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OUHCHBAIOTCE CAHTE3 W MCCISHOBANEE KATANUTHIECKHX CBOICTE CEPUH TONHOENTH-
OB DEryiSpHOr0 CTPOeHHSs, BRIIOWAIOIIAX OCTATKE TONEPYHKIMOHANBHEX AMHHMOKHCIOT,,
BXO/AINAX B akTuBHB meurp screpas: (Ala-Tyr-Glu),, (His-Ser-Glu),, (Glu-His-Glu),,
(His-Glu) », (Ser-His-Glu), u His-(Tyr-Glu) .. MoHOMEpHI AJs1 peaRrIiuy NMONTKOMACH CAIHT
CHHTESHPOBAHLI KapOOMUAMMIHBIM METONOM B PACTBOPE, IOAMITENTH/LI TOAYYCHEL ¢ YO-
MOUIBIO 2,4,5-TpuxaopPeHuTOBEIX d>Pupos. [Ag ONpefcHenivi MOJCRYJISPHBIX MACC CBO-
OOMHDLIX TOSHITONTI/I0B H UX (PPAXLHOHIDOBAHUA HCHONBIOBAH METOJ relb-uasrpaui, Me-
CJ(ETOBAHBL KATAJNTHYECKIIE CBOMCTBA CHHTETHUCCKHX MOMUITENTHIOB M TIOKA3aHO, ITO M0 -
verrtuyel  (Ala-Tyr-Glu), u (His-Ser-Glu), o6nragaior HexkoTOpoil JHANTHOCENCKTHB-
HOCTBI0 B OTHomemwm rmaponmsa Z-L-Ala-ONp m Z-D-Ala-ONp (Kp/K, pasusmiorea 1,3 u
1,17 COOTBETCTBEHNO) .

Bamayio pons B BeHOOnnemunm Omosormvyecknx (YHRIuU B KUBOM Opra-
HASME HTPaT (EPMEHTHI, KOTOpBle ¢ MOPASHTEALH0 BBICOKOH CKOPOCTHIO Ka-
TANH3EPYIOT PABINIABIE XUMHUYECKAE DPEARAH, IPOMCXONAIIME B AUBBIX KIeT-
RaXx. 9T OCJKHM B HACTOAIEE BPeMA TIAPORO H3YYAIOTCH, TAK KAK HAXOMAT
NPUMEHEORTE B PAsNuYneX cepax Meauuuuasl o Omorexwoxormu. Opmaxo me-
TOTHHKE HX [OCTABKY OTPRHUYEHUBI, MOTOMY MHOIME HCCHEIOBATENI 3aHSTHL
ITOMCKOM 60.Hee paHHOHaJIBHLIX CHOCOGOB nx HOJIy‘IeHHFI HIM e CTpeM}ITCH
3aMEHITh MX MOAENLHBIMII COCAMHEHIAMN, 00NajaouuMi ONHIKMMHE K HUM
CBOMCTBAMI.

XEME9ecKUil CHATE3 MONEKYN paxe Heboabmmx OcaroB Tpebyer MHOTO
CHOIKHEIX W TPYNOGMKHX XdMmdueckmx omepanwit [1], mosromy Beckma mep-
CIEKTHBHEIM TPCHCTABAAETCS CHHTE3 OTHENLHBIX X (QparMedrTon, npubii-
JRAIOIIUXCA IO CBOEH CTPYKRTYpe W CBOUCTBAM K NPUPOIHBIM MaKPOMOJERYIAM.
B pampoi pafore B RavecTBe 00BEKTOB MCCHENOBARUA BbIOPANb! IMOIMIEITH B
PeryJfapHOTO CTPOCHHUA, MOACIHPYIOUINE AKTHBHALIN LEHTP HEKOTODPEIX 3CTEDas
[2]. UspecrrmO, 770 B (DEPMCUTATIBHOM KaTalmse, Tie NPOUCXORHT KOHOPHO-
AKIENTOPHOE B3AMMOIEHCTBHE ¢ CYOCTPATOM, TPHHAMAIOT VIACTHE OTPeeIeH-
Hble GYHKIEOBANbHELE TPYILIH AMIHOKECIOT, B 9aCTHOCTH NMAKAZ0AbHAS TPYI-
ma THCTHAMHA W KapOOKCHIbHbIe CPYIIEL INIYTaMUEOBOH ¥ acTaparmHoBol
rucaor. ITosromy m3ywenne BIMAHNA OTHENBHBIX (DYHRIHOUANBHBIX TPYNI Ha
IPONeCC Karajmsa Ha TMPHMEDPE TONHIEITHIOB PEryIspHOTO CTPOCHMS, COAep-
FRALMX YIHOMFHYTHIe BBIUIE AMWHORWCIOTHI, 1IPEICTABIACTC HHETEPECHbIM.

B wmacrosiee ppeMs YCTaHOBICNO, 4T0 «aKTUBHEBIN LeHTp» depmenrta 00-
pasyerca npu QOPMHPOBAHHE OLPEHENCHHON IIPOCTDAHCTBEHHOH CTPYKTYPEI
feara u JA ero (PYHRUHOHHPOBAHIT BOBCE HE 0043aTENBHO HANKTHE IO~
HOTO Habopa aMHHOKICIOT, BXOAAIIUX B coCTaB jpannoro gepmenta. MmenHo
¢ 9TOH TOYRM 3PEHMA CO3JAHMEe ONPEJeNeHHEIX CHATEeTHYCCKEX MOLeNeil mou-
HeTTHAOB-KAaTaNH3aTOPOB, KOTOPBIE [0 NPUHINY CBOETO HEHCTBWA MOLYT
ObITh ONU3KKM R OPUPOAHBIM (epMeHTaM, IOMOTIO 0Ll CO3JAHMI0 HCKYCCTBEN-

Tlpuusaroie coxpaujenust: NFA — n-nurpodersaerar, DCC — N,N’-{HIAKIOreRCHIT-
rapbommmmi, LlaN — tpuarmrayug, DMP — gumerundopmamun, ONp — o-nurpodesui-
orcit-, OTep — rpuxnopdenunokcn-, Nps — unrpodenmicynsdenun-, OPfp — newradropde-
HUWIOKCH-.
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Hpix Omokaranuaaropor. He ncxnioueno, Wro ojHuM M3 IyTeH pPCICHA 3TOTO
BOUPOCA ABXACTCH 1OLYYEHME OMHMENTH0B PEeIYISPUOro CTPOeHMs, COIep-
SRAIMEX TONH@YHRIHOAANBHEIE aMITHORACIOTHL.

