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Beecorwsnuith nayuno-uccaedogaresbCrlll URCTUTYT MOACKYAAPHOY Suoaozul,
noc. Koavyoeo Hosocubupcrozo patione Hosocubupcrot o6a.

Paspaboram Merop cuuresa 2,3'-MHAE30KCAHYRICO3MA0B H3 COOTBETCTBYIOWUX 2'-1e-
orcupadonyrieosnpon. 5'-0-3amumenusie N-aquImposanuble 2'-1e30KCUPHOOHYKIS03H-
o1 mpespamtann B 3'-0-(S-MeTir) xuraorapGoHaTs, KOTOPHe BOCCTAHABINBANY THAPHIOM
TPUOYTIIIONOBA B RUILSIOIEM TOXYOJe, W JOCHe YZATCUWA BAMMTHBLIX TPYNIT BHIASISIA
2/ 3 Me30KCHAYKICO3MALL ¢ cyMMapupMa Boixogavi 40—55%. llpuBopsrcst mamHLIE
IIMP- 1 ¥Y®-coerTpos IONYISHIEIX COeJHHSHMTI.

27,3 - Tlupesorcmryrneosun-o ~-rpudocdars,  TEPMUHATOPLI  MATPHUYIIOTO
cunresa JHE, wrarammsupyemoro JTHH-moxnmepaszoi w o6paTHOH TPaHCKPHI-
Ta30il, B HACTOAILCE BPEMS HIHPOKO NPUMEHSAIOTCS WA ONPEJeJICHHA TMepPBUI-
HO¥ CTPYKTYPL HYKIOWHOBBIX Kmcnor mo meroxy Csmrepa [1, 2]. Mssecrnnie
¢IocoOE moxyIenns uexogubix p-D-27,3 -nupesorcnpubodypano3nmgos HyRIeH-
HOBBIX OCHOBAHHI MIIOTOCTAIMAHBI M XAPARTEPHIYIOTCA BECHMA HUBKHM CYM-
MapHBIM BLIXOFOM IENOBHIX mponykror [3—7]. Kpome Toro, mamasiit us omu-
CANHBIX METOZOB PaspaloTaH Jjs OTAENLUBIX npeficrasureneii 2/,3 -gngesorcn-
HYRJIEO0SIIOB W, KaK IIPABINO, HE MOMRET OLITH TPIMEHEH JUIA CHHTE3& APYruX
HYRII€03UI0B YHKAZAHHOI0 CTPOCHIL,

B nacrosimieit paGore MBI Opeiiarae:M HOBBIH METO; TOJAYISHHH ITYpPHIIO-
BBHIX M HUPHMBANHOBEIX 27,3 -mupesokcmuyricosuos. OCHOBOR aTOTO MeToj(@
ABJAAETCH CHOCO0 HE30RCHUTCHHPOBAHNSA BTOPUYHBIX CUOUPTOB MYTEM LpPeBpa-
menns ux B coorpercryormue O-(S-MeTHI) ZUTHOKAPOOHATEL M TOCIHELYIOe-
IO BOCCTAHOBIECHWA THADHAOM TPH-H-DYTIIONOBA. T PEARNHA GblIa MPELIo-
merna bBapromom ® MakroMOW ¥ yCEMIHO WCHOIL30BAJACE HMH S BOCCTA-
HOBIEHUS HEKOTOPBIX CTePOEAHEIX COEPTOR ¥ yraesogos [8]. Ocmosuoe
HOCTOMHCTBO MAHHOTO METONA — OTCYTCTBHE CTAINM, CBABAHHBIN ¢ HYRICOPIIDL-
mpiM samemenuenm npu arome C3'. Kar maBectno, Takoe saMelienne B HYKIEO-
3UJaX OPOTERACT € TPYMOM M OCIOMKHSETCA YUYACTHEM B PEAKIHMH IeTepo-
nuERIEgecknx ocgoBaumii. Ilepsast cragus B cnocobe Baprona m Markombu mo
CYIIECTRY TPENCTABISCT CODOM arUimpoOBARTe THIAPOKCIILION TPYINEI, BTOPAs
CTaJ(Hs — BOCCTAHOBICHIIC — HACT IO MEXAHHM3MY PAAHKANLHOT0 3aMEN[eHHS.

Wexonusie N-anmmaposammsie 5'-O-MeTORCHTDPITHI-2 - T@30KCHHYKII@OSITHI
(I a—r) (cxema 1) obGpabareiBanu B TETparugpodypane THAPHIOM HATPHA H
CS; B mpHCYTCIBIE KaTaluTHYecKOro KodwdecTsa myugasona. OGpasoBapme-
¢t 3/-KCAUTOrCHATHI HYKICOSHIOB AXKUIMPOBANE HONMCTHIM METHIOM H BHIfe-
asimu ¢ Borxogamu 90—95% coorsercrsyromume 3'-O-(S-merun) purimoxapboma-
ter (IT a—r). Xors Bapronw u Maxrombu morasam, 4To S-MeTHIIHTHOKAPHO-
HaTHl MOM{HO BOCCTAHABAMBATH 03 HOTOJHATENBHON OYHCTKI, MBI 0OHADYIKE-
IM, YTO mocae Xpomarorpadmueckoli oumerkum mpoussommerx (11 a—r) Bpema
BOCCTAMOBICHUSA COKpaiaercs ¢ 24 mo 4 9, a BHIXO[ yBemuwuuBaercst ma 10—
20%. S-Merunpurnoxapborarst (II a—r), OYAIIEHEBIE KOMOHOYHOH XpOoMa-
rorpameil ma CHIMKarene, NHpeRcTaBiSIIOT co6oil GeciBeryBle RpHCTAIITE-
CKIIe COeNHHECHWA ¢ weTKoil remmeparypo#t mnamiewmsi. B IIMP-cmerrtpax
coepumernmit (I a—r) (Tabm. 1,2) mMETcH CHIHANRL, XADAKTCPHEIS /IS 3aIlH-
MEeHHBIX 2'-[e30KCHUYKIC03MI0B, TPHIEM BBEJCHIe IHTHOKAPOOTaTHOR TPyI-
el cpsuraer curran mporoma 3'-H B cmaboe mone (8 6,05—6,35 m.p.).

