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HHAPHJOKCAJEBBIE AHAJIOTY HYRJEO3WUIOB *
Eapnetickurt A. M., Cmmenavosa C. B., Nyuap B. H.

Hayuno-npouzgodcreennoe odvedunenue «Buranunsiy, Mocrea

OcyIiecTpicy CHITE3 HOBOLO THOA aMANOr0n HYKICO3MIOB, Y ROTOPBIX YIICBOANAL
qacTh sarencna Ha BparMent MONCRYIBL MRINYECKOE MOXYALeTaIrHOl POPMDE TpH-
gorcany. BrepBbic DOKasalo, 470 aiLALHAIC TPOH3BOAHLIC MHPHAOKCAI CHOCOOHLI BCTY-
oaTh B PEAKII0 ¢ TPUMCTMICIATUILILIMI JIPOH3BOAHBIME HYRICHIIOBLIX OCHOBANIIL B
npicyrersig kueaor Jipwonca ¢ ofpazosanmes  1-(6/-rupporci--merorcerano|3.4-c -
oapuani-7/-(waw 2°))ypagmos  niau 9-(6'-repporcu-b/-aeTiionceranol 3,4-¢ J uipiri-
7' (unm 2'))agennua,

B nmacroauee speMA w3BeCTHO OONBIIOC KOJNYOCTBO aWANOrOB ROMIIOIeH-
TOB WYKJENIIOBLIX KIICHOT, MOINDUUUPOBANABIN B TETEPONHRIHIECKOM, YTie-
BonHOM air ocharHom gparmenrax Molexynsl. Mworme u3 wux ofnajaior
LPOTHRBOPAKOBBIMU, IPOTUBOBHPYCUBIMIL W MMMYHO/ETIPCCCHBIINMIL CBOICTBA~
M [2]. Ogmaro 1uwMporoe NpUMEHENHEe DTHX COCAMHEHMH 1 KITHUYCCKOTT
NPAKTHKE YacTo Orparmnauiaercd 1eRBBICOKOIl CEIeKTHRHOCTHIO HCHCTBIIA 1T
TORCHUHOCTLIO NPOJYRTOR MX pacuaza.

Bepoarno, »1u npobieMbl MOMKHO PEIINTL, KOHCTPYHPYA MONEKyIy afa-
JOra HYKJCOZM/IA 114 OCHOBE IIOJXOJAIET0 HPUPOLHOTO coemuiertns. Han
TIPECTABISINOC, NEPCIIEKTHBHBIM OCYIICCTBHTE CHHTE3 TARHX AMATOTOB HYK-
JE03UN0B, Y KROTOPLIX YITEBOTHAS Facth 3aMelena Ha 0CTATOK IMKIMIECKOil
MoayaueTansruoll GopMbl DUPHIOKCANS. JTI COBRMHEHIA, C OO CTOPOIIH,
HUMATUPYIOT CTPYRTYDPY NPHUPOAHBIX ITYKIEO3N/0B, a ¢ Jpyroil — npir pacrajie
00pasyIor HPOAYKIBl HOpMalblioro Meraboaumsma pmraminia By 1 coorserer-
BYIOINETO HYyRJEHHOBOTO oCHOBaHMA. Hpome rtoro, suramun By ofmamaer cro-
coDHOCTBIO TPOIUMKATL uepes remarosHuedaludeckuil fapnep, U410 00yCIOR-
MIRAET CAMOCTOATENLHBIH WHTEPEC K MOMOOHBIA CORJIMIICH IS,

Jlnst emirresa TARUN DPOHABOMHBIX MBI PACCMOTPENH PAAMUILIE CHOCOOH)
cozgais N-rIuKo3uioll eusasy B Hyrneosuyax. Hawbonee wunrepecuniM 1r
YHUBEPCANLHBIM SBIAETCS «CHAMTLNBIITY METOJ CHIITE3Aa NYRIEO3IA0B U X
auajnoros [ 3], 3aRIIOUAIOHMECT BO B3AMMOJCHCTRIN TPUMETHICHIIIILYBIX 1P~
HBBOAHBIX VRICHHOBLIN OCUOBAILI ¢ 1Tepauimiposantioi pudosoit B rpcyr-
CTBUM KuCAoT JInTonca.

Hamir moxasawo, uto auuibabie IIPOUBBONHLIE HHPHAOKCATS LT 1530-
muprgroreans tuma (16, ) 1mwmuw (116, ») BerymanT B KaTaiM3upyeMyIo KHe-
ToramMit JIpouca KOHAEICAIMIO ¢ TPUMCTHICHIMIRILIMIT [POH3BOIIBIMY 1Y R-
JAENTORBBIX OCIIOBAWMIL, 06PABYST NMOBLIH KIACC AMAKOTOR NYRICOBIAOR — OKCE-
TR0 [ 3,4-¢] AP TEIT I PHM A HBL WY ~ITY PHITBL

Aucrany (16) w (1I6) noxyganit SCH30IARPOBALIEN NJAOPTHAPATOB INIPY-
JOKCAMNsT WM M30THPHEOKCATS XJopuernim ocsonaonm. Creyer 0TMeTIiTh, Yro
GeIsouInpoBanMe XIOPIruaparTa mupayiokcans (la) GeH30MAXTOPIjlos B 1HPIH-
jutlie TIpoTexaer ¢ peIxojom He oouee G0%. 1lpu aronm npomexomnr ofpaso-
Bauiic 1oG0UN0To TPOJYKTA — BeposTHo, 3,0-mu-0-Getgorunupiigorcans. Hpo-
Me TOrO, PEARNIH  COUPOBOMAAETCA  3WAUYINTENBIIBIM  OCMOJEHILEM, UTO
3aTPYAUAET Bhylesenne Kowewnoro npoxyrra. llosromy uperraparapmoe mory-
qerite coemnaeuns (I16) ocyniecTBIAI B3AUMOICITCTRIEM NTOPIIAPATA TLIHPH-
MOKCANST ¢ XJAOPHETHIM 0eH30MIA0M B cpeje (e3Bojioro aueronwepusa B Ipu-
CYTCTBRY  2,D-Bparnoro  u30BITRA UHPHAHHA U KAaTQIUTHYECKIX KROJNHUCCTD
4-mEMerunaMuUOTIpIMEa. B oarom caywac Ocwmzoar (16) ofpasosnirancsdH ¢
pEIxOtoM Oomee 95%.

