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OIucaHo TOMyYeHHE MEUYCHHBIX TPHTHEM aHalnoros Leu-oAkedatnma — [3,5-°H-Tyr!,
D-Ala?, D-Leu?] aaredaansa u [3,5-*H-Tyr!, D-Ala?] ourehamun — Arg ¢ MOIAPHOIT anTIB-
HoCTHI0 814 m 888 THK/MOIL COOTRETCTREHHO. AHANODK TWOAYUANK KATANUTUICCKUA Ae-
ragouANpPOBARNEM COOTBETCTBYIOUIX HOMUPOBAHALIN NPOK3BOJMLIX B arMocepe TPUTHA
B opucyrersun Pd- w Rh-waramusaropos. Mcciaemosano BausHIe NPUPOABI Karaiisdaropa
M JaBIEHUS Ta3d HA CKOPOCTL PEARNME, BBIXOA M MOJSPHYI0 AKTMBHOCTL METEHLIX Hel-
THAOB. 1lOKRA3aHO, YTO KATAAMTHMGCROS ACTANONIHPOBAHIIC He UPHBOANT R PALEMM3AULLL
AMUHOKHCIHOTHDIX OCTATKOR If MOTEPE HIO0NOIIYECKOIT ARTIIBHOCTIL.

Meuenupie TPHUTHEM NENTH LI ¢ BBHICOKOW MOISIPHON AKTUBHOCTBIO MOLYT
BBITL TPHTOTOBICHBL C ITOMOIILI0 HIHPOKO MPHMEHIEMOr0 MET0[a, OCHOBAMIIOT0
HA KaTQANTHYECKOM JETATCHAHPOBAHIN TPHTHEM PAasLHUNLIX MaloMIIPOI3BOL~
UBIX [Tt aa.

B wacrosiugee BpeMs U3BECTHO MHOIO PaboT 10 HPHTOTOBICHMIO MEYEHHBIX
TPUTHEM ICHTHHLIX TOPMOHOR; MeTKAa BROMMIACH NPEHMYIIECTBEHHO B apo-
MATHUYECKOe KoALLo tuposuna [1—4) uw denuwmanamwma [4—0]. Wexommsivu
COBRMIENUAME B DTHX CAYYAAX SIBISTIHCL HOJ- U XJOPIEPOM3BONHBIC COeHHE-
s, JLs eraNoHIEPOBAHILA MCHONL30BANI TeTEPOreHHbIe RaTal3aTOPsl Ha
OCHOBE METANIOB TLIATHHOBOW rpymnsl, o0mano namrania. Ilpuvenene cyaecn
5% mammaua ma yroe w H% pomna ma xapboHaTe KanbIUIS MO3BOJHIO [OIY-
yurs [PH-Tyr]-3-ropravorponun ¢ mogsapuoit axrusuoctsio 630—1700 Thr/
/yvone w [*H-Tyr] -aurmorensnn 1T ¢ monspuoit anrwsiocteio 407—1040 THBwr/
/vonp. I3 paBore [5] coobuiamocn, YTo ¢ MOMOIILIO KaTAAUTIICCROTO [erafoH-
HHPOBAHEA yiagochk noxayauth [*H-Tyr]-anrworeusun 11 ¢ smonsproli awrue-
mocTeio 2070 THr/ Monb, ojHako ero BLIXOX OKA3aNCHA OUYEIh HU3KMM (MeHb-
me 10% ).

B nawmoit padore onwciiBaeTcsS MONYUEHHE METEHHBIX TPHTHCM aHANOFOR
Leu-surepamnua: Tyr-D-Ala-Gly-Phe-D-Leu (1) w Tyr-D-Ala-Gly-Phe-Leu-
Arg (I1). B rauecTBe MCXOMHBIX COEAMHEHNH JICIOJAb30BALI HX HOZIPOBATIIAIE
npousso;usie Tyr(l,)-D-Ala-Gly-Phe-D-Leu (IIT) u Tyr(I,)-D-Ala-Gly-Phe-
Leuw-Arg (1V), Koropsle cuurTesimpoBaii M0 oIUICATHON HHE MCTOMKE.

