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[0001]  ZREFITE B K

[0002]  AHITE SR 2012484 H 19 H A 5 [ llm I 2 F F G 5561/635, 4535 R AL as,
A AP B S IR S

[0003]  BURF#tBh

[0004] A B 2 /0 35 35 [ [ SRk 27 4 < 25 iU BEDMR 1006 30 15 HR 3K T 52 BURF SRR 1M
P o A, 38 [ BURP A 4 K B LA — %2 B 6

& B

[0005]  MEEH UL , A B0 B FH T 38 I o (0 9 Ak 5 W RO T it PBE AR 2 TR 41540
SER ARG R 5w S 2 R AL S, P 2 W mT ATl BT &bl VE SRR A
NPV BB A 2 BT R RTERORE DL RO AT ML R I AL S VDI v
JE e VEA/ BRAEYIR L .

BEREA

[0006] 7RG & RE A Z5W B S A NP ER R R R SRR AT ML, R i 4y
SRR EUA) () P R HE T DRA B AT 0 A e k7 K B IR B2 VA R, 1% 5 55U 1
Tk 582 Tk (accessibility) « MBI RI R LSR5y A Bk & P s R B
¥y s m] AL FE I A A (0, RS R 585 BN RIS 2 R 5y (AP, 481l
2500) 5 UL Kok B B A W RN S R B B A B 4B AL SR B o

[0007] bR B BV — A AR S L FE By b A4, 9 i) B2 3 22 38 R i I
RO EF e mPT AR, I H R GR PR s PR A T Bk, 228 5 IR IR IR
A A R BURB I SR T, AT B A AR W A LA A B IR AR Aot AR 2
il T HR (A o A RO A Il 8, O 2847 FH & PR R e 2 L SRV A M B VA MR 25 4K
BRI AR B o 9, O 28 38 W AT P 49 02 38 3 0 e VA R I e | A & (T,
PR 58 A WD AR K s - 2 df B T i P 7R R R 3 22 2 2 VA A 2 o AR T 5 X Y B
BRI/ BB IR AL S RE FI AR » S Ah , IX BE S v (1) — BE 58 B RT

[0008]  —LLyE W R 53 (AP L) , M9 61 2 Folt 225 00 ) s 2 TR Vs i P58 24 0D . o1 R 25 ) A
HH () 32 B ) 2 — o DX S 2 ) AR A FE T AR G xS LA W) P S U AN AT 2> o 45
A BEAEIEE VR TT R B R A B2 R T AR KA AR B2, 3 B B AT BV AR A2 B B ARV 00 3 8L
KRR R M S 2 1 R PO UTE o B 5 A2 B (00 Vs A P AN R AR B T L B KA )
O T 525 FE4 SR, RISBG R BKIEWR R 2R & X fe 2 33
e il RH 25 243 T X

[0009] 53— SEHIEAT U 55 o AT I 55 2 AR AR BT 28 25 (NSALD) , 3 H&WHORE A 24 bt
T L ZY Rz T e 00 RAURIRBTRER , HF FLAEAFAE 2 M R
ST FEEIR 2 AT B T M R2E 0 R4 (BCS) N85 25, 5 T k2R 254,
W) AR 2R B s 0 P A M R B s AP 3R
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[0010] 53— ASEWiE KB 2 . KB 2 AE BRSO AIHR F K 8 T PR 1 IR 7
AU B AW K F 2GR T 9 BAESR N2 W ) A0 R A SE RO 9F 7 A i P
PERRHEY) o

(00111 SEABLAY Il REATS SRAFAE T 55k B A UE MBS A DR 25 HL B SR E D BE A
R R BURTC 1l A ISR AT M, B B 25 SR BV L o 25 R0 (7)o AE I SRAT ML P, 7 AE VR 2
BB B (1) KPESREL; (2) 2T I 2 H A (3) M ilm SR SR B AEVF 2 1G DT
W AL S (SRR B AT R TR RS, XA A AE LRSI 7= i o BE A, £E 5 TR S 2
A ANAER ARt TR 3 HUR B B B R R R e O DR A ATk 7 e R
SRR VA PR S S B2 I (TR 1 AR 2R/ B I B Y VR 22 DR XE R SRR

REARE
[0012]  ASCHIR 1 HIT 3InA B S0 v i FE AR E VER A 5 SE AR, 138 T
S A a-D-H R BB AW, Frika-D- A M AT AT o T Bl B SRR
NGB ER A 2 BT R RTERORE L RO AT ML R I AL S I VA
JE e EA/ BRAYIR L .
[0013] AW AN C A mtay B, i B STAL R a-D-1 ZE0E , B ania Mo I (S H e R e
20 AT 52 1N 2 MR K AN VAL S WD TR A L, it — 22 BSR4k &4 (B4, i
AL , B, Pl 55 KBRS AR NG R I, ikt s JE SCAL i a-D-
WA B ST BB 4 A -5 A8 v ST a-D- 1 O 10 41 & W AH L £ 11
AT SR N AR E DRI, i BE ST a-D- R SR AR AL - (D) R e Bk ¥ AL 5
Y, B0, R s i PEZG P Ry (APT) £E [ A 2 U B S 52 TR RS, AT 7L -5 K S A, ik
VA 5] LAARRE AR I ANV (FESX PG DT A — 58 JE BRI ¥ B S R I =
ST a-D-H R BEAE K T B A1) 5 A1) T i v AL & AN Firidk s B SZ A ) a-D-
WM AL IEVER S0, Wi ik 5251 00 5 gt S5 R MR 25 0 ) IS AR R i

Bff 15 BA

[0014] ik S DL Bt IR DA TE 2R S s ER A AN R B, Hov

[0015] P& &M R B, Honth TZ PR ERIRE M .

[0016] & 22 KAl Ji 4 KR - (1) 3% S F - W s (TEM) 44

[0017] 332 R tH T AE22°CHIpH 6. 67T FELAIIHE 5 A 2 X i} e 2% 160 V8 At P ) sl e 1
[0018] W42 /RtH T #E22°CHlIpH 6.6 THEAY0E [ FIAE ) B i <7 M L R BOPR R (PG-0S) [
WA R AR R 1

[0019] 52 R T KB R AE & Pl R G0 I H— Ak DSCHl 221 ] o G : K3 85 2 - G-DMSO:
V& fiA - T-DMSOH B )i 5 25 ¥ TR K 35 85 25 . PG—G W PGS-GAIPGSPEG-G : 43 73l 9 At FIDMSOE A
FIBE J5 b 22 VA7) 5 R SRPG L PG-BE H1 I8 (PG-S) FIPG-BE H1lE-PEG (PG-S-PEG) H & 1 K &5
R IX LT B MAE22°C T IE3TR , A8 5 #EATDSCIK - PG-G/PM. PGS-G/PMAIPGSPEG-G/
PM s 43 51 A8 FH AR R 55 R SRPG . PG-SFIPG-S-PEGH) IR IR & I K B B 2 0 T G I 1R
Y, KR /AR N1/3 w/w)

[0020] W62 R T PCHE A Z BTN JE A& - R A4 (4 ) S5 MR & SR o A DSCHAR
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25 5 B« XS 2Rk A 45 AT 5 B o B A bR 10 A/E A BB Z TR) 4L 520 PG - RARPG s PG-D - FDMSO4L
(VA BE SRR 2515 (PG Thu: RALFII A% 45 ; Tbu-D: FIDMSOALZE (VA fi# , B Ja kR 2574
F) BIATIE S 5 1/3: A7 155 (L407) 5PG (341) FIDMSOA- 31K & 4 5 1/3PM-D: FHDMSOAL 2 11 A7 i
254 5PG 34 Z Al FEIR A1) 1/3PM: RALFR (K AU 45 (L) 5P (34%) Z 1) fry P38
TBEW; 1/5: 401855 (L) 5P6 B4) FIDMSOA- 3 = A 5 1/6PM: RALER A7 7% 45 (147) 5PG
(34y) Z IHFIPERIR A o

