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Cunrtesnposannt ocdonarusiit m Qocdunarneiii ananorn 2’ (3")-0-(N-agernamerno-
HAJILIAIMI) aleH03UH-5-(BocdhaTa — OJIHOIO U3 «MHHEMAaJBLHBIX» A0HOPOB pubocom. PDoc-
$uuaTHRIE aHANOT TpOABAAN cyberTpaTHsie CBOHCTBA B peaKiUM, KaTaauaupyemoil pubo-
comamu, [foxazamo o0pazoBaHMe MeNTURA ¢ Henpupoprol P—N-cpnspio, naeHTHOHHUMPO-
BAIIHOrO CPABHEHHEM C COGAWHEHHEM, HOJYUYeHHDBIM CHHTETHUECKH,

WcnoapsoBanue «MUHHMANBHBIX» CyOcTpaTos pubocoM I X aHaJOroB B
pearuuax, pPACCMATPHBAEMBIX KaK aNeKBATHBIE MOJENU IOMHOI Pearuuud pu-
60COM, MO3BOJHIIO UCCIEHOBATE PAJ BAKOHOMEPHOCTEd YHKIMOHUPOBAHUA Pl
Gocom u MexamusMma Jedcrsus uentupuarpancgepasuoro umemrpa (IITIL).
B wacrrOcTH, OBII0 YCTAHOBIEHO, YTO HAPALY ¢ aMHIHON CBA3HI0 B pHOOCOMAax
moryr ObITh obGpasosausi spupmble, THOd(DUPHBIE M THOAMUIHBIE cBA3M |2].

Hamu Opio moxazano, yro QocoHATHBIE aHAJIOTH (DOPMUTAMUHOAMIATe-
puroBoit kuemorer (la) o6magaiorT CPOACTBOM K AOHOPHOMY YUACTRY pubocoM
H WETHOUpYIOT Karammswpyemoe pufoconmamm anummposanne Phe-tPHK [3].

Hacrosmmas pabora mocBsileHa CHHTE3Y (HOCHOPOPraBHYecRUY AHaJIOTOB
OHOTO W3 AKTHBHBIX (MHHHMAILHBIX» JIOHOPOB IenTuia B pubocomax,
27(3")-0- (N-aueTwiIMeTHOHWITAK U ) afenosus-H’ -pocPara, a nmerno dpocdo-
mataoro (I) u gocdurarnoro (IT).

I
HO—pP—0 0O Ade
OH

o o
X—P=0: H

&
(Ta): X == OH, R = CHONHCH(CH,SCH,CHy)—

(1); X=0H, R=CH,CONHCH(CH,3CH,CH,)CONHCH,—
(11): X=CH,, R=CH,CONHCH(CH,SCH,CH,)CONHCH,—

* Coobmemne VIII ca. [1]. Ipumarsie cowpamenun: LTI - menrmpuarparchepas-
meiit mertp; DCC — mALEKIOTeRCHIKaPOOJHNMET; TPSCI — Tpun301ponuaGenaoncyabdo-
xaopuj; pA-(fMet) — 2 (3)-0- (N-(hopamarmeTnorHat) afenosna-5'-pocdar.
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Coepnmenne (II) comepsur. Heltrpanwuerii ocdopopragmyeckuii dpar-
MEHT, HMUTHDPYIOILMIl TePeXonuoe COCTOAHNE CNOMKHOOUPHONR TPYUNLl ¥ 00Ja-
JAIOIMI  JOCTATOYHON PEAKIMOHHOU CrOCOOHOCTRIO TPY OJHOBPEMEHHOM CO-
xpamerun cpogersa (I1) w TITIL. TIpn msifope crpyrryper coeguaenus (IT)
YOETHIBANOCE, 9T0 13 (BOCHUUATHBIX, AHANOIOB C-AMHHOKUCIOT OJUHM #3 HO-
cTynEeIX aBasercd avajtor raunmHa (VI cxema 1) {4].

Coenumenue (I) Osro HEOOXOXHMO B KAYECTBE MOEIBLHOH CTPYKTYDBL
CHHTe3 ero OBUT OCYLUCCTBIEH O cxeMe 1 W3 aleTHAMeTHOHILIAMIHOMEeTHIPOC-
donoroi wucaorsr (111) [1] w awmiupa agenoszun-5"-Pocdara (IV).