B pafore mpumsaThl caegyiomue coxpamenmsa: THF — terparmmpoypan, Ib — uz00y-
TUpRA, BMS — rper-6yrunmmmeriurcumama, TMS — TpuMeTHICHIHE.

52



MI3DQHLO MHO Wiid R

¢ 3t . D
_0LoM M ‘aoHOIOdI A4LlIphULOM IOIAMLOLIEL00) €OUBHJIUD HIDOMEMOIIdLIIN sinared ol DD & — (ITA) (B[A) €OUTHMEOsIMAH € ‘O g — OH,\CIAPC gOYUE03rHIH IP-OSINd 9 Y
— (UAD) osonTosemodU ‘(JOSAD € — (LXI) — (4IIA) (0AD) xigprogenodir ‘QDFCEAD) & — (GAI) ‘(III) UMHIHMIIE0D [DD) & MIEHI (eIIl) (a11)—(CII) RUMAHMIB0D IHALMaI) x

(07 (°HD)) ¥ €8} (D) LT ocgs | wmrige | weoge wogy | wezz-oey| SEIETUEL gy (XD)
(H-G 1 767) 5 09°L—85'L W W Y‘§=CL'L ooc'y | Mrog'g | Mg wgpy | 0BT HSIETOET g (aX1)
g% (¢ 2010 . o
“OFCRD)) 2 L80 (O (IO 1 m% ,ﬁ%ovvv " mmw 2018 nGLe R Oe ®O0GT roce 1eg'g (I1IA)
(188 (D)) . . ¢ 00¢ W(09'T .

2070 (07 (FHD)) 2 480 (2e) WLV'S—(F'L | occg | 0998 WO8'E W ey 09 e 1ga'g (5114)

(DF(*11D)) ¥ C1'F “ (SFHD) 0043 (»HD) W 08°C 9G6'L weg'e wegy noes rore ¥ gp'g (14)

(SFED) 0 687 (2) WCH'L~0T'L | 02058 | 9GLS K QG'E W opt WOE'9 neue "1 (a1 A)

(N*HD) 96T | ocgL | ogog | TXOLE e ge K gg' R 0T'g A

0L | TEO9'E M og'e wogw | W0ETTELT | WELTTOET Ly g (IA)

206°L 201'g | UTL9E I eg'e w Oy WQOET—GL'T | MGLT0ET Y g1'g (aA)

7 co'9 Yog', | TreLe W 06°¢ Ko7'y WQLT-OLT XY 919 (0A)

(*HO¢) 9961 ooy | Wrgre | Yggg gy WOLT=OLT Y z1'g (eA)

(0°HD) 2 69°¢ * (LLOPIW) 2 042029 208L KOL'E A" wWOSZ—ELT ¥ cgic (IAD)

(0°HD) 209 “(XLOOI) WOS'L=09'0 | ©0G0'8 | 2078 n0z'g W Gy 09067 WL (8AT)

(OFHD) 229'¢ (1T09I) W 0¢'L~09°9 uer'e | MG Keg'e e w0gE~0LY W Zge (AT

(“HD-C) 2 0%T o

H(OTHD) 2 9 (H-9 ¥ LTOON) 1 OG'L~09'9 W GZe 1 gy W (07204 N QgC (e171)
(D% (D)) T 1T (S°HD) ¢5'e

“(oHD) HOT'E (OFHD) ©299'C “(ALOPI) W OY'L—09°9 2684 WOV'e ® ey N CZ'9—an'g W' W CZ'g=cp'g (1D
_ (SFHD) 2 17T

“(OFHD) 2¢9°¢ " (H-T 1 2g TLOYW) W 06'L—09°9 2828 mGe'e WEHZ'E 107G AR 'y (a17)

(SYHD) 9262 *(0PHO) 2 0L “(LLOOIW) WO9'L—09'0 | YO06'L | X078 nQs'e NgEy W'y LT K019 (011)
(PHO-G) 9 8€'7 (SPHD) 2 8%'T

“(OFHD) 2 02'6 T (H-9 B ITOPW) W 09°L—09'Y WOV n gy % 06’9 W7Dy M 719 (e1D)

IR0 oMLY (H-©T1-¢| (H-9)H-8 OH~¢ CH -G H-7 H-.2 H-.2 -3 QUIPHULIO])