[0021] W 7RIRH T EF R B MEIE AN EERSCER E AR T 7ENasHPOs— 7
BEERZE MR (pH 3.0-6.6) FEYIHE L (PG) 1122 3 RIA MR E IR AL 7 ToPG : RAF PG, £ #
KRB AL T Mt 1%PG: A5 1.0% PGIIPG- 23 R E WM 9 8k 5% PG6: A
5.0%PGIIPG-LEH R E AWM -5k . BB/ T PCE A FITE T i B = (Caco— 241 i 4 3455
) IO (AT (o R TR A0 AR ) 6o 25 28 R A i JEC A M B == o SRR 521 HB S~
COM = 34 JAK TV 5 i P47 £ VA (HBSS) HH 122 35 F0k K s HBSS-CCM-Enz : 3 i At T-HBSSH-,
SRJE NI 22 5 208 A s PG-CCM: 7EHBS S [ PG-22 25 25 B &) s PG-CCM-Enz : 72 I\ B (1)
HBSSH IPG—22 35 2 B A0 0t T BT A a5, 2538 2 18 T b == P 1 S IR vk FE 14 A 60ng /
mL,

[0022] P& SERALIH BRI HE T R A0 i — B W A5 40 ) R R e A R e S 1 R o ) B
T B 1) /N R JE (MTC) TR ) o 775 35075 I 1 98 A 2 ) 4 1 A K T DL 22056

BAREES R

[0023] G4 SCHT I A I VB Hmh 7K O 3 B TR AT ART VA L BT K Vel 5 e
Vs LA e — Bl 22 B 53 A0 (09 5T, 10 A7 1EL 2 7K VAR o 7K VA TR I S A0 6 G P R R 7K VIR
L) ik 5 L | A AR T B KA R AT DL LR (BN L E L) AR
TR EFEAA R I

(00241 QA SCHT K, V5 M P A RV STAL A5 W03 SR AE VBT 7R b DA B BT 38 ¥ SR A i ik
VAR ) B STV W BE 77 o V8 A B W R A R mT DA TV 22 DR 3, ) Al 5 s R
TR pHIT AR A o AR ST R FHIK S 385 00 V5 A P52 A2 HR 7 — 2 45 e B 46 A0 1 BN & 10 A TR
AT 265 8 A R KT VR TR B8 77 & 0 R S S ) P O A P O R P A D R B 772 R
SE B P, Foh, IONBE 22 403 AN 2 30 v v B2 9 FLI S (0 9 TR AR UTLTE o YA A 5 Jd
AR RN

[0025]  ZRSCHEAR T FT- 350 BAk & 0 v i BE K AL B BT 4 A 0 5 v T S AR )
a~D~ 71 5 M FNVE ALA W o AE BT IR i1 FE S A a-D- 8 SRR I AZAE R, BTk AL A R I
HH 6 (0 1 S, 490 A 36 I D S A 2 BRI R A A 2 3 I ) R P AN/ BRI B T
SR — L ST g e p TR AR SL B R 9 T2 W B A ARG 38 0 i VA AL S W Vs A
JEE SR 6 AN T /D (1) = BN A W T i 2 S A ) a-D— i SR (94, RELAD R D)

[0026] & 5 SZAKI¥) a-D- i R M

[0027] A SCHT I, ARG A B ST A a-D-F SEWE” /2 48 BH a-D- R &1 HE 5 T2 B 1) e 52
AR Z 0 90 Sk D AR D SR Ve R B e MR 3R 7R — RS Ty R, BT IR £ R
iLa-D-1, 4K 8 Fla-D-1, 6 M LF SRz SR M0, 76 e sty b, ml A A AL 25 et (41
i, FERRS 1k (pyrodextrinization)) SRERME & H e A (1) 8 (B Wa-D-1, 25 Fa-D-1,3

6
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B 001 JE S AR B a-D— ] BB o i JE S AR R a—D— 0 SR B AT LA MAE Pt B} e (g, 4
) BB ANBEE A SIIERAS AT AR B AL, B F A &0 R A SR B e RS Rl AR — A 5K
i, v B ST a—D— i SRPE A5 W IR LR SR v A/ B R TR 2 48 FH S A
FYRHIMRER (0S) BUEK £ —F% (PEG) 2t .

[0028]  fiASC T IR 5 i 2 SCAIR) 20 W 0 HOA 28 2 2404 96 I STAL 5 B2 1) 20 W o AE — L8 S
Jr &, & BESTAL R a- D S I ST AL 5 AT O 295 % BIZ)30 % o £E H B SE iy Z b, 324k
EIERNE5% F 6% B DT% R D8Y% AT H B ST R, S R A £17 %
B 2916% o B 40, SEEVE N I STAL B FE ] 294 % -6 % , 3 EURE JECRIAEL A0 L) S2 4k 25 mT
NZI8%—11% M, A TAN S A a-D-1, 4-FEH S Ma-D-1, 6-FHE SR A 5, 324035 e mT LA
WL B a-D-1, 4-FE H S Ma-D-1, 6-FE 8 I H & R e - XM T H b =a-D-1,
6— M R B R/ (a-D-1, 4R B E+a-D-1, 6-FHF B I EE) %1008 5 , 435
LV R T aE RS 0 SR E

[0029]  7E—LLsjiE Jy S, BE ST A a-D- 1 SR B M BOIRES 1 o AEM BCIR G i rh . 2
PR R BRI 2R, Q[ MAE R A% D AR 9 2 13 (primer) I H O BRI —
[0030]  SZAKIRy a—D—H SR ) ST Ak 25 2T LA TE G 22 M)y v I 5 490 e JER 14 A S 43 W NMR
AETE B2 WShin%E A, Journal of Agricultural and Food Chemistry,56:10879-
10886 (2008) ; YaoZ: A ,Plant Physiology,136:3515-3523 (2004) ; LA 2 YunfMatheson,
Carbohydrate Research,243:307-321 (1993) . liffabHE vl DL L 7= A B fida-D-1 , 4-FR
FEAN/Bla-D-1, 6-HF H SR SOA 2 o IR Ul AT LA & a—E b I8  B-VE K I8 B SR (2
SCHETE N0 T M S VE K ) TR R I L M R A o R U VR R AT S - D SRR A
S JE Bt R B A R DA KA o AE AN SEI R v B ST a-D-HE SR M AT LA B — 28
RYPRY v8 BE SR R a-D— R o B3, v ST ALK D7 SR B P LA A0 5 2 Bl AS[R] 1) /&7 2 32
A a-D-H R BER S .

[0031]  £F— L8yt /5 S P, a—D—4 SN 2 ML VW IR o R V0 DR A EHRELAD 7 A B 7KV PRI
WSS a-D— i S o A S0 B KR IR 2 — 2 TR AR i sugary—1 (sul) (B TR F 2
FER AL BFIFFRL . sul AT ESULA 2 , SULSE 53 4 B 21 3 o e S B (DBE) (James%E A,
Plant Cell,7:417-429 (1995)) o fEVEM I AEY) G R, SE X0 Bt « i€ ¥ 73 Sl AIDBE ip i
T AEPA P A 3R Bk (Yao, “Biosynthesis of starch”,Comprehensive Glycoscience,
Hans Kamerling#,Elsevier (2007)) -DBE®) 3= 24 E FH 245 BY 4011 v Ky b A4 FHURE 4 T e
) 5 .2 WMyers®E A ,Plant Physiology, 122;989-997 (2000) #iNakarnura,Plant
and Cell Physiology,43:718-725(2002) . fEANAFAEDBEMRY , J Rt it [ ST AL R A0 i DAAR
B UE R MR o K 22 Hioki +£)40-50nm.

