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Paspaforama yrobuas Mopuduranus OOWEDPHHATOr0 Meropa chureza N4-OeH30mII-
2’-nesorcumuTinnEa, NS-Oemsonmn-2’'-gesoxcuanemosnma, N2, 3/-O-nuauerun- @ N2-agerni-
2’-pesoxcuryanosnaa. Merogmka TpuMemiMa R pubomyxizeorupaM. CrpoeHme HOXYYeHABIX
COERIHEHMI oOXaparrepus3opamo crexrpamu [IMP. HMsydema KHHETAKA COJbLBOJIM3A
N-aniIpHEX 3alIMTHEIX TPYOI KAk B YCHOBHAX CeJeRTHBHOrO nebaoxuposasms 3'-OTT,
TAK M B YCJAOBHAX TONHOIO YRANEHNS SaMHTHBIX I'PYONAPOBOK

XuMpuecKHe pPeariul HYKICOTANOB, B UACTHOCTH OJHTOHYKIEOTHIHLLA
CHHTE3, B GONBINUHCTRE CIYIAGE COIP AKCHDL ¢ UPeABRAPHUTEIbHOM 3amuTol amMu-
HOTPYOH TAKMX HYKJIEHMHOBBIX OCHOBAHWN, KAK aNeHAH, I'YaUHH ¥ I[HTO3WH
[1, 2]. B cBsasm ¢ otay 0c000 BakKuoe 3WAYEHNE HMEOT BLIOOD 3aMATHHX TPYOD
u pazpaboTra yOOOHKX METORHK BBeIeHNs W ymarnemus »rux rpyun. Cymect-
BYIOMUE B HACTOAINEe BpeMS METONH He Bcerpa ofecmeguBaroT JOCTATOUHYIO
YKCIePUMEHTAIBHYIO IIPOCTOTY, BHICORMUE BEIXOMEL M TPEOYENMYI0 YHCTOTY MOy~
gaeMmulx coeuuenuii. B qacTHocTH, B clyIae afeHosHHa U UTO3UHA LOCTATOYHO
CTO:LHON MpPoONeMOl SABIASTCS YIANEHAE W3BBITRKA apoMaTHIeCKON KMCIOTH,
a B CIy4ae I'YaHO3WHA — IPEOJI0NeHNe HI3KOH PACTBOPHMOCTY HYKIEOTHA W
HU3KOH peaknmonnoil cmocobuoctu 2-NHy-rpymmer [4].

[armoe coobmenne TOCBANEHO OQUCAHAUIO YAODHLIX IpenapaTHBHBIX METO-
JIOB CWHTE3a 3aMUMIEHHLIX II0 aMUHOTPYyIOe reTeponMKInIeCKOTO OCHOBAHWA
HPOU3BOAHLIX HYKIe03un-b -PpochaToB K YTOUHEHUIO YCIOBHH YIAJCHIA STHX
BAMATHHX IPYOIHPOBOK. Boinir BHIGDausl TPATHINOHHEBE AMMIBHEIE 3 THEE
rpynosl: GeH3OoWJIbHAS B CIydYae IMUTO3MHOBON W ANeHWHOBOW aMHHOTPYON K
ameTuinbgag — mis 2-NH,-rpynuost ryasusoBoro ocmoBamus. [1omoOHBIH BbI-
-6OP OMPEMENSAICA TeM, UTO TPe/II0/eHHbBIE B MOCIEHIe PO HOBHE 3AOIMTHEIE
[PYNOUPOBKE OPH PANE HEOOCTATKOB WMEIOT ENUHCTBEHHOE NPEHMYIIECTBO
mepesn TPaJgUIIHOHHBINA, 3aKII0TAIONIEECH B HX (HOBU3HE».

Hacrosimee viccuemoranne He ABIAETCA OPUHIMIHAILHO HOBLIM, HO HHIIb
MogmEKALMel YIKe M3BECTHEIX METOANK ¢ I[N bI0 HOBBIIeHAS BEIX0JA H THCTO-
“THl KOHEYHBIX NPONYKTOB.