» (WHQ) HHBILHANA00 x1dAedodrsaInd Xedomo- I « 40HOLOdl HIRAYD SMMIIRHNKY
[ vhnvgo g



Czxema 1

(MeOTr)O— 0 b
N

(H1a), (1V6—1) ‘

1. BusSnH T

‘ 2. NHs, GH.N*
12

B
{MeOTr)O 0 (MeOTr)O— HO- HO-
‘/ \l NaH ‘/ \‘ CHLCOOH ‘/ \’ 1. BusSnH ‘/ \}
N/ Cs..CHI, THE | lw 2 NH, GH.N
\ OC—SCH, OCSCH; (Va—r)
OH I il
5 S
(la—1) (Ifa—r) (VIs, 1)
(1) — (111), (VI) (IV)s ((V)
a) B = Thy a) B= Thy
6) B = Bz Cyt 0) 13 = Cyt
B) B = Bz Ade B) B = Ade
) B =IbGua 1) B = Gua

* Crapia 2 gna B = Thy He OpoBoguTc:.

Tabavya 2

Koueranrot cnun-cmunosoro s3aumopeiicrous (J, I'y)
B IIMP-cnexTpax 1onay4eHHblX NPOH3BOJHBIX *

CoennHenne J1 9%a Ty, 26 Jy, 5a . 56 Jga, 56
(Va) 6 4 4 5 12
(V6) 6 35 4 5 12
(Vi) 6 % 35 5 12
vr) § 5 35 5 12
(Vi) 6 5 35 5 13
(V1Iz) 6 6
(Vir) 6,5 6,5
(1Xn) 5 5 3,5 45 12,5
(1Xr) 6 4 35 45 2

* B cnexrpax coegnuemit (116), (IVO) u (VO) womcraura Js, ¢ 'cocrapasaer 7,5 T

KomcranTa saausoneficToust nporonos CH%- u CH3-I‘pyﬂu H300YTHPHIILHOTO OCTAT-

Ka B chexrpax coegumueHnit (1Ir), (VIr) m (VIIr) cocrasnser 7 ', a B cHexTpe
nponasopnoro (IXr) — 6,5 I'u.

Hocae Boccramopmenna coegumennit (Ila—r) rugpumoM TpH-#-0yTHIOI0BA
B KHOAIEM TOXYONE W Je3aIiIHPOBAHMA ONYUYEHHBIX f1pousBogubix (1116—r)
AMMUAKOM B BOAHOM IHPHAMIE OBLIK  cHHTe3HpoBAWBl o -O-MeToRCHTPE~
-2, 3 -nupesokcunykreosuasr  (I1Ta), (IV6—r). B IIMP-cnexrpax mpoiy-
YEHUBIX COCUHEHUT HPUCYTCTBYET XapPaKTePHBIH LUIMPOKNI MYJBTHIIET ¢ XU-
mmyeckunm  cppurom O 1,70—260 M. ¥ WHTETPANLHON HHTEHCHBHOCTHIO,
GOOTBETCTBYION[EH YeTHIPEM [POTOHAM, OTHECeHHBIH HAMM HA OCHOBAMI JIHTE-
paTypHLIX jauublx [6, 7] & 2'- n 3-mporonam guaesorcHpuabossr. MerorcnTpu-
TIABHYIO TPyTNy mupuMuguuosex 27,3 -mugesorcunyiaeosunos (111a), (IVE)
yraganu 80% yweyemoli kuenoTolt mpil woMuHaTHON remmeparype. B cayuae
nypunosbix 2/ 3 -muresorcnnyracosugos (IVe, T) TULPOTHS METOKCHTPHUTHIL-
HOH Tpynnel pasmMUYHBIMU KUCIOTAMH B IIMPOKOM MHTEpPBANE TeMIeparyp
COTIPOBORIANCSA 3HAYITCALHON armypumusalineil, MO9TOMY IIEJTERBle HYRJIE03M-
OBl yAaNoCh BBIAGSUTH JHIITH B CIEMOBBIX KOJHUECTBAX.

Herpurmiuposanne coepuuenuit (IVB, r) yjaanxoch UPOBECTH ¢ BBIXOHOM
18—24% obpaboTroil AuTHI-HADTATTHOBBIM KOMILIEKCOM B CMECH TETPATHAPO-
dbypan — rexcameranca (9:1).
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C 1enbi0 TMORBINEHHA BBIXOJA IYPHHOBEX 2,3 -ARNE30KCUAYRKICO3KIOR
MBI TOXPOOOBAJIN YHANATE METOKCHTPHTILIBHYIO TPYIIY O BOCCTAHOBIEHHS.
S-Meruaguruoxapbonarer (1T, v) merpurmamposanm 80% yreycsoli ®meno-
To#f, moryuennsie N-ammmupoBamnbic 2'-nesokeu-3’-O-[ (MeTunTuo) THORaP6O-
Hun] nyraeosuasl {(VIe, r) poccramasanpasy TuApHAoM TPHOYTHIONOBA M 3a-
TeM Je3alnMHpoBann aMMuaroM. OHaro wa-3a TIOX0H PacTBOPHMOCTH COCJII-
menuit (VIe, r) B Todyone cyMMapHbiii BBIXON Ha CT&THII BOCCTAHNOBICHHA M
MeaanIuposasud cocrasuwn aunn 20,5—23% .

