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MUPUTORCII->-NIPON3BOHBIE HYRJIEHMHOBBEIX OCHOBAHMMN
Fapnedicwuiit A. M., Joeosa C. )[., I'ynap B. 1.
Hayuno-npoussodcreennoe ob6vedunenue «Buranunviy, Mocrea

OCyINecTBIEH CHIITC3 AUAJOTOR HYRNEO3II0B, COMCPRALLIIN BMECTO 0CTATRA YIesona
spparsenT Moliekynsr nurasmiuna Bs (mupuponcwua). Bsamvmopciicrnies ?,4’»0»1{30np0m{«
JIEACHTPHAORCIIT-D-XHXOPHAR ¢ IATPACBLIMIL COMAMII YPAUUNAR, ajeHila I1mr GeHayii-
fa30aa ¢ WOCHEAYIOLII YHANCIMeM SaILITHLIX FPYIIL [O/LY el bl 1-(mupwroranr-5") ypa-
1rwr,  1,3-0ue (mupugorcun-57) ypamin,  9-(nupuponcun-5’}agerun 1 1- (IEPMAORCIII-
"’)6911311\r1ma301 Amanoruanoe angmiupoanne  4-O-aeTmnypamizna ¢ TOCHCLYIOLIIIM
AMHIEPOBALIEN 1 RECJOTIRIM TEAPONM30M 1IPHBeL0 K {- (M puyoRcI-5"") IOy,

Cpefyr yeringo3NHbIX alfaforon WYRILEO3UN0B wailiennl Beuiecrsa, odaa-
Narmue BHCOKOIl  Omomormveckoll arturuocrsio [1—4]). TInpunorcunbunie
[POM3BOJHLIE IYKIEHHOBBIX OCHOBAHME [5, 6] — HOBBIH KIACC HEIMHKOBMIHBIX
AHATOrOB TYRACOSHAOB, TOTEHNTALLHBIX HOIMOHTOPOB OCHOBHBIX (DePMEIT0B,
YIaCTBYIOMMX B MeTaboisMe UYRIeO3Uon ¥ uykneorugos. Hacroamee co-
O0LIIELIIE LOCHAIICHO CHETE3Y H U3YYeIIo (PHaHKo-XUMHUTIECKIX CBOIHCTR 11po-
JBBOAHBIX 1- (IUipIIlIORCMJI 57)ypanuna, 9-(mupigorein-57) agenuna 1w 1- (-
PIILOKCUII- 5”) OeH3UMEJIA30J1a.

Hamu 6o morasamo [D], 4ro aXKHAHPOBAWHE HYRIGHHOBLIX 0CHOBAMMIL
MUPUAORCHHOM TPIBONMT MCRIIOINTENE0 K G4 -IpousBOMBIM IIPHIOKCIHA.
Hoaromy jia noayuenuma ChH'-nupousBofusix neobxonumo Hpuio mabpars mpyroi
MeTor cunresa. A ocyruecTBaeHIsa nTol 3aJaul B MON0OMKEHHH 5 MHPUBOKCI-
Ha HeoBXOIIMOo MMeTh XOPOHIy0 YXOMINyIo rpynmy. B arom cambicie nanbonee
NOCTYIIHBIM COeHMHeHmeM Apinercs 3,4 -0-1u30mpo i geainpugoRci-5 -Xa0-
pux (VII).

O6padorroii ruapigom watpus B Oessofuom DM unu 1 1u. seruaaroM mar-
PHSL B MeTaMo/Ie HYyKIEMHOBBIX OCHOBAHII I OeusuMujasoia NONYYadd HX
HCXOHbIe Harpuesbie comu. Kompeuncanuo xmopuga (VIL) uw marpuesoii com
HYKICUHOBOI0 OCHOBAHIA WM DeH3UMIIAz0Ia npoBoguan B Oessoguom DMF
apu 20° C. Ilpu meronb3oBaluy B KayecTBe ANKNIUDPYIOILEro areura b -pes-
ORCH-5' ~XTOPMUPIAOKCHHA HaMM OTMEYeIo 00pasoBaHiie WPOIYKTOB €ro Tomi-
KOHBJIETCAUMI, UTO CHIIBHO 3aTPYRISIIO BEITEJACHUE I CHIYRAN0 BBIXOM LNeBHIX
BeUIects.