Bensowauposanme 2'-gesorcnuurumiin-9'-gochara m 2" -mesorcmamenosui-
5'-thocdara mpoBoMAM GONBIINM M3GHITKOM GEHBOHIXIOPUAA. PeakmuoHuyno
cMech 0OpafaTuiBamy aBCOMIOTHHIM COHPTOM ¥ H30BTOK OeH30MIXIOPH/A,
[peBpameHHbil TaKuM 00pasor B 9Tuadensoar, nocne pasdaBIeHns peaKIMoH-
HOI cMecH BOOM yHaAiy sReTparumedt apupom. IIpogyKT peakuul 3aTeM KCT-
PaTHpoBaIn, Kak 00bvHO, Xaopodopmom. O6benuHenHbe XIOPOHOPMHEIE SKCT-
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PAKTLL NPOMEBAIM BONOM M yomapusanm gocyxa. Ilus ynasenuss 6eH30UAbHON
rpyunsr ¢ 3-OH u gocdara menonszosanu rugpooruck aurua. [ocae meirrpa-
NU3ALAN CONAHNOHE KACIOTON pacTBOp yUapHBalHM B BAKYYME LOCYXa M 0CTATOK
NPOMBIBANK MHOTOKPATHO alcomioTHniM cuuprom. [Ipu ar1oMm ypaercs Ion-
HOCTLIO YOAJUTh W XJOPHCTHE ¥ OeHsoiHOKMcand amrui. IKpome rtoro,
B COUPTE PACTBOPAIOTCSH OKPATICHHbIE T000IHEIE TPONYKTEL, KOTOPhIe BCerja ob-
pasyiorcs upn GEH30MIMPOBAMKK KOMMepPUeCKuX 00pasios uyrmeotuanon. Jlu-
THeBEe conu N-GeH30MTHYKACOTUROB ¢ MOMOIILIO gayskca-o0 (mupujuHneBas
fopma) HepeBONMIN 3aTeM B IUDHj\MHUEBLIE.

Onucanmas Meronuka 6es Kaxux-iu0o MOEM(PUKRALME TpUroAHA M NIA 3a-
IIATEL aMHHOTPYLOIGL PUOOHYKIC03uA-D ~(pocdaros.

Hos yayuimenns pactBopuMoctu 2'-He3oKcuryamo3ns-d’-pocdara K peak-
MUOHHOHE cMecH aobaBaAnm rexcaMerundocdorpmavun. [lpum aroM pearuus
aneTHIRpoBanua 3axamyusaerca sa 16—20 @ mpm 20°. Cenexrusiioe yRaneHnune
O-arernabHoOH TPYITEL TAKMKCE 0CYIIECTRIANN aelicrsuem 1 H. pacrBopa THAPO-
OKHCH JIHTHH.

CnerrpodoroMerpugecks Ohia U3ydeHA KUIDETHKA CONBBONM3A 3AUIMTHLIX
TPYOOHPOBOK B YCJAOBHAX CEACKTHBHOTO MefIOKUPOBAHUA TUPOKCHABHEIX
rpyun (1 w. LiOH, 22° pue. 1) u nonworo ymanenus sallUTHEX Tpyni (Tomxy-
HacsmeHHEsil opn 07 MeTaHOALHEE pacTBOP amMuaxa, 22°, puc. 2). PeaynbrarTs
ucenenoBanug upepcraBrerst B taba. 1. Crpoenue momgydenHeX COegHHEHUIT
moxasamo cuexrpamu [IMP (ra6a. 2).

Beixonsr N-sallUImeHBHX HYKACOTHUNOB, HOLYYAEMBIX 110 TIpeaIaraeMoi
MopM(UKALUA, He IIPEeBBHINAIT BHIXONOB «KJIaccHuecKoi» meroanru. OfHaxo
DOXYYeHHEIe COSIUHEHMA, KaK mokasssalor cuektps [TMP u maweisie xpomaro-

Tabaouma 1

Kouernka ragponusa N-aq#apHbIX TPYNN 3aLHLUICHHBIX
2/-Ae30RCHHYRIe03HN-D -hochaToB B YCAOBHAX CEJEKTHBHOIO N IOMHOrO NeGJORHPOBAHIN

pagbz pachz pdADZ paabz pAGac pdGac
Yenosust
BtOH-—2H. LtOH—2H. LtOH—2H.
LiOH | NH;—McOH | LiOH | NI—McOIl LiOH NH;—MeO1l
(1:1) (1) (1)
Je, dera 1 48103 1,9.10-2 4,9-10—4 1,3-10-2 1,0-10-2 5,6-10-3
Ty, MEE 144 36 1400 55 80, 123
Tosy,, MLH i 155 238 530
Tungpomnus 6 1 6,5 *
N-agunouoi
TPYIIBI 38
15 vam, %

* JIponednT rupposmsa N-Ac-rpynnnt pdG2% 3a 7 MuH.