Cresma 2
MSO_ BMSO HO_— B mo_
I/ \( \/ \l 1 BusSnH I/ N NHs {/ \l
\r/ - \‘J 3 BwmNTES S T N/
OH OCSCH;
{
i
S
(VI B, 1) (VILI B, 1) (IX 8, 1) (V8,1
(VIlD), (IX) (V)
n) B = BzAde B) B = Ade
r) B = Ib Gua 1) B = Gua

OnTUMaJbHEH  MeTON CHHTe3a TYPUHOBLIX 2,3 ~MHe30KCHHYKICO3UAOR
{VB,T) mHaM yganocs pazpaborarTs, MNPUMEHMB JUIS CEJEKTHBHOH  BaI(MTHI
B5-OH-rpynant  HYKIE03UJOB TPET- 6y’lHYI,HI/I\leTIIJICHJlHJIBHyIO rpynny  (cxe-
Ma 2). N-Aumanposauusie 2'-pesoxci-d -O-7per-6y T MeTIIC LI LY KIeo-
sunbi (VB, 1) mosydann BaamMojgeiictsaem mexonusix N°-Gensoun-2'-gesoxcu-
argewoswna ¥ 2 -me30Reu-N>-u300yTUpHAryaHo3uua ¢ 7per-GyTHEHMEeTHICH -
aumnxaopaaon 3 nupuprae. Coequnenvs (VIIs, r), ounimenunie Kpicramusa-
nmeil M3 BOJHOTO HTAHOMA, IpeBpaliaiy B cooTReTeTBYyIONIe 3 -0O- (S-Mermr) -
riorap6orarer (VIIIs, r) u 3aTeMm BoCCTAHABIHBALY TUPUOM Tp][6yTIl‘IOI[OBa
Tlonygenusie upi BoccTanobiermuu N-auumposanusie H'-O-rper-Gyrimiume-
TIICHIUA-2, 3 - (e 30KCUH Y RIe03u st odpabaTeiBady GTOPHIOM TeTpady T~
amMonug B ayeronnTpmie u  N-sanpumenupie 2,3 -Mune30KCUHYKICO3MDBI
(IXe,T) owpmanu obpaujenno-hazonoil KoMOHOMHON xpodarorpadueii ua
TMS-cusmkarene [9]. Ilocre pesammnuposanus coepunenmit (IXn, v) amaua-
KOM B BOMHOM LHpHiuHe Oblam shyeaensl 2,3"-mmpesorcmagenosun (Ve) n
27,3 -napesoxcuryauosis (Vr), cyMMapHsii BBIXOJ KOTOPBIN B pACYETE HAa
nexogeie  S-mermnpmruokapbonarst  (VIIIB, ) cocraBui  cOOTBETCTBEHHO
50,0 u 44,4%.

B IIMP-cnexrpax Beex monyuennbix 27,3 -qunesoxcnuynneosios (rabs. 1,
2) B CHUBHOM TIOJe HAOJIONAIOTCHA CHOHSHBIC MYJLTHILIETLL MHETEHCHBHOCTHIO,
cooTsercTrylomeir wersipes nporowam (1,70—2,80 M. 1.), xoropsie obycnonne-
BpI Hagpdyey B Monewyne myrmeosujia CH,—CH,-dparmenta [6, 7]. H coma-
JeHNIO, paspemamnias cuocobmoers mmelouterocs fIMP-cmexrpomerpa  me
TO3BOAUNA HAM ONPEACHHTH KOHCTAUTH CHMH-CIIMHOBOr0 B3ANMOIEIICTBYS 1Ipo-
roros npu C2- m C3’-aromax. YD-cuexrper 2,3'-mnjiesokcuiyrneosmion
HPAaKTUYECKI COBIALAIOT CO CIEKTPAMH COOTBETCTBYIOUMX 2’ -Fe30KCHHYRACO-
snmon (Tadm. 3).

Jlam cunresa 3-0-(S-mernn) puruorapbomaros ua coemuucuauit (VIIs, 1)
TOMHMO OOBIYHOM METOAMKI MBI HONBITANICH UCTONB30BATL MEm@asHo-KaTa-
aurtugeckyio peakmuo B cucresme CH,Cl, — 15% — KOH — ruppoorncs Terpa-
oyrtunammonmsn. [Turnorapoonar (VIIIr), seipesennstii ¢ surxomom 80%, Owin
HACHTUYCH AUTHORAaPOOHATY, HOXYIeHHOMY 08BN HBIM cnocoboM. OpHaro nocie
BOCCTAHORJCHMA mmuon‘ap6onam cuprTearpopaunoro us mywieosupga (VIie),
u nanbﬁemmem aebrorupopanys  OBLI BELLENCIT © OOIIHM  BBIXOOM 39%
2/ 3 -IHEe30 KCHEYKICOSUS, hozropmu uMen Bojee BLICOKYIO Xpomarorpadude-
CRyIO moBHIKHOCTL, weM 2,3 -qugesorcuagenosnn (Ve). IIMP-ciextp sroro
HYRIEO3HIa oTAHYgaeTes oT cuekrpa uywieosmpa (VB) HamiqmeMm JOIIOJNHHU-
Tenpuoro cuwraera (§ 2,96 m. ., 3H), a ¥Y®-coextp wMes MarCHMYM MOLJO-
uleHnss npu 264 pu, xapaxkrepupri pisx N-anrunapenosunos [10]. Imu gammsre
DO3BONMJIN CHeNaTh BBIBOJ, YTO TOJNYYeHHBIH Bykipeosuy Apigerca 27,3 -mu-
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Tabauya &

