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CNHTE3 HYRJIEO3UI0B, MEYEHHBIX TPUTHEM
IIPH 5-ATOME YTJEPOJA PHEO3HOI'O OCTATKA

Axyaos I, IT., LKanuncnuic 10.J1., JHecmaros A. 1.,
I.,momoe B. I'., Yeprbhowesa J.D., Ilamonuna H. A,

Paduesuwit uncruryr un, B. I'. Xaonuna, Jenunepad

Paspaboransl XUMIUECKHC II dUBHMATITECKHE METO/bl CHUTE3a PUOOHYRICO3UI0B, Me-
YWeHHBIX TPHTHEM UPH D'-aToMe yriIepofa yrieBOJHBIX 0CTATROB, 13 NHMUYECKHX CUHTE3aX
MCTMONB30BAIBL  PEARLUN  BOCCTARORACHUA {(-D-pufo-mentaguansno- 1, 4-Qypanosiianpous-
BOJHBIX COOTBETCTBYIOLLHN IIYKICOINAOB 1a3000PasHBM TPUTHENM I COELHAIBHO T0JY-
YEHHBIM BLICOROAWTHBULIN Gop[ *Hlruupugos narpus;, » DHIHMAPIUCCREX CHUTE3aX —
peaRuuy PHOOILANPOBATIG FCTEPOLIKAHICCKUEN OCHOBALIMIT, KaTaiu3n PYeNDIC UYRIACORU L~
hocopurasanir.

Ina nonyuenna MedennalX *PUTHEOM TIYPUHOBBIX M [IIPAMUUHOBBIX HY KIS
03u0B Haubomgee pazpaboTaHHBIMI SBIAIOTCH METOALl BBENEHIS TPUTHEBOR
METRH B A30THCTHIE FETEPONIIRIILIECHIE 0CHOBAHIA. Meronst ste BBENEHIIT TPU-
TUS B YTIEBOJHBHT 0CTATOK PUOOHYRACOZUEOB U3YUEHL! CPABHUTENBHO Malo,
M B THTCPATYPE HMMEETCHS BCer0o HUWIIB HECKONLKO IIPIMEPOB TAKUX CUHTCI0B
(1, 2]. B 70 e npena pubonyKIeO3Iibl, MEUEHHBIE TPUTHEM B YLACBOLHOM
OCTaTKE, MEOOXO UMBEL IS PCLICHUS HEKOTOPBIX CHELTalLHLIX 3a/ad OHOoXiI-
MEW, Hanplmep, AV L3YUEHIA MeXaldHaMa Ieperadn BO'[OpO,{ld B PEARIHAX G
yHgacTHeM KoausuMa B, ucnomeayior |2 -"Hlamenoznu [1]. Kpowme roro, sse-
JIEHME METRII HEe TOALRO 8 IeTePOLHKIIISCR0e OCHOBAHUE, HO ¥ B YIVIEBOAHYIO
YACTH MONERYALI OTKPHIBAET TYThL MOBRINEHMA MOJAPHOI PaII0aRTIIBHOCTH
(Ayon) MEUCHHEBIX TPHTIHEM ROMITOHEHTOB HYKJIEHHOBLIX KICIOT.

B mannoil pafore ua npuMepax CuHTe3a aJ@HO3MHA, YAHO3HHA H YPUANHA
DACCMOTPCHBL XHMIUCCKHE 1T DHBHMATHYCCKITE MOTOIDI TOMNY YeIils pudoyK-
JGO3UL0B, MEOUCHHLIX TPITHEM Npu 5 -aroMe yLIepoja pHOOSHOrO OCTATKA.

B ocrony xmMuueckoro ameroiga cunresa [ -"H|myrmeosujos 1mos1oimena
peaxrius BOCCTAHOBICHNS P-D-pubo-nenrainanbno-1,4-Qypano3ursuslX Npous-
BogHBX (D -adbjierugor) coorBeTerByIOWINX Hykreosuaos (I) rasoobpazubim
TPUTHEM B TPHCYTCTRUN karamusaropa wmmr Gopl*H [ruppujgos warpra;

.
[3I]I] [3P|U
O=CH Base HO—CH Base HO—CH Base
Pr]NaBH, mas®H, 0 tu 0
» »
Q 0 O><0 ‘OH OH
Me Me Me (I11)
(1) (1)

roe Base=Ade (la, Ila, I1Ia), Gua (I6, 116, IUI8) x Ura (lp, [ib, I{ln).