H wacroamesy speMenn onyGIuronansl paGoThl, B KOTOPHIX HCCICHOBANACH
HLTEPAsHAA ARTHBHOCTD KAK CMECH AMUHOKHCIOT, TAK H CHMHTETHICCKHX ONU-
ro- ¥ MOJUTIeNTUAOR PAZHOI0 CTPOSHUS, a TAKKE M3YIAI0CH BIMANMC PASNEHI-
HBIX (DAKRTOPOB Ha KX THAPONHTHYECKYIO akTHBUOCTL [3—10]. Murepec x Ta-
KOro poga padoram sce pospacraer. B mpemsiaymux paforax [2,9] mbr ¢0006-
WM, 970 MOIMIENTH B, Copep/Ramue TP yHRIHONANBHBIC aMUIIOKITCIOTH,
CnoCOOHbL  TUAPONKTHIECKY DPACWEINIATE R-HETPOQEHUIARTAT, ONIAK0O CRO-
POCTH PACIIeNNCHIA ObIIA Ha HECKOMALKO TOPAJIKOB HIIRE, TEM B CIYIae 1po-
TEONUTHICCKUX (DEPMEHTOR.

Crpykrypmble MCCIEAOBAHUS HOKABANI, TTO KATAITIITCCKAA ARTHBHOCTH
B CIyvYde pPeryispubiX NOXMEeNTHIOB MaJA0 B3aBHCHT OT YIOPANOUEHHOCTH
cTpyrRTypol. Iloaromy B nanmoil padoTe waMi MPEJUIPHHATA NOIBITKA IIYTEM
BAPBHPOBAWNA AMUHOKMCAOTHON TOCIEGIOBATEIBEHOCTH CYILECTBEHHO ITOBBICHTE
RATAIUTHICCKYI0 AKTABHOCTE monmmenrngos. G 970l nelblo OBIIM CHHTE3HPO-
Bansl 6 monmunentupon peryaspuoro crpocmus: (His-Glu), (1), (His-Ser-
Glu), (II), (Ala-Tyr-Glu), (I1I), His-(Tyr-Glu)}, (1V), (Glu-His-Glu),
(V), (Ser-His-Glu), (VI).

CxHres WONHOENTH/IOB OCYIMECTBIAIN KIACCHUCCKMMH MCTOAAMI IIENTH/I-
HON XWMWH. 13 mporecce CHHTEsa MEeMTULOB-MOHOMCPOB N*-aMUHOTPYTINb aMu-
HORUCAOT  OIORHPOBATH  o-HUTpodenmncyirbennnsuoii, rapbodeuszorcu- i
TPeT-0y THAOKCUKRAPOOHMALHON TPYyNDHPOBKAME, & Y-KapOOKCHIBLHYIO IPYIIY
DIYTAMHHOBON KIICIOTHI, THAPORCHI (DEHONBIOIN IPYINbL THPO3HHA ¥ UMUja-
30JIbHYI0O IPYyNIy TIHCTHANIA — OeusHabioll rpynmoi. 2,4,5-Tpuxmopdenuno-
BoIe DQUPEl N-3alUML[EHABIX AMITHOKHCAOT M HENTHXOB CHHTE3HPOBAIN Kap-
SopuuMEIUBIM MeTooM. Ilonydennsie 3aluIueHIbIe ITENTH/(BI OUUTIANH Tepe-
KPHCTAIIM3aNMeli 3 OPraudTeckuX PACTBOPUTENEH W B HEKOTOPBIX CAYIAAX
xpomarorpadueii sa xoronrax ¢ cuaurarenem mMapku L100/160 (UYCCP). Cum-
Te3wposanebie 2,4,5-rpuxnopdenunonpie 3QUPEl TMETTHAOB OABEPragy TIOMN-
ROUJEHCAUHE B AuMeruidopMaMuie Wi JHMETHACYILQOKCHE, COMepHanuy
rpustunamul, B Tedenme 7—10 cyr. Bemsmiabusie 3a1uuThl ¢ DOROBBIX (DYHK-
UHMOHATHULIX TPYIN YAAIALE KATAIHTHICCKAM THAPOreHOMM30M B MPHCYTCTBHA
najtafReBoir uepnn B Tederue 4 cyr. Jlomwory ynanesmus rpyunm ¢ mojdumen-
THJI0B KOWTPOJUPOBAJH 10 HCYE3HOBEHHMIO XAPAKTEGDHBIX IIONOC TOTIOIIeHIA
B MH-criexkrpax s oGaactr 1750, 750, 700 cv™' u B YD-cmexrpax » obaacru
245—255 mv. Cruegyer OTMETHTEH, YTO CHATHE OEH3MILHOW BALUTHLI B CAydae
His(Bzl)-Ser-Glu(Bzl), B omucamrEbIX YCIOBHAX LIPOXOJHIO HE IOJHOCTHIO,
TO3TOMY WPHILIOCH YBENUYNTH BPEMs TIHMIPAPOBALMA M UACTO MEHATH KaTa-
JI3ATOP.