Cxema |

i
o CGHSNHT—O 0. Ade
I 1) bcC
' 2) H30aMUIULTPRET
o-
(111) OH OH
CH,8 ()
\CH
Cﬁ ' l 1
CH com}:Hco N g T HNCHP—CH, —> R—p—ClH,
] o . o
W (V) (VID); R= Ac-Met~NHCH -
Il
(CGHsNH)gP—'O 0. Ade
1) TPSCL
v+ (1
2) H30AMANHETPUT
OH OH
(VIID

Bonee cioxmoir 3ajaveit okasanoch moayuenme coegumenua (I1) u ero
ouucrra, Heobxomgumas mua cwaresa N-anerunmerumommramuroMernd (P-me-
Txm)(bocd)HHOBa;{ rgucaora (VII) Opma mpurorosmena ms coemurenus (VI) u

N-(N-amerummermonir) nnungaszona (V). [lanee COeIIHen e (VI[) wrompmen-
CHpoBany B HpH(}yTCTBHII TPSCl ¢ JIHARNIIION 2 f[eHO3 - 5-gocara (VIII),
CITHTE3 KOTOPOTO OLLI paapaGOTaH HA 0CHOBe padoTsr [5]

Crpoenyte coepmuennit {(I) um (I1I), Koropsie mpeicraBmanm coGOH cumecH
H30MePOB, OBLTO MOATBEpIRACHO AAaHHRMH alerTpoopesa ¥ TCX, YO- u
IIMP-cuexrpos, a gna coepuaenus (I1)— rawxe umenTuduKanuesr TpOLYRIOB
rugpomusa. Anaxor (II) weycToiums B WHCHBIX W IENOYHBIX Cpefax. ITHM
00BACHAeTCA HEGOABLION BBIXOJ €ro MpH CcuHTese. I3 BOXHOM pacTBOpe IpU
meiirpanerom pH amaxor (IT) measernno rupponusayercs 1o apeHosuH-5 -doc-
dara u coegumenuns (VII).

Ha ocmosanum mamneix s ussecTasix hoconaTHEIX aMaLoroB, HagpuMep
(Ia) [3], mosuo 6O OMmHIATH HOCTATOYHOTO cpomerBa amarora (II) r fmo-
HOPHOMY y4yacTKy pubocom. Taxum obpasom, coegnuenme (I1) Morio Onr oka-
3aThCA 0OpATHMbBIM KOHKYPEHTHBIM WHIUOITOPOM, MM, GJIAaTofaps aKTUBHOCTH
dbochunosPUpHEOH ¢BAZN, KOBAIEHTHO CBAZHIBATHCS ¢ PYHKIVOHATLHBIME TPYIT-
wamu T, wnu 65115 cyBerpaToM HOPMaTbHOH peakUM TpAaHCHENTHALMH.
B IOCIEHEeM ClIy9ae MOJKHO OBLIO 6pr oRuaTL 00pasoBanas MoxudBEIIPOBAT-
woit mentuaun-rPHI, ammnwposammoit amamorom tpuientuga ¢ P — N-cBsassio
(IX)  (cxema 2). OMbLTeHIE  TAKOM Mopudunuposannoil nentupua-TPHIK
TIPUBOAMIO OBl K OTINEIVIeRHIo amaiora tpumentuaa (X), xak NpY THAPOJIH3E
HopMaTbHEIX enTwm-TPHI [6].
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The SO Cxema 2
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Takum 00pasomM, OId U3YUeHUs JOHODHBIX CBOMCTB COCIMHEHIA (I1) 6ruro
Leeco00PasHO MOy HTh HE3aBUCHMBIM [IyTeM aHAJIOr IenTu/ia (X), oneHnTs
er0 VCTOMUYMBOCTE M BOBMOMKIOCTE €ro 00HApPY/ReHHA W BBIZETEHWA U3 HHRY-
fannonnoin cmec. M3 mponssopuoro (VII) u merunosoro supa denunamanu-
ua (XI) no pamee paspaboranmoit \[GTOI[HI\G [1] Onur monyuen BAMUIIEHABIN
amanor (XII), crpoerne woroporo Owuio foxkaszano gasHbiMu IIMP-ciexrpa u
npenTuduKaiess npoaysros rupponnsa (cxema 2). lpu ombumennm amasnora
(XII) 6pro momyueno coefunenue (X), IS KOTOPOTO, KAk ¥ BoOOINe I
docdoaMuos, XapaKTepHA HEYCTONUHBOCTDL B KUCION Cpefe.

Tenm He Melee 0KA3aJOCh BOZMOMKHBIM U3Biexars coenunenue (X) ma Bof-
HEBIX PACTBOPOB 0€3 3AMCTHBIX IIOTEPDL, OCTOPOMKHO TOMKMCIAS PEARIMOHHBYIO
emech o pH 1 u GstcTpo sxerparupys docdoamun (X) stunamerarom. B co-
OTBETCTBUH ¢ 9THM OBIIM BHECCHBI W3MEHEMISI B CTAHNAPTHYI METOAUKY 00-
paborru puGocoMBoit moHoproi pearuun (6].