[0032] - AELA)HE JEORL A0 25 B0 BB T 2% A SRR , M IT TS ok v 85 S 465 44 o ML AP0 AR DL 1Y)
1 JEE SN 5 ) 7 A HL S i ) 3 B R o AE KRS R, PGV 43 i 0 1 T
TR 1065 WongZE A, Journal of Cereal Science,37:139-149 (2003)) o3k H T KHIPG
() 5325 B4 91198g/mol » nm®, #HEL 2 T L JE K I SCRETE M 41 N62g /mol « nm® (Huang Al
Yao,Carbohydrate Polymers,83,1665-1671 (2011)) &% % 2IPCHI &5 M 58 B, IF o VF
MR T Re A RE R e TR, (] RE 0 2 AE YD SR N KR 7 2 1 4 e i B 1 T
S 93 SATAE A A SR B () AR A S P AR o A

7



CN 104379175 B w Bg B 5/16 7

[0033]  fE—LLsLyi /7 SH, a1 ST a- D8] SR M A 5Pk 1 v B S AR ) a— D7 SR A . 2
PRI 1 8 A a-D- SR & O il A8 R Ak 25 07 1 B 7 V8 R 5 ik AR T ke ik
(1% 45 e 1 1) o B S AR oD~ SR o P o B S AR a—D— i SR i PR DL B AN A H
faf AN [F] PRI 7K P2 28 1 40 3N ER N I A 22 BUAE AL 2 B B A B I B
R ST B B BB KB E IR .
[0034]  AE—LLsijif 7y S rp, e 0 R SR a- D R T S LB S A LTI E
RelA : 2. FR TG R ER TS o8 M AL BR HIBR IS BRI ER G R TR 25 R 2 AL L T 2L A il o 5 5 2=
FRBHES [0 HR LS (g d, 43 2, 3-BR 4 TR 2 = FR B G4k (EPTAC) Fll (B3-S —2-FR LR AL =
H L&A (CHPTAC) TERK) R FF 8 VR 2 % (PEGBUR A 4.050) R TA B (BRI E A
Be) ok BRI A
[0035]  fF L sty e, R SO A a—-D—T SRR AR AT LIS ) BROK A AL R
Rk ER LR 2 A AT o
[0036]  fE—uE5ji 7 S HP , iRy B ST I D S M A0 mT DLIE Ik BY4T) 77 L R AR 3 L 3
A RRAL IR T R A TR AAER R A AT AT
[0037] RS Ty S, i B ST a-D—i SR 9 AT LA JE S 5 AR A Pk A BB AR B
HE e A B AR 4G A AT A B, B A PR IE AR L BR 1 BT IR R ER ER RS L TR
R IZ B AL AT B MBI R A Bl 96 A B R G T B & B & SR 4 Kk
T BT AL R A AR BOL R IO R R B IR A
[0038]  7E—LLsijifiJy S, & B ST AR K a-D- T SR T DL A R EAT 2O ) e e R I B
VE NI B ST (191, S0 e B R S D ) I W T I L v R R I L BRI AE L BR
FARAHAE .
[0039]  fE—LLsii 77 S, /1 B S A a—D— 1 SROME I e 1tk mT DA JE ek A P v s Ty
ST AR I VR B SR B He e A R AL A R B AT o ORI S AL oD R
T LA AN R] 6 2 i PR 5 49 AR 0 20 BE R AR A PRV R o N VA R, O BonT B
5 IIRES (B anpH. 8550 15 IR ARV BT  HE3A B8 2 Fh 2R B 8 S 1 A7 A, B IR A
Ar) AHIR B AR T e 220 /B T
[0040] ¥ i D
[0041] E—ﬁ\ﬁﬁtlﬂ%&iﬁﬁizliﬁ@ﬁ%%f#ﬁ?ibm%?fﬁ%é.\%E@iﬁﬁéﬁfﬁﬁ@éﬂé\%o&
TR, ARVE V& B A7 A2 AR S AR 7 (B B bR, H & B S A R a—-D- 1 SR 0 m] FH T-BR
I g 2 LA B 49 s Ak & M0 R AR e 1 AL AR e R B A e AR e %fi
FooE MR AFRVE UL S e H T T T 2 @Al /N 4 i 45 I BOE X (1 a0 22 i 24 4) B e
ﬂJEﬁéﬂAﬁEE’ﬁ% TR o 2 R MR R I BB e P Ak B Ji oAb 2% OB it
S5 R B AR B e AT R A 7 T () RSO0 T R AL 2 R e TR LR B AR TR e R
EMBENNAE.
[0042] W] {di A& R AS[E] (K8 AL A o SO AS A 22 52 FRAG PR il , (B RS 0 S Ak i a-D-
IR (ML 20 B INE B A IR VA 6 R, X2 BT AL B 5 a-D- i SR =
JEE ST AR B 4F A BICRR N\ a—D—Hi] SR BE 1) /&1 B2 SCA ) B v, 3 BLAEE IX a4k A W )V fift FE R
B EAR AT TR T H A & S oD R R T A 2 BRI A
(RIVEARSE o B T A 355 AR B K M FE A AT LSRN & B ST a-D- ] S M K &5

8
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PN, LA, A5 AR 90 m R B I K PE B R PEAL 590 S Rr ) 2 AL Wi PR K PR 540
I AT il £ o VP 2 AR W PEAG B0 i BEGK I, I RS BT AT mT RE I T ot (i) AT—
SEATHLIE b, M AR AN T KT o 038 PEAL B DAL ARV rh VA A A A A2 BR
EAIRIIR YT R R R

[0043]  7£ 55— AT mE Y, L B A1 (B 0 A s B 20) HLAT 7R [ (1 45 i 45 4« 38 77 2
TR 5 10 25 s 45 A AL S 0 TE e T o i) 25 ) PR e AL, IX R O e IR IR U iRz 2
PE o ZIX S AW 5 fa ST R a-D- ] SR B AT A M4 S 45 st m] B A X = A7 B
TV AL SRS B TR AR Al BER BN o AEELEAR DL Y, — B UL SR 2 i A A B R
it BRI R 4E AL 2K E o X B4 S 5 vy ST I a-D- i R BCH: e e 2K SR
AATE ] AR

[0044] 3, V& B & W0 n] A4 A B AL KTER (B 07K mh B AT 50 I Vi 58 BT Mg =
I AEAT — Rl S5 B o ) 20 B o FH T e AT K R B fER VA A 58 BV it o, X AL B W
SR AT AT AT BR V) 53 42 52 PR AT AE A RTEE o IR UG, A B I AL B ] A0 35 28 /b — iR
JRAC 0, ik T oA 5 W ) 7K T 08 A/ BGA f J 8 KT AN AE T  fs PEE SAR A a =D~
FME B PRI 2K i ¥ Ak & W 7K T SR/ B s = o AL — 2R DL T W L &
Poe] A& —Riik 5 LR AL S B0E B LR AL SRR S B R AR R AR
7 A A 2 23 ORI B B0 LA R 2B ) R R Tl R B AR T 2 sh ek
MAEYAYUAR RIS, eI S .

[0045] ¥4 AL & WAl LA PSR 7 sREEAT 20 2R o A — AR B0 i S S a—-D— ] SR
SRR 20RT BL 5 B AT 491000038 /R TR 27 10000038 /R W KN AERE KA FAL &4
A A ESEE T R W B S o T EECT B 1 &N T 211000038 /R . £E
Hegsiir &, W i s o 'O 801 &/ T 2100078 /R ¥ . £ H e SLiE U7 %
e, T B S WA VIR TR K PEAL S K PR S R se I B E AL S
(phytochemicals) GEMZINE R A AEY) SR I SRV , A K 2540

[0046] ML SV OFEE AL G, BIWLIR R LR MR 5T A2 ek
N TN RS INTES R YW ES R N R I I TEAR SNSRI v

[0047] Sk B A SN EA A AT DL B SR R (B, 1 b T8 51U BRZG M SR R ) A4
2= 1Y NE IV EY/ R EoE SR EY IO LN - A e N T IN Y B S ik /N LS 5N
WA T &S A TR TLIN AR EL IR RS RIS ST iR
IS IR T RIS R CH R S A ke R RV E
XS R B L

[0048] A5 B (3 oA A5 Al LA A L e U T XE BA 25 25 (K3 PEZ W ey (Bl , 254)
Btk PEZ5 ) - 29D ARG R T B W SR AZ B YD I TR (sagopi lone) 2 PUSKAZEE VR
HER. . ZRLE FAFR AL E RRILE R 2R B RCLTIE M
YEARR ARFEIATT R T BREIT VBT RIS AR IR IR AL G4 « R [E BEAL A1 9 AR A8
ANE R S [ B, DA R 2RI B AT AR 1 An3RAE B (cyc lopamine) s HLp #5511, 4 GIBil £ 45
P B IR SRR R AR AR AT AT S D 2 S TL AR A
AR s HUECTE A, A5 A7 R | R A IR A | B BRI | A R | TP PR AR KB AKX
WERTUEMN, Pl AR E ARV E ZHYE FARYD E
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(methoxyfloxacin) \3FRIE ARV E ARV E . B LW E  EARY EEFEWEME
WY E TR BB FE RIS, FInE O R EFE RN RERAETEZR  PUE N,
BN Z R 2, 0, 20BN KR N R Ss Bl 0 W an R AR S R AR T DA
FUARF, BIRIAT I 25 535 3 (VS 25 W25 A By 2 ik B AT AR