O6rIYB0 anKEAMPOBAHMe ypauura npusognrT ® cmecu N- uw O-rpomssop-
gerx, VX cooruoluenne 3aBICHT, Kak [IpaBHiIo, or yegosudl peawimu. Jas no-
aydenus saBegornoro oopasma 1-(mupmporcin-5”) ypammma (I1) mbl anxian-
posanu HaTpuenyio conb 4-O-mertrypammia xaopugom (VIT). OGpasyomuitcs
apu arom amerounx (VI) moasepranu runposisy 109% HCI npu 100° C. Ilpu
avunupopanun coequuerust (VI) HachlmeitbiM aMMIAKOM B MCTANOJIE DI
150° C woaryuanu 1-(3',4”-O-usonponunuacuuupugorcuia-5”) murozun (V), Ko-
TOPLLI Mmociie KucgoTHoro ruppoausa gasan 1-(oupugorcna-5”) wurosun (1)

IMpr  ankuAUPOBAHMH  HaTpHEBOIl COMM ypauuia NHPHLOKCHIXIOPIILOM
(VI1) 8 DMF, no maunsim TCX, o6pasyercd cymech ABYX BeLIECTB, 0JHO U3
KOTOPBIX. 110G YAaNeHna 3alITHON IPYubl ObLIO HAEHTHYIIO COENMHEHIIIO
(IT) ; ppyromy, o6pasyromemycs B 1IpeodaafaioieM KoANIeCTBe, Ha 0CHOBAHII
MAHHBIX QU3HKO-XMMIYECKROTO apaanza Obia HpHIMcana crpyrrypa 1,3-Ouc-
(ompmpoxemr-5”) ypammra (IX).

Baxuo mouuepkHyTh, 4To mauteabuas obpadorika (18—20 u) 10% comnsa-
woil kucnoroit npu 100° C uwe npuBoguaa k rugpoansy C5”—N1-cBasi.

Corpamterus: BzIm — Geusumugasoln.
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Tabauya 1

Y®-crieKTpHl CHHTE3UPOBAHHDBIX COETMHEHHIT

Mraxc(e 1079
Coennuerlte
0,1 H. HC1 0,1 v. NaOH
(0 287(16,8) 274(9,8), 243(14,5) mueqo, 310(8,8)
(In 268 (9,5), 288(10,7) 263(9,1), 248(10,3), 309(8,2)
(I17) 268(9,4), 275(10,7), 290(9,1) |263(6,5), 272(5,8), 275(5,8), 247 (14,1),
309 (8,6)
(IX) 269 (17,7) 269 (6,1), 245(10,2), 308(8,9)
(XI1) 238(15,3), 288 (11,8) 256 (19,4), 309(9,4)
[Mapuporcum # 290 (8,4) 245(6,9), 310(7,3)

* JarHbie padoTnr [9].

AngunupoBanite ajeliHa 11 HeH3HMUAAZ0Ja 1IPOBOLMIN B VCIOBHAX, OTH-
CAaNMBIN [If ypariga. HKax mpaBmio, NPH aiRiiupoBamiil HATPUEBLIX CONe
ageunda B DMF obpaayercst cmecs coOTBETCIBYIOUINX 3- T Y-m30Mepon ¢ mpe-
obaagauuem uocrenmero [7]. B uamreMm ciyuae ocHOBHON [POAYRT ObLT BHIIE-
TeH B HMHIMBHIYAJNBLHOM COCTOSHIH MHOTOKDPATHOH rrepexpnc'ramuwauneﬁ "3
pTaHONA M ORUIO HoRasamo (CM. masee), YTo OH Npexcrasisger coboit 9-(37,47-
O-uzoupoummugennupugorenn-57 ) agenw (VII).

Crpoeniye TONYUEHHBIX COCMNEHIIA TIOATEED KACHO ¢ oMoublo Y D-, TIMP-
un Macc-cuexrpos. Wanecrwo, uro 8 ¥Y®D-crerrpe i-meruayparna npn pH 1
uMeeTcs MawcuMyM uorgomienus mpu 268 wa, a npu pH 14 — 265 nm [8].
Harmon mnupugorcuna npm pH 1 usmeer maxcuMyM MorJaouieitus B o0Jacti
290 muM, a B WENOTHOIT cpeje NOABIATCS ABA MARCHMYMa, OTBEYAIOMIE AHUO~
uy nupugorcuna,— 245 u 310 aM [9].

