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1. — M= SULEERE L S PIM ik, Horh R Re s b 25 R 30 S5 E 0 B 1
V& F A FEVETR A B 6-O-1R-37 B FERE £ (7977,

2. MREESCRIESK 1| ik ik, Hep.

a. BTk 6-O-fR3 I REME 35 oM -6- CBRES . FERE-6- X IRAR . fEPE-6-
WIRHEE . EEFE-6- JEERRNE . RERE-6- K —RER. REME-o- AR MRS — a2
Fift

by FrdEWEIE—2L 6-O-LrRIP I ERAR, B (D —7fE4 /=L
WA I 7 VPR AR ) T 20000

3. MRIEBCRIESK 2 Frib iy ik, Hop.

av FTR T Z2Wm AR —F e 2 M A =EALRERE I 5L, B AL RS EX
FERBIT AN 7k, A

b. Frid @GO MRS EN, SR =8I
WL RN, UECEFLEREE,

4. WRIEAFNE R 3 Prd 7k, Forh Pk SR 77 V5 L3 K FE B el e
Y5 — MMM EAETIMA TR —MEEZ M TERMN, B

av VERETENLIE TR RENE S A S )RR N, B

by E=REBER 1,1,2- A LBFEET, BiES WARBEN RN, 5

c. JENE-6-T5 538 N [HCIC=N'R,]CI" 8 [HPOCLOC =N 'R,]CI'ff]
Vilsmeier A7 fY, HH R Ronkedt, Lk LIE.

5. MRBBRER 4 ke, HP e ir L O/ 2 H R BE R 1EH 23k
15 B EEE e s .

6+ MRIBEBHCFIE K 5 rid 7k, H BTkl el & a2 B H R EE ek
[ .

7. MIEARIE R 6 Frik ) ik, BFELER:

av FTE (D —¥WWEL GD —4 P~ FARERE I S o 3R45 1 T 200
E K -6- BBl AR EAL, Frid &AL RALE B B Vilsmeier 71
TR B AR B AL 4,

by WITARFIERITZE () MILEBAK pH 2K 6.5~7,
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cv KPR, () WLEWUWH M 6-O-trI 1 TGS £ LB, H
(D) BITKHS A b e EE b I BsEE . B8 B B R € 10 i) & B g%
i, DU P Bl A e B A A% P R ¥ BCE R P 8 S 78 BRE P I BB IR G 3E,
PIEFERL 25~30°C PR B2 08 I 18] LL5E Bl KT B8 K4 95% M0 2% 21
e,

d. AARHMERLE (o) KMITZWMAH —MABENHD P2 H
TGS,
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RN VR X LB RN

BEAR Ak

KRR T AR 1-6- Z 58 -1-6- i 8- B- Wi T bt -4- 5 -4- 1 48 - itk e
EIFEE (TBS) HIH 7 AH ing, SEAEFILRMNIEHREBH 6-O-(RiFHY
TGS HIE R 2 LB R M .

BREAR

MAFARFTTAEF 4,106 2SI (TGS) g F B2 A F il I
sk 8 1 i E AL e -6-B5 1Y) Vilsmeier-Haack 55> & Ak BE ¥ -6-H8 DL ik
6-Z W34, 1,6°-=FEFERE, FTiA Vilsmeier-Haack 7% A # 10 = &4
B FER. AEABERAR SRR o R EF B (DMF) K=
TR (tertiary amide) o Frid&AbR NG, fFHEEMES . EERIBHTEEE
W R RYIRLE pH 7.0~7.5. SRJEMEHES . #h. BREERIBIE S St
— S SRR pH FE AR 9.5 BURE & LMY 6-LBE3E-4, 10,6°- =S EFLEERE
R0/ 2 CEALTE R 4,1°,6° ZFCEFLRENE . X Pl = MRtk s B/ & LAk Y
AR R Y2 T E N ) pH b, X FE T KE DMF #7595,
KR BTN, AR AR RNV S BRI

FERAE AR FES, ZRNIEAYITEE CHAb SOV  R 88 T F 2106
B, X FET Y TGS B S B,

Eth, FHE--FARZEE DMF 28R £ LBLH 7% .

CAKRRBET —MuE, HAEARNEE DMF £ pH T 58 i e % 2B
1.