Hust BrI6opa yCaoBHI KaTaIBTHYECKOIG EITONUPOBANLA TaIOMANPOI3BOM-
moro (I1T) Tputies GRIAM TPOBEAEHE IPEABAPUTENBIEE HCCICIOBAHNAA, B KO-
TOPBIX FRYYANOCh BAMUAMNE JaBJCHUs TA30BOH CMECH Ha CKOPOCTH PeaKTHK
JAETANOWAITPOBAHUA W MOLAPUYIO aKTHBHOCTH MeYCroro menriyia. ORazanocs,
qT0 CROPOCTH PEAKHUH B 3HAYNTENLHON CTeHeHM 3aBUCAT 0T JABICIHA Ta30BOH
cecn (pwe. 1). Taw, npu narmeuun 400 riTa peawmus HeTalolugHPOBAHIA B
OCHOBITOM 3agepiranacht 3a 60 yuH, B 1o Bpeng war npur nasiedun 100 vila
TUIAL 3aBepuleniMsa peakunu rpebosasocs domee 120 ayuw (B ofoux cuyyasx B
Kavuecrse xaramuzaropa wenompzosanca PPd/BaS0,). Monspmas akTHBHOCTE
uenrmia py garzednn 400 rlla Tamsme oxasanmacsh suinie. Vsesmo 510 masie-
Hue u OBIIo BREIOPAHO JUIA HCCHEAOBAHAS BAMANEA NPHPOAR RATANM3ATOPS HA

Hpunarve corpamenusn: Et;N — rpioraanasin, DMFE - muvermagopyanm.
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1 Puc. 1. HuHernra Heraaouapo-
/‘/O—'—O‘ pagus nenruga (I111) wa rere-
<l DOTEHHOM HAIafUeBOM KRATA-
/ Au3aTope B 3ABHCHMOCTH  OT
200 Japiedys  TasoofpasHoro  TpH-
rug. I — 100 rIla, 2 — 400 rlla
0 | ! H
40 40 120 mun

CKOPOCTH, BBIXOJ H MOJAPUYI0 AKTHBHOCTL HMENTHJOB B PEAKLMH JeTaNouiu-
posagusa. [lomyuenHbie PesyILTATE CyMMIDOBAHEI B Tabr. 1.

Kax supmo n3 Tadauibi, HanOonbBIHeH MOJIAPHOH AKTHBHOCTH YZaloCh J0-
¢ruup npu nenonszosanmu cvecu 5% Pd/BaSO, u 59% Rh/CaCO;. Hecrombxo
XyOUIme pesyabTaThi HOJMydYensl mpu ucnoxnsosamuu Pd/BaSO,. Ommcanmsril
8 padore {1} cmemanunrii katanusarop 5% Pd/C u 5% Rh/CaCO,; B juveTu-
gopyanuge B cayvae mentupa (I11) oxazamea HeahPEKTHBHBIM C TOTKI 3pe-
HES Kak MOJADHON aKTHBHOCTH, Tak H BeiXofga. Ilo-smmumonmy, HUBRMIT BEIXOX
B DTOM CIYYae CBA3AH C 00NbIION amcopbumeir memrujga ma yriae. Hpome Toro,
CKROPOCTL Peakiiil JerajoMAUpOBAHUA Ha 9TOM KaTajgusaTope mamboyee HH3-
ras. Taw, 3a 1 u pearnusa npoxogur ToabKo wa 60%, B To BpeMs kak jas Hpy-
PIX HMCCJIEJOBAHHBIX KaTAII3aTOpoB 0Ta Beamumma npesbimaer 85—90%.
B pommoM TpHOTIMAMLEE HAHOONBUIME BBIXOJ IIOJYYEH LIPH HCIIONb30BAHMIL
Rh/CaCO,, ommaxo Mouasgpuasg aRTHBHOCTH B DTOM CIAYYae HA TMOPAKOK HUMIE,
YeM TP MCHONLIOBAHHI MMAINHEeBBIX KaranmsaTopos. [Ipmamma raroro pas-
meaus Tpefyer jaspreinrero shisacnemnys, Pogmessiii ®araamsaTtop upu UpoBe-
MeHUH PEARIIN B AUMETHI(QOPMAMIIAE TO3BOJNIACT MOJYIATh HPEHMYILIECTRBEIHO
Monouo mpoussogmoe mentiga (I). Peaxnud peraJongupOBRUs B 3THX YCIO-
BHUAX TIPOTEKAET B JBE CTAINH, HPUYEM Ha MEPBOHM CTALWHI CROPOCTH CYIECT-
BENIHO Bble, YeM Ha Bropoli. CrrelradHeli KaTajuaartop, COMeP/KAIIIl PaBHbe
romuuecrsa Pd/BaS0, u Rh/CaCO,, 1mo3roaser 1ocTuraTh HECKOIBKO 00JbIIe
MOIAPHOU AKTHBHOCTH, UeM KATaMM3ATOP, COAEpsRAMMIl TONbKo mamnaguii, Ta-
Rasg 3AKOMOMEPHOCTD HAON0anach UPH MPOBEHEHIM PEAKIME KaR B JHMETILI-
opMarIe, TAK I B BOJHOM TPHITIIAMULE.

