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HOJYYEHNE MEYEHHON TPUTUEM
27Z-5-(% -mpem-BY THJ-m paiee-1"-OKCIH-1'-
IMURJIOT EKCILT)-3-METHJI-2,4-IIEHTA IUEH-1-OBOM
KUCJI0ThI
Ml esyenwo B.II., [Tomanosa A. B., M acoedos H.D.

Hucruryr smoaenyaapnoi 2eneruru Aradenuny nays CCCP,
Mocrsa

Hpw neuosbzopammn Pd-karanusaropa, AO3aKTHBUPOBAIIIOLO XMHOMILHOM, M Kata-
snzaropa JUngrapa yiAQuoch CederTHBIO W ¢ XOPOLIMM BBIXOROM BOCCTARHOBHATL 2Z-5-
(4 -rper-0yTua-rpanc-1'-0Rcn-1/-IHKIOreKCI ) -3-MeTHI-2-TTeHTeH-4-HH-1-0BYIO KHCIOTY [0
2Z-5-(4=rper-Oyruii-rparc-1'-0KCH- 1 - IHKAOI CKCHN) -3-METUN-2 4-TIe HTA[{HE H-1-0BOH  KECHO-
TLI 3 pesynnrare MHAPHMPORAHLL Ia3000DA3HBIM TPHTHEEM 05l ITOAYIEH MEUYCHBIH upemapar
C BLICOKOH MOJAPHOI PAJMOARTHBHOCTLIO.

Duosornyecras axTHBHOCTL Lak caMoil abcumsoBoil RECIOTHI, TAK W ee
AHWIOrOB CYU[ECTREHHO 3aBHCHT OT MEOMETPHH M CTPOCHHWS MONeRyunl [1—7].
ST COeRUHENHA BBUIOAUAT pasuoobpasubie (Quamomormieckue QYHRUBME B
BBICLIHX PACTeUHAX: UBIUOHPYIOT POCT PABJUYHLIX YacTeil pacTe Ui, npopacra-
HHE CeMAH, KryOueil; yracTByor B POeceax, CBA3aHULIX ¢ OMaMaHueM JICTh-
£B, 1{BETKOB, TIOMOB; HIPAOT BJRUYIO POIL B afjallTallid PacTeHMU R Heduia-
FONPIUATILIM YCIOBMAM BIENIHEH cPe s,