Honyaennsie ¢cBoGOIHBIE TOMMNMENTHAB OYHIIANA JHAIINZ0M U TeIb-QIITE-
Tpaumeil na cedagexce LH-20, a sarem ¢dppaxumonuposanu na cedauerce G-50
(puc. 1). Momunentuy (Ser-His-Glu), BemepcTsue odenb HUBKOHK pPACTBOPM-
MOCTH B BOJMHBIX pacTBOopax OBl (PPAKIMOHHPOBAL B CMECHM [HOKCAH -— BOAA
(1:3) ma reac HW-50 (puc. 2). Momexymapmas macca 3TOr0 IOJHIECIITIA
oupeznenena merogom Bawm-Casiika. B pesyaprare (paxumoHupoBanua OLLIH
:0T00pauBl  OCHOBHLIE (QPAKIUN TOJHITEITHIOB ¢ MONERYJIAPUBIME MACCAMU
6500—16 000, woropele HCHONB3OBANMCH JJIA HBYIEHHS MX KaTANHTHIECKIX
CBONCTR.

Ws Beero mvenuierocs y Hac wafopa DOMMISTTHAOB KATAIUTHYCCKYIO ak-
TUBHOCTL 1posaBaAgan auurs noxmeper ([)— (IV), woammepsr (V), (VI) mo-
JOOHBIMY CBGHCTBAMM He 00NATANM.

Beumn meeneoBanbl 3aBHCHMMOCTI CKOPOCTYH THAPOJW3a Tpex c¢yGeTpatos
(n-nurpodenunanerara, Z-L-Ala-ONp 1 7Z-D-Ala-ONp) or KomIeuTpal UL
cyberpara (puc. 3—6). [y Bcex BW3YUCHHBIX CIYYaeB 3ABHCHMOCTI JIHHEHHDE
M He HAOIIOMACTCH XapaKTepPHLIX fas (epMelTATHBHBIX PEAKLUH KPUBBIX C
«HaceprmenueMy 1o cyberpary. Taurewe yraa HAKIONA 3aBHCHMOCTH CKOPOCTH
0T KoHUenTpaumy cyocTpara jgaetr naldmioJacMyio KOHCTAHTY CKOPOCTH IIep-
BOTO HOPspKa. Ecum paspacautb 9Ty BeJHYMHY Ha KOHUCHTPAHMIO ITONIMEpa,
TPABSAB B KAYCCTBE OCHOBHI KOHICHTPAUMIO MOHOMEDHBIX 3BEHBLEB, MOKHO JIO-
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Prc. 1. Kpusrre sumonuu monmoenraaos (I) (I), (II) (2), (I11) (3), (1V) (4) u (V) (5)
wa womomke ¢ cedamercom G-50 B Bome. Cropocrs dmiounn 12 ai/u. CrpenkaMu yKazano
MECTO BBHIXOJA MADPKEPHLIX OeNKOB; TH@PHI COOTBETCTBYIOT UX MONEGKYJSNPHOR Macce

Pre. 2. Kpusast smounu nonnuentuaa (Ser-His-Glu), ma womonre (50X20 cm) ¢ HW-50
Cropocrs uonuu 12 ma/M. OroBpassl 3amITpuxoBagssie Qparmi
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Prme. 3. BaBuecumocts raramutwgeckol axrmsmoctm (His-Glu), or [S] upm [E] 5-10—° M,
pH 8,0, t 30° C: 1 — p-NFA; 2~ Z-L-Ala-ONp, & — Z-D-Ala-ONp -

Puc. 4. 3apucmMmocTh KaTaauTHYecKoi axrmeEocTH His-(Tyr-Glu), or [S] mpm [E]
5-10-3 M, pH 8,0, ¢ 30° C: 7 — Z-L-Ala-ONp, 2 — Z-D-Ala-ONp, § — p-NFA

JyYuTh HPPHERTHBHYI0 KOHCTAUTY CKOPOCTH BTOPOrO IOPSIKA, XAPaKTEPH3yIo-~
Y0 PeaKUHOHHYI0 CIIOCOOHOCTH JAHHOTO IOJNHMEpa B PEAKIHH THIPOIU3a
n-HUTPO(eHnnoBbix 3(PUpPos. Snavenus HAWNEHHHIX KOHCTAHT CKOPOCTH BTO-
poro mopsfara npusenensl B Tabx. 1. Bupmo, yTo CHHTE3UPOBAHHLIE IHONHMED-
HBIE KaTANHBATOPHI o0JNafainT onperenennocii crermuduinocThio. Tak, pear-
nuonnan cmocobnocts (His-Ser-Glu),, (Ala-Tyr-Glu), n His-(Tyr-Glu), =
PeARIINK THPOII3a AMUHOKUCIOTHBIX CYOCTPATOB B BECKONBLKO pas BHILIE, 9eM
B peaknmu Truppoiusa n-HuTpo@eHuIaleTara, 8 TO BPeMs Kaxk 1o meiicTBueM
(His-Glu), sce mccaemoamubie CyO0CTPaTsl THAPOAHIYIOTCH TPUMEPHO ¢ O~
HAKOBOH CKOPOCTHIO.