BI)IXO,I(I)I u (Imaxmo-xnmmecnne XaPARTEPHCTHKH CHHTE3NPOBAHDIX COGI(HHGHIUU[

V-cnerrp 3 H,O
R, p cucreme —
f E =
Goemmie | p i, oc 5 = | Buxon, %
: o
A B B I r ’ i ' o é 5
< <
(I1a) 102—104 | 0,50 0,69 96,3
(116) 104—105 | 0,66 0,64 95,1
(I1Is) 99—101 | 0,64 0,76 97,0
(11r) 110-112 | 0,25 0,48 90,5
(T1Ta) 89-91 0,39 | 0,75 0,82 65,5
(IV0o) 113—-115 0,38 0,20 68,02
(1vn) 75-76 0,35 0,37 51,28
(I'Vr) 148-150 0,25 0,21 4352
(Va) 152—153 0,74 046 | 0,73 | 267 234 87,5
(V&) 208-210 0,20 0,70 | 270 248 85.5
(Vn) 184—185" 0,40 0,05 | 0,83 259 225 92,0 %
(Vi) 300 0,26 0,63 | 252 992 90,3 *
(Vo) - 0,59 0,20 | 0,80 265 228 90,0
(VIs) 188—189 | 042 | 0,66 0,78 81.1
(VIr) 114—149 | 0,31 | 0,44 0,50 79.3
(VIIB) 98-99¢ | 0,21 0,13 | 0,67 80,0r
(VIir) 120—121 | 0,11 0,06 | 0,62 82,1
(IXn) T4-76 0,28 | 0,80 0,41 280 54,4
(IX7) 124—125 0,08 | 0,53 0,22 258, 278|225, 271 49,2
(IXn) — 0,40 0,65 281 242 39,0

& Boixon coequuennii (IVO—r) onpenesien B pacdeTe Ha MCXORHBIE Npouanonuuie (I15—r).
6 JIwr. maHuuvie: T. 1or. 145° G [3).
B JInT. gamdble: T.0. 209—214° G [7], 215—217° G [4].
r Jiur. Rauuavie: T nya, 183—185° G [5], 188—189° C [6].
T BLINOZ MO MCTOLY «6», BBIXOALI 110 METOHY «a», «H» CM. B TEHCTE «IKCTIEPHMEHTAILHOK
UACTHY .
e Jlyr. gaguuie: . nx. 98-—99° G [14].

mesorcu-Ne-yvernnanenosnroym (V). Ho-srpumoMy, B yeaosuax mMemdhasioro.
RaTaJi3a HapajLICIbHO ¢ ofpasosanueM guruorapbonara uaeT N-MeTHaupoBa-
ne fen3aMEAHON IpyOUEl sarquiienzoro 2-jesoxcuanenosuna. Cuepyer orme-
THTH, TT0 P HOXYIeH NI Huriorapfonaros ofsrynsiM cnocodor (NaH » THIF)
MbL HE HAGIIONANN METHIHPOBAHM TETEPOIMIRINYECKUX 0CHOBAHIIL,

5 Tpudocharsr cunresmpoBamibrx 2,3 -1HAE30RCHHYRICOSUOB YCIETIHO:
HCIOIL30BANICE Hua onpenenenua mepruynoil crpyxrypst JHK. @ocdopmmu-
posamno 2 3 -MHIC30KCHEYKICO3HI0B OYmeT TOCBAWECHO OTHETBHOe CO0D-
menye.

3‘[\'01]@})]11\16H’I‘ENU)HaH HyacTb

B pafore wenonpsosamm N-alminpoBauubie 2/-1e30 RCHPUOOHYRICOZUBL U
coorsererByOmue D -O-MeTORCHUTPUTIITPOINSBOHEIC, [ONYIEHHbIE 10 METo-
nam [11, 12], w ragpux TPUOYTHAONOBA, CHHTCBUPOBAHHEIN B COOTBETCTBHN C
padoroit [13]. TCX nposogmmu wa mwracrnurax Kieselgel 60 Fi (Merck,
OPT) 8 cucremax CIHCl — C,H;0H, 97:3 (A); CHCl,— C.H,OH, 9:1 (B);
CHCl, — C,H,0H, 75-25 (B), CHCl;, —aneroy, 4:1 (macermena 11,0) (I7);
CHCl, — aneron, 2:3 (wacwiwena H,0) (II); 2-upowmamox — womu. NH,OH --
H,0, 7:2:1 (I9). Ipenaparusmyio xpoMaTorpa@uio NpPOBOIIIE Ha KOJIOHKEe
(4X12 ev) ¢ cummwareres (Merck, @PT), ofpamenno-hazosyno xpovarorpa-
o — wa romonue pasmepos 1,0X30 cx (Whatman, Awrnust) ¢ TMS-comm-
rarexer (9], momauy ouoenTa mA KONOHKH HPOUZBOJITIN TOPLIUEBLIN HACO-
com (MMC-3¢, Yexocnorarua). Omwrmvecryo TUIOTHOCTL SN0aTa  I3MEPIIn
oporoynsin ¥ D-gemcrromerpor (Bio-Rad Laboratories, CIITA, »omear 1300)
npir 254 e, Y@-cmewrper cumvany wa npubope Perkin-Tlmer-550 (CITIA),
cierrprt [IMP — ma coerrpomerpe WP-80 DS (Bruker-Physik AG, ®PI') ¢
patoueit wacroroit 80,1 M. B I[IMP-coexrpax mpumsaTst coxpamenng: ¢ —
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CUHTIET, JI— AyOuer, T— TPHILIeT, M — MYNLTOImACT, 4 — Ay0mer myOneTos.
DHESURO-XUMITECKIIE XaPAKTEPUCTINL 1OJAYICHHBIX COCMUMHEHII U  BBINOJIL
<M. B 1adix. 1—3.