Wexommspie 5 - -AUB /LTI (bT DOMLY YA 110 MeToy | Modyparra mpi MACKOM ORHCNE-
HITE CYAbQORCHA-RAPBOTIINMILTHOI CMECHIO COOTBETCTRY 0NN IIBOMPOTHIH (e~
HOBBLX HPOM3BOAHBIX HYKICo3uzoB [3, 4]. dTor Meroa pamee [CITOJLIOBAICA
FJ TIOAYYEIIIA D -aiBARTI/0B MIIOTHY TIPHPORHBIX HYKIC03HA0B, ONIAKO CLH-
rea 1-(B-D-pubo-nenraguansio-14-gypanosusn) ryanusa (16) B mureparype
He OIWCAH M B JIAIHOH padoTe OPUBOINUTCA BIEPBLIC.
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Tabauya 1

JasncuMocTs Monaproi pagmoarrusHocrH [H-*Hlnykneosunos (I11a),
(I116), (11T8) or moasapHoii papuoaxrusuoct 0Op[PH|ruppuaa Harpus pu

BOCCTAHOBIEHMK cooTBerersyIomux 1-(B-D-pudo-nenragnansmo-1,4-

¢ vpanosun) -npousBopHEIx afgennda (la), ryasnsa (16) w ypaummaa (Is)

= MoaspHasa PajoakTHBHOCTD
Tiexonuoe 1p)o- [*H]NaBH; TIpoayvkT
113BOJHOC
TBr/MONL KHu/M000 THK/M0TB KIEu/M0#b

Ta 93 2.5 22 0,6
16 74 2,0 15 0,4
2146 58,0 185 5.0

Is T4 2,0 15 04
566 15.3 111 3.0

1147 31,0 186 50

1924 320 222 6.0

2146 53.0 222 6.0

O/HIM 13 BOBMOMRIIBIY WAYEBBIX COCAMHEHUI IS BOCCTAHOBICHUS allb-
JETHOB CHYMRIT MEUeHHLIH —TpurieM Oopruapnx  warpus. Mssecrmo, wro
{"H|NaBH. aoser 6uiTh noiayuen myTeMm usoronuoro obmena NaBH, ¢ raso-
ofpasupm TpuTHEeM npu remmeparype sorme 350°C [5, 6], oxmakro momapuasn
PAMOAKTIBROCT b NPOAYRTa He mpenpimana 444 TBw/monn (12 wHu/momnn).
Hamu noxaszamo, 4T0 IIPH COOTBETCTBYIOLIEM BpEMeHI 00MeHa W KOJIIuecTBe
ra3000pasHoro TPUTHA MONApHAA pamnHoarTHBwocThL noxyuenioro [*H]NaBH,
aocrnraer 2220 TBi/yons (60 &Kii/sons).

[pu moccrauosnennu wapbowunswoit rpyonet B coefgumemur (1) Gop-
{*H rugpugoM HaTpua CHENOBANO OKUIATL, YTO BEIHYMHA MOJAPHON pajguo-
ARTHBHOCTI MpOxyrTOn Boccramopmewiss (II) m momyweHubix mocne ynamenus
B WHX H3O0HPOIMAIJeHoBoil sautnrsl Hyrsgeosumor (LI1) 6ymer cocrasaarth
i Ason nexopgnoro [*H]NaBH,. Ogsaxo mponemelible wamit uCCACQOBARUA 10~
KAa3aJ11, UYTO MOJAPHAS PajUOaRTHBHOCTL mnonxyuenuwix [5'-*H]myriaeosmmon
Bpla OuM3Ka K TEOPETHHYECKY OKIJAEMON TOABRO TPI UCHOIL30BAHNN CPAaB-
HuTenbRO  MamoarTHpHeix rpenapartos  [THINaBH, (4,..<70 TBx/moas).
B ocranmpHBIX cIyuyasx oHa OB HUKE TEOPETIYECKIX 3HAUenuil, mpuyeMm 210
OTHIOHENUE OLINO TEeM CYLECTBEIIEee, 9eM BLIIIE OhUTa MONAPHAS PAaTUOAK-
THEHOCTE Hexopubix ripemaparos [H]NaBH,. Cormacuo rada. 1, mpenemsmasn
MONAPHAA PAfHoaRTHBHOCTL noayvaembix [ 5'-*H]aykaeosnmos cocrasiser
~200 Thr/Moas (6 wHu/moxan). ITockonbky MeXaHH3M BOCCTAHOBICHHS alb-
TerHoB GOPTUADUIOM HATPMS eIe HEocTaTouHo u3ywseH [7], o0BACHATS
YCTAHOBAGHHYIO HaMI CBA3L MONADPHLIX pajmoantuenocreil [‘H}NaBH, u npo-
ayrros Boccranopaeuus (I1I) B macrosimee Bpess He HPEACTaBAAETCH BO3-
MONCHBIM.