[0049]  {E—SLsjii )y R rp , I AL A 2 B A KRB B /K VS A 1S B VE YE 250 i 3 » 4
X 7 BRI+ M i L B TR I | e LR T PR B R AR A YT (B R R RS (B
RER R DV R kA JE SRR ek 1 VA TRV EUEIE  V b LE R 5
PR VFUEST I SRS B R 2 AR 3 VPRI 22 2 TP L 2 R U5 TR A
JEH . SRR R EF O AR EE K UL LA DURR L UL U W ZE K AL BE R
(glibenclamide) A& F MK A& FUNLIE AS T AR (glyburide) K EHER RIRIER AR
WEWR XU ZE IR AR ATIE S PR 5 J2 B DUVDHE . R4 ARR | efith I8 5 mIwR 35 5 A7
I P T R A R RS 2T S R P R R AR VS TT R s AR A T LA
TE LR R AR L S5 B A VD IR SRR IR B G L SHIA AR JE (SRR VD B LB IR
e R ORIAME B ZENE IR 25 AR T R A R SRR R T L SR
B E R AR E B BRI SRR B IR | B pb I 22 L BUR) W) A FETRREE (R %
N = 5N TN A TN N R R NSRS B AN i A i R N S BT R
FIFEIR T D HEH & DI AR TT | 05 2 55 W) N T ik e AR IR A ST L e
fth 5L T At B S5 VORI AR R VRRE IR B L R AR AR LB L A DIE TR R
DIKEAE W

[0050]  fF— S5z P, I AL A YR A B = AL 5, BRHMEARIR T UL R &9
[R)— BB Z Pl :6, 7-ADTN HBr R (=) -N—4#i A Jk P Br] A i iR HBr o6 28 5 W] AR ;8 HC L () =4
A EKEF R ) PR E RS () P& R AP 5 A BT R 47 — S P P SO
CNQX it B ] 5 [A] L CV— 1808 8-FR 3 i~ 1, 3 T S 2 WL gy |l KA L M G v b vy o . 7
9- L IRIR T ,9- L RIS (3, 5 TRH AR LAY L 1, 3— A - 8k it O R p A
DNQX. (S) ~ENBA. M —F% \FG-7142 5k ZEK \L- B R FRHC] \L-A &R — Z BEHCT K&K 4 L 57t
WR E B L 7S Sk 24 H 25 JE £ HCL (Hexahydro-sila—difenidol HCL) \/NEAEZHLZS B £ HCI
(5 A A AL T IS L 6-F2 35 22 T IcHBr 334 FF L —6 IRk L I5| W 26 57 (I N S T
ot ] AR TS | (=) -MDO-NPA HCI \ F Z(ME RS | 2— FR B AL A TP 4 it 5| HCT P EEL A
BESERGHC  2- R IR FEMRAT R () ~PTA.S () —PTA. UG- WREE . 5 & H s L 228 DL (£) — %28
IR, () —FEFER . H BB THCL.Ro 15-4513.Ro 20-1724 . PDEFIIHIF].Ro 41-0960.
COMTHI I 7). 22 JE M . SKF-83566HC 1 \ MENR FEHCT &7 6 F) | 22 il L VU SR BRIy 22 75 52 (AR 2
AVHEE D,

[0051]  FE—LesLyi )y B I T SV R KRG MR AR A A B2
Wt AR B — A B AR RN Y o, R T ST A, Bl | B R O
FIGE AR STEE AN G2 8110 55 WL e 7 A AR A S 1 8 b B E oA B 2R B
B 2 8 G BA PR AL SRS A — A B A i B A A/ B 18 5= T 1 My 64k
BN RIRATAERI B A B W L B BFE AR T T e IR B P R
Hot.2,5- R TR IS TE I 38 B (G ) (A- R R AR 4-RE R
R REER AN TR ERER NS R,
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[0052] 5 AR IRAT AL B RAL S W05 V7 2 2900 — B0, Herp — S8 2R S mT A
A7 R A R IR A ] B A IR - IX 22 25 I KA SR sk B B i i 2o LB Bl
ERIEN S W NG PR AN B2 Y €71l N S N RN YN eSS SN 24N
Pt IR AL IR S DU IR < RS 1 S ] R A L SR AR 7 2R U TR S
s i N CIDTEY N E e N R A N L T EE S AN Y A TN R EE TR IR R S ZullE N
B E R R AL IR B L 0GR | H T A B A e R ODR R 2 O A XU A E R
CL RS — SR XU IR L o = IR R L R M R B AR M R R B TR
By 2 EEY T 2 R/IRST 2 I 280 20 mek | R A AR PRI R RS HERY
ERRE IR ME R L ME =R R AR ME =R MR A e B O e ARV R AR IRER
W XU G LR KRR L 28 DR VD B K R 55 EATD S R PR AR 2 P A
VAR AR R IR 55 8 SO RIS TR RIS /R VOO 3R B R AR AR B IS IROK
FENBTR & i 55 SO UM I3 BRSNS O belEy I R IR BRI
MLEEBE KR O e R R IR R & SR S R VISR S K
B AR A B RRER S Son a7 AR SRR BT A ILFEOKER LA 3z DU /R S FLBLRT 2
SRR e 2 L L2 SRR | A M 22 IR B L 3 DU4EAR L FR SR i SR ARV G L K
MRS SRV REMR ST HERE L IR i SRR LS A SR P R 2 R 2R ORI TR
N B 250 SR 250 A B PR IR | 25 T R L IR PR O BT AR A s R B
T | B G HRAR BRI AR AR R R L B AR BB IRYT AT 53 OB ] SR 2 S
NN A =i PN INE | 1 PR N | o T R N | 17 N 8L N TS I NN L R A N
phloedrine . MEZE A UL 328 T 3ithe 2 L 0 &0 I 2 I PR PE e 5 DR T SRR
SRR IS 5 AR P AT R B MR B RS B KA i A e e LoD T
FERE KB KA TR b S 2 DK A7 B 0 i T8 L 7K T L = R BRI bk L JE 7 Ay
T PRI RFAT AR DY S AR RIS R R Foa SO B o H By (EAERE) (IR
RV FE RN FERR 2 e Ll JE R R L Ty =GR Ll g |l 36 R ot SRR AR
TRIE |l SR TR R R R = YD | SR SRR AR W) A R AT SRR 2R
ALY

[0083]  FEILE Sty S b, ¥ AL A W] A2 1 9 R O RELAR U B 4 A B R 1)
T SRR AL S ECE AR S, A/ BCE AT AR 4 & B oo 191 4 B 7 By v LA i
I A A LR UL il (agar oil) VEF AR (jwain oil) IR 1812 ith )
i Fr it (balsam oi1) Bl 2yl AT R SRRSO Il B A Jih AR il KRR A
AR TR0 A SR il BRI AR AR (cedarwood oi1) (A RAG VI E VAR A
A T R B S TR (clary sage) T AR WINPT SE 2 - 3B
AR IR SRR AT il B it vl AR 2 i/ R R KT AT B vk D e g B
R 2 Y AR Y AR N T AT 3 e v A2 P il LA v R i R
pace SINE =Ny eI e o MU 1S eR e N v EaR NI 2 R ¢ N B SR N g i
AR SR S TR EREINGE R 2 Ti N o =R TR S R R - SN SR TINE R - SN TR s
T A B S5 223 T SR SR i A T GBI A i B SRR S SR ST
RS a2 N g INE S N v £ I B N NS e N ol =W N <7 N
(palo santo) WK JFIl s % A Y SR AR JH S SO oty B P il s il 2 S AT AR
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T 5S4 SR SO S T S BT R A SR
SR T B 2 R T S A M LK SR T
TS 2 D AR B A T A T A T R

100541 2R SRS Ty 51, V8 AL £ DA B 1 AT oy RIS 22 AR A Pk P
R IES L S RS e R N Rt N o i N G e (R
TE) oA T3 ASEHEIT S 8 A £ T LA 5 256 R B B A
B AT R K

[0055] 2K Siif Jy et 5 A A R UK PR 42 26, BIIAEE A 2R KB S 2D
AL K.