Jlas weemegopanitit pacupeesennsa B opragax pPacTeHma NPOM3BOMHLIX adc-
HU30BOH KHCAOTH M M3YUCHHA MEXAHHN3Ma UX eHCcTBHA HeOOXOMMMBL MeUeHTIBIE
TpHTIHeM amajyorm orux coefyieriit. C 9T0M NEdIbI0 MBI O0TPAGOTANT YCIOBHS
CeJIEKTUBHOIO THOPUPOBAHMA ALECTHIEII0BOTO TPOM3BOMOTO AHANOTA abCUu30-
BOll KmcnoTe [27-5- (4 -rper-6yruwa-Tpanc-1'-oxcn-1'-murrmorexcn) -3-mermia-2-
nenred-4-ui-1-osoi wucaorsl] (I) ¢ roMoLIbo razoofpasHOr0 TPUTAS B IIPH-
CYTCTBUIL TINIA/MEBBIX KATANIH3ATOPOB, OTPABIEHIIBIX OPrallMYecKHMH OCHO-
pauuamu [8]. Jaa Goauvineidl nageskioctu pesyiabTaToB IPH ITPOBEAEHMI OXbl-
TOB B MHOroRaMepuoil amuyne [9] B kauecrBe KOHTPOALHOrO IPUMEHIA CTAH-
HapTHBLE pacTBop meTwiogeara 8 auorcane B npueyrcrsun 5% Pd/BaSO, (ra-
KHM 00pazoM H3MEeDSLI0Ch, CKOILKO METKH BKIIOTANIOCH MPH THAPHPOBAHUE ON-
HOil cBssu). OTHOLICHIE MONAPHBIX DPAJHOAKTHBHOCTEH TTOIYYEITIBIX MEYeHbIX
o0pasmos n MeruacrTeapara (Tabauia) TaBAIO TPEJCTaBIelMe 0 COTeKTHBHOCTH
opotecca THAPHPOBAIIG TPOHHOM cBA3M jio mBOHHOH. Hak BuAHO M3 Ta®auibl,
MOJSIPIAS PAmMOAKTUBHOCTL UPH THAPHPOBAHUN AIETHICHOBOI CBS3M 10 9TII-
JIRIIOBOT ¢ TIOMOINBIO TPUTHA-BogopoaHoi cvecw (1:1000) cocrasmia 0,6—
1,9 I'Br/vmons. Jlyuuras cemexTuprocTs Habmomanack 3 rorpunune ¢ 5% Pd/C,
a TawAe. B METAUOJNC W AMOKCANC, COReP/MKALINX XMiHoaun, B upucyrersun b %
Pd/BaS0.. Bamrenne MOaupHOil pRAMOAKTIUBHOCTH, [HO-BIAUMOMY, CBAZALO ¢
HAXIUHEM B MOJEKYNAX 3TOM0 COAMHCIIA HOABUMALIX BOMOPOAOB THHEPOKCH b-
ol w wrapOorcuabuoil rpymia. Masecruwo [10], wro mpucyrersme maduabubx
APOTONOB B MCXOMHOM BEUICCTBE CIOCOOCTBYET MHTEHCHBIOMY MB0TOITHOMY 00-
MEIHY MEAULY BTUME BOXOPOMAMI 1T TA3000PA3WEIM TPHTIIEM. ITO TPABOIAT R
YMCUBLIEH W0 MOJAPIOH PajloakTHRHOCTH THEPAPYIONeH razosoil cMecHm, 0CO-
Bento BOMHZM AKTHUBRIIBIX 301 Katajmusartopa. Ha mOBeDPXHOCTII RATATM3ATOPA,
TaKMM 00PAsoM, HAYT JBa TPONECCa: PHPHPOBATIe KPAaTHRIY. CBA3C T MB0TOI-
BT 00MEeH MEALY ras3000pasiibis TPWTITEM W TIOBHAKHBIMI BOXOPOJaMH Halle-
TO coediiends, Bean ¢ROpocTh THMAPUPOBANIA BENHIRA, TO MOJAPUAA Paguo-
AKTHBHOCTD Npermapata 0Jska K MaRCHMATLHoN, [SeiH e CROPOCTD THPUDO-
BALUA TAUCT, TO CRIZRAGTCA J1 MONAPHAS PANHOARTIBIIOCTL TIPerapaTa Wi-3a
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OOIBITEr0 MB0TOMIIOT0 PA3BABMEHUsE Taz000PA3HOL0 TPUTHA ITOABHKHBIME BO=
JOPOIAMH MONERKYJI BeIlecTBa.

CKopocTh PHEPUPORALUsSE TPOHULIX CBA3EH NPH HCIOTB30BAIMH KATaLHU3a-
ropos Jlmagrapa B, UM COOTBETCTBYIOUIAS CROPOCTH THAPHPOBAMMA HBOIi-
Heix cwasedt [8]. Mz oaroro cmemyer, IT0 MOTAPHAS DAAHOAKTIIBEOCTE TIPeapara,
HONYIEHIIOT0 CEAeRTIBIBIM BOCCTAHOBJISHITEM TPOILITOH CBA3I 0 ABOITHOI, KO-
I1a OSITH BBIIIE, YeM MOJHPEAA PAIOAKTHBIIOCTH (B PacueTe HA 0jtHY NijIPHpOBaT-
HYI0 CBABH) TOAHOCTHI IMAPIPOBAHHOTO TPOAyKTa. [L1A mposepnir aToro Ghima
WAYICHQ KHHEeTHKa BRITOUCHIS METRI B QUETHICTOBOE IIPOM3BOJIHOE ananora
abeiuzooi wiegorsr (1) ra wavanmsa- B
Tope JIHMUgzapa B JUIOKRCANE M B JHORCA- U /
e B IPHCYTCTBIIT TPUSTILIAMUHA.

HKax pugmo s prc. 1, magenie cro-
POCTH BBEREHIIT METKY TIPOMCXOTHT TP
nocrmkenu 45—b0% roit pammoaxmis-
HOCTH, KOTOPYI0 VAABANOCH BBECTH B
YOAWOCTHIO THAPHPOBAHHYIO KHCIOTY.
JIpyruMm  croBadMu, HPH  CETeKTIHBHOM
FIDHPOBATINIT al{eTHIeIIOBOI CBABIL 1O
ATHIeHOBOH BRIHYaercs 45—00% mer-
KH, a TP THADPITPOBATIN ABYX DTUIEHO-
BLIX cBg3eil — veero HO—55Y%  Mern,
T. €. 114 BTOPOM DTane MOFAPHAs Pajno-
AKTHBHOCTH NIAPIPYIONINX H30TOTIOR BO- L,
ROPORA 3UATHTEALHO HHKE, 50 720 Mun

ATO MOLTBEPHAEHO H MACC-CIEKT]O- i U , .