R\ARE

Palmer 25(1995)ZE £ [E £ F no. 5445951 C4RE T HEE £ LB B LA
) 2% BERE B 58 2 LB AT A, LR R ENE ER I B IS = B SO, AT
KBNS TP R BERERS, FReME1L TR BEREEE & S Bk B — Fh BB BB I 4H &
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LLre AR FE T B B A H AR & WG RERERT B, JF HInDlehr
KEMM S L LB EEGEY, TR L L S b R\ 5
(sucrose octaacylate) . FERHE-CELESARENE 7S BLREA A4

ST RENE IR B AT A AT R R BE (L 22 2Bt B v H e SRR IRIE

KA K AEH] % N T EH R FITGS #H 8 &4k = MY J5 3K 153 11 6-O- TR 37 Y
TGSHIEFE 2: LA . AT CLEAT A4 % B3 BTk i 2 0 A0 S R VR & 40 ) S it O
ABREANRT, EH-6-fE —MERFNRE GRS L28R, Frid
&AL 7 R T Mufti % (1983) 2 [E % Fllno 4380476 . Walkup %% (1990
No0.4980463). Jenner®:(1982)35[EH % Flno. 4,362,869, Tulley%(1989)3% [E & F]
no. 4,801,700, Rathbone%5(1989)3 [E % Fno. 4,826,962, BornemannZ¥(1992)
%% Fno. 5,141,860, NaviaZs(1996)3 [ % Flno. 5,498,709, Simpson (1989)
% [H % Fno. 4,889,928, Navia (1990)3 [E % Flno. 4,950,746 Neiditch5F(1991)
2 [ % Flno. 5,023,329, Walkup%%(1992) 5,089,608 Dordick%5(1992)% E % F|
no. 5,128,248, Khan%(1995)3 [H+% Fno. 5,440,026, Palmer(1995)3% EH % H|
no. 5,445,951, Sankey?%(1995)3 [ % Flno. 5,449,772, Sankey“¥(1995)%kH %
Flno. 5,470,969. NaviaZ5(1996)2 E % Fno. 5,498,709, Navia®¥(1996)%EH%
Fno. 5,530,106

T 6-O-1#47 1 TGS FIRF=4 5 B Ia sk &, Mtk &
P b B 4R K 15 R 0 T R L IAT AR £ Ol N . BT iER R
RN, FEFET O RN S SR R 9 A = e B AN 25 0 R OF IR I T BT id
WRI B R . EARKWEP, FEE AR RN G R RN
k. R, pH #IEEIMET 6.0, FEAKILEY) TGS 7t 6 fr{i1H BA 75
R . ZARARATES SRR EY T#ITZ 6 MHERY
(deblocking) - FAMAI—LES % CERE TR H AT 7R A B0 =AM e
FIFK B SAF THATIZE R

AR BARER T BRI HIRE 6 MLk OB RN, Hh, E=HEE
(FFER FEAR N K DMF) fFESRAGFIER, BREBEMR Z ORI 1%
. A% B TES AR R EA R R4 R st 5 30 (Blan2l TGS-6-Be i B —
WD BE SR BARES .
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b2 IR RN I R AT JE Y, TR B 1 2K AR B AR R Y S R
£t R T 25 SR Z AL S N H BV 2 8 Soedjak HS, Spradlin JE (1994).
Biocatalysis 11: 241-248; Therisod M, Klibanov AM (1986) J. Am. Chem. Soc.
108: 5638 — 5640 ; B. Cambou and A.M. Klibanov, J. Am. Chem. SOC,,
106,2687(1984); Kirpal S Bisht,Pure & Appl. Cbem., Vol. 68, No. 3, pp. 749-752,
1996; F.J. Ploul; , M.A. Crucesl, Biotechnology Letters 21: 635-639, 1999 Iz
HARIE .

TEAKRAT, NIRRT, fHEEIMIAT pH 2 6.5, R
WRIEET, EREESISH I B R AR b BT B PR N A, N
B | R B BAE 10%~40% wiv B84k 7 2 AR S Nkl = 2 Bk
B BRYA 10%~40%. KRR A RN 10~60n KBTI, i 16~
20h. it TLC Ml 6-O-{#F" 1 TGS F| TGS KIHR. WK% LEMLE,
R NHRES R SEM L AT HET TGS 4 8. ARG R R B B 5 VAS: feiz sy
21 TGS.