# [IpeJBapureiasuoe cooduieHne . [1].
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{Via-n)
Opuaro  ®eoGx0AMM0O [TOJYEPRUYTH, Uro YRAAHABIN CHocod orazayics
TWPARTHUCCKY HENPUMEHUMBIM B CILYYae 30T PHTOKCA.

B peawingx ramRo3MIMpPOBATMS ypaumwiaa Bo3Mo:io obpasosanme 1-, 3-
a raxxe 1,3-0mcsaMermedHbIX TPOH3BOAHBIX VPAINIa B 3aBMCHMOCTIL 0T YC-
AoBui nposemenua peaknnu [4]. Mayvenme ampr navanny ua npumepe 4-O-me-
TULYPALMIA, TOCKOJBLKY B 9TOM CHYYae BO3MO/KHO 00pasonauye HCKIIOYM-
rexbro 1-upouwssoausix. [Ipn szaumopeiicrsnn Gemzoara (16, 8) nan (116, B)
¢ TPHMETHICHAMALHLIM ITPOU3BOINLIM 4-O-MeTmIypauia B OPUCYTCTBUN IK-
BUMOJNSIPHOIr0 KONMYECTRA TPEMETHICHIMATPUMIATA ITPH KOMHATHON TeMue-
parype obpasyiorca awanorw (1I1a) u (IVa) coorserciseruo, KoTopble BBI-
meneust ¢ Bpxogamu 85—92%. Ilpu orom oTMeweno, UYTo CKOPOCThH PEAKIIHH
wounencauun B cayuwae coemuuennii (I6) u (116) ropasxo seume, uem B cny-
vae npoussoguerx (Ir) w (IIr).

ITocne ynazewust Gensonabyoil saugroil rpynne obpadorroir (11la) win
(IVa) macemennsm wpn 0°C pacTBOPOM aMMHAKA B METAHONE IOJYYeHbI
npoussojubie (1116) m (IV6) coorBercrsenuo. Ilpu wuciormom rugponuse
coegunennsn (111a) 0,1 n, consmofi ®kucaovoit npn Kunewyn B Tevenre 10 mum
n0pasyoTes MUPHAOKCATL W YPAILT, YTO HOATBEPMIaeT CTPYKTYPY amamora
(Illa) m xaparrepusyer mabmiabHocrs fcesgoriukoznguoll C—N-ceasu. Op-
HAKO aHanoryuubin rupponusz coepusennss (IVa) v rvevenme 15 muu mpuso-
aur & 1-(6'-6ensounoken-5 -merinorcerano | 3,4-¢ |nupumia-2 ) ypauuay (IVe),
HArpeBaHWe KOTOpPoro eile B Teuenne 4,0 w paer coemunenue (1Vr).
Jlerrocrn rypponmsa coemmnenus (11la) o cpamueniio ¢ amamorom (IVa),
BEPOSATHO, cBA3aHA ¢ CoceAcTBOM 0 -THAPORCHTPYIINDL, ROTOpPAS B CAYYae CO-
eqwnenus (I1la) yuacrsyer B cTa0mru3amMi TTPOMEMKYTOUHOro KapOoKari-
ona, 00pas3yIolUIeroca Hpu CEPONI3e,

Braumojeiiereue ageraaeit (16) muun (1I8) ¢ 1,4-O-Guc (vpusmernsenin)-
YPaUIJIOM B OMNCAHMBIN YCJIOBUAX IPHBOAHT IpelMylecrsenno X 1l-npous-
Bogunim  (I1l8) w (IVB) coorBercrsenHo, KOTOpPHIE MOCHe ReOIOKHPOBAHUA
nator upoussoanse (111r) o (1Vr).

Tpumerwiacunnasioe mpouasogioe 6-N-GenzolmageHima BCTYNAST B OMII-
CAHHYI0 BHUIE KOHjeHcauuo ¢ obpaszosaunes 9- (0 -6eHz0UNIORCH-D -MeTHIOK-
cerano| 3,4-c ) mupugun-7)-N-Geugonnamenmua (Va) wan 9-(6'-Gensomnorcu-
5 -mermnorcerano| 3,4-¢ J-nmuprpmna-2") -N*-genzonnagenuna (VIa) ¢ BuIxogoMm
40—50%. Caemyer oTMETHTD, 4T0 OIPEACHCHHBIE TPYAHOCTH BHI3BAJIO yjale-
Hue GeHaOWALHON 3armuThl ¢ sK3omurImaeckoil NH,-rpynmer agenmma. Bpi-
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Crerrpet lIMP cunTesnponanumx coejuueqit *

Tadauye 1

Coepuie-

Xnmuuecknit casnur, 8, . 1. (J, T'n)

