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WA . REIEIR IS S N TSR
BORIERH 1 T B4 2 W

(54) & BRATR

FH NG R IR NG TRAT £V B4 7 i
(57) &

ARG T —FF IR e R
VR85 71 AR B SR F —Fofe K 4k, Jl
TR Y pH AR (7] B R IR A v 7, A0 e A 2R
EF) 9% WKL F81. 2% & EIAF 99.5%,
ee [HRT 99%, LAAEH. WERBEMH TEEm
30%, A TERI 22— RAXRKHK L,
A BREE, &0 ROV BB & 7 A LU 4R
& BT Db A=,



CN 1951912 B m # E Kk P 1/1 5

Lo — M FHENR R S R I B AT AV i i 26 07 2%, HRREAE T 1% 7 TR A A S N2 N
AN VHE IR, BikE TR EI A2 0°C, AT IR IR IR, AR 5 IR SE G EhER &, 1y
pH3-5, 7E 0. 5=1 /NI PN RSN 1= 43 - (3— R AE NI ) Bik = iz b iR £k,
FEINSERT, F HPLC BREZ WS I, 24 S N #6023 IE 99 % i), REINN LR LB IR KARAL S
SNJGAE 0°CERAE T ORI 2-3 /NI, B0 8, /b & SRR DTED), SR G UIEY) T i 22
T HAF F R e R BRAT AL iR B TF- R SRR A 3- B 2 —2R-FR R IR TR
2R- PR AR EK 3- I T 2E —2R- RN IR -
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FERIMNEF ABRITEYRI 75

ARG -
[0001] A W Je 25 ML AR U AR e TR e 7 B IR AT A= i il 2% 7
o

B

[0002]  H aif [ pr o — A0 & mpUBg 25 MBI IE SR AN AT, 50T 2R- 32 6 P A
FTHED R, R — RBUE R FE G A LRSI T RS B — 2T
PSR E RN S T AT RR 2R S IeAL &) N- 4L —3- (s) — Fe B3R G I 5t
i (LR R S—C-mo1-NH2) il 45 A ASKIRRIR 3L RO 5 55 — 0 2R- F2 AR N IR AL 2%
H s 2R- 32 IR AT & R AT A4k, A BB 40 055 (inhibiturease Odake
S et al., chem. pharm. Bull. , 1992, 40, 2764-2768) Z5%&,

[0003] G T M\ 2R F2 AR IE R & Al 2R— J R JR PN R RG AT A= 1K) T3 T8 5 Ak 0 FR 2 T i
THED R G 2 — PG SO o R 5 M A 2 — i LAY S B, {H AR %

[0004]  [RIHAEE B i AW EAL, 84 DMF 91 3% H HOAT (1-hydroxyl-7—azabenzotria
zole) BySHIEATIRAL G R (HIEIN RS, 75 16 /NI, [B]IF BT DME 3 i, 78—l
Ot A2 wer R B, R R A B R 25 o 1 E R A S AL T AT EE R P IR K
7 | ee {HK.

ZAAA :

[0005] AR BH T B AR P B RLELAE T s il BIRAS 2 &b, vk — i s N A AR, S
Qb TR R T PR IR S B I B AT LR 2% T i

[0006] AR BAERME T —FhF MR NG TR NG IR AT AW I 1 4 T51%

[0007] A& B ¥ L AR5 vE SR A0 N 25 PO I DU SRR AR, BERE RAEIE 0°C, A F
MR SRR, SR G NN TR L 2R IR #h, Y1 pH3-5, 76 0. 5-1 /NP 42 RIS I 1- &
- ZHEAEENE) ik ZWHZERERE: (EDCD) , 7E 5T, A HPLC BRI WA, 24 e i
EEALARIR 99 % B, BN\ R .15 » LAIR KABEAL SN, R JG 7E 0°C 4 F T R4 2-3 /NI, B0
g, b B OB DUEY, RIGUTEY T S0 B2 TS IR R 2R AT AY .
[0008] Ak BH R —FPAEACHH H Ak, Y55 SO pH {H . [R]BS% AR G 8500, A i Ak R 04
2 99% X ZRILF] 81. 2% A EIAF] 99. 5%, ee AT 99%, LK hl. R IH FriE A
Tk E 30%, A TR S22 —,

BAEILHEAR

[0009]  SEJEfd]

[0010] ] IN- F4EZE —3- B0 0E —2R- 2 I — A BE%

[0011]  7E 2000L S N A, I\ 60L PY &M AT 400L 7K, ke T4 E1 % 0°C, i 3- ¥
PHE —2R- 2 FEL IR 35. 5kg (0. 2kmol) , Ff A RN TR IR 21 32kg (0. 2kmol) , FH 6N &

3
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S KT, VE pHA. 0-4. 5, £E 1 /PIFEAIINN 40kg 1- 2K —(3- — LG ILTA L) B
A =W R R 2k (EDCT) (0. 21kmol) , 7F 1- £.3& — (3— RGN ) Mifb — Wik Ehia2h
(EDCI) Jn5e i, HPLC BREF I, 24 S WAL AR IS B 99 %6 I, AL 140kg £ 18 L, LS
KA, PRI B 96 2 28, [ B R IR AE 0°C, pH ARFFAE 4. 0-4. 5, 0°C H il 2 /]
I, B O gE, D AR EEIR N A TR, 1974 48ke, R 85%, & & 99. 8%, ee
18 99. 9%,

[0012]  f3i] 2N- ¥4Ik —2R- R AR — TR & 1

[0013] AR L, &URIEEL A 2R- 32 FEL IR, brdll P M 95%, &5 99. 5%, ee fH
99.5% .

[0014] {51 3N- ¥4 —3- PR Tk —2R- R AL - NI

[0015]  #RAEE b, &G R A 3- FA T 2k —2R- B2 AL IR, ARl 4 90 %, & & 99. 6%,
ce {H 99. 8% .

[0016]  Z¥HfJ7i 70 HF HPLC Le 10ATVP  FHE/3HF LC1OATVP

[0017]  foit: C18 250X 4. 6m Astec chirobiotic v 250X 4. 6m
[oo18] P - 215nm 210nm

[0019]  VAshAH: FEE:/K 70 30  [ECkE: 4 55% : 45%
[0020]  VHLiH - 1.0ml/min 1. Oml/min.