Tabxuma 2

Coexrppr JIMP N-zamuimesHusix npousBounIX 2/-ncsoxkcriryriaeosus-5-goedaron

6, .. (J, Tny)
CoenyHe-
He
6-FF romit 8-F1 | 5-¥ mom 2-10 17-H l 2-H o 277-11 OCTalbHBIe CHIHAM B

pdC 7,97(7,6) 6,09 6,29 (6,5) 2,3 4-H, 4,31 5'-H, 4,04
pdCh 8,25 (1,5) 7,25(7,5) 6,08 (6,3) 2,05 N+-Bz, 7,30-7,75
pdA 8,45 8,07 6,37 (6,3) 2,64 &-H, 423, 5-H, 3,89
pdare 8,49 8,38 6,34(7,0) 2,58 T16-B7, 7,08-7,70
pdG 8,04 6,22 (6,3) 2,58 4-H,4,17: 5°-H, 3,99

ae 8,26 6,38(9,8 1 2681292 | N2Ag, 2,26; 3-0-Ac,
PdG e 8.1) 2,18; 3""H, 5,50
pdGac 8,22 6,26 (6,8) 2,58 N2-Ac, 2,26
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Pac. 1. Tappoaus N-6eH30OMIBHON T'DyIs! pdC®, 4 m. LiOH (50% spomeasiit criupt) npy 22°

(B ANEpHOBONHOBOM MaRCHMyMe IOTJAOMEHHA cBepxy BEM3 — uepes 10, 30, 90, 150, 210
270 m 330 MmHE OT HAYANA pPeaKLHM)
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Pae. 2. Amvononus N-GeH30HIBHON TPy NILL pdAbZ TOJyHACHIEEHEIM Upy (0° MeTamONbEBI M
avMuaroM upm 220° (B GUEEROBOJHOBOM MAKCHMyMe NOIJOINEHIA CBePXY BHU3Z — uepes 3,
35, 65, 95, 125, 185, 275, 380, 530 n 800 »mum or mawana peaxumm)

rpaduy, TOAHOCTHI0 CBOGOMHE OT IPHMECH HCXOLHOTO HyXKieoruma M GeHsol-
HO# RECHOTE. HpoMe TOTO, ODMCAHHAA METOIKA IIO3BOJNSLCT Padorars ¢ 60ab-
MHME KOTHIeCTBAMU HYKICOTUAO0B, Tonyyas N-sal(dlieHHse TPOU3BONHEIC B
BHLE YAOGHEIX XJA XPARHCHMA NWIMEBBIX COJEIH.

IKCHEPUMEHTAIBHAS YACTh

Coexrpsr IIMP cmarm ma cmewrpomerpe XI[.-100-15; Varian (CITA).
Xuvumgeckue caBUTH LpuBepens B mixane §. Y®-cmexrpul sanncmBann Ha
ciiexrpogporomerpe Specord UV-VIS (T'IIP).
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N*-Benaoua-2'-desop cuyumudun-5'-gocam u N°- 58H30LL./L 2'-0esokcuadero-
sun-o'-ocpam. K cycmemsmu 10 Mmoap Hywmeosuu-d'-docdara (cBobomuas
KMCJI0Ta UAM TUPARMHEeBas coxb) B 100 M abc. mupuauna nobasmsamm 11,5 M
(100 mmoup) Gemsomnxgopuma u cMech nepemewmnbaim 2 9 npu 20°. Tlpu ox-
naskpenun MepsenHo npunuBany 30 Ma ae. coupTa W mepeMenruBaIu eme 2 .
[Tomywenusiii pacreop pasbasusam 400 M BOgBl W HPOMEBANH HPHPOM.
Bomusiit cinoit satem sxcrparupoBany xaopodopmon (3 X 200 mir). O6sepmmen-
HbIe XI0POQOPMHBIE RCTPAKTH HpoMbiBaid Bopod, cymunn Na,SO, u ymapu-
BaJd B BakyyMe gocyxa. I ocrarky mpumamsanu 100 mu compra u satem 100 M
2 m. LiOH. CMech BCTpAxmBaN® N0 pacTBopeHEs u Bhigep:kuBanum mpu 20°
{Bcero 15 mun). Mocue moGasnenns 80 ma 2 n. HCl pH pacrsopa posogmiu 1o
7,2—17.,5. Tlonyaennplii pacTBOD YIAPUBAJIKM B BAKyyMe HOCYXa, OCTATOK pas-
vemmnBanu ¢ 100 mx abe. coupra ¥ HeHTpHYrHPOBANT. ITY OLEPALUIO TOBTO-
panu eme Tpu pasa. Ocamor pactBopanu B 50 MIJT BOJBL I HAHOCHIH HA KOJOHKY
¢ paysrcoM-50 (mupunuamenas dopma, 30 miu). Bemecrso smomposann 200 M
10% Bopmoro rwpuyuua. PacTBop ymapusanu go HeGOMBIIOTO 06beMa W JIHO-
punuzosayu. Brixom 656—70%, cunras ma HYKICOTHL.