Tax ®aw upu soccradopmenun coepmnenus (1) Gop[*Hlrunpupom marpus
He ypaercs momyynth | 5" JuyRIeossl ¢ BRICORON MOMAPHOU PagHOaKTHB-
HOCTBIO, OLULH TIPeIIPMHATEL TIOIMBITKH BOCCTANOBICHHSI JTHX IIPOU3BOJHBIX
rasoobpasusiv TprrHeM ¥, M3 auwreparypHbix JAHHLIX CTEAYeT, YTO JUIT BOC-
CTAHOBIOHUA ANLASTHINBIX TPYIIIT BOJOPOIOM HEOOXONHMO MCITONB30BATH Ka-
TATU3ATOPHl, XapawrTepH3yIouitecs HU3Ko{ dHepruedl CBAZH BOXOPOX — MeTAJIN
[9]. B mameit pagore, Tar ske wak uw 8 [8], muA oroil nesmr 6L HCONL3OBAH
erejgerauii Ni Penes, ornocanyumiics R 4HCIY TAKHX KaTaiusartopos. [Tpu atom
VCTAHOBIEHO, UTO THAPUPOBAHHE D -aabaernjgon PuOOHYRICO3UA0B Ha CREIT-
#oM Ni COMPOBOANACTCH 00Pa3OBAIIEM HUREILCONECPMMAILIX KOMITIEKCOB, KO-
TOphIe B cayuae mypumosbix mpoussominix (la) wm (I6) spaarorest mpamri-
CECKH CIHMHCTBOHHBIMI IPOAYRTAMI PEAKINM, HTO TCKIIOUYACT BOZMOKHOCTE
TONYUEHHS HTIM METONOM MEUEIHbIX TPITIEM ajenosnua u ryamosunua, [Ipu

* PIMeeTcs 1puAeD HCMoNBL3OBANNS NOJOOHOU CXEeMbL CHHTe3a B DSIAY HE30KCHIYRIE0-
3uA08: mIA moxyvenws [5-AH]ToMugmna MPOBOXINIL BOCCTAHOBIEHNE 3 -aMOTHNTHMIIHHE-
S-ampperppa [8].
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BOCCTAHOBNEHHY e anbjersya ypuaunea (Is) sror moboumblil npomece Menee
BRIDAGKEH * 1 1I0CTC XPOMATOTPA@HUECKOTO OTHCIEIHST TIPO;IVETA BOCCTAHOR-
JACUMA OT HUKENHCOJIEPIRAIEr0 KOMIUICKCA M ITOCHELYIOIEro CHATHA HW30LpO-
mmerosoft  damuTer 6nLr Bhigenen ¢ Beixomom 30—40% [5-°H |ypmmun,
MOJAPHAS — PAfUMOanIMBIOCT,  KoToporo  cocrasisiaa  370—740 TBr/mone
(10—20 wKu/soms).

Pacromaras moxywenusin rariny 06pasom sercoroartusuey [0 -"H ] ypumm-
HOM, MBI paszpaborani anauMariIecRii Mero cunresa jipyrix [5'-*H]ayrneo-
3JI0B, OCHOBAHHLI HA PEARIIIL PUHOIUIHPOBAUNA COOTBETCTBYIOLLTX A30T-
CONEPIRATNY TeTEePOLHKIMUECKIX OCHOBATUIIT TP Henoanzosanmu |5 -"H ypu-
HIHA B KAUECTBE JOHOPA MEUEHOro PHOO3HILIIOT0 0CTaTRa:

Ura[5'-"H ]Rib+Base==Base [5'-*H |Rib+Ura.

Peaxkumio xaramusuposaim jgofasiennerr npemnaparta mewrosuirpamchepas
(nyrmeosupdochopunas, KD 2.4.2.1—-6) Escherichia coli. Pawee amamormu-
HbHIC CHHTESLL LUIPOKO TIPUMCHANICE A MOTYYCHUS MCUYCHLIX HYKJICOSIOB,
HCXOMA M3 COOTBOTCTRYIONUUIX Meuwenpix ocrosanmit [ 11 ].