B cepun omwitop 1o usyueHuio cyberparusix csoiicts (II) B puGocomuoi
PEAKIMH TPARHCIIENTH/ANMHE ¢ WCITOJH30BAHMEM B KAUECTBE aKIeITOpa Teriuma
[ MC]Phe-rTPHE 6nur o0mapysken pagMoakTHBHBIH MaTepuall,B OpraHUuecKoil
daze. llpn momormu TCX Gpu10 HOKA3AWO, 4TO PASIHOARTHBHBIM TIPOMYKTOM PEaK-
man sasxsercs [“Cl-amamor (X) (pue. 1, 2). Kax sugmo us pme. 1, amasor
(IT) menee axrusen B Kavecrse goHopa nenruja, aem pA-(j/Met). Onmako ama-
mor (Y1) mpepcrasnsn co60H cMeCh M30MEPOB, KOTOPHIE MOTJIH 3HATHTESHHEO
Pa3nUyaTLCA TI0 Cy6CTpaTHI>I\I cBoiicTBAM B PHOGOCOMHOI PEAKIHE; HPU ITOM
cybcrpaTHBle CBOMCTBA HAUbOCE AKTHBHOTO N3 - H30MEpOB (IT) w «MuEEMaIL-
HOTO0» NOHODPA MOMIN OBITH B HeHCTBUTENLHOCTH Gosee GIN3KHMA.

Wspectro, uTo B mpucyrcrBuM mutinH-5’-docdara peaknma TpaHCIEmTH-
NAIH ¢ YIACTHEM (MIFUMAILHOTO» JIOHOPA UPOTEKAET rOPasyo adderTuBHCE
[ 7], wro Gblio oOBsCHEHO aKTHBALMEN MPOMEKYTOUHBIX KOMIIEKCOB € mpe-
BpaHJ;EHHe\/I ux B upoxyxrusnsie [8]. B cayuae amamora (II) noGasienue
nuTHaMH-5"-pocdhara e TONBKO He CTHMYNMPOBAIO, HO [ae IONABIALO
peaxiio (prc. 1). Xora Ang BHACHEHUS TAROTO MEHCTBUS muTHarE-9-hocda-
Ta HeOOXOMMMEL NOTONHUTENLHEE HCCIeOBAHNS, HENb3A 3apaHee HCKIIOUATH
BO3MOKHOCTL TOTO, YTO B NPUCYTCTBUM WHTHAMH-5'-Pocdara maMerseTcs cy6-
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Prc. 1 Puc. 2
Puc. 1. TlentwpnonopBas aKTHBAOCTL HOPH DPA3AMUHLIX ROHUEGHTPALHAX [O-
nopos nemtupa: 7 — pA-(fMet) +pC(M-16-3), 2 — pA-(Met), & — coepunenue
(), 4 — coeppuenue (1I)+pC(M-10=%)
Puc. 2. Ofmapyienue mpa momolm TCX amamora meuruga (X) B pearnun
amasora (II) n {(“C]Phe-rPHK. 7 w £— 30HM pPajHoaRTHBHOI0 MaTepHAJa
OpY amadisc NPOAYKTOB peariun; J, 4 — KOATPOILHEE 00pasubl Phe (3)
u coeqmmenns (X) (4) B cucreme 1

ccrparnag cnemuPuanocts T, uro w ABrAercs NPUYHHON MHTHOMPOBAHMA
peakmuy ¢ yuactiem amagora (11).

OguunM W3 KpUHTepPHeB afeKBaTHOCTH PEAKUMI ¢ (MUHIMAJLULIMY JOHODOM
1 TIONHOH PUGOCOMHON DPEAKI[MH SBIAETCH OJUHAKOBAA YYBCTBUTENLHOCTDL K
JeHCTBUIO AHTHOMOTUROB, ONOKUPYIOMMX B 000X ciywasx ofpaszoBamue merd-
tupmoii ceasu [9]. Xmopamdeunkoa u JHHROMMIMH WHTUOUDPOBAIM KaTaMM-
supyemyio pubocomamu peawio amanora (II) ¢ [“C]Phe-rPHK (raGmuna).
Cuepoparensuo, amanor (II) saMemsn «MAHMMAaILOBIE» cyOCTpar, 4To TpH-
BONIIIO K 06pasoBanuio Heupuponmoit docdhmnoamunuoir csasum. Hpome Toro,
A PEARUHH ¢ ero yyacTheM ObLIN XapakTepHBl Te jKe 0CODeHHOCTH, 9T0 1 NI
HOPMaMbHOH JOHOPHON Pearuu.