[0056]  AE—BLSE Ty R T, I M A MR PERS €0, B K BT 36 I 56 L L
S RN VNGRS I ORI S A SRR N O
q%.

[0057] B SE Ty R 1, A 021 2 WO K o 0 IR AR 3 FL 70 ¥ 6
R 07KV F T T BT 7L 2 9556 B p IR A T HIK PEA TR T 75 2
3 AP £ 000 5 B BRUCE IR, L A W TR AR A P 17 1 s 4
SR A AR LA AR LT S T A I R0 A R R

(00581 A5 ) P ¥ P 4L A W T B3 55 4645 X\ 25000 B 35 (R 25 A Al e
Vi R £ A S0 Bt S ) £ L DS AL T D 25 3L 2008 e A/ B 24
S R ORI b T HESE AR IS 0 95 90 TS PR A L FAG A (tex ture
agents)  SAFE IBUTES ) B BURH 4 €700 O 9 3V 70 5 A0 05 9
SR £ 0. RIRE 5 L T DR RO 22 L P B B 1 S A
10, “Z% AT I SR ARUAIE £ 4 280 AT A SCFT A 70 A T8 e P
B FE o T2 AT L SR A R0 (0 L85 0 I B R A 06 1) 1R
(BT, FBee  F ) R B3 R ) B ES 41 (i, 0 TE R0 4 5T T
TSV 540 200 A B 0 A P R L HE K R IR K AR I R A
B

[0059) 73L& SEHEY Sl 6141 IR £ WG S e 90D~ B T AL 5 ]
L 5\ K2 T 3 TR0 5 0 L £ AR R FE 0 A 3%
9 A PR 27 5 B % S0 R 4 K 38 AL SR AL 2 U % T
AR A SRR B i

(00601 A 3 0 A W PR A AL A MR L £ 0T WA 46 2 5175 B ) S
LD 5 B A o B TR0 D SRR A 0 P A AL £ IR 90 B B 6 S A
{Ria-D- 5 (SR LRI 0) — 2R AT PELEL 2 W A SR B 2R A4 27720 AR
B P BT, WL BB RO T AL, 3 FLIB 1S A o B U MK TS
S PR R ) Rk PR ISR A P 00 BE A SO T R
[0061] ¢ IR 2515 i 2 S AL oD~ AR 6 L T A9 27100 1812012 1000 7
4505 1S 0 0-D— TSR0 L T DL P AR S0 L 5 010 20 T4 A A 75 75
R R TR R A A 0L 2 A PRI 100: 1504915000 AL A3 5 %
P S oD ARSI TR , FE b R 202: | B0241 : 200 FRREEL 50K , 26 AT A
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WA g R AL A S n] AR PR VE Bk 5415 v ST ALK a-D-H AR A EL o 41
W F Al LAY, AT 201 1 B2 1 1000f 7 FAL &9 Ha-D-H R R L, 1
FOLIELI L 5RIL) 1500 s L o i b i MR IFANE 2L, JF Bl R R &0 v 52 Ak
[Rya—D—F SRME o SR 1M, I AE B2 AT o AN BRI, R 3 sy BE ST AL i a-D-H R BN B2
B AR T Rl AE AL S AT LKA TR BRI

(00621 fi ] i J3 SZ A Ry oD — 1 SR S s i 2 At ek 5 A/ Bl e

[0063] & JE STAL Ay oD AR ML VeI 30 59 B S A SR Ik 22 Bhaa &b o ££— 2%
SEHE T SR A W SR OB I A Bk S 5 R I R SEAL IR a D IR Aok N
B AL S VI A AR L T s 2 B e PR T i

[0064] A< B SR (I S0 TINTT Jo P 25 0 0 9 it JSE RN/ B A Je 2 1) 3 0 o T IR T3 AR DA
DB RN E DRy SR a-D- A R B IR SN B IE TR G RE B &
Y558 R NR G, TR P INAE 8 o £E— BESLHE T S 70, B Se ki AL S W0 & 2 524
ya-D— S MEVR &, SR K FUMNTE R e o SR, Ik 7 VAN a0 S 80 3 2828 BRIV Y
AR UL, £E— S SEHET P, AT REILIE I A R AL S I ANE R R, PR R I = ESZ
M a-D-HT I o — HLAER RS FIVA TR BANE FVA R I R AR 8 e & -5 v S Y
a-D-HH MR BCEAL 2, RIR I SN T 8 5 o PIrad ¥ 70 m] LAAE AR AR PE R VA5 I HLAE
— Be Sy R rh R KR VE R (BT, 7K 5 I HLAE — BB Sy 58 rh g AR IR AT E K PR 7
IR S AR SCRINA , U9 B S N 5 ST R a-D- ] S0 S 208 ik &) Sa-
D] FREME ) 7 ST AH 15 BB\ a-D— T R 4 73 S, BUREA AL 5 0B ve B ST AL R a-D-HiT 2R
T

[0065]  fE—LL Sy S , N SEBLVA AL 5 DI 3 o B0 9 A P/ B0V fit e 26, K3 7 oAb
B 5 R SR a-D- A B B OB 2R & IR AN 2805, DR i s S AR ) a-D-7#]
FEME B2 T 2N ] AAEAS AT SRR 1% 00 T 559 AL & WA AR P9 A o & Bk
W B oA &0 o FH T LR SR TE T 70T 5 ) A 3 m it AR D7 2 A Bl B = 5%t s il 2235
TS VBRI (rol ling) & A AL ER B BRI &

[0066] fif Fi iy & ST AL g a—D— 1 SR (1) et it J) B Sk FE s i e & M (0 v
2R FEE AT LRI A £ W R A P S T B AN TR R P, I B ke TR AL & i P SZ ALK a-D-
R B P AL S8 AL S W P Ak R L VRS o 0, A2 — B SEHTT S, ik Ty
TR AL B W RV e PE 38N B ANAT AL 151 B ST IR a-D— 7 S IR V& ST AL 45 W I At L 1)
LI AR FIUG UL, £ LI DLR , 1 B S W5 8 B ] LA A7 AL R ST ) a-D-
IR WE I I AL S W VAR P00 28 D PR o AE B DU S 8 UL & W0 R VA A B2 AT B & A
A7 AL 5 L ST a-D— 1 M 3 BT AL S WO 8 e L1 28 20 T o AR HE IR DL R S 3 i &
WDKK ik T DA S AT AE 11 B STAR I a- D7 RIS ¥ Ak 15 M IR ¥ Ak P (1 2 /-4, OF
HAE S S g sy S8, 2445 @ B ST R a-D— ] SR AL & I, V8 AL & 0 0 8 Ak L v
ok VO SR P

[0067] Py S Ab A W A ¥ R FSE T LA A8 i 2 ST I a—D— 1 SRR B HL i M P s 2 R R ) —
B T o AT B RENE G — BRI SR 5 DY V5 88 5 18 TN B A A7 A w8 B STAL R oD 2R
RREIS EATDAR T 88 0 22 /D 1O % o 9 4, A5 VAL A R Do T KR 222 B8 3K A 7RV VR F) Y A 2 3
INENZ 10015 , I H AT LA B2 278 7K VAV A V8 AR 2 1 I 21 22 2 10 4%
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[0068] AL SLit Ty S, SR AN Ttk & VI AR 2 PR 5 ik Jr ik 4 LA 25
WA AR 2 D B BESZAL I a-D- A RO B e PR IR sUMAGE JidL b, IR e
RV E Y SRR G 5 T RO 8 0 7R — R 207 IR 20 B n] DU AR I 2
AT o B AT AE R B S a- D] SR I 1) ¥ AL S W AREL , 5 i P S AG I a D RO B
I N G (VA A B D S B 28 A O i L 5 M A A SRR Al BB SR A 2 J
R o 5341 5 B T 45 i B ARV AL & W R VA A LR/ BT At g, BT, AR S e B 200
A A S B R 5 e B2 e T AR JEE AT/ B e 2 o A 5 ¥R TS A 15 0 A i S5 AL R a-D -] 5
BRI SR ] A, A D SERETT R AEZE T A D AW AR SEiE T R /e
—HEN R AR E

[0069] 7 LLSLE Uy S, I s Bk S VI ASE T K i b & -5 i B S AL iR a-
D] FEME B e PRI 2R & R AN TR 2L IR DA i e B S AL ) =D RO B oM A 5m]
PAAEAME PP IR A5 D0 T 53 BAL & Y TAE R iR At s oAl & W0 e B 8 stk 5490 - H
T UK TE TR A 1A FE R LR Bt R il B sl OB VR R RS R A AL BB IR (Y
He.