B Y®-cnerrpax cHUTE3MPOBANHEIX COEAHUENNI HMEIOTCH [T0M0OCH OO~
LIelHS, XapakrePuble KaK ANA THPHAOKRCHIIOBOM, TAK T UL HWYRJIEHHORBOI qac-
i Momeryxel (radm. 1). B cayuae mpoussopmeix (II) u (IV) osrir momocs: me
IEePEKPRIBAIOTCHA,  03TOMY oTHecenne opwoswauso. I3 Vd-crnewrpax coepu-
meriii (I) uw (IX), crarsix B wucioil cpeje, HMeeTCs sSBHOE TEPERPBIBANIE
ON0C, OJHAKC B IIeNOUHOH cpene 5Tor0 ne HAGMOTAETesT, i OTHRCeHIe TAKIKS
BO3MOsRIT0. OTCyTeTRIEEe KARUX-JUO0  TIOBBIX [IOJIOC NOINIOWEUIS IT03BOJSAET
BAKITIOUHTDL, YTO, M0 BCell BEPOATHOCTH, B3AMMONEHCTBIE MEHILY f-2JeKTDPOMH-
HLIMI CHCTeMAME IeTePONUKIOB MUHUMAILHO, 4 CYMMapUBI CIIeRT) ABNAETCH
CYMepro3uuucii CrnexTpoB MHPHAOKCHHA I COOTBETCTBYIONEr0 HyKACIIOROTO
ocHORaHMA Wi densumujiasona. Kar pungo uz radn. 1, coemuenue ({I) sener
ce0sT aHalOrHyHo [-MeTIJIYPALMIY: OTCY CTRIIEe 0aTOXPOMHOIO CHBHILA MAKCH-
MyMa TIOPJIOLLEMIIH, COOTBETCTBYIOMIEr0 Y PALLILION YacTd MOJERYJIB, DU
nepexope or pll 1 x pH 14 ceuperenscysyer o oM, yro coeguuenue (II) -
astercst N1-mzomeposm (3-merunypamun npu pH 1 wveer Ay 259 un, a npu
pH 14—283 =mm [8]). Cuexrpadbusie Xapawrepucriuwn coepunesrist (1)
0.1 ®. NaOH Gausuwin rawoBeiMm pas upoussoguoro (I1). Coemmrenue (IX),
rar u 1,3-pumermuypauna [8], myeer mesasueumsblit or pH MaxcuMya rmorxo-
WeRus ypaumrbuoil vact Moaeryisl npu 266 uu. Upoussonusie (XII) ofna-
JAI0T MAKCHMYMOM [OTJOLIEHHs aJeHHHOBOH YacTH MOJERYJbI Npu 258 mMm
(0,1 m. HCL) m 256 mv (0,1 w. NaOH), 410 Brionue coriacyercs ¢ MOBEJCHUEM
9-aerTmmagennpa B auaJgOTHIHBIX YCNOBHAX [8] u MosBosseT CYUTATE paccMaT-
pusaenoe coejuraere N9-130MepoM.

Baauble cnefedis o ¢TPYKTYPe CHHTEIUPOBALHBLIX COEANHEHUN Gbuluu 110-
Iydennl 1upi usydeuuu cuextpor ITMP (radm. 2 m 3), B KOTOPBIX UMEIOTCS
CHUTHANBI TPOTONOB, COOTBETCTBYIONHE KaK [MTIPIAOKCIHOBOI MaCTH MOJEKYIHI,
TAaK U 0CTATKY HYRIEHIOBOI'0 OCHOBANMSA I OCH3UMIIIAZ0JA.