Hawbompinuit murepec mpepcrapisger obuapyskeunsiii sddert smanruoce-
JeRTUBHOCTH B pearuun tufpodusa Z-L-Ala-ONp u Z-D-Ala-ONp, KoTopwri
gabmonaercs B peaxnuax ¢ yzactuem (His-Ser-Glu), m (Ala-Tyr-Glu),.
Komcranrer smaptmocenexrusnoro tuiponusa (Kp/Ky) [0 BHINICYIOMSHYTEIX
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Tabauya 1

Peammou}mﬂ CHOCOﬁHOCTB KaTAaJUTAYECKH aKTHBHBIX INOJHUMEPOB B peammn
rHApPOAM3a PABIMUHBIX cyOcTpaTon
KoncranTet ckopocTr Broporo nopapka, M—t-mur—1, 30° C, pH 8,0

CyBerpar (His-Glu)n (I»Iis-Ser-GIu)n (Ala—Tyr—GIu)n His~(Tyr-Glu),
n-Hurpodenumuanerar 2,98-10-t 8,7-10-2 35-10-2 4,4-10-2
7-L-Ala-ONp 2,3-10-1 2,1-10-1 1,86-10-1 2,5-10-t
Z-D-Ala-ONp 1,8-10-1 2,5-10-1 2.3-10—! 2,410

Tabavya 2

3aBHCUMOCTD DHAHTHOCEIEKTHBHOCTH HOJIHIEeUTHAOB 0T HX \
MOJCKYIAPHLIX MAaCC

M, -10-3 M. 403 i
H is-Ser-Grlu)n opu n KplKy, (Ala_TerGm)n Hpu n Kp/Ky,
4 1,08 4 107
6 12 6 115
8 1,17 7 1,20
9 1,17 8 1,25
10 f 9 1,30
11 1 10 1,28

IONEIETTH0B coorBercreenno papunl 1,17 u 1,3. Cuexyer orMeTnTh, 9TO ANAA
ATUX TONUTIOITHAOB OBLIM TaKAE HCCICAOBANBI 3aBMCHMOCTH SHAHTHOCEIENK-
THBHOCTH 0T MOJNGKYNApHBEX mace (radm. 2). Ilpm orom Grwio ofmapyrkeno,
UTO OPENesbHOE SHAYCHHE MOJERYIAPHLIX MAace, IPH KOTOPOM IPOSABIAETCSH
sHagTHoceNekTHBHoCTh, 1A (Ala-Tyr-Glu), cocramnser 9—10-10°, a gnsn
(His-Ser-Glu) ., — 8—10-10°.

Hecnenosanme pH-zaBucuMOCTH KATATHTHYIECKOTO JEHCTBHA COEXHHEHIIT
(I) —(1V) mowasplBaeT, 4TO B KATANH3C YYaCTBYeT WOHOIGHHAS TPYIIa C
PK~7,0 (puc. 7,8). 310 103BONAECT LYMATh, YTO B KATAJIU3E UPUHUMAET yIaC-
THE WOHOIEHHAS TIPylna [MIYTAMHHORON RHCIOTHL, pA, ROTOPOIl CYUIECTBEHHO
CMEIIEHO B CTOPOHY BHICOKMX BHATEHMUIL.

Wexops ws W3jgOMREHABIX BBILIE JAHHBIX, CIEJYET OTMETHTH, YTO CHMITETH-
HeCKue MOJTUMEeNTUHBl PEeryAsapHOTO CTPOCHHS IO XAPAKTEPY CBOEro JeicTBis
CXOMHBl ¢ MPHUPOAHBIME THAPOIUTHICCKAMY (DepMenTaMy, OJHAK0 CTeNeHD HX
AKRTHBHOCTH CPABHUTENHHO HEBEJHRA.

QICCHGPHMGHTaJII)HaH qacThb

B pafore Obuinm memoub3oBamst aMumoruesioTsi dupmul Reanal (Bemrpus). Yucrora
apogykToB romrpoxmposasack TCX (ma nmacrwurax Silufol) w xpomarorpadmeir wa Gy-
mare FN-14 (I'IP) B caeayomux cECTeMaX PACTBOPHTCNEH: n-0yTamold — BOJ& — yRCYC™
HafA RUCIOTa, 41111 (A), w-0yTanor — BOfA, NEPUAHE, YKCycwas wuctora, 3:24:2:00
(B), Tomyos — orcad — remran — atanon, 10:6:3:1 (B), dcuson — aranon, 2:1 (I),
xaopodopy — aeranos, 60:13 (JI). Hentugsr gerexriposamin uapavu noga i 0,5% pac-
TBOPOM HHHTHAPHHA B I[@TOHE.

TIpoMemyrougnie coepnuenus Boc-Ala-OH, Boc-Tyr(Bzl)-OH, Nps-Glu(Bzl)-OTcp,
Z,-His-OPfp, Boc-His(Bzl)-OH, Nps-Ser-Glu(Bzl)-OTcp, (Tyr-Glu), Osurm moixyuens 10
onucaHHpIM MerofuraM [11—15]. B umpomecce eTymemgaToro CuHTE3d TOJULITENTI0B
Z-rpyuny cammaimn pejrcrsuen HBr/CH,COOH (usex.) m HBr/nwoxcam, Nps-rpynny — 2,5 m.
HCI B srananerare, a Boc — 3 m. pacrsopoa HCl B srnmanerare wiau CF;COOH. TTommen-
THABL BEIGJSUIA I3 PACTBOPA OCAMKECHHUEM H3 MeraHoia 9HHpPOM, 0CANOK UPOMBIBAIY BO-
JHOH [0 WOSHOTO YHANCHMA TPHITHILAMMOHMIHBIX CONeH I BLICYIIMBANM B Baryyse. Pac-
TBOPHTEJH, B KOTOPHIX UPOBOAUIN THAPOTEHOAW3, BO ualermamye OTPABICHMs KATAJU3A-
TOPA BBIEP/RHBANN Haj Hurexaem Pemes. [Jonydeursie cBOBOMMbIe NOMMIENITHIBL OYUIA-
au rens-Quasrpamueit ma womouke (40X15 cm) ¢ cedapmercom LH-20 (25-100 nmar).
B wawecrse samoenTta MCOOAB30BAJSM cMech Anorcam —Bopga (1 :1). OuuimeHHEbIE TARIM
00pasoM moyumenTHAR (PPAKMHORHPOBANN HA KATHOPOBAHION MAPKEPHLIME (EJKaMU KO-
pomnke (B0X2 car) ¢ cedamercom G-50 co cropocrsio 12 ma/a (pue. 1), 970 MO3BOIMIO OL-
PeLednTh MOJEKYIADPHBIC MACCHI (PAKIIUIL.