6-O-f3" 1) TGS 2 Z B A TGS B i F e B 2 B UKl ] LU LR
RIER B E E B 4 E BT, ZEBTE 58 2 LB S e g
e, XA I B R T LA RERI A . 0 s R A T LB B R D R RN )
AT LB 1% AL LA R AT LLEAT 6-O-fR47 1) TGS JRA7 % LBifk . XLl AT LA
EES MBS b, RS e i E AR T RNGR . SORA
IS BREEG . RN KE: SCEERERAEIESE, flnE Tz
BME (BIOVEARR T 4R, . BRE. ek, RRE. LT RS
I ARLL AR, BRE LN, PlnFEFac. EARE. A, A, B
B S R I B A

Rl Sk U5 o] LU I A SR s, NGRS YR, B
W Bacillus thermocatenulatusis, Pseudomonas aeruginosa “%; BRI, ian
Penicillium Roquefortii, Asperigillus niger, Asperigillus oryzae, Rhizopus niveus,
Candida rugosa, Rhizomucor miheii, Candida antartctica o,

TEFTR R B RS AERAIA, TGS FeYRH S T K. BrERE
Z A PR L T BEATH I8 pH SR &4 . AHE TR HERX
2% LB AR 4 R e M
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TETIR R B FE A, = Bk R 5 T rE MR . B R %
Z B R B 5L T RS 2000 pH SR 4. EILRARA KE =X
TERE R A AT = S B e £ el B e AR KR P A LA

T R SER ], SR T AR BRI AR A DU T sUR I AR K
IETE T . RV R SR L, IR I S N A AF RV L Y
%%ﬂ&%%%ﬁ%#ﬂﬁ@i@ﬁﬁ%ﬂ%ﬁf% J2 8 4% A RN SR AR 4
(R R S, ATEULIERE A AR N B3R T 5 L IR ] S RO AN B
FEAAGEBTEE N . B, 2 BREEARE T A LT AR IR
B Sh B AT S B R T, T8 L B S (45 AR B TE SRR ML AR AR T, et
A ST T AR F B AR F RO T AR ity SRRV 22 L 8 BB
AN R A RRZE 5 TR B e A Tt b AR5 e A BB B e . BRaE
SCHRAN STV %%&%%ﬁ&ﬁ%%@%ﬁﬁﬁ%ﬁ B, {3 H A 3R EURY
Tl ALY AL 3 8 — o LI ) S SR A 2 TR LIS R S TR
WA A8 2l E LI

BRI T7 3
SEHa 1. FERE-6- ZEREE ) FAL R

7€ SL 2 NP N 1280ml IR HEE R R A I 2 0~5°C. SRR
PR BB 635g FEALEE (5.4mol) , {3 RN MIEHKRRE LT 30°C. ¥
SR — A I BT 0°C 3 HAE-5°C B EE-6- LIREEHK) DMF ¥
Wi SRS R NEINE 80°C H{RFF 1h, B IMMAE 100°C FH IR
6h, EZikF] 110~115°C HRHF 2~3h. R HPLC 47 Wi I S B AT 3t
2.

RIZ, B NIRSYAHIE-5~- 8°C IF BB A 20% A EALMFE B LA
EAE pH FFE) 5.5~6.5. FIH T iA 348 7= 32 55.4%H) I .

sl 2. FFESEEEAT 6-0-Z. Bt TGS HES{E % Z b RV

1 F 50%ME S RBK 1.5L S 1 #RFrHl&r. &8 15g
6-O-7.1:4, TGS 1R MY E R ZE pH 7.5, FACK B ik S a2
6L. 7EiZETHAEIME P DMF 282 33%. EWNERE T, ¥ 84g 78
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B Aspergillus oryzae ATCC 26850; NCIM 1212 WHEER £ £E UM B 2 1y
BEYT. RNFFEEJL/AGIFE T TLC W TGS WAL 6-0- LBk
TGS HJiH k. £ 42h&Ja, STAEE 98.4%(12: LBk .

LB E, FIREE T Z I EHRAT TGS 40 &

SHaBl 3. FHFE Eudragit RL100 _E I FE 2 EEEE1T 6-O-ZBEE TGS K
BEE 2 Z B b R Y

fE— MR, HH 50%EF KB 2.5L FF 80g 6-O-L ik TGS
)RR A A pH 5.5, RACK PRI IOV B RE R 6L. TRk R AA
K1k DMF & B 33%. 7F 25°C~30°C [iR)E G RIERE)
120g 7£ Eudragit RL100 ER[E ARG Rl UM A B R MR G . &
N HFEEJL/NE 3 HE TLC #83 TGS 94 EL K 6-O-ZBkdl TGS K. £
24h f e, SRR 98.3%IM 2 LBk .