HanBoaemne rpyauoctit seispisano oviecenne curganon 4”-CH,- w 57-CH,-
TPYIIL B CHMTE3HUPOBAINBIX COCNHHEHHAX. JTa 3ajadya Pellatach ¢ TprMeHe-
HHeM TeXHHKU ABOWHOIr0O pesoHaHca ¢ MCIONL30BARMEM NMUPUAOKCHHA B KAUECT—
Be MOMENbHOro coexmienisi, IIpu HackIEenH cHCTEMBI CIIUIIOB, COOTBETCTBYIO-
meit curnany oporoma 6-H B cmexrpe nupuporcwHa, MbI HaONOZANI He3HAa-
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Tabauya &

Crnexrper [IMP nupugoxewii-5'-nAPpHMHANHOB *

Xuaigecukte cusury, 8, ». . (J, I'n)
Coepune-
Hue 2-CH, 47-CH, 5-GHy 6-H ’ 5-F { 6-H
C C c ye P! a

V) 2,31 4,81 4,98 7,88 7,68 5,81
(7,5) (7,5)

(VD) 2,38 4,70 4,81 7,82 7,28 5,80
(8,0) (8,0)

(X) 296 m 2,28 4,86 4,96 7,73 u 7,78 7,73 5,76
(8,0 (8,0)

€] 2,66 5,00 5,25 8,07 7,92 6,24
(7,6) (7.,6) (7,6)

(11) 2,63 4,996 5,17 7,96 7,70 5,90
(8,0 (8,0)

(I1X) 2,58 4901501 | 518 1w 524 | 7,81 w 7,83 7,75 6,03
(7,8) (7.8)

# CGmewTpnl coeumentit (VY, (VI) w (X) sammcaunl B DMSO-ds, cocnnrenmit (I), (IT) u (IX) —
5 D0, B cnerrpax mpoussogHeix (V). (VI), (X) cHrgaJ UpOTOHOB H3ONPOMIIMIEHOBOIl IDYD
Haxopurest npu 1,537 1,50 1,48 M. J. COOTBETCTBEHHO, a METOKCHJABNON rpynnnl  COeIUHEeHIIA
{(VI) — npi 3,90 M. 1.

gurenanvioe cy:xenne curmama 4 -CH, 1 pacmermmenne curnana 5'-CH, go ny6-
JeTa, UTO CBIAETENLCTRYET, BEpPOSITIO, O NalHuMH c¢Iadoro B3amMomedcTBHA
smesrpy o'- w 4'-CH,. Ilopasmeuwe crnmu-cnumonoro Baammojielictena ¢ 5 -CH,
TMPHEBOJIAT K 3NAUNTENBIOMY ¢ymeHno curtana 6-H. Hlpy racwinienni cucrensl
crimmon, orpevatomeli 4°-CH,, cnritan mporona 6-H nposBasgercs B BHge HcKa-
JREHHOTO TPHILIeTa ¢ KOHCTAHTOH crun-cnueoBoro naamvojeficrrist 0.5 [
Ha ccnosammr prux mamubix MOMRIIO YTBEDPHUIATH, UTO YIIUPEHHBI CUTHAT,
oreuarormuit 6-H B crexrpe IIMP nuprporcnna, mpeacrasiser coboil MynbTiI-
Trer, oTpaxkalomiil cmuH-cnuwonoe nzalMoneiicraue ¢ H'-CH, m cnepxpannuee
Baaumonelicroume ¢ 4'-CH,. Hamuwaue szaunopeiictsusn mesmay 5 -CH, u 6-H u
CBASAHHOr0 ¢ HHM 3UMAUNTEALHOr0 YINHPEHUA CHIHaJa TOCHeIIero Ml 110I0-
MHN B ocHoBy ornecenmst curnasor 57-CH, u 4”-CH, 8 uccmepyempix B 1tac-
ToAmeil padoTe coeNUITeHSIX.

B crnexrpe TIMP coegnrenns (I1) curman mpu 4,99 M. oTHecen manur i
4”-CH,, a curunam mpw 9,17 m.ji.— v 5”-CH,. 1lpm naceiesnn cucTeMst Ciinos,
matomell curnan npu 5,17 .., rnpoucxonur cy:renne curnaia 6'-H (nomyrmi-
puna po nonasaerna 4,8 I'n, nocae — 0,6 Tw). Tpu nacsimennu cuereMst cro-
HOB, COOTBETCTBYIOLEH curHamy 1pu 4,99 M., MbI HE HABIIOZANH 3aMETIIOro
uaMmeneHua noaywmpuusl  curpgana 6'-H. Hax B nupugoxcune um coemure-
anu (IT), tax u B cayvae mpoussogmoro (XII) curman 6-1 smaumrensio
yuupew. Curnan apu 3,04 m. . orttecen k 4”7-CH,, a npu 5,66 sm.p.— w 57-CH,.
Crenyer moguepruyTh, 4T0 xaparrepubin npusnarom ciruana 5”7-CH, Bo Beex
COCIMHEHMAX, PACCMATPUBACMBIX B JAHHOM COODIIEHII, ABIACTCA S1IAUNTCIb-
HO GOABINAS MOSYLWIWPHHA JMHNY N0 CPaBHEHHIO ¢ curnamom 4”7 -CH,.