N2,3"-0-Tuayemua-2'-desor cueyanosun-5'-gocgam. Cycnensuio 10 MMois
2’-pesokcuryanosun-o'-pocdara (uupupmuuesas conb) B evecu 100 ma abe.
oupapuna, 100 mx anerarrnapuaa 1 100 mu rexcameruiadocehoTpHamMuKa mepe-
MELIMBAIHU M0 DOAHOTO pactBoperus con (16—20 1), CreTm0-po30BLIE pacTBop
yoapHBanim B Bakyyme npu 40° pocyxa u rpmwrnst ¢ 50 mur abc. mupupuna. Ocra-
ror pasmemmpann ¢ D00 ma abe. sdupa u cmech ocraBnsun wa 1 g mpu 0°.
Ocamox oTPUILTPOBHBAIH, TIMATEILHO MIPOMBIBANYE HA QHILTPE a6c. sPUPOM,
pacrBopsuru B 100 ma 50% BonHoro mupUMEA W PACTBOD BBIIEDIRUBANY 2 T
npr 20°. Tlosyaennpil pacTBOp ymapupanyw Ko HeGonsimoro ofbeMa u pmodu-
mmzoBanm. Brxog 90—95%.

N=Ayemua-2'-desokcueyanosun-5'-gocam. Pacrsop 10 mmomn N2 3°-O-
KUATeTANryaHo3uH-5'-docdara (mupupmauesas coan) B 100 mx 1 nw. LiOH
spiflepsRuBann npu 20° posro 7 Mun w satem gobasnanu 40 v 2 m. HCl. Moso-
runu pH pacrsopa jpo 7,2—7,5 um ymapuBasum B Bakyyme jocyxa. OcraTol
pasmemuBanu ¢ 100 ma abc. cnmpra ¥ IeHTPUPYTHPOBAIH. OTY OIEPALMIO
noBTOpANHK eme Tpu pasa. Ocagor pacrBopsaau B 50 M BOXHI ¥ IepeBOIUIH B
NMHPUATHIEBYIO COJb, KAK YKA3ZAHO B IEPBOM ONBITE. ﬂnodmmxsaulzteﬁ OO yYatn
NUPUONHUEBYIO conb NZ-aierui-2-gesorcuryanosun-o-gocdara ¢ BBHIXONOM
85—90%.
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IMPROVED METHOD FOR PREPARATION OF NUCLEOSIDE 5'-PHOSPHATES
PROTECTED AT THE AMINO GROUP OF HETEROCYCLIC BASE

KOLOBUSHKINA L, I., FLORENTIEV V. L

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

A convenient modification has been elaborated of the commonly used method for
preparing N4-benzoyl-2’-deoxycytidine, N&-benzoyl-2’-deoxyadenosine, N?23'-O-diace-
tyl- and N2-acetylguanosine. The method was applied to ribonucleotides. The structure
of the prepared compounds was confirmed by the PMR spectra. The kinetics of solvolysis
-of N-protecting groups was studied both upon selective deblocking of 3’-OH group, and
ander conditions of the total removal of protecting groups.