o ST 1 5 ; SNISING TTporouwt
fie cscm el Grigle oA Ben | UL v, e | oot e Seitsouns-
{16) 2,58 5,27(13,2) u - - o 8,70 - 7,30—8,25
5,53 (13,2) .
(116) 2,55 5,08(13,2) 1t - - Aok 8,65 - 7,18-8,28
5,50(13,2) g ) ,
{I1la) 2,46 523(13,2) u 577 | 7,04 > 8,51 3,77 |7,50-8,10
5,45(13,2) (7,5) | (7,9) X
{I116) 2,44 521(13,2) 6,08 | 746 7,28 7,62 — 7,35-8,13
5,33(13,2) (7.5) | (7,9) ;
{I1Is) 2,49 5,28(13.2) 1t 563 | 6,8 8,55 3,75 -
545(13.2) (7,5) | (7.,9)
{11Ir) 2,47 593(13,2) u | 578 | 7,31 725 7,68 - -
5,38(13,2) (7,5) | (7,5) B _
{IVa) 2,55 543(13,2) uw | 3,88 | 7,25 - 8,82 3,92 17,55-8,30
5,42(13,2) (75) | (7,5
(1VG) 2,33 518(13,5) n | 603 | 7,75 | 7,40 | 805 | 3,88 -
5,45(13,5) (7,5) | (7,5) N -
{IVg) 2,40 541(132) u | 7,78 | 7,04 i o 7,40-7,92
5,27(13,2) _
A{IVr) 2,38 541(13.2) | 568 | 7,05 7,42 7,50 —~ _
5,24 (13.2) (7.8) | (7.8) N
{(Va) 2,36 5,40(13,5) | 8,35 | 8,50 = 8,70 - 7,31-8,24
5,68(13,5) _
(Ve) 2,33 5,35&13,5) g | 7,96 | 8,14 7,59 8,05 - -
5,67(13.,3) B B
(V1a) 2,62 522(138) | 880 | 8,50 " o - 7,50—8,30
5,41(13,8) y
(V16) 2,38 502(138) m | 8,22 | 847 # 8,26 - 7,62-8,16
545(13.8) .
(IVe) 2,45 516(138) 1 | 798 | 8,10 7,50 8,07 - _
5,41(13.8)
* Cnektpul coenwuennit (I6), (Y16), (I1la, v), (IVa), (VIa) usmepennr B CDCl;, coeanHeuui

{110, r) — B DO, coemnnennit (I

NaOD B D,0.

V6, B),

(Va, ), (VIG, B) — B DMSO-ds, coeguitennst (IVr) — 8 0,1 u,

%% CUMHAA NOMNALAeT B MYJLTMILIET, COOTBETCTBYIOUIMIT 1TPOTOHAM GEeH3O0MIBLHON IPYNULL,

nepsrupanue coeumenuii (Va) win (VIa) n uacemenios pacTBope aMMua-
Ka B MCTAIOfie B TeYEHMe D MHU NPHBOIHIO K Tujporusy 6 -O-Gemsonapmoit
TPYIALL, a fganbiieiimas ofpaboTRa HACLILEHHBIM PACTBOPOM AMMHAKA B ME-
TaunoNe BHI3BIBANA CHILIIOE OcMOJeHNEe u obpasoBamiie GOJLLIOr0 Habopa II0-
BOUnBIX TPOAYKTOB. B ¢BA3M € 9PUM MBI TPOBOMMIN KOIJEHCAHMIO GeH30a-
roB (I10) w (116) ¢ TPUMETHICHIMALHBIM ITPOM3BOAIBIM HME3aIHMIEHHOTO ajie-
nmea. Hpu srom momywanun avamorn (Vo) u (VI6) ¢ seixogom 50—55%,
roropsle mocie jefmormposanusa jasanu coeguuenus (Ve) u (Vip).

Crierrper IIMP (T1adn. 1) cHIITe3NpPOBAHHLIX COCUMHEHHI CONEDsKAT CHI-
LATel TPOTOHOB, OTBEYAIONUINX MHPUAOKCAIEBON W NHPUMHAHMHOBOH (11ypuHO-
‘BOMT) wacTam wmonerynsl. Hanuuwe B cuerrpe xapaxktepuoro AB-rBaprera B
obracru D,11—5,45 M. /. cBUZETEIBCTBYET O NPHCYTCTBUM OKCETAHOIMHPILIA-

HOBGIT CTPYKRTYPBL B mHechxeayeMmbIx smomerysax. Y M-coexrper (rafm. 2)

?

n3-

MeDEHHBIe TPH Pas3dauublx auadverrsix pH, uMeror mosocnr DOraolieHis, Xa-
paxrepubie musg obeunx uacTell MoseKyusbl. B ciyduae ypaiuuiblibIx TPOHSBOI-
uetx (LIHr) 1w (IVr) orcyrcisme Gartoxpomuoro ¢/BHra MaxcHMyMa IT0TJIO-
MEHHsT yPaumiILbioi JaeTi Mogeryasl npi nepexone or pH 1 x pH 14 csm-
RCTENBCTBYET O TOM, WTO 9TH coejuHenus spaaorca l-uwsomepamu [5]. lpo-
u3BouHere (Ve) u (VIe) ofnafaror MarCHMyMaMy HOTTOUIEHNS A[CHUIIOBON
wacTi moaeryasr pu 258—260 um (0,1 w. HCI), 252—254 am (0,1 n. NaOH),
250260 mx (pH 7), uro BrogHe coraacyercst ¢ MOBeNEHMEM J-AJIRIAMPOBAH-
HPIY JEHHHOB B AHAXOCMIULIX YCaoBuax (O] W MmosBolfer cHHTATH paceMaT-
pusaempie coepunerus 9-nsomepamu, Ipome sroro, cormacio [6], pasmocts
xuMuyeckix casurop curmaxonp H2 u F& y 9-anxunagenuuos JeHUT B 1Ipe-
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Tadauya &

Y®-caerTpsl CHHTE3NPOBANNBIX COEJMHEeHII

7”Ma|«;c, M (e-10-3}

Coeguirexe T
0,1 1. HCI ‘[’OC(pa;§Ib9f1§3'd’ep= 0,1 . NaOiL
(1115) 279(9,42) 254(9,02) 243(9,56)
284(9,15) mar. * 270(7,40) . * 277(7.27) nar. *
317(8,75) 299 (7,54)
(ITTr) 257 (11.78) 253(15.32) 245(13,34)
284 (8,84) 316(9.13) 302 (7.95)
(1V6) 281 (17,09) 260 (11,7) 236 (16,1
275(9,87) . * 275(8,2) . ®
307(9,87) 290(9.4)
(IVr) 262(9,75) 254 (13,88) 245 (12.41)
275(10,34) 306 (8,12) 292(7.83)
(Vs) 260 (13.80) 260(17,8) 254(11,1)
286(9,22) 317(8.52) 301 (7,55)
(VIB) 258(13,36) 258 (18,4) 252(16.7)
278 (1 1,80) na. * 308(8,10) 293(7.7)
Mupupgoxcans, Xyop- 288 (8,60) 318(8,20) 300 (5,80)
TRAPAT
Maonmupuponcain, 280 (8,65) 253(6,84) 241 (8,76)
XJOpPTHApAT 307 (8,97) 291(7.69)
# Ileperud.