Tabauye 5

pextput IIMP nupupoxena-5-agenusa 1 -0ensivugazona *
Cuexrpst IIMP KCHIA-5 -afeuMHa 1 -0ens 3ona *

XUMIHeCKEUe CARMIH, §, M, 1.
Coenuune-
e 2-CH, ‘ ¥-CH, ‘ 57-CH, 631 \ 8-H ‘ o-H
C C C Yy ¢ C
(I17) 2,39 4,41 5,15 7,75 7,15—7,28 2% 7,95
(VIID 2,30 5,04 5,29 7,88 8,11 8,22
(1IV) 2,65 4,98 3,98 7,89 7,667,771 %% 9,22
(XID) 2,67 5,04 5,66 7,96 8,36 8,41

# CnekTprl coemngenwdt (1I1), (VIII) sanncadol B DMSO-ds, coemubenuid (IV), (XII) — 8 D,0.
B cnewrpax upoussopmanix  (III) u (VIII) curHAA T1pPOTOMOB M3OAPOUWIMEEHOBOR TpyNILl HANO-
purcg npw 1,42 M. 4.

¥ MyJAbTHIUICT APOTOHOB GEH3ONBHOrO KOJbLA.
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Tabavya 4

Macc-enextpor coepuuenuit (11), (IV), (XII)

N OrHocuTeaLHAN .
CoeprHenise m/z HHTEHCUBILOCTL, % @parscHT

(1D) 263 16,2 M+

245 41,9 M+ —H,0

152 25,5 Mt — Tra

151 100,0 M+ —-Ura—H

138 25,5 M+ — Ura — CIT,

125 4.6 Ura — CHa*

112 32,2 Urat

82 29,3 Ura*+ — HNCO
69 15,6 Ura — CIT,* — ANCO

(1V) 269 100,0 M

251 37,5 M+ — 0

151 17,8 M+ — Bzlm

119 62,7 Bzlm — 11

118 9,2 Bzlm+
(XIT) 286 6,1 M+

268 3,9 H+ - H,0

151 15,1 M+ — Ade

135 15,1 Ade*

Orneceune curmanos 2- u 3-H n cocpumenwn {(XI1I) ocymecrnisun, 1c-
Homb3ys obMen wporoHa 8-H ua mevirepwit npu narpesammu v D0, wro upu-
BOAMIO K 3UAYHTEABHOMY YMEeILLICITHIO UITefCHBIIOCTH cHnHalia &-F1 mpir
Hemsmeltoll  murencnsrocry  curnana  2-H, Tawum obpasosm, curwaz upn
8,41 .. ornecer namu x 2-H, a curman opi 8,30 a.jg.— r S-H.

Lust momrsepspenyia crpyrrypst coemnennit (I1) ro (X1I) aer nposenn
SRCIEPIMeHTLL 110 Hadxiogenmio smepuoro addenra Osepxaysepa (F190).
B coemnmenurr (I1) mawecmvannayio ceqarnyunny A30 npu vacsinemm 57-CH,
Mbl gadmogaist Meskay H7-CH, n 6'-H. 9va seamuma cocranmua J6(57)=0,45.
Ha ocuoparnuu 870100 (harra MO/KIIO CUITATh, Y10 PACCMATPHBACMBIE T'PY UL
aTOMOB 00JA/KAI0T HATOOM LITeH MPOCTPAMCTBEHHOM GII30CThI0, 4T0 BOBMOMRHO
Toibko B Nl-msomepe. I3 coepunennn (XII) mawcwsannuprit 190 upi vack-
wenmry o”-CH, naduogani mergy o7-CH, n 8-I1. B ovrom civuae seruauua
A90 cocranwna f,(07)=0,4. Takus 06pasor, MOIKIUO 3aRIIOMHTEH, WTO aHAJIOT
(XIT) rnipencravisier coboir N9-mzowep. JlomoaimurensHo K 9TOMY, CORIACHO
[10], pasmocrn xumirweckux cipuioB AS, s y NI-antinraileHHIon Jeskutr B lipe-
mexax 0,4—0,8 v, a vy N9-upoussognnix — 0,05—0,15 sm.u. Jus mrpoussommo-
ro (XIT) Ad.s cocrasmma 0,05 M., UTO XOPOLUIO cOTAACYOTCs ¢ TIPHBEAenoil
CTPVITY POIL.