VccmemoBaHiisn KaTATHTHYCCKAX CBOHCTB HOAMIEUTHIOB nposopuis B Me:mdaryias-
TETCKOM Aay4HO-HCCAeA0BATeNBCROMT Taf0PaTOPHE MONEKYNSAPHOW GHOIOLHM 1 GHOOPrami-
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Pue. 5. BaBucwMocTh Katamutmdeckoll awrusmoctd (His-Ser-Glu). or [S] mpm [E]
510~3 M, pH 8,0, t 30° C: 1 — Z-L-Ala-ONp, 2 — Z-D-Ala-ONp, & — p-NFA

Puc. 6. BasucuMocTh KaTaguTHueckoit artusmocts (Ala-Tyr-Glu), or [S] npm [E]
5.10-% M, pH 8,0, ¢ 30° C: I — Z-D-Ala-ONp, & — Z-[-Ala-ONp, 3 — p-NFA

gV, M-mu")
gV, Mo mun™) , -5 p
><———-><"-—-J‘_‘-—";<
’_.
X
— ] | S
7 6 § pH
Pue. 7 Puc. 8

Puc. 7. pH-BapucmmocTh KaTanuruueckoil awrmprocty nosmuenrupor (His-Glu), (1)

w (Ala-Tyr-Glu)» (2) mpm [S] 1073 M, [E] 5107* M, ¢ 30° C. [ua ouenxu pK, rpynm,

KOHTPOJUPYIOLIIHX KATATHTMISCKYI0O ARTHBHOCTL, NPOBENEHLI WITPUXOBBIE JAHAW ¢ TaH-
regcoM yraa Harmopa 1w 0

Puc. 8. pH-3asucinmocrs Kartanuruieckolr arrusuoctd wosmanenruxons His-(Tyr-Glu). (1)
un (His-Ser-Glu), (2) uwpm [S] 103 M, [E] 5103 M, ¢ 30°C

qeckolr xuMum wM. A. H. Benosepcxkoro (MI'Y). HmAermueckume naMepenus OPOBOJHIACE
na cumexrpodoroMerpe «Xmrawn-124» mpm 320 M  (Amax n-EMTpodemona) um 400 @M
(hmax  n-uurTpodenossT-1oos). B kauecrtse cyGerparor Onliw  ucnonszopausl  p-NEFA,
Z-L-Ala-ONp u Z-D-Ala-ONp. .

1. Boc-His(Bzl)-Ser-Glu(Bzl)-OTcp (VI[). K pactsopy 1,59 r (3,68 »mous) Boc-
His(Bzl)-Ser-OH u 0,94 r (4,56 mmoxs) DCC B 30 M Terparmapodypasa IPH HITEHCUB-
HOM HepeMemMBaHWYM W oXJampenuu no —5°C npubasunm 25 ¢ (5,5 mmoms) HCL
-Glu(Bzl)-OTep u 0,77 ma (5,5 mmoas) EtsN m mepememusanu 2 ¢ npm 0° C. 3arem me-
peMemiuBanme MPOJoKAIM 4 1 upa 18° C » peakmHOHHYI0 cMech OCTABHMIN Ha 8 ¥, mocie
YEro pPacTBOp OTPUILTPOBANH 0T AHIUKIOPEKCHIMOYEBUUBI, DPACTBOPHUTENb BHIIAPMIIH,
ocrarox pactsopuwiu B 40 Mu xmopodopma w npombnm 10% TEMOEHOW KucIHOTOW, BOJKOH,
0,5 1. NaHCO3, Bosoit 1 cyuwrmin majg NagSO,. PacTBoputend yUApWIH, 0CTATOK XPOMATs-
rpaduponann ma xosomke (2,5X100 cm) ¢ cuankaresem [ 100/160 B cucreme I', momywnnu
3 r (98,4%) macnoobpasmoro mpopykra (VIIT). Ry 0,36 (&), 0,72 (I). [cx]%J —16° (¢ 2,
CHCL3).

2. Boc-His(Bzl)-Glu(B2l)-OT¢cp (VIII) noaywamy aHANOrw4no MeTofuke 1, umexoms
uz 1,73 r (5 smmous) Boc-His(Bzl)-OH, 2,26 r (5 mmoxs) HCI-Glu(Bzl)-OTcp, 1,03 r
(6 axogs) DCC m 0,7 mur (5 mmornp) Ef;N; peawnguio aposomman B 20 mu xnopodopmMa.
Homyxwaw 3 v (81%) macaoobpasuoro npopyrra (VILI). Ry 0,44 (B), 0,69 (1), 0,84 (B).
{a]B—5,26° (¢ 2, DMF).

3. Boc-Tyr(Bzl)-Glu(Bzl)-OTcp (IX). K oxanampaeunomy o —>°C pactBopy 2,5 r
(6,73 mmons) Boe-Tyr(Bz)-OH m 1,6 ¢ (7,8 mmons) DCC » 20 mu rerparuppodypana mo-
oaBuau 3 r (6,63 mmoxn) HCL-Glu(Bzl)-OTcep 1 0,92 ma (6,63 avonn) EbtN, Peaxmuon-
Y0 cMech DepeMeluHBany 2 9 gpH 270if ke Temueparype, 4 1 opu 20° C m ocTaBmIm HA
14 uw npu 18°C. 3arem pacrBop OTHUALTPOBANM, PACTBOPUTENs BHIIAPUIHN JOCYXa B
BAKRYYME, & OCTATOK PACTBOPHIM B 3D MJ OTHHANETATA ¥ OPOMBITY 5% pPacTBOPOM AUMOH-
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BOIT KucaoTht, Bofoil, 0,5 11, NakHCO;, sopoii u cyumman nan Na SO, Pacrsopurtens yma-
punu B Baxkyyme aocyxa, noaywman 4,36 r (85,5%) amacwoobpasmoro mpomyrra (IX).
Ry 0,96 (A), 0,76 (B). [a]5+6,94° (c 4, srunamerar).