Haiftpennsie yelaoBus OBLTH MCHONLIOBAHBL JITsE IIPHIOTOBIEHHS MEUCHHUBIX
rputnem nenrtugos B armocdepe 70% -moro tpurwg, IIpm srom mabaopanach

Tabauya 1

Raramuruayecroe nerazoupnposanse nenrupa (1I1) ¢ wenonssosanmes 0,5%
rasoodpPasHoOro TPHTHA

i MoaapHan CooTHOUICHME DPOLYKTOB, %
P“CIEQE“ RaTaauaarop Buixon, % Hl:'r'lgll};{ot”l‘b.
TMOTE sy nerrny (1)) (M neqrrug (n (1I1)
0,03 M 5% Pd/BaS0O, o o -
EGN | 5%Rh/CaCO; 22 13,7 84 1 15
5%DPd/Bas0, 36 8.9 93 3 4
5% Rh/CaCOs 41 1.3 85 3 12
7% Pd/BaSO, 38 6,7 88 9 3
DMF 10%Pd/C — - - - _
5% Pd/C - o .
5% Rh/CaCO, 10 3.7 28 2 40
5% Pd/BasS0, _
I sery 14 130 87 4 9
5%Pd/BasS0O, 20 3,5 38 7 )
5% Rl/CaCO; 26 1.4 40) 51 9
7% Pd/BaS0, 46 6,0 93 4 3
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Puc. 2. Xpomarorpadua Inpo-
AYKTOB PEARLMH KaTaTHTHYC-
CKOro [eralnou;IpOBaHuA  Iel-
rrjga (1) Ha roaoure Ultra- 24
spher-Actyl 5 um (4,6X150 M)
B rpajuenre meradona B 0,01 m.
amerare amyouust, pH 3,5, Cro-
poeth amtowuu 1 sa/mum. 7 — .
[SH-Tyr]-menriem (1); & - [*H-

Tyr (1) )-mentug (); 38— (111) J
i | ~

g 4 & 12 15 20 muw

YIOBIETBOPUTENLHAA KOPPEAALMA C HAHHBIMH, [TOJYICHHLIME UPH HCIONB30--
sparm ~0,0% rpurua. Cuejyer, oHaro, OTMETHTE, YTO CROPOCTH PEAKL UM Jle-
ramouNMPOBANIA ¢ MCIIOAL30BAHNHEM BBICOROIPONEHTHOIO TPHTHS HIMKe, deM
¢ mpOTHEM. Pearnumommas ciMech COAEP/NT 3HAYUTONLHOE KOJHIECTBO HCXOL-
HOTO MUrajIoHIIIPOUBBOAIIOI0, A Tak/Ke MOHOraXoljIlPON3BOTHOrO IIENTINA,
NO3TOMY JIJs7 BBIIEICHKS MEUeHHOro TPUTHEM MEerTHIA HeoOXOLHMO BCIOIb30-
BaTh BhICOKOIMPERTABAYIO MHIJKOCTHYI0 KONOHOUHYIO XPOMATOr paduo.