IIpu onucanuy o6mux coitcts HTL[ rar raramnTHueckoil cucreMs JocTa-
TOYWHO PACHPOCTPAHENo CpPaBHenne ¢ (QYBRIMOHAPOBAHIEM aKTHBHOTO HEHTpa
depmenron. ITomobuas amanorus noppazymesaer, ouesuguo, uro IITL, xax u
epMerHTaM, CBOHCTBEHBEL BHICOKHE CKOPOCTH IpeBpalmenuii, cyberparnas cie-
HHQHRIHOCTE W H30HPATEALHOCTL WO THIY KaTanusupyeMol pearuumu., Mecue-
aosamne nosefenng amangora (11) B qomopuoll pearuy MO0 OBI YETAHOBUTD,
HacKoubkro cTporoi B cryuae [ITIL ssasercsa sra uabupaTenbHOCTD.

HonoGmoro pojla necaenopanye GBIN0 NPOBENEHO HeFABHO IS AMUBOALMI-
TPHHR-curteras, KaralusupyOUIHX CHHTE3 CHOMRHOIQUPHONA CBAZM MEMKIY
ayuaorHEcToTol ¥ TPHHK ¢ nipoMeryroynsim obpasoragueM aMIHOANMIANCHL~
JiaToB. Beun mogyyensl $ocdopopramnieckue agajory IMOCHeNHIX, QHTHIpPH-
mpl aMuBEOMOCHOHOBBIX KHCIOT M aneHO3WH-d'-hocdara, roropsie obaamain
AKTUBHON AHTMAPHAHON CBA3HIO M BHICOKIM CPONCTBOM K (PePMEUTY, HO e AB-
JANACH  CYOCTPATAMH  RATANU3MPYEMOT0 CHHTETAZAMI AMWIOAIHINDPOBAHM
TPHHK [10]. Tem campim OBUIO TOKa3amo, 970 dTH (DEPMEHUTHI, ROTOPHIE KaTa-
JUBMPYIOT PEARIMH HYKJeoUILHOr0 3aMellesus y spi-aToMa yriaepoga, He
CTTOCOOHBI YCKOPATHL Te JKe caMble IPEBPAICHUS Y TETPAdAPUUYECKOr0 aToMa
docdopa.

B mpormeomonomuocre aromy s I1TIL cy6erparom mHopMameroit gomop-
"o} peaxuun oxaszancs sdup docunosoit wuwerorsr (1), wro mossomser npes-
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Unrubuposanye aHTHOHOTHKAMH INENTHAZOHOPHOH AKTHBHOCTH i
ananora (II) .

OTHOCHTEIbHbHT BBINOI
npoaykTa pearkuyum (X)
Pearuus
MMU/MIH %
(11) +[¥C]Phe-rPHK 650 100
To e + muaromuuua (M-1073) : 32 4,9
To e + xnopam@pennxon (M.10-5) 26 3,8

noJaraTh CyLiecTBeHHBle pasnuvua B Mexanusme QyaxuponupoBasma LITLL
I AKTHBHOLO UeHTpa (PepMEeHTOB, B YACTHOCTH ONPEXENHIONIy0 DPOJL IpPOCT-
paHceTBeHHOTO (hakropa mpu obpaszoBauuu renrupgoii csaszg B IITH puboco.

IKCIEePHMEHTANbHAA YACTh

B cuHresax HCIOIMB3OBAHBI afeHO3MH- M WUTHNWH-5'-Pocdarsl 1 METHIOBHIT
spup Ppenunanamuna (Reanal, Bemrpus), DEAE-memmoxosa (Whatman,
Anrausa), nuactunku i TCX «Silufol UVay (MCCP) u «Kieselgel 60750
{(Merck, ®PI'). Xpomarorpapuyeckme cucrems: usomponason — NH,OH —
Boma, 7:1:2 (1); n-6yramon — Boga — AcOH, 5:3:2 (2); xaopodopm — ara-
mou, 9:1 (3); rper-aMmioBnlil cniupt — nupugI — soxa, d: 2 : 3 (4). Bydep
mirs saexrpogopesa: 0,1 M Na-anerarssii 6ygep, pH 4,1. 'pajuenr manpssxe-
Hug wpn onexrpodopese 69 B/em, Bpema 30 mum. 3mavenia saerrpodoperi~
YECKOW TOMBUKMOCTY NPUBEASHS 10 OTHOUICHHMIO K DOABINRHOCTH ajeHO3MH-

5-gochara. YD-cnexrpsr cummany wa cierrpogororerpe «Specord» (ULP),

WK-cnerrpsr — ma «Specord 71 JR» 8 Bazennuosom macae. Craertpel [IMP cru-
mann ma npudope XL-100-15 (Varian, CIIIA) s D,0, xuMuveckwe casuru npu-
BefeHr B LUKAJe O, BUyTpeHHuUl crammapr — 7per-Oyramon, padodyas yacToTa
100 MTm.