SR IEZ R AT TGS 7055, Mt IE2S U8t o IR1G 1 il FH Kb ok 5F
g fE LA B IXAE T

SCHEf 4. FIFEFE R D, 76 Eudragit RL100 _F K & L EEEESAT 6-0-2,
BEEE TGS HIBE(E 22 LBk RN

TP, K 12g EEEEEA R B AT 2cm HiE 8em [WIFEFE. £F
FINERIIE SR s Him (delivery) HH DIEERSH 500ml 2 FIH
Ykl (BF Sg 6-O-LBiEE-) MK, IEa RN D ik 2% P A E4)
Elo SRR, Smi/min BAUHEE I & E AR BREEIRTE I 6 /NI,

TfE—/NIEAT TLC DUMEERI T R A1 £ G RN IFEEE . 6 /A
JG, MERRET 98%I[1 % LWL,

6-O-ZBEFE-TGS £ LBk TGS 5ekka, B bBEIIARH 28 /Kof
PEIFTE 10% A FI KR M sF 8B R

L] 5. R Alcalase — 1 E H/KMREFIHAT 6-0-ZELE TGS HIEHE % Z
BEAY &
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¥ 1.0L &1 10g 6-O-ZEHk TGS B9 &AL S el T e
o HACK ZB RN RS 3.0L. £ 25~30°C /& F, ¥
Novozymes T3k H474E B B. lichenformis #J 200ml Alclalase 2.4L BN
BN . RMFFEE LM IF B TLC 8 TGS B4R K 6-O-Z Bk
TGS k. 7£ 36h HJ5, THEE 96.4%M % LB, = LBiu)s, -
& H L ENHAT TGS 475 .
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1. — M= E ARSI T, PR e R 2% R BRI R
VE R EAERS W (1) 6-O- R4 I BERE I E AL AT A R4

2. MRIERCFIESR 1 frid ik, Hd.

av TR 6-O-{RP I RERE IR TR -6- LRHE . FEME-6- K T ERHE. FERE-6-
NEERE. FEWE-6- HERRBE . PEME-6-I% —MRBE. MEME-6-HARERS I —Mak 2
i,

b, IR ETE AN 6-O-fRF HIRERE, B (D —FE4E
FALTERL S 5k SR B L EWn .

3, RIEBFIESR 2 frik g ik,

a. TR T ERMETE Mo 2 r=F LR 7, ORI
ks E M 6-O-TRY FIRERENT AR 7%, A

b. FrRk &AL ML A ERE—ME 2 M E AR, ARl =R
B ECEILRERE . DU FLERESE

4. WIERCRESR 3 Fridf ik, Hrp prd SR 7 0B AR BT A
H—MaZHENRFFE TR E M ITIER DN, B

a. VEARATHERE TP Y 6-O-FLRIP PIRENE SIEME R RN, B

b, FE=ZEEBER 1,1,2-ZROKAFHET, 6-O-LRY I RERE 5 TR Bt S H)
RN, B

o AFEIERE-6-lE4) 6-O-fRY" 1) HEHE-6-M5 58 3 A [HCIC=N'R,JCI B
[HPOCL,OC "=N "R,]CI'} Vilsmeier k7 ;e iV, Hp R Rk, ik
7.5

5. MRIERURESR 4 Frid iy vk, b aeas R 22 Oh 4 2 B g B IO AF A 2 3k
15 A BeBGEL R 1B .

6. MIERFIESK 5 prid ik, HAprdlasgel s g B i EE et
iiifie

7. WMIEBBRIEK 6 ik 7%, GBI K.

av BFE (D) —WWER G —Er= SR RS 3RA5 1) T 2
4 F [ RERE-6- 2 BRI LIRSk, Frid &AL B B Vilsmeier 5]

10
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M A SO AR B R A R4,

b. WHARFER ST (a) BT ERAK pH 2K 6.5~7,

c. BT’ () W LZWMTEBN 6-0-RI ¥ TGS £ LWitt, H
(D BB ES B R e EsEs . 28 B B0 EE 4010 E A B
fi, D0I% P BE S 7E R DY A 8% T 7R 3% B0 R A d ot 3 78 B T B B K B,
Pk AE R 25~30°C (A E5E B R 85 B ] LSS sl K PT BE KA 95%(K) 2 L%
1,

d. NARFIERSE (¢) BT EWRRE—ME 2 A RERH D o
2 TGS,

11