0 o ) o i Pre. 1. KinleTnga BRIIOUCHNST TPUTHCBOI
METPUIECIIMIT TAHITBIMHE. Ha puc. 2a—e¢ METRIL B AHAJ0r A0CHM30ROI  KHCJHOTH
npNBeJensl  MACC-CIIeKTPBL  NPOOYKTa (1) B mpuecyrcrBum wrarasuzaropa Jinmma-
rugpuposang Kicxorsl (1) rocwe rup-  mapa:l 7 — pacTsopHTens — AuHOKcam, 2 -
pupoBanus geitrepieM B jworcame Tia  PACIBOPHTEIbL = UOKCAI B MPUCYTCTRHN
KATANTZATOD Tl”H Tan: Py 20 30 u [ath, COOTHOLICITHEe I\‘El'l"EU[I'IBaTOp—aMHH

pe elHHpmapa sa &u, paBeo 1:2

40 amxe, VI3 5THX CHEKTPOR OHO3HAYII0

caenyer, ¥ro yuie gepes 30 MUH BCe ANETHIEIOBBIE CBA3M OBUIM CEIEKTUBIO
BoccravoBiaensl, Coriacio pue. 22, 0, MPH HCIOML30BANNI AKTIUBHALIX KaTagi-
BATOPOB THAPTIPOBAHEE MTPOHCXOJIT HECENEKTHBIIO, [TPITEM B METHUOCTC THAPI-
porarme Gouee noxuoe (Pparsentsr ¢ mfz 237, 252 w 270). TIpu werromssona-
HHE B RaYecTBe AC3ARTUBATOPA XWHONIMA TIAPHPOBAIINE HOET CEeJeRTIBHO
(pre. 2o, 3, ©). Heosnpganuple gaHbbie OBUITH NOJYYCIDL UPH IHCITOJHL30BAMILT
IIPUANHA B RavecTBe pacrsopuress (puc. 2¢). Orasanock, Iro B pPearimMowHOI
CMECH TPHCYTCTBOBANM KAK HCXOAHBIH, TaK H TOJHOCTHIO PHAPHPOBAINEIE T1PO-

Yo BRIIGYEHIT METIHLY
~ Qﬁ
] R 8

S

CeneRTHBHOCTS THPHPOBAHMA AETHICHOBOIO MPOH3BOLNHOr0 AHAIOra
a0CUM30BOIT KNCNOTHE B 3ABHCHMOCTH OT YCJNOBUH NpPOBEIEHIsn PEaRIu

CenewTirg- I Cenexrin-
AT RO HOCTD | o noeTnL
Raraausarop Z%LE’T{?) \[T)I)?%e)c/(‘\?p ( Karanuzatop gﬁgZﬁg I\I.TII)].)(EIII]O){‘/(;.?';\_
StOnte * | StOMe *
5% Pd/C Hapnguu 0,96 5% Pd/C druxanerar 1,85
5% Pd/BaS0O, » 0,30 5% Pd/BaSO, IriLraneray — 1,29
NXTTTION T
5% Pd/C Beuzox 1,12 5% Pd/C NXaopodops 2,33
5% Pd/Baso, » 0,68 5% Pd/BaS0, Xaopodopu ~ 0,60
X ITHOJLILIT ‘ NXIHOJIH
5% Pd/C Metanoa 1,35 | 2% Pd/BaSO, Ilnokcar — 0,76
| XIUHOMUH
5% Pd/Bas0, » 1,07 I 5% Pd/Bas0, To me ** 0,88
Xuwoauu [
FOM.D. — MOJAPHAA PAAMOAKTURHOCTH aHaIora adcunsoroit wicaornt (IT). ar p. StOMe — moaap-

NAA PASMOAKTHEILOCTL METHICTeApaTa, JIOAVICHHOT0 [P CHAPHPORATL MCTIRTOTeATa {M.p. StOMec
pasgrerea 1,9--1,95 TBr/mMMons).