Cunres 3'-O-(S-nerua)duruorapionaros 5'-O-sawuupenmnvir N-ayuawpo-
gannviz nykaeosudos (I a—e), (VIII ¢,2). Obwan merodura. ¥ pacreopy
1 avone  5-O-zauqmuensoro N-alunwpoBamHEOr0 2-/IE30KCHUYRICOZHA B
10 mm  cyxoro rerparupgpoypama mobaBaAm O MI UMEa307a, 72 MT
(3 aaroan) THAPHAA HATPHA ¥ MepeMelnnBand 1 o mpu ROMHEATHON TemIepa-
rype. K pearnuommoit macce nobasmisru 200 arku CS,, mepevemusann 1 4 u
Jobapasam 400 mrx setwawonuma. Hocme gomossuTenpmoro mepeMemtuBanis
B TeueHme 1 T PEARIMOHHYIO Maccy HeHTpPaNM30Ball YKCYCHON RHCIOTOW u
ymapusaan opr 25° C pocyxa. Ocrator pactsopanu B 30 M xiopodopsa, mpo-
mpiBanu Bofoii (83X40 my), ymapupanw o 2—3 M B XpoMaTorpaupoBasii
Ha HONOHKEe ¢ CINIEKAareiieM B rpaguente Mertamosa p xiaopodopme or O mo 3%
(obrmumit o6wear 800 mi). Oparumw, cofgeprxalnue Megerod NPONYRT, yIapu-
BaNH B BakyyMe mocyxa. OCTaroK PacTUpPANM ¢ TEKCAHOM W OTQHILTPOBLIBA-
g, [as amanusa DpoayKT KPECTANTH30BAI H3 DTAHOIA.

Boceranosaenue  3'-0O-(S-merua)duruokapbonaros. Qbwas  merodura.
K rumsimesy pacrsopy 1 Mmons puruorapbonara 3 50 MI CYXOTO Toayoxa B
armocdepe aproma FoOABIAIH 2,5 MMOJb THIpHAA TpH-H-ByTraonona. Peaxn-
UHOHHYI0 MACCY KMTATHIH ¢ 00PATHBEIM XOJOMUILHHKOM, KOHTPOIUPYA 3aBep-
megme poccranonnexica ¢ nodoiunio TCX (0fbYH0 Pearius 3aRanMHBALTCS

3a 4 u), ymapusasiu gocyxa npu 25°CG. OcraTor pacTupasy ¢ réKcaHoM U OT-
(IJHHprOBBIBaJm

2.8 - Jludesorcu-5"-0- nemhcurpummrumuaun (lila). Ocanm\, HNOJYUYCH-
oLt mpu BoccramosicHum murgokapbonara (I1la), pacrropsd B 2 MI XJI0DO-
dopMa, WAHOCHAN HA KOJOUKY ¢ CHJIHKArcieMm I xpomarorpaduposans B rpa-
nuenTe Meramona s xaopodopme or 2 o 7% (obrumit o6wem amwoenta 300 aur).
fl)pal\unu COMEPIRALIMC LEeJeBOH MPOAYIKT, yIapuBain Jlocy\a Hus awanvza
ofpaser] Ipo[yKTa KPUCTALIHIOBAIE U3 ITAHOIA.

Hoayuenue §'-O-meroxcurpuruanpouseodnvxr 2,3 —5u@esoncuz;u,m(?zum
(IVé), 2,3 -0udesorcuadenosuna (IVe) u 2'.3-0udesorcueyanosuna (IVe).
O6uas merodura, Ocagor, MONYICHHLIH OPU BOCCTAHOBICHNH COJIMHEOHMHE
(116 uam Ilr), pactsopamn B 15 ma esmecw womm. NH,OH — napogiu (1: 1),
BHIEOPRUBANY 4 Y B INIOTHO 3axphiToil RonGe mpm 50° C, zareM ymapupaiy no-
cyxa., Coegumennsa (IV 6—r) BBINEASIN KOIMOHOTHON Xxpomartorpadueil ma cu-
Juraresne B rpaguerte Meranona 8 CHCL; or 2 mo 10% (800 M) .