Jloma  onpejenenys  ONTHMANLHLIX  YCAOBMIT  DIIBHMATHIOCRUN CHITC30R
[5°-*H Jagenosuna 11 [5'-*H ]ryanosnua Obia HEc/e[0Bala KHHETHRA PHOOIM-
JNUPOBAUMS afiellilra I I'Yauuga UPH PasiuuylbiX COOTHOWCHHAX AOHOD — Ak~
HenTop, Hpu pasauduoM KoJiruecrse GEpMeHTHOrO lpernapara, UpH HCI0Ab30-
BaHun pasauunnix Oydepos uw passuveerx pH (radm. 2 w 3). Kawk sugno was
rabn. 2, upu mpopenenwn cuntesa [5'-°H]agenosuna » ¢oedarnom dydepe
(0,00 M, pH 7,4) 1 sKBUMOJAPHOM COOTHOUIEHMIT HOHOD — aKIENTOP RLIXO/{
[5'-"H Jagenosuma Bo3pactaeT ¢ yBEJAMUEHHEM BPEMENY UBKYOalll, JOCTHraA
MAKCHMaNLHOTO sHAaueHus uepes 2—2.0 q. YpeiaHuenie wouuedrpanuy Qep-
MEHTa BeJeT K VBeMIUEHHIO BHINONA AHEHO3HHA, OMHAKO NPH 3TOM BOSPACTAeT
BEPOATHOCTL BHCCCHIA B UHRYOAMHONHYIO CMECH 9KZ0TEHHOI0 MaTepuala, Yto
MOMKET BLIZBATL CHIGREITHE MOJADUOH DaJIMOARTHBHOCTH LEJIEBOr0 IPOIYKTA.
TMpyur  yBeauuemmr COOTHOLICHIN &JeHud — YPUANH  MakCHMAALHBIH  BBHIXO[
HYKJIE03u/1a focturactes 3a tosee koporkoe spens (~30 airu) war B doedar-
oM, rax u B rpuc-HCI-Oydepe, npruem 8 rpuc-HCl-6ydepe Boixog azenosu-
ma npuaepro a 15% sounre, vem 1 gocharuo.

M3 pamupix tabx. 3 creaver, yro, KAk W B CAyYIae afenosnHa, TPy IIo-
JIYYEHII Ty auo3Iiia BLIXO BO3PACTAECT ¢ YBeNaeHieM KoJiyecrBa depMenTa,
C YBGJIHUEHHCM COOTHOLIEHHS akNenTop — A0HOP; 113 ICI0IL30BaAHNBIY Oyde-
pos ayummM tarme asagerca rpuc-HCL Cyrecrsenuoe oramuie cocrouT B
TOM, 4TO [UIA JOCTINANEHMA BLICOKIX BbIxogon [H -"Hlryamosimua ueofxosumo
HCIONL30BATL Oy (hep 3HAUNTENABNO DOALIICH KOHUEHTPALNI; KPOMEe TOro, 1H3-33
HUBROIT PACTBOPIAOCTII TYAHUHA HEBOZMOMAIO NPIUMEHATL BBICOLHE COOTHOLIC-
HUST TYAHMH — Y P,

Ha ocHoBamImI mpuBeCUILIN PE3YIbTATOB OLUIM MOM0O0PaHEl COCTABEL IIII-
KYBALMOHHBIX cMecell, TP HCmoNb3oBaHMN KOTOpbIx BeIxOXs [O-"H Jryanosi-
va 1 [5'-*H]aneunosina cocrasmsin coorsercrsenro 60—70 m 45-50%. Ma-
Iapeag pagmoaktusnoct, npojykros (Illa) o (I110) mpm meuonnsosamuu jo-
wopa ([5'-“H]ypuanma) ¢ Ay, 740 TBr/vons (20 wHu/mons) cocranuana
550 w 370 TBr/atoan (15 1 10 kHit/a0irs) coorseTcTBEIIAO.

