COH03 COBETCHHMX
COLMASIMCTHUHECHINX
PECTIYBH

"OCYAAPCTBEHHLIM HOMUTET
No UBOBPETEHUAM U OTHPLITUAM
nPU MMHT CcoP

(51)5

ugiss;luj(nl’ i'f;5355§5f3 l Jl\ 1

C 07 H 19/12

OMUCAHUE UBOBPETEHUA

H ABTOPCHOMY CBUAETENLCTBY

(21) 4632074/04
(22) 05.01,89
(46) 07,02,91, Bin, ¥ 5
(71) MHCTHTYT MonexynspHoit Suonorum
u redHetHkn AH YCCP
(72) A.C. Wanamai, C.C, Orusuuk,
H.B, Anexceera y B,C. I'oHuapeHKo
{53) 547.955.07(088.8)
(56) Natenr OPI" ¥ 2122991,
wi. C 07 H 19/06, 1982,
ABTopckoe cBHpeTenkcTBo CCCP
I 175483, xn, C 07 H 12/10, 1965,
Vorbruggen H,, Bennua B, Nucleoside
synthesis XXV, "A new simplified nuc-
leoside syntheeis", - Chem, Ber,,
Bd. 114, ¥ 4, s, 1279-1286.

(54) CIOCOB MONYYEHWS 6-A3ALUTHIHHA

2
(57) Msobperenne racaeTcsa NPOHU3BOMHMIX
CaxapoB, B YACTHOCTH NoiiyueHusn bG-asa-
HTHOIHNE ~ aHTHBHPYCHOI'C #i NpOTHBO-
pnyxonesoro npenapara, Uens - ynemes-
JIeHue M ynpomenHe npouecca. llocnenHui
Be/IyT Peaxuueil aMMHIIPOBAHHA TpHauera-
Ta 4—THO—-b—-as3aypUAMHA [hanyqeuuoro
riHKosHIHpoBaHHeM 4—Ttmo—b—-asaypampa
TerpaaleraToM puGodypaHossl B MPpUCYT-
CTBHH CHIIHJIMPYWIMX areHToB — TpHMe-
THNXIOPCHAAaHa K reKcaMmeTwigdcanasasa,
u 1,2-1,4 sxe(mons/mMons) Terpaxiopuna
wioBa B cpejle 3TAHONE C NOCITENYIWHM
O—-1e3alHNAPOBANMEM aNKOroNATA HATPHR
B cpene sonHoro 507Z-Horo aranona, B
3TOM cilyuyae npoHece BeAYyT H3 NemeBoro
H MOCTYNHOro b—asaypauuiia ¢ NoinyuyeHHeM
LHenesoro MPOAYKTa ¢ BHIXOoOM 167,

HsobpeTenne gorHoocHMTCH K Guooprann-—
YEeCKOH XMMMH M KacaeTcd paspaborTku
criocoba nonyuenus 6-asamMTHOMHA - aH-
THBHPYCHOr'O H MNMpOTHBOONYXOJIEBOI'o
aredra,

lenb H3obperenus — ynpoueHHe u yne-
weBleHHe rpouecca.

HpumMep |, CuHTEe3s b6-aszauuTHaH-
Ha.

K emecu 14,9 r (0,1 Mons) 4=THo-6-
—asaypamna ¥ 41,3 r (0,13 Monn) Ter-
paauneTHAPHGOMYpaHO3sl B | 1 abconoTHO—-
TO alleTOHUTpHNa npunusaklT 18 M1 rex-
caMeTHngHcHnasaHa, 35 M TpHMe THiI=
xnopcunada 1 18 mn (0,135 Mons) Ter-—
paxnopHga osioBa, CMech TNepeMemdBaioT
3 u (ko”rpone TCX), 3aTeMm pa3bGaBnsiT

raHuYeckKy¥ CcIoH OoTpenfioT, npoMsuBawT
HACHIEHHLM pacTBopoM NaHCO, (2x150 mn),
Boort (2x100 mn), cymar maj Na,S50,