213 - Tudesorcurumudun (V a) w & ,8-0udesorcuyurudun (V 6). Pacrrop
0,5 mmoun coegumennsa (I1la) mwmm (IVE) B 10 My yRCYCHOR KHCIOTEL BHLILCP-
swmpaan 16 @ npu Kouuarwoil remmeparype 1t ymapusann gocyxa npm 30°C.
‘Ocrarox cycnenguposanxn 5 20 My BoAbl, OTQUIBTPOBBIBAN, O0CAAOK HA
prnprpe npomeisani Bomoir (2X5 mi). Ofnemnuenuse QHIALTPATEL YIapHRa-
JE JOCYXa, 0CTATOK KPILCTAIIINB0BALN W3 3TAHOIA.

Ne-Beusouan-2'-dezoncu-3"-0- [ (meruaruo Jruokapbonua] adenosun (VI ¢)
u 2-0esorcu-N*-us0byrupua-3'-0-[ (veruaruo )ruokapoonunr] eyanoaun (VI 2).
Pacreop 1 mmonn coepmuenna (11s) mm (1Tr) B 20 mar 80% yxceycmoit wumc-
JIOTBL BRIIEpAUBanil 16 « npu KOMHATHON TeMIeparype, YIapHBaNH HOCYXa
npu 30°C. Ocrator pacrsopsmr B 2 M1 xiopodopMa 1 XpoMaTorpaduposaTe
Ha KOJOHKE ¢ CHAMKATeIeM B Tpagiente uerawosna B xsaopodopae or 1 mo 5%
(obmmuit 06pem saroenta 800 ma). Oparuuin, cogepiaune HeIeBse POy KTL,
yoapmBanm gocyxa. i auanusa 00pasen Ipogykra RPHCTUDINBOBAII L3
BTAHOIA.

5-0O-rper-Byruaduneruacuauanpouseodnse N°-6enszoua-2'-degorcuadeno
suna (VIIa) u 2-0esoncu-N*-usodyrupuaeyarnosuna (VIle). K pacrsopy
1 anvonn N°-Bemzornr-2/-nesoxcuanenosuna wun 2'-nesorcr-N>-usz00 yripunarya-
HO3NHA B O MI cyxoro mupigiuna podasismn 1,05 Maoan 7per-0yTIIMeT -
CINTILIXJOPHIA 1T OCTABJIANM IpPH KOMMHATHOH Temmeparype Ha 18 4. Peaxuyu-
omEyI0 Macey seunisanai B 100 aa ponsl co angoM m sepesenupany, Ofpasyio-
aguiics ocafok OTQUILTPOBBIBAMIL, TPOMBIBAJM BOJOH W IEePeRPUCTAILTHI0BLI-
saan u3 309% osranosa. XapaxkrepuHcTHRA COeNMHCHHI UpHBeHe]Ia B rtadim. 3.

3-0-(S-Merua)duruorapsonarve  N*-densoua-2'-0esorncu-5"-O-rper-oyria-
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Qumeruacuruaadenosuna (VIlle) w 2%0esokcu-N*-usodyrupuseyarnosuna
(VIilez). a) Tlo ofmell meTomiuKe CHHTE3a [UTHOKAPOHOHATOBR, MPUBETEHHON
Beinte, coemurenne (VIIIB) 6pmo momyueno ¢ seixomom 95,0%, a coepumenue
(VIIIr) — ¢ seixomom 93,1%. 6) Cunres 6 ycaosuaxr mewgdasnoeo waraiusd.
K pactsopy 1 smaous uyrmeoswga (VIr) s 10 ma CH,CL, npy mepeseinnsamis
u oXmaykjenuy abgom modasaamu 3 ma 30% pacrsopa KOH 1 3 mx 10% pac-
TBOpa ruppoowucy rerpa-#-GyrunaMmonus, sarem 0,09 ma CS, uw 0,20 an
wopucToro mermna, llepemeinnpani 30 MuH, ¥ cMecH fodaBiIARE 1D M BOBD
o orgesstny Bogukiil cioi. Opramunyeckyto daszy mpomeisann sogoin (2X10 Mi),
nacerenusn pactsopom NaCl (2X10 mu) w ymapusasn. OcTaTor XpoMaro-
rpadupoBaIl Ira KONOLKe ¢ CHAMKAreNeM B rpajueHTe Meranoia B Xjopodop-
me or O mo 3% (obmmit o6vem amoenva 800 mu). Boixog mPoOHaBOKHOLG:
(VIITr) 80%.

3'-O-(S-Merua)duruokapionar Ne-Gensoua-2'-desorcu-N-serua-5-0-
rper-oyruadumneruacuausadenosuna (VIII9) cunresuposas kKar 6 npeusiny-
WeM cayvae o Metouuke 6. Beixon MacnoobpasHoro upopyrra 65,0%.

