHTaTMBHOIO rmaponu-
3a NpviBefieHbl B Tabn. 2, B KOTOPOW ANA CpaBHeHWs NpuBefeHbl W [aHHble Mo
rmgponusy metunosoro adumpa N-auetun-
theHunanaHuneHunanaHuHa (V), B3fATble
13 pa6otbl (6).

Mony4yeHHble HAMW pe3ynbTaTtbl MOKa-
3bIBalOT, YTO BBEAEHME 'Y-NPOnUIMoposu-
HOBOW rpynmbl CYLLECTBEHHO Y/yuyllaeT
cybcTpaTHble CBOWNCTBa Aunentuaos. Be-
JINYMHA KOHCTaHTbl CKOPOCTW BTOPOro Mo-
psagka (Jlkar/TIm) coefuHeHus | 6onee yem
Ha NOPsALOK MPEBbLILLAET aHANIOMMYHYH KOH-
CTaHTy coefinHeHus V. 3Ta pa3HuLa 06yc-
JIOB/leHa B OCHOBHOM YBE/IMYEHMEM KK,
Torga Kak sennunHa Kl nsmeHsetcs mano.
OTcrola MOXKHO 3aK/i0UNTb, YTO BBEAEHMe
MOpPhO/IMHOBOM FPYNMMPOBKM CMOCOBCTBY-
eT NpaBW/bHOW OpueHTauun pacllennse-
MOV CBfi3M cy6CTpaTa, T. e. MOHMXKAeT cTe-
MeHb HenpoayKTUBHOMO CBfA3bIBaHMA. Oco-
6EHHO pe3Ko CTeneHb  HENpPOAYKTUB-
HOro  CBA3bIBaHWA  YMEHbLUAETCA B
cnyyae coeguHeHua 111, KoHCcTaHTa Ka-
PUC. 1. 3aBUCUMOCTb KOHCTAHT chep- T&IMTMYECKOW CKOPOCTM KOTOPOro mMpu-
MEHTAaTUBHOrO ruapom3a coeauHerns MEPHO B 104 pa3 6osibLueM, YeM KOHCTaHTa
Il or pH. [E]=410-6—110-5 M-, COeAuHeHus V. Takoe yBe/sMueHne CKOpoC-

[S] =3-10-4—1,5-10-3 M-, 37° TV rMaponvsa npv BBefdeHWUM B cy6eTpart

rpynnupoBkn Ala Ala cornacyetca ¢ Ha-

6noaeHnaMn PpyToHa 1 coTpygHuKos (7).
BeegeHne moponnHoBOl rpynnbl B N-KOHLEBOW (parmMeHT aunentuga (co-
eguHeHne 1V) He TOMbKO He MOBbIWAET KOHCTaHTY CKOPOCTUM rMAponun3a, Ho
yXyALaeT KOHCTaHTy Mwuxaaniica. Ecnm y4ecTb, UTO COeAMHEHMS, cofepKalume
MOJIOXKUTENBLHO 3apPSXKEHHYIO TPYnnMpoBKY B N-KOHUEBOM dparmeHTe cy6CT-
pata, Takue Kak, Hanpumep, ZHis-Phe(NO2)PheOMe (8) (&KaT=17,4 MuH-1,
AM=0,46 MM), ABNAOTCA [OCTATOYHO XOPOLUMMW cybCTpaTtamu MerncuHa, To
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Tabnnua 1

DU3NKO-XUMUNYECKME CBOMCTBA HOBbIX Cy6CTpaTOB nencrnHa

c M2 Pactsopu-
OfAMHE- 1 npeC Ha AL2O moete
Hne ' B AM® (STMﬂaMETéT) npwlvﬁ)_l-1|0§1,0,
| 191-193 -23,1 0,5 6
c 0,63
11 192-193 —16,8 0,1 3
¢c =30
1M 226—228 17,7 0.7 1
c=0,3
v 117-119 -10,7 0,35 3
c=07

pe3ynbTaTbl, MOAYYeHHble A8 coednHeHUs |V, MOKasblBalOT, UYTO MOMIOXKEHME
3TOro 3apsfa B Lenu JOMKHO BbITb CTPOro (YMKCUPOBaHHBIM.