Onmoit m3 HAIOONEe BEPOATIBIN IIPHYME CHIKEHIA MOUAPUHOU PajHoar-
THBHOCTH IIPOJYKTOB PEARIINl OTHOCKTEeNbHO mexojuoro [H'-Hlypimmra ao-
FET COYRHTL HAMTUNE LYKJICOTIIIHOIO MATepana B HCIIOMb3yeMOM (DepMenT-
moM npemapate. HalaogaBLuascs HaMm awrU0aTHOCTL MEJR/Y MOJAPHOU pa-
HuUoaRTHBHOCTEIO [D'-"H |HyKI€03ua08 ¢ KOIHYECTBOM WCIOIL3YEMOIO B X
cuETe3e epMenTa ABIIETCH KOCBEHIbIM II0JTBEDAICHUEM HTOLO TPEANo10-
memuA. [{poMe TOro, TpH KOUTPOMLHON WHRYDAIHM COOTBETCTBYIOMETO KO-
wectBa hepyenrta B Gydepe It OCIEAYIOMEM PAa3AeMeHMII CMeCH Ha cedaler-
ce G-10 B saoare OBLIT OOHapy KeHH HEPALMOARKTHBHDLIE AJCHOSHMH U Tyaro-
3IIE B KONHMYECTBAX, MOCTATOUHBIX MIf OODLACHEMHS BEeJIMUYHHbLL 3aHNKEHIA

* JTOT PesyNbTAT COMIACYeTCH ¢ HBBECTHEN (AaKTOM, YTO THPHMUNITHOBLIT aTOM
430Ta N-3 KOODREHMPYET ¢ Meradlasu crabee, wem nMmupgasonpuwri atom N-7 mypuso-
BEIX HyRIcosngos [10].
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Tabauya 2

Bauauue yeaopnii aH3MMATHYECKOrO PAGOZMIMPOBAHMS aJeHNHA B PCAKIHY
¢ YPHINHOM HA BBIXON aXEHO3WHA

Bydep

ANeHuH/

/ypupund,
MOJEL/MOIB

KHonuvecrno
depmenTa, Mr

Bpenst MIKy-
Barm, 4

Berxon?,

%

bocharnstii, 0,05 M,
pH 74

Tpue-HCI, 0,05 M,
pl 7,4

2 3BeagOUKOR 0GO3HAUEH MEUYSHHBIM TPUTHEM KOMIOHEHT.

—— —
® %

ocououo

40
4,0

6 BpIXOD OonpeueseH no OTHOMICHIHNO K YPHIUHY,

B

CODNAE OO OO o s 08 008 NI
2

lUTLﬂ.OO:ﬂlO\gOOU‘[\'J

T

39
47
41
38

14

34
33
34
29
31
36
47
37
45
41

70
o7

46

Tabauya 3

BiansHue yenoBuii SH3NMATHYECKOr0 PHOO3HINPOBAHUS FYAaHHHA B
PEAKOHH ¢ YPHAMHOM HA BHIXOX TYAHO3HHA

Iyauuu/ . Boxon®
Fytes prowt, | Jionumecnuo | Dngun - | Bron
MOJI B/ MOAL !
Rakopnaarupiii, 0,05 M
pH 74 1:1 2.0 0,3—24 0
pH 5.0 {1 2.5 4 2
Cynmisarueii, 0,5 M
pli 5.0 (I 2.5 4 13
%2 3.0 5 12
«Docharupnii, pH 7.4
0.1 M o1 2.0 0,3—-24 0
0.2 M 11 2.0 4 2
0,5 M 1:1 2,0 4 10
Tpue-HCI, 0,05 A
pH 7.4 1] 2.0 0,324 0
Tpre-HCL 05 M
pH 9,0 02 2.0 ) 32
02 40 5 47
12 7,0 B 75
V2 10,0 d 93
2 3,0 5 3
S| 2.6 b 50
o 3.0 5) 70
. 1,0 5] 13

2 3Be3A0UKOI 0003HAYEH MeUYEMHDLIH TPHTHEM KOMITOHENT.

G BLixon ODPCAe et 110 OTHOWEHINO K YDRUWAMHY.



MOJIADHON pagmoaRTuBHocT!l HeaesblX [5'-"T JUyKIe03U0B OTHOCHTENLHO MC-
xopmoro [5'-°H Jypummma.