nenax  0,05—0,15 . ., a y 3-npoussojausix —B nperenax 0,4—08 a. .
B caywae coegmennit (Vs) w (VIs) (ra6n. 1) oma cocrasmmer (0,12—
0,15 M. 7., UTO JOCTATOYHO XOPOUIO COTNACYETCS ¢ TPUBEIEHHBIMM CTPYK-

Typami.
Taxkwy obpazom, paspaborana MeTOJHEKA CHHTE3a IOBOIO RKIACCA anano-

TOB HYRIEO3HA0B Ha 0CHOBE NHUPHIOKRCAJA — TMOTeHUHATHLHLIX MH]"H6H'[‘(,)pOﬁ’
BasKHEHUIIX (i)epMeHTOB, yJacrByronmmuyx B MeTabojauszMe TYRICO3H08B.

31\'CHCP“M€HTHJILH&H YACTH

TearepaTypnl nmapaenus onpefessun ga 6iore Boelius (IJIP) w se wempasienst,
VO-cuertpr wamepann ua upiabope Beckman-26 (CIUA), crexrpst AMP — na npudope
Brucker WP-200 (OPT). Xumiueckne ¢ABULY IIPUBEACHLL B MUALMOINTBIN JIOASIX 0TUOCH-
TEJBHO BIYTPEHHUX CTARJAPTOB 7TCTPAMETHICHIANA LIH  2,2-JIMeTHI-2-CGRATCITa =)=
CynbPORICIOTH  (CORPALLENMS: € — CHHIAET, 1 — KYONeT, T — TPUNACT, M — MYJLTINLIeT).
TCX mposomuur ua maactunkax Silufol UV-254 (UCCP) » cueremax pacreopureneii:
xgopodopy — aranomr, 20:1 (A), xaopodopa — araroa, 10:1 (B), 20:3 (B), nsoaxuio-
BRUL CIIUPT — AUETOI — BOJA — Arormaazing  24:18:6:8 (), awmeron — jioxcair — 23%
ammuax, 9:9:2 (J1), 6yranon — 1 u. yxeyewas wucrora, 5:1 (E). Komonounyo xpova-
rorpaiio ocyueernaany #a ciuimikarese L 40/100 mxm (Chemapol, YCCP). Tisitia aerek-
teposanu B Y{-csere muow mpogsBiaAmr onpelckuBaHuen peawxrtusom I'nmdbca (1% pac-
80P N,2,6-TPUXIOP-7-0CUB0XIIIOHITMIINA § 9TAH0Te) ¢ T0CIeNYIOMMM BhIAC PISMBAHIEM B
mapax amMMuaka. Maomnpugorcans Woaywasr mwo meromy [7), aroaanerass mipinorcans
(lr) —mno merony (8]

6,7-JHubensouoncu-d-mervaorcerano|[3d-clnupudun (I6). 4. Cycneugnpopami 5 v
(24,6 MMouan) NmOpriApuTa TUpHIoRcads B 50 My Ge3BOMIOr0 AUCTOHNTPIIE, KOOaBITIIL
10 Mo (135 anviowp) Gespoyrtoro mupiinia ir 0,25 r (2,5 Ma0an) N, N-LHMETHAAMINION HPH-
muua, K ponygenrodl cMecu HpH MEpeMelunBaiiit 1Mo Kanasas npudasistin 7,09 o
(62,5 MMO/L) CBEFKEICPErHalIIoro XJOpPHCTOro GEH30IMA i TepeMeunisans 4 . 3ares
pearmionnyio camecs pasbapnsann J-wparubly  o0neson  xaopoopaa 1 obpadarnipadni
xXogopubis 5% pacrsopor NaHCO;z. Opranmyveckuil cJIoff TIPOMDIBALL BOAOH 1 BLICYUMI-
paml wax cyangaror narpusa. PacTpop ymapuBanm focyxa It coymapiusami 2 pasa ¢
tostyononm, OcraTox 00pabarpinamy cMechio rercai ~ adup npir wimenwu. Hepactopiin-
WYHCA 4acTh OTHeaAaw GEALTposaszes u nojgyqann 489 r coemnenus (16). Marowirsi
PACTBOP TOMEINAN B XOJOJULILIHE, BLIMNABIIIL 0CANOK OTHeNFIIL, posdyvamr eie 1,98 ¢
coepuncHns (16). O0uwuit puixoy 6.87 r (93%). O6pasen mist dneMEHTUOTO auatima Je-
PERPHCTAIANZOBRIBANKE M3 eMecH xuaopodopy — rercan, Ry 0,3 (A), » i 95,5--96,5° C.
CooHi7NO5 (amanmz C, H, N).