[0070] el 7 R ARE B ) OV ST AR E K iR I T sE I (BaRIE T e ) X
DABH 1 H AL il 4 i 45 o i B h I AL 1 (R 20 S ms Js i) e e R e o 1/
3 (w/w) o HTCEAF 5K VR Ry (a0, 72 8 FiE ) , o B2 20 sad A O
FEMR S b o SE BB =y 232

[0071] R A S A i PR ST R oD R B e PR 2 2 A Y

[0072] A o5 — A5 I S FI T 6l o TP PR S 00 T vk o A2 — AN SEHE T S 5 P
R TTVE AR AL G DA AL T 70 P AR BSGEA TRLs  PT SR L s JEE S AL IR a-D - SRR
B H PRI AR G IR IR R L IRAF ik nl i VR W) o £E - BESEHETT SRy, ik ¥ 77
AR IR PRI AR PEA TR 540 o

(00731 fE 55— ASEHETT S0, Brik F T il & n] W PR S R 5 iR LU B3R R 2 D
— P AL S T AR B BT 56— VAR R DA SR — VAR o O 5 R 2 b — R AL
[ =D~ SR B A PR QA A B T 55 A b AR J B — 9 TR 3 HOOH s g Pk 56
IR BN P 3 55— VBB B AL 3 LUE BRIR B4 s A I idk VR 5 P
LR ARSI Hob Frik A& W P K Ik i AL & K KB i R T AZAE ik &
b B STAR ) oD SRR B S M T XS i sk V8 Ak 5 P ) KV it 2 o AE — U SE I
S, ST AT AR KPR 7R s A8 LU SE Ty S8, B P R AT DA AR K PEVA G 5 4E 2
SKHE T S S SRR A AL A PR A AR VRS TR 40 o AESL ESE T S b, 58 0
FR AT A A PRI 77 s £5 B SEHl Ty G v, 55 AT RT LA AR K PR IE 70 s AL L SE T &
S IR AR AL S AR A PRI SRR PR IR R 540 o

[0074]  FESLESEETy &b, Fl T Hl&3E A SR IHE R 20— s Rt am 5 =
bl i B STAL ) a-D— 7 BB B PR B AR & 1 20 3R o 2R A ] BLAEVE R b, B
AR 00T BT

[0075]  7E— 282y G b, 5Tt AR K PR 51 o A ARV 7 SE ) 7T LG B e K
FECLE RO s R A s 1, 4- e VU0 ST U b DU SR L R T I
TR CNE R R IR TR R AR L IE TR B VB L SR AE A4
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B o AE— LS T R, VAT DL HE AR PR VE 7 o AE — B SE i 5 R Hp VA A AT B & AR K RV
FUFAIK PEIE IR A

[0076] f~%s‘?ﬁﬁ37‘i WL ALV A A AN R B SR a-D- A SR B B L e PR U T
VP2 A mT PRSI ) b 3R 2D BRK il £ o 481 B, AE — LU SR T S, i S A oD SR b
SEATAE F BR EL A ) KIE S SRR B A VIR IR , BUR & B, BCe AN A A 7R R Ak
sZiE Ty =, " A AR B AR B REE UL T R EIR A SR RS B
Py Ak R 7R AL | PR AL EE | A AL L R AL FE R AL R B AN A AN —
S H e S Ty SR, BT T AR I DL R T ORS00 B 5 TR S TR
AUR T R AT I B0 ORIlG SR I AT A .

[0077] 4535 Bk &5 i FE SCA B a-D— 1 SR IR A I, 4R 3 H b ] v i s ik A oAk
AW BT A I B PR AEIX T T, DMSOs2 55 A R 7 AR AE B A kR &
DMSOZE A R M o AEIX LEAE LT, A1k il 28 A VE T LB TR B0 b S Y R AR AR 1P B AR PR
SR (1 781 5 S 11 =D SR A 1 it P TR 2o 481, AP 58 O L A A P A A A D o M 2
HIREG (PG-0S) , Hon] DAVE AL AR AR P B AR PR A 551 o 73?3&~LFE£Z%G D75 SR PV A
PE, AT AEPG-0S LS N5 2, 8% (PEG) %% , HH 7™ AEPG-0S-PEG o 3X P #4 KKV i 5 5 PG-0S
FHEE R KI5

[0078]  fE—LLsijf )y S rp WA TG A5 R R SR a-D- i SR BB L R UR A

5 BV 5 DR i i P S A P =D~ 7 SRR L S PR T 2 QmT DA AEAS i VA I O T ’%F"E’i
WA WA EAE L VA R3S AL S B BV A A BT LSS TR VA R & 1 Ak 38 ] i i
PLR 7 20 BA B - 3 A B R R A 38 A B B AR HRL A R R b B RAR A

I
= o

[0079] i It DA T S 6 AR B AT Ul B o MR A L HRr 58 I SR A4 R L E A BRI
P A0 AR ST 0 AR 2 B 4D 50 B MRS 1 5 32 b e

[0080] kit 5]

[0081] St 1 « 45 FAELADHE I RIPG-OS I Il iz 22 R0 22 25 25 ) VA At

[0082] A1 A % su LI T K Bl S0OFF For 4 HUAE 0 1l il o ) S 32 P 22 B 3 W H Sigma-
Aldrich (St.Louis,M0) , 3 H ARG — DAL UIAE A M 2 3 (Tmg/mL) FIE KK (4. 25mg/
mL) [ S AE 2B TP il 4%, 9F HLAEAC TR 76 BERE i A7 AR BRI R P o Al B e s
BRI B oG 24T A B K.

[0083]  HEAIHE I 1) H2 HY

[0084]  CKEifH R KT L ES KL KD , 28 5 H4-6 45 211 5 & T /KIS o I B I AF F s i
4% (Waring Laboratory,Torrington,CT) ¥ Fifk , SR 5 £E8000 X g N B 00204 % U £E |
TE VR A [ A3 25 K B B IR o b i, B S Rk 1) B35 W5 9, R st 270 B i
SR BRI N 2B P PLYTIE 22 0 o B O FIVBUNT 35 WIS S B Ui ie F 2B B B O o
W8 5 IR NN G I W - WO 8 DA g 2 0k B P VRS o 1% [ 4 BT 36 JRUBi v DA 22 e
(1) 2T o FTUSCER IR A 25 REL DA Do

[0085]  HEAIE i S I FE DR IR R (PG-0S) ) il %

[0086] [ AEL VAR oL () ARV NN L= S M L B BT BR BT o 3 FNa O pHIR FF 7E8.5-9. 0. 7F
247N J T8 FHHC LG pHFE AR 26 . 528 1k s B2 o U B A SR B 5 1ml S SLVRA- 0 n
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N SFEARFAR B R DTVE , FF 8 I3 O B &7 B ORI 3 — D K g 8 E i B 1

] 42 LT 3 PR DA 223 R B

[0087] i R S ERE R SHEYINE R A

[0088]  #ENasHPO4~FTHE R M (pH 6.6) T 450.1%.0.5% . 1.0% F15.0% (X 10m1 547

W K A B0, FRIE 78 A0 08 25 0 P R S B B B R 0 1L 5 43 4 I D)