H ynapiBawT B BakyyMe nocyxa., Qcratox
pacteopanT B8 50 mn xnopodopma, pacT-
BOD QHMNLTPYIOT uYepes ool HHaKTHBHpO=
BAHHOrQ cHNMKarends, ¢@iabTpatr ynapHBa-
ioT jocyxa, MacnooGpasHeH OCTATOK TPH~
aneraTa 4-tHo-b6-a3ypHOHHA pPACTBOPAKT
B 300 Mn cyXoro TexHMHecKoro srtaxona
H B KHMAMNMI pacTBOpP NPONycKawT TOK
aMMpaxa B Teuexue 3,5 u (xoHTpOns
TCX) . 3arem pacTsop pasbarenswT 300 Mn
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BOMbI, OXMaXgawT [0 0°C u nponyckanr |
amMpak B Teuende 1,3 4, PeaKUMORHYW
cMect Bupepsupawr 20 u mpu 20°C, Ioc-
e ymapHBAHHA PACTBOPHTENA 0CTaTOoK

500 mn xnopodopma u 200 mn soppl. Op- KPHCTAINIH3YIOT H3 BOAHOrO 3TaKONA. B
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xon b-asammmuguua 18,5 r (767%);
r.nn, 216-218°C (yureparypHne gauHpe
v, 216-217°C). XpomaTorpapuueckasn
nogBuAHOCTE Ry 0,44 (cunydon UV-254; 5
cHucTeMa GyTaHoOn!yKcycHag KHcIoTa!
Bona (5:2:3),
Ha#imeno, %: C 39,3; H 4,1;
CgH 1 N4 0g, 10
Beumcneno, 7Z: C 39,23 H 4,23
N 23,0,
Yo-cnektp (aranon): N yage 264 HM
(E 7880), :

IIMP-cnexTp (D20/DCC-BHYTD.)6 g 15
Mlni: 6'1 111' (JH"H’_E 2,5 Pu); 7,6 C|
(Hs)l

Il puMep 2. CHETes 6—asanuTHmH-~
Ha,

CHHTe3 NPOBOAAT aHaIOrH4YHO npHMe— 20
py 1, #o 16,6 mn (0,12 mons) Terpa-
XJIOPHAA OIIOB2 BEORAT B DeakiHio OBYMA
nopuusaMH uepes 1 u, llociie BLOlOIIHEHMSA
BCex onepamuit nonyuawnr 18,06 r (74%)
6-asaimTumHa, 25

IpuMmep 3. CHuuTes Tpuauerara
4=~THO~6-a3aypHOHHE .

CHHTe3 NPOBOAAT AHANOTHYHO MNpHMe—
Py 1, HO cHPOH AUUNHEYKIeOo3HD OuYHmAlT
KONOHOYHOH xXpoMaTorpabueft Ha cunuka— 30
renie (3moeHT - cMech xmopodopM:sTa-
Hon = 15:1). Bmxopm Tpuamerara 4-THOo—
-6-asaypumuua 30,88 r (87%). llena,
XpoMaTorpabuieckas NMOABHXHOCTHL Ry
0,92 (cunypon UV~254; xnopobdopm:sra- 35
Hot = 15:1).,

Ha#tneno, 4: C 49,73 H 5,1;
N 12,2,

C 14}{{1 NgOaS.

Buumcniero, %: C 49,6; H 5,03 40
N 12,4,

Npumep4, CHures rpHauerara
4-Tit0-6—as aypUHHA .