Dua ypamenus npuseceit mavu 6pira npopegesa MAMOBIIM3alUA HYRIEO~
sundochopunas B nmogmarpurampgeorm vexe [12]. Hpu wmenonbzosauny Ta-
ROro (epmenta B cumress |[5'-*H|HYKIEO3MIOB CKOPOCTL peAaKIMI BaMETHG
VMEHDLIIAZAChL M WA JOCTHKEHHSA IPHMEDPHO TEX K€ BLIXOLOB MEYEHBIX
HYRJICO3UTOR, 9T0 U ¢ HeMMMOOHIAII308adHbIM (EPMEHTOM, OTPefoBAIOCh 3Ha—
YUTeNBHO YBeanunTh ppems peawuur (~70 u). Ilpu avom MonsipHbe pagimo-
axTuBEoCTH [5'-"H |HYKIE03HZ0B H MCXOMHOrO NOHOPA MEUeHOoro pudoalorc
octarra ObLIM PABHEL

B amamornyHeIX YCHIOBHAX OBLIM HPOBEAEHLI HHIMMATHUECKHE CHHTE3bI
MHOTOKDATHO MEUENHBIX TPHTHEM HYKIEO3HJOB, UCXOAA H3 MeUeHOTo JoHOpa
[5°H]ypugnsa @ coorBercTsyloInmx Meuenblx ocrosawnii ([2,8-°H ]amennna,
[8-*H]ryamuma u [5,6-I]ypanmua). Ilpn a1oM MOAApHBIE PaITOARTHBHOCTII
mocturanm jura afemosuma # ypupuaa 1850 Thx/monn (50 wHn/moms), a masn
ryamoznra 1100 TBr/mons (30 xHu/moms).

IRCIMEePHMEHTATbHAA YACTD

Menonnzosausr aperosww, ypupus, ryanozuy (Reanal, BHP), muuuxxorerciirapdo-
maovuy  (Floka, Iseitmapus), Gopruppmyx marpus (Merck, OPT), [28-*Hlancmm
(Ayox 1100 TBr/mois), [8-Hlryarun (duon 370 TBr/ymouas), [56-H]ypamr  (dsoxn
1100 TBx/moas) (Bf/O «HMsoron», CCCP), Gop[*H]lrnmpug wmarpus («Mzorom», CCCP;
NEN, CIIA, u npuroToBieHEubil B HacTosuleil pabore), upenapar uyrueosuapocdopinas
(HUKTH BAB, Bepack). ¥Yneubsas axTuBuocts gepmenta cocrasiana 0,15 ef. art./ar *,
Umvodunnzanuio uykaeosundocdopmias B IONHARPHIAMMARONM Iede HPOBOAMIM TO Me-
ropure [12]. PagnoXisiryeckyio 9iceToTy MPOIYRTOB ONPENCTAI MeTOM0M TOHKOCIOTHOM
pajpuoxpomarorpadrm ua cuaydoac UV-254 (Kavalier, HCCP) B cucreae pacTBOputeiseii
H30NPONMIOBEIIL ¢cnupT — aMyMuak — Bojga (7 :1:2) (cucrema A).

Bop[*Hleudpud narpus. B arsocdepe cyxoro reis 5—6 Mr 0Oprujpufa AaTPHA B
uzobyrunayunosor pacrsope (0.0 wMu) HaHOCHIN HA HMKREICBYIO QOIbry YSITIOM [0I0-
mwagelo ~120 aum® Ifocne ynademus nwzodyrunamuua npu 50—100° C doasry momermati
B armocdepy razoobpasioro rpuris 925—1110 TBr (25-30 Kn) w meygepausann 9—10 ¢
npu 350—390° C. Mevennptit rpstieyM GOPrUJPHI HATPHI DKCTPATMPOBAJIH W06V THIAME-
moyM (2 paza mo 1 aa), pacrTBOpUTCSh YHANANHE AuO0PHIALHOL CYLUKOM, C€yXOil 0CTaTOKR
pactBopanyu 8 2 aa 0.1 M NaOH. Pactsop comepmran 2—4 mr (37-192 By, 1-52 Ku)
[*H]NaBH, ¢ A, 1850-2220 TBr/mons (50—60 wHm/smous). Cogcpmannme OOPrHApPHT&
B PacTsope OUPEACHIIU ClIeRTPOPOTOMERTPHUCCKE ¢ WOMOLLBI0 2,4, 6-TpuunTpoben3oncyis-
dormcmornr [13].