L. Hopyuany sz xgoprujparta MHPLAOKCANA AWAJOLTAN0 MONYUCINI0 COCHITHeHM A
(18). Brixox 65%.

G6-Densovaokcu-7-arorcu-G-nervaonceranc |3 4-cYrupudur  (ls).  Pacrsopsanm 10 r
coeguuenns (Ir) [8] B 150 ma adc. nmupuanna, saves mpuw 0°C podasisiir Mo RamsiL
Npi DOCTOSHHOM mnepeMemmBaiuns 16,5 M1 xnopmcroro densonna. Ilo ORoOUMANIIT TIPH-
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DaBAEHHA XJIOPICTOIO GEN30MIA PEAKUHOUHYIO MACCY OCTABIANM IPH TlepeMenTiBaum
mpu ~20°C va Houb, Bemapuiuii xJjoprujgpar MAPUJIA OTHeITANIL, duasTpar ynapusa-
Jut gocyxa. OcTaTOK PACTBOPANH B MIHIMAIBHOM 0DBEME xnopod)opma u xpomarorpagm-
POBAIM Ha KOJONKE ¢ CHITMKArejeMm, onouposany xuopogopmom. Mpakriin, copeprramme
npoAyKT, ynapinand, Jlonyuamu 9,5 r (75%) coemuwenns (Is) B BuEe KeIFTOBATOrO
macna. Ry 0,72 (B). Cmerkrp IIMP (CDCls, 6, s m): 4,26 (r, 3H, QCH,CH3, 1 6,6 T),
2,50 (3H, ¢, 5-CHs), 3,74 (2H, M, OCH,CH;, J 6,6 Tn), 491 (1H, x, H2, J 13,2 T'n), 5,17
(UH, m, H2, J 13,2 Tw), 6,30 (1H, ¢, H7), 7,54-8,11 (5H, M, 6-0Bz), 8,49 (1H, ¢, H3).
C7H7NO, (anamnsz G, H, N).

2()’,Z[u6eu30uwmu S-meruaorcerano[3d-c)nupudur (I116). K pacrsopy 2,46 T mzo-
TMPMIOKcanss B abe. MUPHANHE TPH 0°C u meupeprlBHOM TepeMelnHBaHI ;(06&3 AATA IO
xansam 3,6 ma xjgopmcroro Oensouaad, nocie yero nepemeumisagy 3 u npu ~20°C
“Ocajlok XxJOprujpara TP ()T(I)HJ[pronbmarm TIPOMBIBAM  TTHPIJHIIOM. Pam‘nopu—
TeNn ynapupamd, ocrarok ofpadarbizaju nacbiennbiM pactsopom NaHCQs (3X50 mu),
3areMm BofoH, cymmi NaeSO,. XropodopMm yrapusaii, OCTETOK HAUOCHIR HA KOJIOHKY
¢ cinnxareaed L 100/160 sxwm, amomposanu xjopodopyon. [locne yrmapuBaHHa PAacTBo-
pureas nomyvamn 289 r (63,8%) coemuuenus (116). R; 0,33 (A), r. nu. 108,5—109,5°
CopH7NOs (anawns C, H, N)

G-Bensouaorcu-2-arorcu-5-neruworncerano[ 3,4-cJnupudun (11¢). K pacrsopy 1,5 v
prusagerans nzormpupokcans (1Ir) b ade. nupmgmbe npu 0°C w HeNpepoIBIIOM IepeMe-
wuBaNNg JO0ABILIM MO KAIAM 3 M XTOPUCTOTO Gel30Mga M 3aTeM TePeMemuBaiy
pearuuornylo maccy 10 v opu ~20° C. Xmoprugpar nupuguna oTaensa i PuibTposanmeM,
IPOMBIBAJIL 1A (UIALTPE MHPUAMHOM, PACTBOPHTCAL YAAJNAMN B BakyyMe. OCTaTOK pacTBo-
paut B xaopodopme 11 o6padaTeiBasM AWAJLOrMIHO TPEALAYeMy onsity. Ilocne xpoma-
Torpaduyeckoir oumctry moayvanm 1,28 r© (669%) coemmcmm (LIs)y. Ry 0,73 (B), 7. na.
70,5-71° C. Crnerrp 1IMP (C [)(‘13, 8, M. m.): 1,27 (3H, r, OCH.CH,, J 7 I'u), 2,55 (3H, e,
5 CH3), 3,75 (2H, », OCH,CH3), 4,95 (1H, p, U7, J 132 I‘LL 5,15 (1H, m, H7, / 13,2 I‘u),
6,35 (1H, ye, H2) 7,48-8,25 (5H, »m, C¢H;), 8,5 (11{, ¢, H3). C”H,7\T04 (aua.nua G, H, N).

6-Tudpokcu-2-srorcu-5-neruaoncerano |3 A-clnupudun, zaopeudpar (Ilz) noOTyYaLH
(COYMAPUBAITHENM XAOPTHAPATA WBOMAPHIOKCANT ¢ STHIOBBIM CUHPTOM. BeIxoN KoMHTeCT-
peruri. By 0,39 (B), 7. nu. perue 300° C (pasn.). Crmewrp IIMP (D0, 6, . a.): 1,28 (3H,
1, OCH:CHs, J 7,0 Tu), 2,73 (3H, ¢, 5-CHs), 3,9 (2H, x, OCH.CHs;, 7 7,0 I‘H) 5,37
{1H, ¢, H3), 6,55 (2H, yc, 7-CHs), 8,31 (1, ¢, H2). CmHH\O Cl (amaawms C, H, N, CI).

I-(6'-Dernsouaorcu-5'-meru /mhce'/ano[f,,/r’ c]nupuﬁuJL 7'Y-4-O-meruaypayun (]Ila).
Cycnensiio 0,25 ¢ (2 mmoap) A-O-meruaypanuna i 1 Mu PERCAMETMIAMCIIAB3AHE KUMSTH-
Jm 1,5=2 uw B npieyternar 1 Raram TpUMeETIIXaopcugana o pacrsopennd. Iogyuernsti
pacrop yrapupasu., OcTaTor CYCNENMIHPOBANI B D M OC3BOANON0 ALETOINMTPHIAL I 1TPA-
Gapistin k nesy pacrsop 0,75 r (2 amoan) coepmuenus (116). 3aresm K peariuMOHIOK
macce npubapgasuin no wamsnt 0,36 s CF3805;Si(CHs)s n muipepscusanu 30 mun opu
~20° C. Pearumonnyio carcch pasbasisiu xJo0pogopMoM H IIPOMBIBALN XOJOTITHIM HACHI-
wiersbiv 3oy pacrsopod NaHCO;. Opranggecknit ¢J1oi nposoiBanan BOZOM, cyImng
nan Na:SO. Pacrpopurens yaaiamim B BaKyyae, OCTATOK KpMCTAJLIM30BANM M3 CMecH
STIIANCTAT —athup. Honyuanu 0,67 r (88%) coemuurenus (111a). R, 0,69 (B), r. nr 140—
141° C. C2oH17N305 (amanus C, H, N).