CHHTE@3 BHINOMHAT aHAJIOrHYHO IpHMe-—
py 1, HO B KOHOeHcauumio cpasy BBOOAT 45
16,6 Mn (0,12 Mons) TeTpaxnopuma ono-
Ba. AUMIHYKIIEO03HE BHAENROT K&K B [IpH-
Mepe 3, Bsxonm Tpuauerara 4-Tuo-6-~asza-
ypHuEa cocrasnsetr 27,42 r (80%),

Mpumep 5. Cuures 4-tHo-b6~asa- g
ypaimia,

PenakTop H. JlepBak

Cvecwr 6-azaypaymna (40,68 r;

0,36 Mone) u cynbduaa gocdopa (158,4 r;
0,33 Mons) B | 1 CYXOro gMOKcaHa npH
nepeMemdBarun KHnmATAT 2 4 (KoHTpoOnb
TCX) . CPUIbLTPYWT, QUIBLTPAT yHNapHBAaWT
JocyxXa, OCTATOK KPHCTAIUIM3YIOT M3
aTaHona, Buxonm 4-THo-6-asaypauuna

42 r (98%), v.mn. 221-224°C,

Cnocob6 nonyueHusa 6-a3zaluTHOMHA OC—
HOBaH Ha YNPOMEHHOM TpexcTaguiHOM CHH-
Tege, NIpPHYyeM NpOBOfMMble ONepayHH He
TpebyioT OOPOrOoCTOAMEro U CIOXHOIO
ofopynoBaHusa H anmnaparypsl, 3HaYHTelb-
HBIX 9HEpreTHYeCKWX saTpar. B xauecTse
MCXOMAHOTQ CHIDBA MNPHMEHAEeTCH OOoC TYMHbL
6-azaypamui. HcTOUHHKOM ero sBHAKNTCA
NPOMBIUIEHHBE NPOM3BONCTBA WIH CHHTe3
U3 ceMmHKapfasunga B xnopanb-ruppara,
IIna nonydeHus NDOMEXYTOYHOro TpHaue-
rara 4-THo-asaypHUIHHA MOTYT GHTH NpH-—
MeHeHbl BCce XMMHYecKHe peakKTHBbl, Bhl-
nyckaemsie npoMbiuieHHocTso, Hambonee
[OPOTHM PeakKTHBOM SBIAETCHA TeTpaauneTar
pHbBOGYpaHO3Ll, IOJIYYAEMEIL B (5334184
cTagulw auMaonIM30oM ryaHosuHa, Crou-
MOCT®: H—a3auuTHAHHA [0 RpeRiaraeMoMy
crocoby cocraBnaeT okono 4,2 Tee.py6./xr,
YTO 3HAUMHTEJIbHO JemeBle, YeM IIPH CHH-
Tesax ¢ NpHMeHeHHeM B KadecTBe Hcxon-
HOro cuphks 6-aszaypumuHa,
popMynta H3obpeTeHHHd _

Crnioco6 monyuyeHHa O-asaluTHOMHA My=—
TeM aMumMpoBamMa ammuakoM mpu 100°C
Tpu-0-anun-4-THo-b~asaypuauHa c noc-
negyiomM D-ae3aniMpPOBAHHEM anKorona=
TOM HATPHA AUMIMPOBAHHOTO NMPOH3ROAHO—-
ro 4-tHo-6-azaypauuna, 0 T JJ H 4 a W~
mu#Hcun TeM, UTD, G LENBLI yNpome-
HHMA W y[emeB/feHHs npolecca, aMHHHDPO-
BaHHio B cpene 3TaHojid NOABEPraiT TPH-
anerar 4-tMo-b-aszaypujauHa, NonyyeH—
HbIH TIHKO3WNMpoOBaHUeM 4-THo-6—asaypa-
mana rterpaaneraroM pHbodypaHosm B
NPUHCYTCTBUM CHIWIIHPYIOUHMX AreHToB =
TPHMETH/IXIOPDCHNAHA H T'eKCaMeTHJIIHCHIa=
sana u 1,2-1,4 skBupanenra (mons/Mons)
TeTpaxjopHa oiloBa C noclienyiomuM cOB-—
MeleHHbHM Je3alMnmMpoBaHHeM B cpepe Bog-—
Horo 3U%-uoro sTaxona,

CocraButens H, ®enoceesna
Texpen A.KpaBuyk

KoppekTop U, Ypmein

3akas 260 Tupax 229
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