“% B 5TOM cJaydae COOTHOUICHNME
aoch 11

HOIOMBL30RABHLIY LonnuecTs 5% PA/BaSOy — NUHOMIU PapusT-
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Puc. 3. Pacnpepenenie 151

PafMOARTHBHOCTH  BIOJh
OIACTHHKI (curyour)
1ocJae THAPHPOBAMHMS are-
THAGHOBOLO anajora abdc-
nu3opoit  Kucxornr  (I1)
1a3000Pa3HBEIM  TPHUTIEM
B TpucyTcTBHE Pd-Karta-
nm3aropa: I —po, 2-—
nocie  xpomarorpadmae-
CROW OUNCTRU

S

g 10 cm

Ayrrel. Cavpiv marencuBabiM ukoM B o6mxactu 200—300 m/z 6ma ¢gparment
¢ m/z 250, ABIIONIEIICS, KAk CHejyer M3 aHalu3a APYruX CIeRTPOB, Jerljpa-
TANHOHHEIM HOU-DARHRAIOM, T. €. MOJERYIAPHBIT HOH-paKaN uneer m/z 274.
Taxas Momexyna goJiHa ObLTH HPOTHAPHPOBAHA YeTHIPHMSI aTOMaMH AekTe prist
I JBYMS aTOMAMI BOZOPOMNA, TITO FBIAETCA €€ OQNNM JOKA3ATEILCTBOM yua-
CTHA TOJBH/HBIX BOFODPOHOB MOJERYJ Kuciorst (I) B mponecce usoromuoro
pasGasienysa THAPUPYIOWEH cMecH B 00TLACHACT CHHMRCHIE MOJAPHOI pajumo-
ARTUBTOCTI TIPIH HCIIOJH30BAHII Ta3000PABHOTO TPIITHA.

Jas cemewrnpuoro ruaprpoanmst Kucaorsl (1) o 2Z-5-(4-rper-Gyrus-
rpanc-1"-oren-1"-1urmorexcun ) -3-merin-2,4-weuramuen-1-opoit  xicsorsr  (11)
ROHLEHTPUPOBAIIHBIN TPITHCeM ObLI weroaszosan 0% Pd/BaSO,, mesarrisupo-
BAMHBIT  XUH0AKHOM (COOTHOLIGHUE RAaTANUZATOP — aMui cocrasuio 1:1) B
guorcaue. Hawannuoe pmasmenue rasooGpasuoro tpurus 400 rlla. Peanmumio
nposean 3a 3 1 nupu 20°C. ITocye xpomarorpaduIecKoil OTHCTRH TTONY YOI
[*H]- (1) ¢ meixomom 15% m mosspuoil pagmoartueuocteio 1,2 THx/myoms

(puc. 3).
JrecmepaMeHTAIBHAN YACTh

272-5- (& -rper-Oymin-rpanc-1'-0kcw-1"-URAOTE KCHUT ) -3-MCTHN-2-IeHTeH - 4-
nn-1-osas xucaora (1) (1.1 150—151° C, mace-cuexrp, m/z (ornocmrenbHas
murencuBrocTL, U ): MP264(4), (M—H,0)*" 246(0,5), (M—H.0—CH,)*
231(3), 219(33), 207(9), 189(3), 166(15), 152(11), 147(10)) u 2Z-5-(4'-
Tper-oyui-rpanc-1’'-oreu-1"-murorexenn ) -3-Me tiA-2,4-nenragnen-1-opas ki
cnora (IT) (1. mam. 137—138°C, macc-crewrp, m/z (OTHOCHTENbHAS HHTEHCHB-
moere, U): MT266 (21), (M—H,0)*" 248(9), (M—H,O—CH,)*" 233(7),
221(12), 209(3), 206(24), 191(14), 167(15), 155(28), 149(25)) mwbesnc
mpenocragaenst JI. I'. Mcaesoit (MBX mm. M. M. Wlemaxmna AH CCCP).
5% Pd/BaS0,, waramuzarop Jmmpmapa (Fluka, Dlseitwapus), 5% Pd/C
(Fluka, HIseiiiapusa) — koMaepueckue mperaparsl. Pactsopuresin oqImiani mo
CTATTTADTILIM MeTORIKRaM. PafHoaKTHBHOCTE HEMEPANI Ha CIMH TILILITOTHOM
cuerdirke ¢ addertusrocThio pernctpanru rprtng ~30% B moxcaroBoM
crurarnararope. 1VRX ocymieersiummn ya xpomarorpade Chrom 5 (HCCP),
cuadirenyor  womonkoit (2000X3 arv, 5% SE-30, Chromaton N-AW 100—
125 ax, 220° C, pacxom rasa 25 MI/MIH, Tas-HOCUTENH — a30T). Macc-clmeRrTpht
CHMMAIIT ¢ TTeTTOCPEACTBCHIIBIM BBONOM 00PA3LA B WOMIBLIT HCTOTHIIR Jra 1piGo-
pe LKB-2000 (Hiscmyrs).