4. Boc-Alo-Tyr(Bzl)-Glu(B2z1)-0Tcp (X) nonygany Rax OOHCAHO B MeTOAHKe 1, mexo-
g us 1 r (5,28 mmons) Boc-Ala-OH, 1,09 r (5,28 smons) DCC, 4,4 r (53 mMmoxnn)
CF;COOH. Tyr (Bzl)-Glu(Bz1)-0Tep, 0,74 ma (5,3 mmonn) BtgN. Homyumnu 407 © (91,7%)
MacaooGpasmoro mpoxyxra (X). Ry 0,95 (A), 0,67 (B), [«]$8+8,2° (¢ 2, CHCL).

§. Boc-Ser-His(Bzl)-Glu(Bzl)-OTc¢p (XI). K oxmampenmomy no —15°C pacrsopy
0,37 r (1,8 mmonp) Boc-Ser-OH B 5 »ur 9THHaNeTaTa OPH AHTEHCHBHOM HEDEeMEINTABAHMIT
pobasmau 0,37 r (1,8 maous) DCC, wepes 10 Muu K 270{ cMecy JOGABHI OXFAKACHEYW
ao —10°C cycmemsmio 1,22 r (1,8 mmons) HCl-His(Bzl)-Glu(Bzl)-OTep w 0,25 wmx
(1,8 myonn) EtzN 5 10 i srmaamerara. PeaxkHuoRDYIo CMeCh NEPEMOITHBAIE 2 9 TIPH
—10°C m 6 w upu 18° C. 3arem pactop oTuALTPOBaNH, PrAbTPaT TPOMBITH 5% TEMOB-
HOil wmexoroll, sBopoir, 0,5% NaHCO;, Bomou w cywrnnu uaxg Na,SO,. Iocme ynapusanus
PACTBOPHTENs! W OuuCTKE Ha Womonre (2,5X100 cnM) ¢ cumnwarerxesm L 100/160 » cmere-
me JI moayummyr 1,2 r (80%) wmacanoobpasmoro mpopyxra (XI). Ry 0,69 (1), 0,87 (B).
[0] 2 —4,54° (¢ 2,92, DMF).

6. Boc-Glu(Bzl)-His (Bzl)-Glu(B2zl)-OTcp (XI]) monygamu anamsorywio MeTofure 5,
nexofs us 3 r (4,4 mmonn) HCL-His(Bzl)-Glu(Bzl)-OTep, 5 r (4,43 myons) Boc-Glu(Bzl)-
OH, 1,2 r (5,82 mmons) DCC u 0,62 mu (4,4 myonn) EtsN. Mocne coorBeTeTsylomein 06-
paGoTrm noaywmmw 4 v (92,6%) macnoodpasmoro npopywra (XIil). Ry 0,65 (1), 0,9 (B).
[a]2 +11,7° (¢ 1,63, CHCLy).

7. HCl-His (Bzl)-Ser-Glu(Bzl)-OTcp (XIII). K pactsopy 4 r (4,82 mMM0aB) DpomykTa
(VII) B 20 ma abcomiornoro stwmanerara jpodasusim 3,33 max 3 uw. HCl B srmmanerare.
Yepes 1 u npopyrr ocamny cyxsM dPHPOM, 0CAJOK OTHMILTPOBANM, UPOMBIAA 2duponm
M BBICYIIHINT 1O BaryyMoM. Ilocie meperpucTadau3amuu H3 CYXOro ameToOHa Oy YA
2,5 r (67,5%) xpucrammmueckoro upopywrra. T.mm 150°C, Ry 0,43 (A), 0,48 ().

8. HCl-His(Bzl)-Glu(Bzl)-OTcp (XIV) moxysaln auaJOrngHo MeTOIMKe 7, WCXOMIA
n3 4,34 v (5,9 mmoun) mpopyrra (VIII) u 4,8 ax (2 mmons) 2,5 m. HCl B armmamerare.
Tlocme moGasmewus adwpa BRUHagaer TecToo0pasHas Macca, KOTOPAs KPHCTaAIN3YeTCsHd
npu pacrupamun ¢ cyxum adupom. Beixonm 3 r (747%). Ry 0,43 (O). T.mx. 79-80° C.

9. CF3COOH Tyr(Bzl)-Glu(Bzl)-OTcp (XV). H pacrsopy 4,3 r (5,59 MM0xb) npoayk-
ta (IX) 8 10 an CH.Cl, moBamsunn 2 mu (1,5 9xs.) CF3COOQH, smeprmauo mepeMeiany
w ocrasuiy Ha 40 MmoH opu 20° C. Hoce aToro modaBmiw adCcOMIOTHBIT GEH30N ¥ ynapuIn
B BAKYYME JOCYXa; 9Ty ONEPAMHUI0 DOBTOPSIN HeCKOUBLKO pad. OcaJoK HEeCKOIBKO PAs IpPO-
MBLIM gexarTanmed adcoxioruelM admponm. Homyauau 35 r (809%) sacaoobpasmoro upo-
ayxra (XV). R; 0,64 (A), 0,9 (B), [os]?DOJrS, 67° (¢ 4, aTmaagerar).

10. CF3COOH-Ala-Tyr(Bzl)-Glu(Bzl)-OTcp (XVI) noxyuajiu anaJoOTHIHO MCTORHKE 9,
wexons w3 3.4 r (4,046 mons) unpopyrra (X) m 0,6 ma CF;COOH. B ornnume o7 MeTo-
wikn 9 emeck octasuiun wa 4 y npu 20° C. Honyawan 2,7 v (78%) macaoofpaszuoro npo-
myrra (XVI). R, 0,56 (A), 0,51 (B)

11. HCl.Ser-His (Bz1)-Glu(Bzl)-OTcp (XVII) molrydans aganorndHo MeTOXUKE 7, M-
xona ua 1,2 v (1,45 mamoas) npoxywra (XI). Berxox 0,85 r (77,2%). Ry 0,43 (1), 0,36 (B).