Mpy amanuse wweasix ruppoxusaron coepmmeruit (1) m (If) ¢ memomsso-
BaHueM Juradaoofmentoit xpomarorpaduu [7] o0HAPYIKEHO, UTO AMHHORIC-
JOTHL COXPAHMIN CBOI0 OUTHUECKYIO THCTOTY M B YCJOBUAX TPOBEJEHIA peakr-
MEW JeTaOuNPOBARNs He TIONBEPrallNch PATIeMISAT[III,

Wayuenue CBASKIBAHNA MEUEHIUBIX TPUTHEM IIEITHI0B ¢ MEMOpPaHAMU TOMO-
reHaTa MOsra KPHICHL MOKA3AJNO0, UTO IONYTCHHBIE TPEUAPATH COXPAHUIN U
cpoio Ouomornueckyio arrasHocTh. [*H-Tyr]mentun (1) w [*H-Tyr] mentog (11)
CBA3BIBAIICH € OCPAHMTEHHBIN ROAMIECTBOM CHEHM(UULCREX IEHTPOB ¢ KOH-
cragramu grecorpanuy (0,3—0,6) -107° u (0,5—1,5) -10~° coorBercTBeHHO,

Sli(fﬂepllMeHT&ﬂ buasl 4acThb

Cunres coegumennii (ITT) mw (IV) omucan 8 pagore [8].

Peannuio jeramonpuposanus nentuga ¢ pasdasienunin (0,5%) rpurmem
MPOBOJMIIN Ha yCTALoBKe, onucanioi 8 paGore [9]. McmonbpsoBanu croemuas-
HYI0 TpPeGeHKY ¢ ceMblo aMiyiamu. B aMmmynsy momeiransu pacrsop 0,2 ar
(0,24 mmmonn) sumedamuma (IIT) » 0,1 mox pacrsopurens u Bmocmiu 20 mr
RATaIUBAaTOPA. SATEM AMUYALL 3aMODPAKHUBANIT B JRUKOM a30Te, BARYYMH]O-
Basu g0 ocrarouroro pasienns 1-107° rlla, samomiann razoo0pasHsiM TPETHEM
nox, masinenuem 400 vITa w marpesanu pe 20° C. Peaniuio BeXw LpH Lepeae-
OIMBAaAWY Ha MaruuTHol menranke B Tevenue 60 mun. Kararasarop orduirsrpo-
BEIBANK 1 mpombiBanu Merasenom (3X5 aur). Puaprpar ymapusBanm mocyxa,
387T6M  OCTATOK PACTBOPANE B METAHOJE U CHOBA YHAPUBAJIM. JTOT IPOHECE
TTOBTOPAIT TPHABL [T VAAIEHTA Ha0UabHoro Tprrira, HolndecTso MEIeHoro
npemapata (1) oUpemesiii ¢ MOMOUBIO FKIIROCTHOIT XpoMaTorpadirn BEICOKOTo
nasxerua (pue. 2). PeayrbTaTsl HeeTegoBaluil IpuBegensl B radn. 1.

[Tonyuenwe mentumos BoicOKOHM MonApHOH anrtisHocTy ¢ 709% TpuUTHEBHIM
rasoM nposommam wo meroxy [10] (radm. 2). B amuyny momemanm 2 wr
renruga B 0,25 ma pacrsopurens, suocummy 200 MU maTalIzaTopa, aMIryiy
BAMODAIKIBAII FKUNKUM A30TOM H Jajee HOCTYHAIN aHAJOLITHO OTHCAMIOMY
Bolrue. [IpogyRr oTMIams MeTO0M BBICOR0I(MQERTHBHON JRAIROCTHON XpoMa-
rorpaduu,

PaguoarTHBHOCTS NPEIapATOB M3MEDALL HA sRIAKOCTHOM CITNETILIIAIIION-
mom cuerunre PIRC-20 ¢ odderrusnoctrio permcrpammr rpurtaa ~30% =
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Tabauya 2