PajnoxuMuaecKyio THCTOTY MEUEHOTO OOPrHApHAA OHNPECIANM XPOMATOrpaduuecKn
na maacrunax Jlogedon (Kavalier, YCCP), amoenr -- maodyruaamun, R; 0,74

Tlust yerpanenust apreda)kToB. BBI3BAHHBIX XUMHYCCKAM B3aMMOJCHCTBHEM MEHKPOKO-
Jmaecers papgmoarturoro [SHIINaBH, ¢ kapboHuAbHLIME TPyHHIAMI XpoMarTorpaduaeccro-
ro copGenTa, Ha cTAPT M HA paccTOAHHM 1 CM Bhlllie CTApTa Mepel HAHECCHHEM DaInoax-
THBHOIO HpenapaTa NHAaHOCHTCs TATHA Hepajnoaktupuoro doprujppmpa martpus. Hepamuo-
ARTUBHBIT OOPLUAPHI HATPHA B TIPEAOKEHHON cucTeMe MOKeT OBITH MPOSBIEH IXIpH
onpbickrBanuy xpomarorpart 0,02%-ubiM  PACTBOPOM KPHCTANANTIECKOTO (DHOIETOBOIO
(6exoe aATHO Ha ProneTosoM Qoue).

KoppextuocTs 1CHONb3OBAHHBIX AHANNTHICCKNX MCTOAHK TOATBePFKICHA II3MEpCIiL-
e pagoARTUBROCTH KOMAMepUCCKRX mpenaparos [*H]NaBH,. ‘

2,8-0-Hzonponuauden-3-D-pubo-nenraduanvdo-1,4-pypanosuseyanun ([6), 2'.3-0-
Wsonporrmnuacuryamosan (180 Mr) pacTBOpAM B cMecH TLWATeALHO OCYIIEHHBIX RuMe-
Tugcynbdorcuna (2,5 wma), Gemsoma (2 ama), mmprpuna (0,04 Mma) w rpudTOpYRCyCUOIT
wueaorsr (0,02 Mu), a sareM OPH MOCTENCINIOM IepeMeIInBaHuy J00aBIANN NHIURIO-
rexcanxaptoguumuy (310 mr). Peaxmuio nmpopopmmny upw 20°C NpH TepeMeUINBAHHK B
reucrue O 4. OT@IIBTPOBBIBANI BLINABIIYIO JAIOAKIONEKCATMOTEBANY, K (DUILTPATY M0-
Sapasior 0,2 max 1 M HCl Beimasuiuil ocagox oTHUILTPOBLIBANM, PACTBOP HeHTpanmsona-
JIN TeOublo W yHapuBadu B Bakyyse upn 55—60° C mo cwpona jxenrtoro msera. Kpuceran-
ausanuio npoxykra nposomman ud 10 azux srnmanerara. Ocafiork OT(HUABTPOBBIBAIM U CY-
AR B BakyyMe. B KadecTBewHOH PearuiM HA aNbAErHIHYIO IpPynmny ¢ 2,4-gauTpothe-
HUATHAPABHHOM TONYYeH raapasos ¢ 1. mi. 197—-199° C, mMelomuit 8 YD-cuexTpe ABa
XapaKTepHbIX MaKkcuMyMa rorvoutenns (256 u 385 mM).

TIponasopmsie (Ia) w (IB) DOAydYaswm QWAJTOTMIHO NO METOXWKAM [3,4].

Boccranogaenue anvdecudos nyraeosudos Gop[3H]eudpudom narpua. PacTBOpALR
5-6 Mr coorsercteylomero 5’-anbmernpa (I) B 0,5 mx oranmowa, pH pacrsopa noBommmu
¢ nomompio 0.1 M NaOH mo 8-9, pacrsop mobasiusim  0,3~0,4 mr [PH]NaBH, u Brrgep-
swusarg npm 20°C 1 a. o oxomwammu pearxumu cMech noirueaaaw 0,4 M HCl mo pH
1—2 n qepes 5—10 muu meitrparmsoparn 0,1 M NaOH po pH 6-7. PacToputens ypams-

¥ 3a eQHIMIY ARTHBHOCTY TNPHHATO KOINUECTBO (epienTa, KOTOPOe KATANHBHPYET

ofpazosarme 1 MRMOJL HE30KCHAJEN031Ha B3 ajleENHa 3a & MuH npu 37° C.
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AN B BARYYMC 1T CHUMAIIL NB0NPOIULUIICHOBYTO 3aluly HarpesamiteM MNPOAYKTA BOCCTa-
aopaem (ITa i 1I8) ¢ yxeycuoit rucnoroil. Ounerry 1 obeccoausanue [5'-3H]uyrneosn-
1OL UPoBOALAN Ha roaonke ¢ cedajgercom G-10 (50 ax) npu sniompoBammu Bomoii [14].