70S pudocomsr . coli mramma MRE-600, ne comepsxanine npumeceir 505
YACTHI, BBIMCAANM ¢ IMOMOL(BIO IeHTPUdYTrUPOBAHHA B 30HAILHOM pOTODE B
rpajMente TUIOTHOCTM Caxaposul 1o onucamwoMy meromy [11]. Ilpemapar
["*C]Phe-tPHK noayuanu epMenTaTUBHEM aMHHOATHMANPOBARMEM CyMMap-
moit TPHIX wuz E. coli B L-["Cldenmiamannuom ¢ ya.anr. 522 smIu/myonn
(Amersham, Amraua) mo merony [12]; 1 maoas [*C]Phe-rPHK coorsercr-

Bosay 1050 mmi/mun. PagMoarTHBHOCTH IPOCYHTHIBAMIL Ha cueTunke SL-40:

(Intertechnique, Mpanus).

2/(8")-0- (N-ayeruaneruonusamunomeruagocgonunr) adenoaun - § - goc-
gar (£). 0,2 ¢ (0,7 mmons) coepuuenna (II1) B Buge TPUOYTHIAMMOHMIAHOIN
cosiu D—06 pas yrnapuBajsu ¢ UHPHIMHOM YIS YIAJCHUSA CI{0B BOHbBI, PACTBOP-
aw B 5 M abe. muapwpuia, podasmsmm 0,42 v (0,6 mmons) semecrsa (IV) B
5 wur ade. mupummHa, 3arem tpn 0°C 0,6 v (2,3 mvoan) DCC. Cuech mepe-
smenmmsagu 100 u mpu 20° G, guaprposann, GurnTpar pasdapisiM BOLOH IT
SKCTParupoBanu o@UpPOM; BOAHBI cjoil ymapuBamu gocyxa (15 mam pr. cr.)
I ocrarxy mobamisiam 12 mu emecn msoammmmuTput — nupuguH — AcOH,
2:1:1, gepes 10 a ynapusasun a0 3 mx, npubasuanu 20 ma sdhupa, oca-
ngox orgensann, pacteopsan B 100 M Boger w maHOoCHAT Ha KonoERY ¢ DEAE-
nemmomnosoii (300 ax, HCO; -opma). Homonry mpomsisanu 1 x 50% srano-
na. dmonposanwe uposomuay B rpajuenre NH,HCO; (1 a1 30% oramoma s
emecurese, 1 a 0,25 M NH.HCO, 8 30% »ranose B pesepsyape). Y®-norao-
waozue Gparmuyr (Kounenrpamnu NH,HCO; or 0,17 mo 0,20 M) Gema yia-
pensr mpu 15 Mar PrT. ¢r., ocTaror 2—3 pasa YHAPUBAIH ¢ BOXOI M 3TAHOJIOM.
Berxop awmasora (1) 190 wr (40%), cywmras na coegwuenne (IV). R; 0,2
(cuerema 1), 7,4 2,45 hvae 260 1m0 (&8 14900) | s 2305 Dagoszse 0,287 Dasoyaee 0,84
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IIMP-crexrp (8, Mt J, P'w): 2,01 ¢ (3H, CH;S); 2,1 ¢ (3H,CH,CO); 2,751,
J 6 (2H, CH,S); 368;1,] 11 (2H, CH,P); 8,33 ¢ (1H 2-H); 8,7 ¢ (1H 8-H).