B Macc-cnerTpax BCex CHHTEZHPOBAUHLIX COC/ULICNIN TIPICYTCTRYIOT THRH
COOTBETCTBYIOLUX MOJERYIAPILIX HOMOB If NMHKY HOHOB, OTBEYAIOLIHX OCTaT-
KaM (HPUAOKCHEA 1T HyRIGHTIOBOr0 OCITOBAIMa Hl Gensumirnazona (rtadmn. 4
u 5). Janpuelinmag gparsenranusa ocrarxos mupiyekerna [11,12] n nyrme-
MUOBBIX ocwoBainiii [13] cosiagaer ¢ AuTeparypusiMu ganduia. Dparserra-
st coeunenyss (1) maxomuTesa B 1104HOM COOTBETCTBUI €O CTPYKTYpoii 1-aux-
rkiry panyra [13].

Taxrar ofpasom, paszpaforTadible HaM{ METOAMRM TO3BOSAIOT I10JYUYATH
HOBBIH THIT NeTIUKO3MHLIX allaoroB HYKIEO3IJ0B Ha OCHOBE TIDPHIOKCHUA.

Bl(CHepHM(:‘HTaJlI)HQH 4acTh

Temueparypsl muasnenus, oupenenenusie na OGaoxre Nodurepa, e jcnpas-
geinsl, ¥ D-cnertper usmepsiau va npubope Beckman 26 (CTUHA). Mace-criext-
phl samucaubl na npubope Jeo!l JMS-01-SG-2 (flmouwus), cnerrper AMP — ma
nupntopax Brucker WP-80 (DPI) um Varian XI1-100-15 (CHIA). 90 wmadmio-
mamr na mpudope XL-100-15 npun 37° C. Ofpasupl uocie TPeBAPHTENHIOR
o6padorwi ¢ Chelex-100 » D,O mmodumirsosans u pacrsopsyr 8 0,6 ar D,0
(99,8%). 3nauenus A0 Buraucasnu mo Gopmyie

(h—ho) [F0,
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rae b — BhICOTA WHKA NP HACBII[EHUT BLIBPAHHON CHCTEMBl CIIMHOB, Ay — BBI-
cota TOro e nura 6es waceuuenus. OO0men wa jeiTepit OCYIECTBIANN Ha-
rperamirem odpasma upu 70°C B rewernie 16 4 (80% obmena). Xunuueckie
CLBMIH IPHBEACLBL B MILLTHOHABX AOIAX OTHOCHTENbUO BHYTPEIHHX CTallap-
TOB: TETPAMEeTHICHAAUA MIH HATPHEBON Coan 3-(TPIIMEeTHITICILIHI) FQTD&LLF‘HIB—
POUPOLUHOHOBON KIICAOTHL (CORPATLQINSL: ¢ — CHITPIET, YC — YINHDPEIILIT Cuur-
aer, @ — aybaer, M — myasrumier). TCX nposogunu dxa mracrmakax Silufol
UV-254 (YCCP) & cumeremax pacrsoplteneil: ayerou — auorean — 25% am-
miar, 9:9:2 (A), xmopogopy — aramon, 10:1 (B), wsoasmwnossll coupr —
aueron — Bofa — guarmiaMun, 2418 :6:8 (B), xaopodopm — aramon, 20: 3
(I'). Komomounyio xpomartorpadui ocymecrsiamn va cuxugarene LA0/100 amr
(Chemapol, UCCP), smoupys cucremamu xaopodopa — arvawon, 50:1 (J1),
30:1 (B), 40:1 (OK).