Boceranvsaenue § -wavldezudos nyracodudoe 203000pasivipy TPUTUEH, PeARNIO TIPO-
BOJUIHN nla ¢ReIernom  Ni, OpHroToBNCHIoa 1o wmeroay [8]. Boccramosmexue Bean B
worcarre npu pandaeme rpotis {00—120 wlla g rewenne 6-7 9. ITo oxoHTAWNH Pearuu
OTACMHANI KATAHBAT0D 11 U30UNOUIMNILeR0BYIO 3amqnTy yHananu 20% yRCyCHOH KuCIOo-
roif mpr 90-95°C ® rewenuye 65-70 mum. Ilonyuenuse %5’—31{]1—13/}{11@031[;[51 BBIJEISIIH C
LOMOMLI0 XpoMaTorpadhun na nosonge ¢ cedajckcor G-10 (310eaT — BOJA) MK TOHKO-
CAOHHOM XpoMarorpadneil e cuaydoie UV-254 B circTene A,

Inaumaruveckue cunresw (3 -Hlnynaeosudoe ([l1a)—(L{I¢). Cumres [5-*H]apmeno-
BINA ¢ HONODIRIO HeINNMOGHAN308atn0r0 epMenTHoro 1pernapara nyriaeosundochopuraz
HPOBOMMIT B HERYOANUOHIONH ciech, cogepaiaitei 0.5 vryous [5-FH | yprmimda, 3,5 MRMOIL
ageinna, 1 mr depseura (0,15 e axt) 8 0,4 ar rpue-HCl-6ydepa (0,05 M, pH 7,4) npu
382 C B Tevenue 30 arm; cunresd [57-3L1]ryauosnna — B excerr 0,5 nrmonb [5'-*H]ypupmna,
1 amnvois ryamana, 3 mr gepaenra (0,45 ex. awr) B 0,1 aar rpuc-HCl-Gydepa (05 M,
pH 9,0) npu 38°C B teweriie 5 y. Ilocre TepMIideckoil Ae3artnpamuy epiMenta m OTHe-
Jgemst Geara Gunprpopamued [5-2H]HYKICOBHAB BBILMIIIL KAk OIHCAHO BHIIe.

pu wcroanzopanmn HMMOGIMzoBauiore gepymenta B cuntese [5'-°Hlagenosnra
uHRYGaHona cMech comepskana 0,5 amrnmoas [5'-°H]ypumuia, 3.5 MEMOIB agenmHa,
400 amr depmenrnoro npemnapata 8 0,1 aa rpuc-HCI-Oydepa (0,05 M, pH 7,5); uwakybarnio
rposopman 1pi 38° G B rewenve 8—9 u. Ipa cinrese [5'-*H]ryanosnua nuydanuondyo
ayveen, copepmauryio 0,5 arraourn [5°-II]ypiuma. 1 amyons ryaunna nm 500 ar gepment-
woro npenapara B 1 o rpue-HCI-Oydepa (0.5 M, ptl 9,0). seyepmusann npw 38° G
B rewenne 70 4. 1lo OROBMAHINL PEAROMI  IIMMOOUNNI3OBAUNLIT  DepasenT  OTles
hunpTpanueil 1 asinessug [5°-*H | nyraeos aet.
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CHEMICAL AND ENZYMATIC SYNTHESIS OF [3-*HINUCLEOSIDES

AKULOV G, P., KAMINSKI Yu. L., SHESTAKOV A, D, KAJUMOV V, G,
CHERNYSHOVA L. I, PATOXKINA N, A,

V.G. Khiopin Radium Institute, Leningrad

Chemical and enzymalic syntheses of [3-*IT]adenosine, [5-*H]guanosine, and
15-*H Juridine have been developed. The reduction of B-D-ribo-pentadialdo-1,/i-furanosyl
derivatives of corresponding bases is used in the chemical synthesis. The maximum mo-
lar activily ol the Jabelled products was 220 TBk/mol in reactions with [*H]NaBH, and
B370--740 TBk/mol in rcaclions willl gaseous (ritium. The enzymalic synthesis was per-
formed by the rebosylation of heterocyclic bases wilh nucleoside phosphorylase and
[5-*H]uridine as a ribosyl donor. Nucleoside phosphorylase is proposed to be used in
the immobilized form to avoid the decrease of molar aclivily. Nucleosides labelled with
tritium both in ribosyl and hclerocyclic moleties were synthesised enzymatically.
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