Tyrmpuposanne xieaorht (1) Tpurmes 7 gefiTepueM TPOBORIIII CIeY 0TI
oGpazom: pacrsop auermaenosoro rpomanomioro (0,1—0,2 ) momentami v
pearmwontyo asmvay [9], mofapismn karammsatop (BecOoBOe COOTHONICHUE
BeleCTBO — RaTalm3arop papHo 1:2) M [e3aRTHBHPYIOLOIT aMIk [BecoBoe
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CONTHOINEHHE Karaausdarop — amua 1:2), saMOpaskuBamy JKHAKHM a30TOM I
BaryyMmuposamw go gasxenus 1-10=% vlla, sanonnsiin razoBoll cMecho, cofep-
JRAMIEN u30Toubl Bojopoma, jo aasmernus 400 rlla, pasmopaskusasy M yepese-
wnpaay 3 4. Iocne oxonvarus peariyy TabUILHELT 130700 BOJOPONA VEAJITIIT
TPEXKPATHBIM YITaPUBAHTEM PEAKIHOoNoll Macesl ¢ MeranonoM. Jlaa yaaneuus
Me3ARTURBUPYIONIEr0 aMUHa O0CTATOR 110CHe YUAPHBAMIA PACTBOPSIAM B 2 MI
sruaauerara 1 npomeBag 2 pasa 0,0 mu 1 1w HCI, 2 pasa 0,5 ma H,O, ynapu-
Bagn mocyxa u pacrsopsau 8 0,2 mur zuoxcama. Bercokomevenyio rucmory (1)
ogpiany xpomarorpadueil wa cunmrarensusx tracrunrax (Merck, DPI),
R; 0,45 (Gewsonm —orumanerar, 3:14). [*H]-(1I) wnwwuposami ¢ cuamrarens
30 ma emecw xmopodpopMa ¢ smerawomom (2: 1), ymapupams, pacTBOpsIy B
100 mx aramosa u xpaumrr apu —10° C. Paguoxmymveckas TiecTOTa TpenapaTa
mocie oumeTRy OBina e menee 95—97%.

IMpi wuuerdueckuX IHccaejoBanuax mpodLl orhupasics WITPHIEM yYepes
OupeJeSeHHBIe MHTCPBANBl BPEMEHM. 3areM PearUIOHHyI0 CMEech OCTaBIMLII
ITePeMeIaBaThCA B TeUeHte 22 1w, [ONYYeHHYI) PALHOAKTHBHOCTE TIPHHEM ALY
3a 100% u mepecwmrbIBaNM BCC UPEIBIIYINIE BHAYCHMA (OTHOCHTEARITO Mak-
CHMAaNBHOr0) B Tpouenrax. IIpofsr anammaupoBams TouReCHOIToN XpoMaTo-
rpacdmeii wa cmiydore (YCCP) B cuereme Geusonm — ornmanerar (3:1). 3owst,
comepmarque medenoe coepnuenwe (K, 0,3—0,4) w maeronge xpovarorpadu-
YECKYI0 MOABUMKHOCTH, TOAUICCTBEHNYIO XPOMATOTPadHULCKON MOABIIRHOCTN 30~
regomoft Kueyorel (I1), BupesaZu m onpefefsan ee pajMoaKTHBIOCTH. KoM~
nerrpaio Kuexorst (1) ompemensan mpu momonyr ['FRX mocre Merwaupona-
Ausg 0pol gmazomeranoM. MenmombayeMeiec DPACTBOPWICHN, KATANX3ATOPL, aMi-
HBI-TE3AKRTABATOPHL M MONADHBIE DPAAMOARTHRITOCTH MEUEHBIX  COEJITIC HIiT
NprBeNensr B Tabauine u na puc. 2.
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Mocrynuna B pegaryuio
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PREPARATION OF TRITIATED -
27Z-5-(4-T ERT-BUTYL-TRANS-1-HYDROXY-1'-CYCLOHEXYL)-
3-METHYL-2,4-PENTADIENOIC-1 ACID
SHEVCHENKO V. P., POTAPOVA A. V., MYASOEDOV N. F,

Institute of Molecular Genetics, Academy of Sciences of the USSR,
Moscow

We have carried out sclective hydrogenation of acetylenic bond in 272-5- (4 -tert-
butyl-trans-1"-hydroxy-1"-cyclohexyl)-3-methyl-2-pentene-4-yn-1-oic acid (ADAAA)Y into
double bond using palladium catalyst inactivated with lead (the Lindlac catalyst) or
with quinoline. In the similar process with gaseous tritium, we obtained, with good yield.
a labelled preparalion possessing high molar radioactivity.
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