N—AqemnMeTuommamuuomeTu/L(P MeTu./L)gﬁocgﬁunoeaﬂ kucaora (VII).
Pacreop coemumenus (V), nomnyuemsoro us 0,86 r N-amermaMeTHoEMHA U
0,89 r rapGonmapuumumasona B 1 Mua abc. puMerundgopMaMua, KOOABIANY K
pactBopy 0,63 1 amvonmiinoit comn semectsa (VI) [4] B 1 Mur Bojgsl Tpems
PABHBIME [OPIMAME HocHefosarensno deped 1 u npm mepememmsauny. Pac-
TBOPUTENDL YAANAnM B Baryysme (2 MdM PT. ¢T.), & ocrarky mobasiugnu 20 M
Bogel 1 30 Ma cMousr gaysne HDOWXE s H-gopme mo pH 3; wmocne ormenenns
CMONBL (PHALTPAT DKCTPATHPOBANE HTHNALETATOM, BONHBUL CJIOH HeHTPAXH30-
paxy NH,OH no pH 8, Bogy yunapupann B BaryyMe M OCTATOK PACTBODSIH B
10 M1 >7aH0aa. BRIETMBLUIVIOCA TIPU KPUCTAIM3AMKM aMMOouuiinyo coas (V)
orgensau, uiaprpat yoapusanu. [lasee ouuMcTRY IPOBOMIN HA CMOJE JayIKe 2
(CHs,COO-dpopma). Romonwy npomssamu 300 mx 1 M AcOH, Bomoit mo pH 7
u 2 M NaOH. Iflexounoii snoat mefTpanruzosany qayarcoM 50W X8 zo pH 8,
cMony orpensiy, (uabrpar ymapusaan npu 15 MM pr. cr. OcTaTror pacTBOpsi-
a8 aramomse (1 wma), jodamiisaun 20 M adumpa, ocamor OTQHUILTPOBBIBAILL.
Brixox coequuenusg (VII) 0,57 v (47%), cuuras ma coegurenue (VI). R; 0,53
(cucrema 2). MHK-cnewrp, v, em~': 1550, 1640 (CONH). HMP cmexrp (8, M.4.;
J, Tw): 1,28 o, J 14 (3H, CH,P); H,Ol ¢ (3H, CH,S); 2,1 ¢ (3H, CH,CO):
275 %, J 6 (2H, CH,S); 3,54 n, 7 10 (2H, CH,P); 4,62 1, J 6 (CHNH).

Huanuaud adenosun-§-ocgara (VIIZ). 3 pacteopy 2,6 T (4 MMmoub)
N°, 0%, O’-rpuanermmagenosun-5-gochara u 52 r (20 mmons) PhsP =
15 s abe. napupuaa gobasaaiu 3,7 Max (40 mmonms) PhNH. » 1,93 mur CCl..
Hepes 2 v g peariuontoit ¢cMecn nodasmsurm 20 MI BOIBL, PACTBOP YIAPUBAIHY,.
0CTATOKR HRCTPAryposaiu GeHsonoM, sKeTpakT mpoMsizamn soxoit (20 mmX 3),
cymmmn MgSO, u ynapusanu., OuueTky IPOBORMWIN HA KONOHKe € CHJIMKATE-
mem (4X20 cm). Cymecr 3 CHCl; mamocmnn ma roxorry m uposmeizaas CHC,
a satem cvecwro CHCI; ¢ sramorom (9:1). Mparmum anmoara, cofeprRaBlIne
ALeTHINPOBAMHBII DPOLYKT (VIII), mpommisanu somoii, ey MgSO,, yma-
pusasu mo 10 i, mobasusmn 150 M nmerpoieiinoro sdupa, 0CamOR OTHEIANN..
Brixog 1,68 ¢ (60%) R; 0,56 (cmerema 3), Ayt 215, 230, 273 =

K 500 I TOAYYEHHOrO BELlecTBa B O MJ AHOoKcaHa fobamsisr b mia 2 M
NaOH; wepes 3 9 pacrsop mefirpamnsosanu maysrcon o0WX8 (H*-dopma),
CMOJLY OTHeNsmH, nposMbisaiu oo, 30% mupmpumoM, GuUILTPATH yHapHBa-
I jocyxa, pacTBopsan B 2 Ma adc. mupupuua, modasisuin 20 miu abe. adupa
I BBIMAJAIKHI ocagolk orpensan guabrpammeir. Beixon coepmuenng (VIITY
310 mr (86%), R, 0,43 (cuerema 3), r.our. 129—130° C, hae: 214, 232, 265 war
Brraucnmeno, %: C 53.00; H 4,83; N 19,40; P 6,24, C,.H,,0;N,P. Haitneno.
%: C 7906 H 4,88: N 19,31; P 6,25,