Raranurmueckoe peramoumuposanue nentugos (1) u (IV) ¢ memoansopannem 70%
razo0GpasHOro TPHTHS

MonApHaa CooTIOWeHIIe NPOAVHTOB, %
Hcexonaoe N Deixom,| aKTHB-
BLILE Pacreoplirenh Karaausarop [ Tb,
PEMeETRO i ng(/:nl;lt))nb [3Hnentra ()| BH]menrig (1) (II1)
(IT1y 0,03 M Et;N| 5%Pd/BaSO,| 18 740 10 22 65
7% Pd/BasO,| 23 496 75 11 14
DMF 5% Pd/BaS0, . .
59y Rh/CaCOs| 27 814 92 3 5
(IV) DME 3% Pd/BaSO,| 35 888 11* 30 * 59 *

* CooTHOUIeHMe A nenruia (IT) It ero rafdOManpoli3BOLHBIX.

muorcanonoM cuuHTIaArTope [11]. Amamurwaecras BpIcoR0dPPERTHRHA AR -
KOCTHAA XpomaTorpadiia IPoBoIIacs mpH oMo xpomatorpada Altex mo-
nens 332 wa womonne Ultraspher — Actyl Sum (4,6X150 am). Jas rpagwent-
HOil BIIOIME mComb3orann pacrsop meramona (30—90%) s 0,01 M amerare
ammorus, pi 3,5, KHaramizaropst il PAcTBOPHTENH UPHTOTOBISMIIL M OUHIIAJII
OGBIUHBINIT METOANMII,

Pagmoxiunaecryo ymcroTy KOHEYHOTO MPOAYRTA OHPEJeNsIs ¢ IOMOLILIO
TCX wma naacrnuax Silufol UV-254 (YCCP) B cueremax GyTaHoX — YHCyCHAs
ruexora —eoga  (3:1:1) w srmmanerar — TUPHAHA — YKCYCHAA RUCTOTA —
Bojta (45:20:6: 11) IlposBrerEyn0 XpoMarTorpaMMy AeTERTIPOBANI HA CRa-
HEDYIOTIEM ICTERTOPE PAJIHOARTHBHOCTIL. Bomee 98% pammoarTuBHOCTH COLED-
JRAIOCH B 30T, COOTBETCTBYIOMIEH 110 XPOMATOTPApIYeCcKO MOABIMREOCTY IIPO-

JTYRTY PEaRIIIIL.

Buonormueckyo aRTUBHOCTH, MEUYSHHBEIX TPHTHEM TENTHIOB ONEHUBANM IT0
WX CTeII(PHICCKOMY CBA3BIBAHII0 € MeMOpPalraMil rOMOrelara MOo3Ta KpPBLICHI
1o meTony [12] ¢ HeawagHTeNBEBIMII MOLHQIRATIAMIL
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PREPARATION OF TRITIUM-LABELED ENKEPHALINS USING GASEOUS TRITIUM

PETRENIK B.V.. ZOLOTAREYV Yu. A., MYASOEDOV N, I',,
BESPALOVA J. D.,, MOLOKOEDOV A, S., YARYGIN K. N,

Institute of Molecular Genetics, Academy of Sciences, of the USSR, Moscow;
Institute of Experimental Cardiology, Academy of Medical Sciences
of the USSR, Moscow

Preparation of tritium-labeled Leu-enkephalin analogs is reported, namely
[3,5-*H-Tyr!, D-Ala?, D-Leu?]enkephalin and [3,5-°H-Tyr!, D-Ala?]enkephalin-Arg having
molar activity of 814 and 888 TBg/mole, respectively. The procedure involved catalytic
dehalogenation of the appropriate iodinated derivatives with gaseous tritium in the
presence of Pd and Rh catalysts. The influence of the catalyst nature and tritium pres-
sure on the reaction rate and yield, as well as on the molar activity of labeled peptides
was examined. Calalytic dehalogenation brought about neither racemization nor a loss
of biological activity.
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