1-(6"-I'udporcu-5 —nellmm.ceralmlé’ 4-clnupudua-7'y-4-O-nervaypayua (I116). Pacreo-
psn 0,38 » (4 \mo*n;) cOCHMIIEIN (Hla) B 25 MJ METaH01a, HACKIIIEHITOr0 aMMHaKOM,
u Bprgepskusaan 5—10 minu npu ~20° C. PeaknuouHylo cMech yIapipaim focyxa. Cy‘mn
OCTATOK TIPOMBIBANK TECKONLKO pas aPupor u }(pnmamnsonamr u3 cnupra. Homxyaanu
0,26 v (95%) coepunemss (T110). R, 0,32 (1), 7. nu. 183—184° C. Ci3H:N30, (amanns C,
H, N).

1-(6"-Bensowaoicu-5"-smerwaorcerano [3,4-clnupudua-?Yypayua (I11s). A. Cycuen-
auwio 04 v (3,57 mMoNb) ypamiiia B 4 MJ TCKCAMETMIAHCIIA3ata DArpeBaiy npH Kune-
HMIL B IPHCYTCTBII TICCKONBKUX Kanesh TPUMCTIAXIOPCHNAna A0 TMONIOr0 PacTBOPEIst
(~15 u), M30srror rexcaMeTnigiucwiIaszana yuanaay B sakyysme (2 yar pr. ¢r.) npu 50° G
T ocrarky npubasasing pactsop 1,07 v (3,57 mmonn) smbenszoara (16) B 10 i Hesroguo-
ro ANEeTONNTPILNA. K pearuuoinioit cMeer 10 Ramiam 1pPI LEUPEPBIBHON TepereunBa- -
DI LO0ABISLI _pacrnop 0,65 »mr CF380;81(CHs); B 7 a1 0essoyuoro AUETONNTPILIA. o
OROLIYAIAN npnoamumﬂ raTaan3aTopa (~1 4) pearuHoUHLil pactrop pasdarisny BIBOE
xa0poopworr 1 00padarTMBamy JIACHLEIHLIM BORMLIM pacrtropoym NaHCO; (2X70 wu).
Opramigecrkmit ¢70it npompiBanir sopoll w cyuwit uag NaoS0,. Ocyumreln yoamnsiaH,
pacrTBOpITENL ynapupamr gocyxa, noayuyamin 1,05 v (81%) coepmuenma (IITB), copep-
wawero nedonbuioe Komuuecrno JipuMeceii. Iforyueiniyo cmecs KpHCTAInU30BANM M3
abcomornore cmipra w noayuamts 0,60 r (47%) wmeroro coemmmenna (I1Is). Mavoumsiit
pacTBOp YHAPHBAJL HOCYXa M XPOMATOrPa@HpOBaMM HA KOJOIKE ¢ CIUNKAreNeM, Dilow-
pys eatecnio xaopodopar — crmpr (300 1), Honyuam eme 0,25 v (19%) mponyrra. Q6w
Buixol 66%. R, 0,37 (A), 1. na. 233—235° C (pasa.).

B. Peariptio 1posojuwin yexona 13 coeguiiecirg (Is) B yeroBHAX, amanoriiuibix OTiu-
cannnin B erocofe /. Bpesst psamvopeitcrsus H—0 9, seixon 52%.

- (6"-Tudponcu-5'- HCTuzm,ce/(um[ 4- c]nupzwzw 7 Yypayua (J112), CycrmenpuponaJi
0,73 v (2 aaouny coepurentg (I1IB) B 15 ma meranosa, nacmmmmom npr 0° C aMmua-
KoM, ¥ vepesecinnnany 0.5 u na MRrnHTHON MEwauke upn —5°C. ITo mewesnmoseni 1c-
XOMUOLO cOCU eI (xomtpons TCX B crcreme B) k o0pasopanmerycs pacrsopy o-
Gapagnr wo warasgy 80 At Jd)npa Obpasosanwiics 0CaNOK O0TMIALTPOBBIRANMN 1 IS
VORACHM MeTRAGEN30aTa W GEH3AMUAA ITPOMBIB&MM TTOCACLOBATCIALIIO APNPoM, Ge3BOM-
uent xaopo@opaton w orexcanos. [Toaywanm 0,47 © (90%) coepnueuust (IHr). Ry 0,2 (I,
T, ua. 281-282° C (pasa.). CieH N3O, (amanus C, H, N).
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1-(6'-Bensouaorcu-3'-meruaorceranol3,4-cInupudua-2')-d-O-neruaypayuas (IVa). Cyc—
newsyio 0,3 r (2 mamounn) 4-O-MerTmsypanmiaa B 1 M TeKCAMETIANCHNAA3ana B NpUcyT-
CTBHM 1I€CKOALKHX KaNenb TPHMETHAXJOpCIaaa KHMATAIH ~1,5-2 4y o pacTBopent.
Mabnirok rercaserwiuicitiazana  yaasastin B opawkyyse, Ocrarok pacrpopanm B 2 ML
Oeasojytoro ageronuTpuia M Npudasnamt K uemy pacrsop 0,63 r (1,68 armoas) coepnxe--
Hus (I6) B 10 Mi 6e3BOAINOrO AUETOHMTPHAA. 3aTeM K PEAKIHOINION cMeci rnpudasasiny
no kaiaaMm 0,36 ma (2 mmoan) CF3S03Si(CHs)s 8 aucrountprae. OGpazopasunuitcs 1o-
MOTeIHBUI pacTBOp BeIAEP:UBAAE 30 MIH XIPH KOMIATHOH Temmeparype, zares pasdabs-
JANK BABOE XJOPO(OPMOM 1 NMPOMBIBAIM MACKIULEUUDIM  BOJnbIM  pactropos NaHCO,.
Opramieckirii cjl0H MPOMBIBAJUL BOAOI, CYLHAn ¢yandaTtoM DATPHA 11 ynapHsauu Jo-
cyxa. Ocrarok KpHeTaLausoBain M3 cMecH aTwiranerar — adup. [Moayuanu 0,58 v (81,6%)
coepvnenns (Iva). Ry 0,71 (B). T. nma. 192-195° C. CyoHy: N30, (ananuz C, H, N).