27 (3")-0-| N- auemmmeruouu nanuronerua{P - meriua) gﬁocgbunuﬂ]aaeuoaum
5'-tpochar (H) K pacrsopy 350 mr (1,1 mmoas) semecrsa (I17I) 8 4 mn aGce.
napianra gobasaaan 510 mr (13\1\10%) mnamimpa  (VIID) w 1,5 ¢ TPSCI
u nepemernweamn 24 « npn 20° C. K pearmwonnoii macce moGasmarum 150 ar
achupa, ocagor ormessmy, pactsopaau B 30 mm somer, mobasmsanm (C,Hs) N
zo pH 8 (5°C), dunbrpopamm n duaprpar nuodEALEO BECymHBami Ilomy-
wann 400 mr puamanapa (11), R, 0,3 (cumerema 2). Nusa yranenus aHwiIngiHoiT
BAIUMTEI MOXYYEeHHOE BENIECTBO pactBOpsAid B 10 My cMECH H30aMHIHWTPHT —
TUPH IR — AcOH, 2:1:1, wepes 10 v ymapwBasu mpu 2 MM PT. CT. K0 2 MI
w nobasasimu 30 ar sdpupa. Ocamor OTHEIAIM, TPOMBIBAII d(IPOM, PACTBOPSIIIH
B 2 Mx abc. crnimpra. Bemasmui apn oxyammenun ocanor (0°C) ormensm.
Berxog 100 s (32%, cunras na coepumenme (VIII)). o nammem TCX, pe-
napar copmepman numanmmny (1) ¢ mpumecsio apenosnn-5'-docdara, Ry coor-
Bercreenno 0,39 n 0,14 (cucrema 1) Hrs mposenpenus smerrpodopesa M CHsi-
sz Y O-crexrpor Bemecrso (I1) 6po amwmposano ¢ xpomarorpamm. K. 1,
Dsae 260 1M, Dasosaey 0.21, Dasoynee 0,82, TIMP-crrexrp (8, s J. T): 1.65 JI,
J 14 (CH,P); 2.01 ¢ (CH,8); 2684, J 6 (CH,S); 39 i, / 8 (CH.P); 8,46 ¢
(2-H); 8,7 ¢ (8-H).

o2
o
I



B 2 M HCl coemuuenme (I1I) mommoctwsro ruppoimnsosanocsk za 10 muu mo
apenoznu-5'-pocara w (I1I), mmenrudunuposarmsrx TCX. B 109% NH,OH
Ty, mas coemuuenus (I1) cocrasmmmo. 15 mun. B sopmom pacrsope (pH 7)
Tyye cocTaBusno 70 1,

N-Ayeruameruonuaamunomerua (P-merun) ocunnaanud  denuaasan-
na (X). K pacreopy 212 mr (0,75 swmons) semecrsa (VII) w 757 mr
(3,7 mmonp) metunosoro sdupa demmnanannua (XI) B 4 mu abe. nupumuEa
pobasaamu 620 mr DCC n mepementmsasn 30 w. IlupupuE ynapupaigy NpH
15 MM pr. cT., octaTor amcrparuposany 20 Mx adupa, SPUPHBIE PACTBOP MPU-
ausann k 80 Ma nerposeiinoro sdupa; JrepedcasKkieHue MOBTOPANNA A0 OTCYT-
cTBHA pearuuu Ha mumruapnu., Beixog coemmmenus (XIT) 120 wr (39%),
R, 0,5 (cmerema 1), 0,85 (cucrema 2). IIMP-crextp (6, s J, Tw): 1,54 n,
J 15 (3H, CH,P); 2,01 ¢ (3H, CH,S); 2,64 =, J 6 (2H, CH,S); 3,78 n, J 10
(2H, CH,P); 3,83 ¢ {3H, CH;0CO).

Tuppomns coepmnenus (XIT) 8 4 M HCI 8 cmecn guorcam — soma (1:1)
3a 1 u npusomit 1 coepumermam (VIIY w (XI).

100 mr coepuuenns (XII) pacrsopsinu 8 1 M NaOH B cmecu puorcam —
poma, 1:1, uepes 20 mum pacrBop Helrpammsosams jaysrcom o0W X8 (-
pupmnuesag popma) o pH 8, cmony ormesnsiiy v puasrpar AHOPHILHO BbI-
cymusany. Boixon docdoammpma (X) 85 mr (89%), R, 0,6; 0,4 u 0,7 (coor-
sercrBenno B cuctemax 1, 3 uw 4). Tugpomus coegunenus (X) 1 M HCl za 1 «
npusogun k coemmrensio (VII) u denmmaramury, uaentud iy pOBAHHBIM DU
CPABHEHUN ¢ COOTBETCTBYIOIIHME o0pasnamu aeyxmepuoii TCX B cueremax 1 m 4.