12. HCl-Glu(Bzl)-His(Bzl)-Glu(Bzl)-0OTcp (XVIII) momywany AHATOTMUAD METOIH~
Ke 7, mexoyst w3 4 ¢ (3,93 aons) opojpywra (XII). Boerxox 2,6 r (69,32%). T. ma. 48—50° C,
R; 0,28 (A).

13. ([H%s(le)—Ser—Glu(le)]n (XIX). 2 v (26 wmmons) HCl-His(Bzl)-Ser-Glu(Bzl)-
OTep pacrsopann 3 2 s DMF w gpu mepeMempBagiy o oXaagedsn nodasuan 0,36 ar
(2,57 mmonn) adcomwornoro Et;N. Caecs ocrasuin mpu 18°C wa 10 cyr. 3arem npogyxr
OCAANK HPUPOM, OTPHILTPOBANH, OCTATOX ITPOMBIIN AMCTHIINPOBAHTON BOMOH, CMECHIO
seranod — adup (1 :3) w Bsrcynnan noj BaxyysmoM. Beixon 1,7 r (86,3% ).

14, [His(Bzl)-Glu(Bzl)]), (XX) nomyuaym aMamOrHHo MeTojnxe 13, WCXONA H3 2-r
(2,94 mmons) npopyrra (XIV), 0,8 amax (57 mmons) Et:N B 2 mx DMF. Beixox 3 r
(66,7%).

15. [Ala-Tyr(Bzl)-Glu(Bzl) 1, (XXI) noxyuanu amasormawo Merojwxe 13, mexons us
1,7 v (2,02 ayonp) CEF;COOH-Ala-Tyr(Bzl)-Glu(Bzl)-0Tep, 0,71 mux (5,07 mvonr) BN,
Peaxmuro nposogmin B8 1,7 Mt DMF B tewemme 8 cyr. Beixon coepmuennms (XXI) 0,88 r
(50%).

16. [Tyr(Bzl)-Glu(Bzl)], (XXII) nonyuanw mo weromwre 15, wmexoma m3 1,2 o
(1,74 »oxp) npoaykra (XV), 0,36 s (2,57 mumons) EN B 1,2 mr DMF. Honyaernusiit
TPOLYRT OwHImalu rens-guuprpanueil Ha cedanexce LH-20. Boixog 0,53 1.

17, [Ser-His(Bzl)-Glu(Bzl)] . (XXII]) nomydanyu amarorwamo Meropuke 13, mexons
n3 0,85 r (1,13 mmone) mpopyura (XXHI; Peakmuio MOIHMePHIATUT HPOBOMMIN 8 €yT.
Brixox 0,5 r.

18. [Glu(Bzl)-His (Bzl)-Glu(Bzl)], (XXIV) nonywamm amamoruano Merommre 13,
mexona w3 2 v (2,81 mmonn) mpomyrra (XVILD). onuMepusamyo NpoBORmIN B TeYeHHe
10 cyr. Brixox 1 r (50%).

19. Zo-His-[Tyr(Bzl)-Glu(Bzl) ], (XXV). R pacreopy 1,23 r (2,1 mmoas) wemragrop-
deungoporo adupa arapbodeuzoxewrycrina 8 8 ywu DME nodasinn 0.9 » mpoxyrra
(XXIT) u 20 mr 2-oxcumupupnaa. PearIMoORHYI0 cMech IcepeMemmuBain 8 cyr. ITpomyxr
ocazma cMechlo meramox — aup (1:3). Beixox 0,82 r. T.on. 250°C (¢ pasi.).

20. [(His-Glu), (I). 1 v mpoxyxra (XX) pacTBOPHIM B MeTAamOJNe M I'MADAPOBANT HAR
gannangesoil wepmpsio 4 cyr opm 18° C. Karammsatop oTpessau QUIBTPOBAFIEM, 4 IPO-

1318



JYKT ocamanu cmechio Meranox — aup (1:3). Hocie 3-9acoBOro guanmysa HPOTUB BOALL
# oudcTRY redp-huaprpanueil na cepagexcax LH-20, G-25, dpaxuuonmpoBaHmsa Ha Ce-
Panerce G-50 w amoduumsamun moayaunu 0,2 v (32,8%) mpomykra (I). Moxexyasapras
Macea, 00 JAHHBIM refb-puiabrpanuu Ba cedapexce G-50, pasra ~6500 Ha.

21. (His-Ser-Glu), (II) noxydamm amanoryuaso Merommre 20, mexomsa m3 0,6 r npo-
gyrra (XIX). Pearmmio npopopmin 8 cMecn meranos — DMF (1:10) B tewenue 3 cyr.
Berxon mpopyrra (II) cocrasnser 0,3 r (80% ). Monexynspras Macca, 00 NaHHEBIM Telb-
<dbunprpansuu na cedamerce G-50 B Boge, pasra ~8000 [la.

22. (Ala-Tyr-Glu), (IIT) momywayu amagormano meromuxe 20, mcxops u3 0,5 r mpo-
aywra (XXI). Peakmuio NpoBOJMAH B 2 MI CMeCH METAHON — IMOKcAm — 6 H. cOJMAHAN
aecaora (1 :1:0,28) B rewenme 6 cyr. Borxon upopyrra (III) cocrasaser 0,17 r (50%).
Monerynsipsasi Macca, 00 ganapiM reap-guaprpaguu ma cedagerce G-50 B Bogme, pasma
~10000 Jla.