I-(6'-Tudporcu-5-nerunorcerano[ §4-¢ |nupudua-2'y-4-O-neruaypayus (IVG). Pacr-
sopsii 0,15 r (0,4 mmonn) coepuHenus (IVa) B 15 Ma MeTaHoJa, HACBIUEUIOTO aMMIa—~
KoM, 1 Bhigepmnsanu 10 min npn 20°C. Pactpoputeins yoapupasn [oCyxa, OCTATOR
MPONBIBANH  3(DUPOM I NMEPEKPUCTAILINZOBLIBANIT 113 CMECH 2TINALETAT — serancn, [lo-
aywamnu 0,1 v (92%) coepmmenus (IVS). R; 0,35 (T'), v. nur. 212—213° C (pasa.). CysH3N;0,
(ananua C, H, N).

1-(t'-Benaounorcu-5'-smeruwaorcerano | 8,4-clnupudua-2yypayua (1Ve). 4. K 032 r
(2,87 mmonn) ypauwmaa gobawsisin 2,5 MU FEKCAMETHIIHCHIA3ANE H HECKOMLKO KANe
TPUMETHIXJOPCHIana 11 llarpesatr ~12 ¥ nmpu KHICHIE 0 MOJMIOr0 pacTnopeusst. Hads-
TOK FEKCAMETHJIAMCHIAZANA YAausaan B Bakyyme, K ocrarky npudasismi pacrsop 0.86 r
(2,87 myoupn) coemunemys (118) 5 10 ama Gespoguoro ameronurpuna. I{ oOpasopapuieMycss
PAcTBOPY 10 KAILASM TIPH HENPEpPbLIBIOAL NTCPCMEILHMBANMIK TPHOABIMIM pactsop 0,0 Ma
CF330:51(CHs)s B 5 M aueTOHHTPUIA If BBIAGPKUBAMI 4—5 Y. 3areM peakuuoIniym
eMeChL pasdaBysIH xJA0POhOPMON 1T TPOMBIBAJI NACLHUEUHBIM BOJIIBIM pacTeopom NaHCO;.
(2X30 ). Opravnuccruil cjaoil MpoMbIBaMM BOJOH 1t BhICYUiusasu 1aj NaxSO. Ocyinri-
TeJb YRALAM W PAcTBOPMTEs L ynapusami jocyxa. MacmaooGpasuntii octaror odpadarni-
BT METAHOJOM, 00pasopasuiniics ocagok oruanrposbBanu, [Moaywsani 023 r (22%)
coenunenuss (IVe). AMarounsiil pactsop ynapuBamn It XpoumMarTtorpadUpoBadr Ha CIWI-
Raresxe, dmoUpys eMechblo xaopodopy — 3tanon (30 : 1). Ionywamn 0,53 ¢ (50%) coenu-
uenua (IVs). Obumit seixon 72%. Ry 0,32 (A), v. i 255—256° C.

5. Pacrsopsiny 100 mr (0,26 mmoub) cocpnuenna (IVa) B 2 a2 . HCl o narpesass
15 MMH Ha KMISLEH BOsIoll 6ane. PacTBop oxaamnanu, BuMaswmil 0CaJ0K 0TOUILTHO-
BBLIBANK W BLICYWHBA;NM B Bakyyme nan PaOs mpye 60-70° C. Hoayuanm 0,07 ¢ (66%) coc-
guiterwa (IVB) B Bume xuoprujpara.

I1-(6'-T'udporcu-§ -nerusorcerano[34-c nupudua-2'yypayua (IVe). A. K 01 x
(0,27 mmonn) coemuuenns (IVB) mobasasnu 5 sma nacuiwenunoro npie 0°C smeramoanpnore
pacTeOpa aMMuaKa 1 Bbytepskusaan 15 sy npu 20° C. OGpasosapiuniics pacrTaop yioapi-
Basi focyxa. Ocraror sxerparuposasur agupom. O6pasosapiuiriicst 0CALOKR PACTBOPAIN 1%
50% momonr araioge u obpadarsizaji aKTHBHMPOBAHILIAM YIJAEM MapRy L yipH Kittenns.
Yrons or@uunrposbiBadi, pacTsop vuapusaiu jgocyxa. Towyvanw 0,035 r (78%) coenn-
penns (IVr). B; 0,2 (I, t. nn.>230° C (pasu.). CoH N30, (anaaus C, H, N),

B. Pacrsop 0,03 v coemumennst (IVB) B 2 aur 2w HCL narpesanu 20 mirn ra Ruaaniein
BOJ(AMOI Oame. PeaRuoHHBI PACcTBOP YNApUBAII [OCYXAa M OCTATOR KPUCTRIIH30BaN
u3 srunauerara. Tonyuamm 0,025 ¢ (88%) coeplmenns, IO BCCM NAapaMeTPaM UACHTIHI-
HOTO MOJYYIeHITOMY B OODITC A.