W JE A BOR R, BE G E22°C N BRI o TU S5 T 2 0Bk B AT M R E R

[0089]  imit EAME LUK (CE) & =ML &

[0090]  fifi FICE I 5 Mt 5z 22 AE /K M AA 2R PP MR I o TS 48 40 D6 016 FEE 4G M 28 1) Be ckman {1

2Z8MDQ P/ACE (Palo Alto,CA,USA) BE4TCESELS . I MPolymicro Technologies (Phoenix,

A7 ,USA) RIS R R B AR S ALEEB LIS (47.0emX 50um 1D X 375um OD) #HT 4. 6

YA B T AR IR AE25°C o 7E.2540m R HEAT UVAS U o £ FHO . OSMBER £ (pH 9. 0) 11847 2% M o

FIT I I ) B SR 20k V(¥ TEAR P F . o B FR AR AE A VRUE N 1 BT A A S 2800 0 0 . 450y 5 2% 20

T PE R AT I 98 T B I & AR AT =R ¥ FiBeckman 32karat¥AF (FRART.0) AT IE

AR E &

[0091] IR 4 ORI E

[0092] g2 R-AEVIFE IR SN L BE, DAUTTE 2 BF e IE R . & 05, FUV-

Vlsﬁj\jjﬁjjﬁrh'[j‘ (Varian Instruments,Walnut Creek,CA) J5E FiEWR - 7E425nm | X BE 557
25 0 S A TR RO B2 5 BT o 4 P B 50 1 LA R R PR R B (B & 22 2 AT

L FRAE80% LBEH L. 0-8. Ong/m LA 24 br i ih 22

(00931 fff FHAEL A0 478 Jist 364 A B2 2 110 9 g P52

[0094] P& 375 7 A 2 2 A5 P A P AL W 5 o 50 P VA AR T o O R B, B B AL A R

iR (04 5 3 T A 52 2% P AR S S 1 5 IR A 2 R (0. 0 Y6 KRR JE0) AHEL {3 A

1.0% F15. 0% REYIHE S5 40 S A M R 28 PR VA A R 3R I 31 295 05 A9 7 . A1 .

(00951 fafi Fi K& 420468 5 RHIPG—OS 38 il 22 25 2% 1) VA fid

[0096]  [El47R H T 75 % PR FE LB J5 T 22 58 3 VA R PR 0E , 2 R Al TH KV

il N 11.0ng/mL (Kaminaga® A\ ,Letters,555,311-316 (2003)) AEFRATF A, HH &R

(R A AR TR DURE (0. 30mg/mL) o LR IR, 22 2 2 I VA i P52 BB HELAZD R i B P GO ST A 52 3

TINS5 25 B o 45, 6FT5. 0 %6 (R AL AR JE RIPG-0S 20 BV » 35 28 3R I VA AR 43 3l R 29 . 1

g/mLAN31 . 8ug/mL, H A& BB ) 22 28 3R (W RE (EL Y 03, 000F5 157

[0097] S fpl 2 : LA 5o M S IR IA AR IS (PG-0S) FIEE 2 AR I LA A J o s L B3R 31

&5 (PG-0S—PEG) 1) il %

[0098] 1 3gHEAHE i RIS . 85g M FE R HIFR T (0SA) VR & 7E15 . OmL - F EHA (DMSO) H1 , 48

Ji 56 7 B50mLAE H o B A A5 Wb K R R 3/ NI DAIEAT SR o b i S R4 4 BT S

43 o T il % PG-0S-PEG, I H. 73— F T4 B PG-0S. 43 B PG-0S, I A 20 £ () %

B KA 1L OB, IS FINaOHIE VRCRF B H AN BIpH 65098 f5 , X VBAR BEAT BB JEAL

[0099] Ay % PG-0S—PEG, [1] 53— F:PG-OS R S H A 30. 6g (58 £, ) FF LRk CF-35Ma

550 ,mPEG-0H) o FHIR A WIAE110°C MIE S NREFL6/INSF, BEL5 7 Bl — IR ML 5, 4 S SiA)

FH2065 14 25 38 1 /K W B, M FINaOHIA R A AR RN Bl pH 6.5 88 Ji , Xh VA BEAT 8 I8 Ak

H,
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[0100]  tf T~ BE I th AT PG-OSFIPG-0S-PEG S B4 » 1 FiMinimate ™ ] ol it 1d v R 4t
(Pall Life Sciences) BEAT#EE o EHIEREAT AN, I HoWS THRAMEH 1R E WA
/b B SRR 1/20 5 S8 I P25 88 5 KR ] JER K A4 AR o Sof s 26 14 £ BE W EAT v TR 1088 BAUKC
B[ 1A PG-0S FIPG-0S-PEG .

[0101]  SZiiff)3: fEPG-0SFIPG-0S-PEGH 2 2 2 4 & DA 4R i 92 28 3 [ VA A P

[0102]  7E14mLik% h, }30mg PG-0S.PG-0S-PEG.B-F1#kh (BCD) HIE T4 E:B-FRHkG (HPR
CD) 37452 9TmL 2 g (NaAC) Ze il (10mM, pH 6. 5) YR & o 1] 25-JR 5 ) I I S ) 22 25
oK, IR A E H E 3 B AL 28 (T25-DS1U1 tra-Turrax®, TKA) 7£22000rpm | AL HE 7

380 M5, NERA P AELL . OmL ¥ AT B O o LIS G AR ZE 2R
OB ZVIE G B BB — R AE80 % Ll h , 38 FHUV-Vis 66 E it (Varian
Instruments) 7E425nm A BARAE M 260 2 B EHEZ W S =R IUNE 745 10mg/mL A E
AL EZTEME . AR, PG-0SHIPG-0S-PEGLL BCDFHPBCDE A T =i W2 & £ W ZE K
TR E I RE

[0103] 1. x%ﬁ%ﬁfﬂm%%éﬁ%mkl 6.510mM NaAcZZ MR IV R

[0104]

#44 , 10mg/mL LERIE M ng/mL R/ ZERL w/w
PG-0S 303 33.0/1

PG-0S—PEG 367 27.5/1

BCD* 45.1 222/1

HPBCD™ 110 91/1

[0105]  *BCD: B-FR S

[0106]  sexHPBCD: 4 74 JEB-F MK

[0107] izt 5] 4 « 4240 0E8 Ji5 B% B R G (PG-S) A1 2K £ R AL I A 4 8 JiR 3% B R IR (PG-S-
PEG) [ fill #

[0108] il & PG-S, ¥ 3g Y0 H F13 . TgBRIBL T (SA) Y4 7E15. OmL — FF EAK, (DMSO)
SR 5 e R B 50mL R o R AE MR K I HHORCE 3N LBEAT S L 4y PGS, it i
N 2018 1 2 B 7K AT 1L, T3 FINaOHIEBCIG TR TR AN R pH 6.5 S8 5 , R AT R
AbEE

[0109] Al & PG-S—PEG, ¥ S Mk JE AN 3. T BE HTER T (SA) VB A 7E15. OmL — FF AP A
(DMSO) 5, 48 Ji 4 #2 2 50mLiRE v o 1308 76 3 A O 37Ny LA IEAT S L o [A] PGS 82
P NN30. 6g5 (2, 1) B ERE CF%IM0550 ,mPEG-OH) o VR S WI7E110°C MBS N7 ERT
AN B LS R B EE— IR o BE S S 1 SN 205 (1) 25 B8 - /K B B, FRA58 FHNaOHIA UK VA
HIFIEIpH 6.5, 985 , AR BT B IE AL TR .

[0110]  xF-TFHke It of MK PG-SFIPG-S-PEG e N4 , 48 FMinimate ™I it 3€ 245 (Pall
Life Sciences) BEATHEIE BB IEHATAMNEIR , I BT TRAMEIR , LR E W AR TR0 /D 31|
JERI1/20, 88 J5 FH 25 B A ] SR AR AR o X B 28 0 4R B8 W i AT VA R 108, DAURCAE [ 4
PG-SHIPG-S-PEG.