Onpedeaenue nenruddonoprott arrugHocT. MeToUKA TPOBENOHUA JOHOP-
moit peaxmuu mprseena panee [6]. Pearuuio amamora (I1) ¢ Phe-tPHK ocy-
IIECTBIAIY [0 BTOMY METONY ¢ HeKOTOPHIMM U3MEHEHHAME, ONpeHesaeMbIMU
ceofieramu coemunennii (IT) u (X). Pearummonnas cvech comepskana B 06be-
me 0,1 M 0,06 M rpuc-6ydep, 0,4 M KCL, 0,02 M MgCl,, 20 wmonn [“C]Phe-
1PHK u pgomop mentipga nam amanor nowopa (I1) B kommwecTsax, yKasaHHBIX
wma puc. 1. Tocme poGasmenna 0,1 s MeOH (50% or oGuiero o6neMa cMecn)
npobsl wHKYOowpoBasu 1 u npwm 30° C. Pearnuio nposoxwiy 6e3 TuTHAHH-5' -
docdara n ¢ nodasmenueMm ero. Pearuuio ocramasaumpaiy, gobasiss o0 MRI
3 M NaOH. Ilocre mrenounoro rupponmsa (20 mmm, 37° C) ® cmecm mpubas-
aspon 200 a5 M HLSO., mpummsann 3 ax aTamamerara, ObICTPO BCTPAN M-
BAJMH, OTJIQIAAN opramuueckui caoit u cymuau Na,SO,. Amursorsr no 1,5 st
npocunteBami B 15 Mi emecu PPO-POPOP-roxyomosstii Crgarumiiatop — Me-
Tyaennozonss (2 : 1) (pesymprarer ey, ma pue. 1 m B Tabnnme). Upenrudura-
muo npoaykra (X) ocyuiecTsisim ABYXMEPHOH xpoMarorpadueir B cucremax
1 1 4 wa nmacrnure «Kieselgel 607.5.. as aroro ® mHERYDAUOHHON cMecH
nmocie mexodnoro rugposusa pobapaman 50 Mra caonsl maysxe HOW X8 (mu-
pumaEesaa  Gopma), wpoSer  TeHTpr@YTHPOBANUM B TedeHWe 2 MHH TIpH
5000 06/3un ¥ HAfOCATOYHYIO KIIKOCTE HAROCHIH Ha maacTuary (12X12 cum).
IToce xpomarorpaduu mmacruury paspesanm ua nsaxparel (0,5X0,5 eMm) u
KEURIBIA MPOCYNTHIBANL B D MJI TOIYOJOBOTO CUuETHIIATOPA, IIpu xpomaro-
rpaur KOHTPONBHBIX Npob Ges momopa mau mpobul, comepsrautedi 1 MMOIb
TUHKOMUIMHA, PATHOAKTUBHBIT MAaTePHa HMeJd ITONBIMKHOCTD, COBIIAJAIONIYIO
€ TOABIMRHOCTBIO ¢BOGOMHOr0 (PeHMAaIaHMEA, 00PasyIomerocs Ipu IIeJOuHOM
ruiponuse wenpopearuposasiresr [*C]Phe-tPHK. Ilpu o6prumoir o6paborke
Tpo6 (HKCTPAKOUA HTHIALETATOM) HTOT PAAMOARTHBHBIN MATEPHAL COCTABIAET
TOT ypoBeHL (HOHA, ROTOPLHIM BEUHTACTCA U3 CIeTa PANHOARTHBHOCTH KaiKLoi
npobel. Korma B wavectse momopa menoansosanm coeyuuenme (I11), gacrs pa-
JHOARTUBHON METRHI 0 XPoMAaTorpaduueckodl MOABUSKHOCTH COOTBETCTBOBANA
$oHy, a vacTh MMeNa TOJBIGKHOCTH, HISHTHYHYIO IOJBMKIOCTH ofpasima Be-
wecrsa (X) 8 cucremax 1 w4 (oM. puc. 2).
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- BIOLOGICALLY ACTIVE PHOSPHOORGANIC SUBSTANCES. IX. PARTICIPATION
OF PHOSPHINATE ANALOG OF PEPTIDYLADENYLIC ACID IN THE DONOR
REACTION OF E. colt RIBOSOMES

YAKOVLEVA G. M., TARUSSOVA N. B., VICTOROVA L.S.,
KUKHANOVA M. K., KHOMUTOV R. M.

Institute of Moleculair Biology, Academny of Sciences of the USSR, Moscow

A synthesis was realized of the phosphonate and phosphinate analogs of 2/(3)-O-
(N-acetylmethionylglycyl)adenosine 5-phosphate, ore of the «minimaly ribosome do-
nors. Phosphinate analog manifested substrate properties in the reaction with [“C]Phe-
IRNA catalyzed by E. coli ribosomes. The formation of a peptide having umnnatural
P — N bond was proved by comparing with the synthetic compound.