9-(6'-Densovaorcu-5'-meruaoncerano |3 d-clnupudua-i’'y-N-6ensovaadenun (Vay. Cyc-
neugupopaa 0,6 r (2,50 »moab) N-Gemszomiageinna B 7,5 MJI CKCAMETHIHCUIABAHA,
poGapmamn 0,4 an Hespoguoro nupiyyina 1n 0,4 Mu TpUMETHAXIOPCHIAIA. PRAKGHOIIYI0
CMECDL HArPEeBAJI 48 W TPIL KIIEIWIL KO 0M00ro pacrsopentss. M3durrox CORCAMEeTHIIICH-
Jazama M OUPHUTHA VARSI B BAaKYYMe, OCTATOR COYMApPHBAIL UCCKOILKO pasd ¢ 0es-
BOINBIM  Toayonon. [loayuyennoe TpHMETHICHAHNLIOE nNponssouroe  N-fonaonimaienig
PACTBOPSIIE B GE3BOMIIOM AUETOUILTPIANE 11 fodaBiasaue R pacrsopy 0,9 r coeinrenvs (16)
B aueromurpuae. K obpasopasinemycs pacTBOPY TPIT HENPEPLIBIIOM  HEPENCLIIRAIIE
npudapnasn wo Karasym pactsop 0,5 ma CF380,;Si(CHsz)s n smuepmusany 30-060 sne
HpH KOMHATHOH femIteparype. leawulionnyio yaccy pasfasisiin XJA0po@opiod o mpo-
aeiBamn xouogusiy 5% pacrsopost NaHCOs. OprammmvecKitl caioil npoasinaiii BOJOI, Bbi-
cyuBan Hag NapSO, 1 xpoaarerpadupoBann ua KOJAONKC € CIMNRATEIEM, DAI0HUDYs
execwio xaopodopy — oranon (30: 1), Mpamipur ¢ 22y 0,37 (B) ofnepuiaint 1 ynapusaii
nocyxa, Hoeayvanr 0,44 v (35%) coemmenus (Va). 7. nn 166—168° C.

9-(6"-Benzouacncu-5'-seruioncerano |3 d-clnupudua-7"yadenun (Va). Cycnenamposa-
mr 0,3 v (2,2 MMoub) ajentina B cxMect 7 AT rercavetriclziazana 1 0,4 M1 TpHMCTILI-
XAOPCHAABA 10 KIIia ~50 @ jo pacreopeinst. Ms0uiTok rexeayeTuuiciiazana ya-
sty Boparyyye. Octator PacTsopami B4 AT Ge3BOfHOI0 UETOITPIIE Il CMCINBANIL
¢ pacrpopor 0,8 © (2,67 maonn) coejumentst (16) 5 10 xym 6e3804110T0 auercuuTpIaa,
K nonygeunomy pactBopy il MEPEMENBaIit (o0aBasiiul Ho Karisng pactaop U4
CF3S058i (CH3)s B 5 Ma TOro sne pacreopirrests i serigepauoasut 30 s npie 20° C. 3a-
TEM pPearuMoyIo vaccy pasfanisnil xyopodopyoxr 1 obpadaTeizamnt 2 pasa 2% pacrso-
pom NaHCO; » pojie. Opramitaeckiil ¢aoff npoMbrBasm BOZo 11 BLicyunisais nag Na:50..
Pacrpopwrens ymamsunr B Baryyale, 0CT&TOR Eplcrasausosasri 13 xaopedopya, Hory-
vagu 0,41 r (52%) coeuuzenus (V6). 12y 0,21 (B), 1. ma. 199-—-202° C. CooHsNO; (ananus
C, H, N).

9-(G"-Ludporcu-§'-meruwacicerano[Id-¢clnupudua? yadenun (Vo). Pacrpopamw 0.45 ¢
(1,16 anionn) coemumenns (Vo) s 15 ma nacwimgennoro npu 0°C METAHONLICIO PACTBO-
pa amaaka u poaepskusasu 5 ok npu 20° C. Pacrsopureas yiausuun b saryyse. Oc-
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Tarox obpadarmsamr arpos (2X10 ma)y. Hoaywanr 0,25 ¢ (64%) coegunenus (Vs).
A2 045 (8), 1o 215—217° C. Cysll 12 NgOp (ananus C, 1, N),

D-(G-Bernsowavicu-3 -meruaorcerano[ 3 d-clnupudua-2y-N-Genzovaadenun (Vie) mo-
vaasn wz N-Oeusongageniina s ocnsoara (110) anmagornuno conresy coepkgenust (Va).
Brixom 38%, £, 0,30 (B), . wr. 199—=200° C (sramon).

G- (6 -Bensouaoncu-5 -werwaoncerano[ 3.4 ¢ lnupudua-2yadenurn (VIG) nonywanuw 13
cociinoentn (Via) awasoruaro cunresy anasora (Vo). Beixop 0,45 » (54.2%), R; 0,23
{B), oy 1001917 C. Conll6NgOs (ananus C, H, N).

D-(6"-Tudporeu-5 ~servaorceranc [ 4-c lnupudua-2yadenun (Vi) moayvasr anaso-
vino coemmenni (Vi) Boixog 0.2 v (62%), R, 0,16 (), . na. 200-210° C. Ci3H»NeO2
(anasns G, H, Ny,
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PYRIDOXAL ANALOGUES OF NUCLEOSIDES
KARPEISKY A. M., STEPANOVA S. V., GUNAR V. I,

Science-Indus r al Association «Vitaminesy, Moscow

Synthesis of a new type of nucleoside analogues having a fragment of the cyclic
Lemiacetal form of pyridoxal or isopyridoxal instead of the sugar moicty has becn
cavried out. Pyridoxal or isopyridoxal acyl derivatives were shown to react with tri-
methylsilyl derivatives of nucleobases with Lewis acids as catalysts to give 1-(8"-hyd-
roxy-5"-methyl-oxcthano{3.4-¢ ]-pyridyl-7 (or  2)")-uracil or  9-(6'-hydroxy-5"-methyl-
oxethano[3,4-c¢]-pyridyl-7" (or 2'))-adenine. Structure of all compounds synthesised was
proven by acid hydrolysiz, UV- and NMR-spectroscopy.
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