3,4/-O-M3onponnrge HIHpUAOKCHIL-D -XA0PHIT  Hoayvadn 1o Merony [14]
8 BHAe xaopriypara. g rnepenofa B 0CHOBAIIME XMOPLIAPAT CYCIEH/IIPORATIL
B XJ0podOpMe M 1POMBIBAILA 3 PABA XOULOUWBIM NACLUNELUEIN PACTBOPOM OII-
rapbouara wmarprs, Opramnueckuil ¢oil BLICYIHBANIL HAT CYARQPATOM UaTPILsI
M HCHOMBA0BAINI JIA [TOCAELYIONIIX PearI[WL

AAKuanposanie HYKACUROGHIT OCHO8AHW 1 bensuaiudasoaa. a) W pacrso-
Py ypammra, 4-O-vermmypaunia, agenuna i Gemsummaazona (7,58 wmorrn)
B 2050 wmx Gesponmoro DMFE upubasnsimia nopuairsisar 1,3—~1,5 oks. ruppuga
TATPHA M TCPeMOIIIIBANH 10 OKOIVANMS BBIAETeITHA BOJOPOJA. 3aTeM T10 Kali-
ssi npudasmsamr pacrsop xaopuga (VI (7,598 woars) 8 5—10 aar xaopo-
Bopma 11 nepesmermnzaan 4—12 « npre 20° G, OGpasosasuimiica teopraunye-
eRUIT ocayox or@iurnrponsiBan i rnpombisain DM, O6nepuicintie (hunnrpa-
THL ynapusaa B pakyyme npu 60—70°C, ocTator HECKOTLRO pas ynapHpalil
¢ oranonom. Coepmente (V1) seipensmc wpucrasnusanneil w3 aramona
(Boixom 55% ), cocqmmenna (I111), (VI) u (X) (XT) — roaouounoil xpomaro-
rpadueil 8 cucreae JIE, [ 1 I; snixox 60, 70, 12 311 569% coorserersemo. flo-
JIyYEWHBIE H30NPOTIHIILEeTToBEIe 1poispojnoie rippoamsosany 10% HCl npn
100° C B revevue 15 smun. Tloayieunsil pactBop yuapuBaan JocyXa I HeCKOI b
KO pas ynapuzaann ¢ nopoit i emisprom. Ocraronr cynmnin B pawyyse najx 17,0;

pu 60—80°

&) }th(,lemronme OCHOBAMNTIA 1IN BEI3NMIIAs0n pactropsy 5 1 1. pac—
TROpE MeTIarTa sarpis B deranoge, souigepminpan 5—10 am mpu 20°C
yoapusamr gocyxa. Ocraror  pactnopsaan s Hezsoanoy DM o nomepzamr
BzauMofeiicTsino ¢ xaopigosm (VII), kar onicano v cirocode a.

I-(Hupudorcua-§ )y yurosun (I). Pacroop 1 v coemmuernsx (VI) B 15 amn
mevamona, nacsientoro npn 0°C asaarom, narpesasi 6 4 B oaprownase
npu 150° C. IHocne oxmajiemniss peaniiionzoll eMecH ocafok or(IaLTpossBa-
J1f, @ MATOYHEL PACTBOP YIAPNBAJM M0 NALALA RPUCTALMUBAINI, Bhiasiuiil
OCATIOK OTHEISTAN, COSRUBSIN ¢ HPEABIYIUIM M KPUCTAXIN30BaTU H3 BOALOLO
ayerowra. [Tomywamu 0,75 r (80%) 1-(3",4”-O-usonporummmuennmpnioncui-o")
wirrosuna (V). llocse ypames :;almrmof‘f PPYHNBL OOBIYIBLIM CO0COBOM it
ocamgenna auerornom nosyyamn 95% coepumernysi (I) B Brje xnopricapara.

1-(Hupudorcua-5") ypayua (I1). Pacreopsms 2 v (6,3 mmoan) coeiiune-
mua (VI) 8 10 ma 10% HCl w narpesamu 20 ymum nipu 100° C. Pacrsop oxias-
nass, 00padarThBaL ARTHBHPOBAUIILIM yIjIeM, (UL TPOBATI Il YITAPHBAILH [0-
cyxa. Ocrarok HECKOALRO Pas YHAPUBAIM ¢ BOXOH 11 9TAHOMOM 1N BBICYILIMBAJIL
B Baxyyme pag P.O; npu 60—80° C. Hoayuamu 1,58 r (95%) coemmmera (11)
B BMJE XJIOPrujpara.