Cunres 2',8'-0udesorcunpoussodnbir N°-vensounadenosurna (I1Xe), N*-uso-
oyrTupuaeyanosuna (1Xe), N°-densoua-N*-nerwaadenosuna (IX3)., Ob6wan me-
roduka. Ocamor, TOXYUEHHDBI TP BoccTaHoBNeHny 1 MMONL AuTHWORapOoHaTa
(VIIIs), (VIIIr) wmnw (VIIIg), pacrsopsamu 8 5 ma CH,CN, pobasmanm
3 MMmoub QTOPHNA TeTPa-H-Oy THIAMMOHUA U BHILEDARUBANHN NPH KOMHATHOMN
TeMriepaType, Rourponupysi ¢ nomoinbio TCX monHOTY TPOXOMKALHUS peakiuy.
Yepes 30—40 mus peariimoHHy0 Macey ynapusanu gocyxa npu 25° G, ocraron
pacTeopsim B 25 Ma BoJnl ¥ orduibrpoBbiBany. DHIALTPAT HAHOCHIM Ha KO-
aoHry ¢ TMS-cnaurarciaeM n 2TOUPOBANK TPAKKEHTOM alleTOHWTPHAA B BOAE
or 15 no 40% (o0mpmit obwem 500 ). Mparunm, cojepikaniie Henesoil 1po-
OYKT, YHapHBagu JocyXa, 0CTATOR KPHCTANIM30BAMN U3 BOMIBL

2.8 -Nudesorcuadenoaun (Ve), & .8 -dudesorcueyanosun (Ve). a) K tem-
HO-3€EHOMY DACTBOPY, [OJNYIGHHOMY NPH PACTBOPEHHH 2 MMOJXL JIUTHA
n 2,2 mmoan wadraguaa © 10 ma cyxoro terparuipodypama B armocdepe
aprona, godasmaun 0,2 mmous coemurennst (IVe) wim (IVre) B cmecu 2wt
rexcameTrrpuaMia ocdoprol Kucaorsl u 6 s rerparwapodypana. Pean-
HUHOMITYIO Maccy MepeMelmnBaju 2 u, yunapusans B parnyyme npu 25° C, ocra-
Tor cycnenuuponany B 20 M Boxsl w orduabrpossisasnn. Ouasrpar srerparn-
poBamnu sdupom (4X25 i), BopHBIH cxoll HeilrpanusoBany gaysrcom 50 B rim-
pujmumenoit dopme, Cryoay or@UILTPOBRIBAII, TIATENLIo npomuiBamr 5%
PACTBOPOM IHPUAMILEA, 00beMMHeHHbIe (PUABTPATEl YTAPHBAIU B BAKYYME TIPH.
25°C pmo 2 wi, uanocnin wa womouwy ¢ TMS-cumukaremem w xpomarorpadi-
poBaiu B rpagueute anerouwrpmiaa B Boge or 4 jgo 10% (obutmit obmes
300 ). Mparuuy, comepyRanue IeXeBON IPOJIYKT, YIapuBaiu, BBIXox wyK-
neozuga (Vi) 24%; nywkneosnma (Vr) — 18%.

6) Ocraror, monmyvyennpil 1ocie Boccramoriennst 0.5 MMOIL COCIUIIEHIIA
(VIs) mun (VIr) gar ywasamo B 00ued MeToguKe, pacTBOPSIH B 1D M cmecy
vour. NH,OH u owprupguna (1:1), BREEPRUBATI 4 T B II0TIO 3aKPLITOIT ROAGE
npu 50° C, sareMm ynapupaii ocyxa B BaKyyMe, Boieqenne MeseBoro npogysra
IMPOROMILIM Rak B MeToAlke «a». Boixom nyrmeosuga (Ve) 23%; nywmeosnia
(Vr) —20,5%.

¢) Tlocre mesammmupopauns 0,2 mmonn coepurenng  (IXs) mmr (IXr)
emecnio NH,OH — oupuguy, rarx yrkazano » Merone «6», peaximHOHIIYIO MAacCy
VOAPUBAII M LeJeBbie NPOAYKTEL BhIgeasinn Ha roaouxe ¢ TMS-cununarenem
KAK OOHMCAHO B METORE «a». DBuixom wuywieosupa (Vs) 92%; wnyrneosnpa
(Vr) —90,3%. :

2’ 8- Mudesorcu-No-neruaadenoaun (V9) nonydanw KesampiipoBanmeM
coeputiennst (I1X) camecwio NH,OH — nupuans wag yKasaso B MeTOJHKE «OY -
s cuATesa nyriaeosunons (Vs), (Vr). Llesesoll npomyT BRIIENANIH XPOMATO-
rpaducit ma TMS-cunmrareme ¢ Boixogom 90%. I[Mosyynrte mpogysr (Vi)
B KPHCTALIHIECKOM BUJAE 1e YAAI0Ch,
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SYNTHESIS OF 2’ 3-BIDEOXYNUCLEOSIDES

SAMUKOV V. V., OFITSEROV V. 1.

All-Union Research Instilute of Molecular Biology, Kol'tsovo,
Novosibirsk region

A new synthetic route to purine and pyrimidine 2/,3’-dideoxynucleosides was deve-
Toped from casily available 2'-deoxyribonucleosides. 5-0-Substituted N-acyl-2’-deoxyribo-
nucleosides are treated with CS; and CHsI under basic conditions to give corresponding
3-0-(S-methyl) dithiocarbonates. Reduction of the latter compounds with tri-n-butyltin
hydride in boiling toluene followed by deblocking leads to 2'3-didcoxynucleosides.
§-D-2'.3’-dideoxypentofuranosides of thymine, cytosine, guanine, adeninc and N-methy-
ladenine were prepared in 40—55% Lotal yields. PMR- and UV-spectra were studied for
the compounds obtained.