[0111]  SZjEfs]5: [FPG-SHIPG-S-PEC 5 K BB 2 H &

[0112] i FAFER AR , 450 . 55g K 81 B5 2 (Sigma—Aldrich) . 1.65g PG-SELPG-S-PEGLA
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J26.05g DMSOVR A o 1R B E AL BB T/ N, IR B2 T4, PASE Bk 2:DMS0. 7 Xt B,
IR E B RS A ME B R VA RAEDMSO Tt , I HEAT B2 TR DL S R 35 55 R [0 14 . 1t
A, A1/ 31 b 2R 51 4% 2K 8% 55 3R AIPG-STRPG-S-PEGIK W HR I A W) DAAE At B

[0113]  #£22°C F37R )G , A 5PG-SHIPG-S-PEGE A I K 3 85 2% i DAL S -0 R AT 22
AN E R (DSC) 4T A TDSCHHT , FREUM K (3-Tmg) F£ %I fEPerkinE Imer FR 25 B L o
4§ FHDSC Q2000 (TA Instruments) PA20°C /43 (11455 1% 2278 20-250 °C 76 [l 9 #E 47 DSC
WA K EEFERNTEH SRR W e AR TESH WK, K
7 2 HPG-SEPG-S-PEGI & A AL EAE 7 37 K5 7= A 1T WS AN TR 45 i , M TG SR FH K 25 5
ENIY Wash| 5 AN R=Y oy

[0114]  sEji {56 - Wik S AE MR 5 2 A D A i 55 4

[0115] il & B S5 A0 5 2 A M A v 55 R0 S AIDMSO LA #5 B &= 1 1: 3: 6.4
1:5: 1009 L 2R G BT FORRIR ) B T 5 25 DARR 25 DMSO , -4 Frui £ 19 18 44 B ik K o
[, 457 FHDMSO LA ABAY 77 sUAL FRAT & %5 (B AEAEDMSO R , B i B 259 7)) - I ELAUSCER 1
A T ] 46 55 T X HEURE B o sl 2% R A BRI TR s B DMS O Kb R [ A 9% 25 1) IR 4D o X e 4
KL FT-DSCHIX ST 2k R ATHH 447 o

[0116] X T-DSCHHT , FREL % il 44 31 25 44 B|PerkinE I mer 83235 5 45 v, H: DL 20°C /40 Bh i 41
R AE0-250 'C Y5 N #EATDSC Q2000 (TA Instruments) o ff AR S EEIH— 1%
DSCHE 2 o X T XS 2 b ARATHF 43 B , FREU[E 4445 2K , 3748 FH 2% & 3 Bragg—Brentano i 3¢ &
[f)Shimadzu XRD-6000XH+ M RKATHHAT 7 4o LLO. 08° By 2P K A5 °-40 " 20 4 FE i
DSCHIXET LR AT 5T AT I 25 Bon T 6 o TR R JR 5 A1 98 45 (1 B A [ A9 & A Vs 45 1
SRR UNG R R E A e AR e 7 N

[0117] St ) 7 - e R A Do 5 5 388 o 22 2 3R (1) VS Al S Al Caco—2 40 L 53 2 12 E M

[0118] iK1 0mg L RIRA T 1. OmLLEE P, i BE I 250 DOSCAE BBk il & £/ &R
FE 2% o0 1 JEOR o [RT ) S K 2 A8 W A 2 BRUAE 40mLNa e HPOs—F7 A5 R 22 R (pH 3.0-6.6) 1.,
#50 . AmL 22 2 2R SR FE AR S50 B0 s RHR A O U BR EAE R 2w i
TR R T8, DL 0 i -2 2 s B AT A

[0119] R HEWHE I - Rm B A TR 5 BT 22 i b, DU L % F15 % (w/v) 2 B0« 5
O ¥ FIEBUMANARBAETRR 28 b, AUTE 2 MR EIE B R B0 05, HUV-Visa ok
FEVHI T 5 W AEA25nm T ) 58 JE LR IR D16 88 o A1 FH 282 B 3R 180 %6 £ T vh I b 1 it 282 i
ERERNE SRR TET-A R YRR -2 R E 5 W02 m m= A g
[RIVE A

[0120] kAT Caco- 240 g # /218 1 WA , 4 i W MATCCER 13 1) Caco-2BBe A /E37°C T
155 % CO2 195 % 7 S AR T IRFFAE IS R A e 2 R ZUAFH A /R 35 97 2 (DMEM) wf , ik 1 577 i
TTAFBS (10%) INERAER AN AN B 2 /858 2 1 4l Mo P fE Transwe L LA THUA I, FFA
ILBN100% VA FAEEMZ Ja A 21 R oA FES 1 52 vELREL (TEER) Rk I 52 25 40 i B2 J22 1) 5
M ¥ Transwel 1R 1 584 9L Caco—2BBe 4H fitd FH VX o 8 P-4l £5 V5 Wk (HBSS) Weist o N
T A T2 5 = 1) 228 S /M B 2= 03833 5 1) TOU oI N O . 5m 15 22 535 2 il R HBSS , FF ]
FEJRAMU AR AN . 5m] HBSS G4 HAEST C NI & , 3 HLAE3043 B , I & AN B == il
75011 HBSS, J FEEAR R BT BEHBS S b 78 A CRFF AR o A8 FHLC-MSTE &5k F 2E I AMUIBE = 11

18



CN 104379175 B W B P 16/16 1
HBSSA ¥ 2 8 2 1 =, LN 12835 .

[0121] i Oasis®id E2E Waters) Xof 2k [ J22 8 MUK 22 ) £ 2 5 28 0 25 b W 4T 156 A
L AH 25 (ACN) TR Bt (1) 23 200 B T AR5 B [ A FI50uL ACNVA A, JFH i %
FEGNEF SR G HEATLC-MS 30T 45 FOR T B T-Brh o B4R, 2208 2 10 VA AR 5 338 Iin e 159 3L
Caco—241 f 5 2B I M 3G N T B2, AE T b = (Ve M B LGE T 2\ R BE, XK
OF S AT XA A7 D o i R 22 28 2 R TR T

[0122] S fs]8 - R4/ AR Ji S0 B S A 41 1l S Ak BR 1 280 T IR T

[0123]  H4 3t Wkl R M3 g s & 5L My (Sigma-Aldrich) 43 HU7E & BN Z% P (50mM, pH
5.5) H, LMEFRE IIN10% (w/v) RS WHAT Sl 38 AL « 38 AL 5 » 1 0 B 8 0 AU
BRI VR o 28 D 52, 12 AL A A i — I S T YR AR D v B B K YR JE 40400 g /mLL o
R 2 BN S PP (50mM, pH5 . 5) HH TN B 7 B 5 - 104 e i) - 400ug /mL IR 78 2% i HH (1 1
WS & HL A E NS

(01241 P AE A I — B 2 B M 5 VA B 0 B8 4 S S Y 0 N i iR (BHD) PRz, DA
JS A B A M 12.5.25.50,80 10011 250g /mL o 45 B A% 5890 1T IR T 5 3= 4 (4110°CFU/
mL) BL1.0% (v/v) 7K P8 R 3 5 7 1% B8 R 2 VR (1) 3 B8 o, 48 B A AR 76 37 'C T g
H 24/ o BEJE SR HEAT FA R, DA B BV R L R U A 2R I A T A AR K

[0125]  4niEl8H i AT INAE A0 J5i - B% 2 Sy 52 A il 7RI (W BHI R A4 BB 4 B0 (14
/NI B (MIC) S80ug/mL (B, 75 12 % B Sy vk P T FH iy T B & B il 1, VA
T » 2 DI B 1 AR KT DA Z08) o 6T N 5 0 88 2 S 1) 155 X BHT 1A ¥ L 2 76 11K 1250/
mL ) B8 B B N AN BEAS I BIM T Co 1K 3R I, AEL 0 - B8 1 B B A 50 B 8 I 11
VPRV TR R A E

[0126]  ZASCrp 5] FI T E FI R H 3 A H AR LA R ] i —F b 3R A9 (0 ARG 4 358 8 5
P B 5% 51NN AR SC o 3R PEGR A A SE e 118 7 5 28 BR AR T 45 o AS 24 JLER A
AN 05 L) PR ] o AR R AN R T it RR A 1 B DDA 5 DR A st AR ST RN 70 382 1T 5 AL
(19 AR AR B, 7 FH ORI ZE SR FTRR 52 1 4% B G P
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