ABTOpBL BRIparkaior Tayboryo 6Gmarofnapuocrn M. I Bo6pyerkuuy 3a wa-
Mepenwe 1 odcysaienie crertpon AMDP.

JIUTEPATYPA

Kpuyernw A, M., @aopenrves B. J. buoopran. xumus, 1977, v, 3, No 2, ¢. 149-171.

De Clercq I, Torrecne P. F. J. Carbohydr. Nucleosides, Nucleotides, 1978, v. 5, e 3,.
p. 187—224.

De Clercqg E. Trends in Pharm. Sci., 1982, Ne 12, p. 492495,

Hpeodpamencras M. H., Meavrnur C. A. AMAIOrHM KOMIOHEHTOB HYKJICIHODLIX KIC-
J0T — 1arnbirTopsl - HyRAeHHoBoro obyena, Ilrory waykn 1w rexmprm. BUHUTH.
«Buoopranmveckan xumusay, (983, T. 1.

P

B Lo

1163



o. Hapneicvui A M., Hvsosa C. J., 'ynap B. [, Nuzaiawos C. H. Buoopramn. Xusit,
1980, v. 6, No 7, ¢. 1047—1052.
6. Hapneiicwua A M., Jvsoea C. A, Nynap B. H., Muzaisos C. H. B rir.: TlepenerTissnse
GIOOPratUecRONT NHMIN B CO3JALIIIIL NOBLIX JEKAPCTBENILX Upenaparon. 1es. KoK
Pura, 1982, c. 131.
Sueita T, Yamanchi K., Kinoshita M., Imoto M. Bull. Chem. Soc. Japan, 1972, v. 45,
Ao 3 p. 926-998,
8. Albert A, In: Synthetic procedures in nucleic acid chemislry/Eds Zorbach W. W,
Tipson R. S. Wiley — Interscience, 1973, v. 2, p. 47—123.
9. Johnson R. J., Metzler D. E. In: Mclhods in Enzymology/Eds McCormick D. B,
Wright L. D. 1970, v. 184, p. 433—471.
10. Beasley E. A., Rusmussen M. Aust. J. Chem., 1981, v. 34, p. 110711186,
11. De Yongh D. C., Perricone S. C., Gay M. L. Org. Mass Spectr., 1968, v. 1, p. 151—166.
12, De Yongh D. €., Perricone S. C., Korytnyk W. J. Amcr. Chem. Soc., 1966, v. 88,
p. 1233—1237.
13. HcClooshey J. A. Tn: Basic principles in nucleic acid chemistry/Td. Ts'o P. O. P.
v. 2, Acad. Press, 1974, p. 209-309.
14. A, ¢. 722908 (CCCP). Crtocob rnoxyucuist nucyrhgura mnpugorcrna/Crisipos Ji 0.
Ouy6ur. 8 Orkp., 1300p., poM. ofpasust, Tog. 3uaki, 1080, Ne 11, c. 81.

~

Hocrynura 5 peparinno
26.11.1985

PYRIDOXYL-5-DERIVATIVES OF NUCLEOBASES
KARPEISKY A. M., L'VOVA S, D,, GUNAR V. 1,

All-Union Vitamin Research Institute, Moscow

The synthesis of nucleoside analogues having instead of sugar moicly the vitamin
B¢ (pyridoxine) fragment was carried out. The reaclion of 3,4-O-isopropylidene-pyri-
dox-»-yl-chloride with sodium salts of uracyl, adenine of benzimidazole followed by
deblocking  afforded  1-(pyrvidoxyl-5")uwracyl, 1,3-bis(pyridoxyl-5")uracyl,  9-(pyri-
doxyl-5"")adenine and 1-(pyridoxyl-3'")benzimidazole, respeclively. Alkylalion under the
same conditions of 4-O-methyluracy! followed by amination and deprotection resulted
in 1-(pyridoxyl-5”)cytosine. The structure of all compounds synthesized was elucida-
ted by means of UV-, NMR- and mass-spectroscopy.
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