23. His-(Tyr-Glu), (IV) monywasns auwamoruquo Meropuxe 20, uexons us 0,5 r mpo-
xyrra (XXV), Beixox opopyrra (IV) cocrassser 0,32 r (93,75%). Moxexyaspnas mac-
€4, 00 FanubiM reab-Puiabrpanuu wa cedapexce G-50 B Boyne, papna ~7000 Ja.

24. (Glu-His-Glu), (V) momywanu auagormgso Meropuke 20, mcxoms u3 1 r Opogyx-
ra (XXIV). Beixox upopyxra (V) cocraraser 04 v (67,34%). Momexynsipuas Macea,
[0 JAHELIM Telb-QuIbTpanuy B Boge, passa ~16 000 [da.

25. (Ser-His-Glu), (VI) monywanu aganoragso meromure 20, mexogs ws 0,5 r npo-
ayrra (XXIII). Cpobopmpri momumenTw ObLI owuien HA Kodonke ¢ cedamercom LH-20,
a 3areM wa roxouke c¢ rejem HW-50 B cmecn aworcar — Bopa (1:1), Mouaexymapmas
Macca no Bau-Castiiky ~8000 [a.

26. Kucaornod zudpoaus nosunenrudos. IIo 2 MI OUMIIEHHBIX MOINMIENTHAOB IO-
MecTEaH B amuynnl ¢o 100-gkpardent u3lblroM 6 . COMSTHON KUCIOTHI. 3anAsHHBIE aAM-
ysel BEIAepasuBaay 18 a mpu 105° C. Xpomarorpadus rupoan3aToB NOATBEPIKIACT aMuU-
HOKUCIOTHBIH COCTAB MOJLYICHHLIX TTONHTeOTHE OB,

27. Hamepenue karaauruueckol arruenocru noaunentudos. B RIOBETY 005HEMOM
0,6 sur w onrmaecknyM myres, pasubi 0,2 oM, srocuin 0,36 mu 0,1 M docharmoro Sypepa
(pH 8), 0,02 mx BogHoro pacrsopa nojuuentEa ¢ xowrnenrpanmeii 0,4 M (na mMomoMep-
nyio epdmnny) w o 004 mx pacrsopa cyberparos ¢ xommenrtpamusmu 5-10-3, 2-10-2,
1072, 4102, 61072, 8-1072, 10—! M mIsi HOCTIIKGEMA KOHTEHTPATUM B Kiosere 5-107%,
10~3, 2-10-3, 4-10-3, 6-10-3, 8-10-3 u 10-2 M. Usmeneane OuTHIECKON INOTHOCTH pPac-
TBOpPA Kak (PYHMKIHM BPEMEHM H3MepAXn Ia cHerrpodoromerpe. CROPOCTH KATANUTHIC-
CHOA PearNUy BHIYHCISIIM KaK PA3HOCTH TAHICHCOB YIVIA HARIOHA KONTPOILHOTO K XONO-

CTOTO OOBITOB: )
. Vi= VH -V 0y

rie Vi — CKOPOCTh KATANMHTHIECKOH peariyu, V, — HabdiopaemMas CKOPOCTH KOHTPOILEON
pearmuy, Vo, — CKOPOCTH COOHTANHONO ITHAPONU3a cydcrpata Opu XO0J0CTOM onbiTe. Kom-
CTAHTHI TEPBOr0 MOPAJNKA KATANMTHIECKOrO IHAPOIU38 BBITUCIASIA KAK COOTHONIEHHE
H3MEHEHHA CROPOCTH K MAMEHEHMIO KOHDeRTpamuu cy0cTpaToB, YCNOBHBIC KOHCTAHRTHI
BTOPOrO TOPAJKA BHIYUCAANA KaK COOTHOILIEHMS KOHCTAHT YIEPBOrO HOPAOKA K KOHI[EHT-
paguu MOJIMNenTHJAA (B MOJHX AA MOHOMEPHYIO eXMHNHNY). B npomecce BEIUMCIEHHH MIA-
H3 OUTHYECKOro IIYyTH KIOBETLI OblNA yuTeHa. Bee uaMepenEs MpoBOAmii 110 3 pasa, omub-
Ka axcnepuMenTa cocTaBiaana 2%.
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SYNTHESIS AND STUDY OF CATALYTIC PROPERTIES OF REGULAR
POLYPEPTIDES CONTAINING POLYFUNCTIONAL AMINO ACID RESIDUES

KHALIKOV Sh. Kh,, SOBIROV M, M., BERDIEVA M, I., WALIEV R, W,
WARFOLOMEEY S, D.*

V. I. Lenin Tadjik State University, Dushanbe;
* M. V. Lomonosov State University, Moscow

Synthesis and study of catalytic properties of a series of regular polypeptide which
contain residues of polyfunctional amino acids forming the active centre of esterases
are described viz. (Ala-Tyr-Glu)., (His-Ser-Glu)., (Glu-His-Glu),, (His-Glu),, (Ser-His-
Glu) », His-(Tyr-Glu) ».

Possibility of constructing catalytically aclive model polypeptides whieh can sub-
stitute some hydrolytic enzymes is assessed. Monomers for polycondensation were been
synthesised by carbodiimide method in solution, and polypeptides were obtained via
2,4,5-trichlorphenylates. Gel-filtration was used for fractionation of and molecular mass
determination of polypeptides. Catalytic properties of the synthetic polypeptides were
studied in hydrolysis of p-NFA, Z-L-Ala-ONp, and Z-D-Ala-ONp. It was revealed that
polypeptides (Ala-Tyr-Glu), and (His-Ser-Glu), possess, in hydrolysis of Z-L-Ala-ONp
and Z-D-Ala-ONp some enantioselectivity with the value Kp/K, 1,3 and 1,17, resp.
The upper and lower limits of enantioselectivity as dependent of the molecular
mass of the corresponding polypeptides have been determined.
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