CnocobHOCTb "y-MOPONMHONPONWULHON FPYNMbl MOHMXATb CTeMeHb HEMpo-
LYKTVMBHOTO CBfI3bIBaHWS, MO-BUAMMOMY, O0YCMOB/EHa B3aMMOLENCTBMEM MOMO-
YKUTENIbHO 3apPsHKEHHOM TPYMMbl 3TOF0 OCTaTKa ¢ KaKOW-TO aHWOHHOWM rpynmno
thepmeHTa. [ns TOoro u4tobbl MPOBEPUTHL 3TO MPEANOSIOKEHME, Mbl  U3Yy4WIn



pH-3aBUCUMOCTL KOHCTaHT (JepMeHTaTMBHOIo rugponunsa coegnHeHuns Il B 06-
nactn pH 2—4,5. Tony4yeHHble faHHble NpeAcTasneHbl Ha puc. 1, N3 KOToporo
BMAHO, YTO KaTa/MTU4YecKaa KOoHCTaHTa AKaT oYeHb Maslo MEHSETCSA B 3TOM WH-
TepBasie pH. UTo KacaeTcsa BeMyuuHbl KM, TO OHa pe3ko Bo3pacTaeT npu pH<3.
OTctoga cnefyeT, 4TO cybCcTpaT B3aMMOAEMCTBYET C rpynnoi epmeHTa, UMe-
towen p7C~2,9. BeposiTHO, Takoi rpynnoii sSIBNSIETCA KapboKcwuibHas rpynna

Tabnnuya 2

KoOHCTaHTbI (hepMEHTAaTUBHOIO rnaponnsa coeguHeHnii 1—V pH 4,0;
0,1' M aueTaTHbIn 6ydep; 37° C

kKaT-10 3
CoefuHeHve [Sj-103, M [El *-10', M fckaT, MuH_1 KM-t0», M

M-"-muny-|

| 4,0-0,7 5 2.83+0,11 0.49+0,05 5,69+ 05

1 1,5-0,3 4 3,37+0,17 0,52 +0,03 6,46 +0,3

11 0,6-0,2 0,02 2632+79 1,51+0,05 1739+12
v 1,5-0,3 10 0.49+0,06 2,77+0.36 0,18+0,004

\ 0,36 (6) 11 (6) 0,33 (6)

* [E] — KOHUeHTpaums nencuHa.

OCTaTKOB acrnaparvuHoBOi WK rNyTaMMHOBOW KWCNoT. Crefyer OTMETWTb, YTO
3Ta rpynna nposiBfsieTcs TO/bKO B KMHETWMKE FMAposv3a cybeTpaToB paccMat-
puBaemoro Tuna. WccnegoBaHue pH-3aBUCUMMOCTU TMAPOM3a NENTULOB, COAEP-
YKalyx NponuanMpuanHoByto rpynnupoBky (7), He BbISIBUIO 3aBUCMMOCTM KM
oT pH B KuUcnoii o6nacTy.

XOTS CKOpPOCTU FMAPONN3a UCCeA0BaHHbIX Hamy CyBCTpaToB MencuHa ycTy-
NatT CKOPOCTSIM TMAPON3a HEKOTOPBLIX U3 MOJyYeHHbIX PPYTOHOM U COTPYA-
Hukamun (7) coefuHeHWiA, cy6CTpaThl, cofepyKallive MopoIMHOBYH FpYMMMpoB-
Ky, BbIFOAHO OT/IMYAIOTCS OT BCEX MPOYMX CBOEl PacTBOPMMOCTBIO U MOFYT -
ycrnexoM 6bITb UCMO/b30BaHbl AJ1 NOAPOGHOr0 KMHETMYECKOTO aHa/v3a peak-
UM, KaTannM3npyembiX NeNcrHOM.

NHCTUTYT XMUM NPUPOAHbLIX COEAUNHEHWI MocTtynuno
mMm. M. M. LLlemsiknHa 5 VII 1973
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