CN 103491778 A

(19) e AR EFNE ERFIR =G

%

(12) R BRE | EHIF

(10) HIF S CN 103491778 A
(43) HIF AT H 2014.01.01

(21) S 201180027559. 8
(22) HiEH 2011.04. 13

(30) LA E R
61/323, 780 2010. 04. 13 US

(85) PCTEPBRERIBEHFHANERMEL B
2012. 12. 03

(86) PCT[E BRI BYFRIEELIE

AGTK 31/44(2006.01)

PCT/US2011/032381 2011. 04. 13

(87) PCTEBRERIBERI A T E0IE
W02011/130455 EN 2011. 10.

20

(T1) RIEA FR/RIIERTT B AT R 2 7

b KE = A ERT
(72) KBAA N« B4R

(74) TRKIENH HEEFH ZEEE RS
F bR 55 AT 11038

RIBA REHT

(51) Int. Cl.
AOIN 43/40(2006. 01)

PR ESRA54TT BRAF110TT BT

(54) % PARAFR
1- FEE -N-(2,6- —HIZRE)

—2- RWE F &

1 B2 ok P 250 4 0 e AR 5 s

(57) %
AR B it T B K

1= H 3L -N=(2,

6- —HAREE ) —2- Ui Y BRE B 255 BT
R A T I A & Y g



CN 103491778 A W F OE Kk P 1/4 7

Lo — Mt T B2 R B 25 ) B, A3 3897 A A R TR IR - ER Bl 24 T 52 i 2

g ,E\‘?Eéé\%o
2. — Pt FH T SR 25900550 8L, A8 Va7 A AR I R S PR i 25 BT e sz g R
IR EY) s T F AL 5ng/mL-6000ng/mL ] WK BT Cao

3. it FH T R R 25 700 8L, A B YR T A AR I TR R DR B 24 2 BTS2 1) 2
BURAY s Ik A2 4L 5ng/mL-6000ng/mL ) FFWR R AR C,oy s TR Co AETE 1-168 71
INESTER

4. —FhtE T BRI 254500 24, 805 3697 A AR ) PR R B L 25 2 BT A2 1)
HVBIRA W R EL, DAE TR FIIE S G NEE &2 18 TR AR ng/
mL.—6000ng/mL ] FWR R Cpapo

5. — Pt FH T R R 2590500 24, A5 V897 A AR I R S PR sl 22 BT sz 1) R

HREY) s ik B4 1ng/mL-3000ng/mL (¥ FWR R I Cyiro

6. — it FH T B IR 2970 2L, B8 v 7 A A2 0 R R R B 2525 BT e s2 i 2
SCHAREY) s iR 1ng/mL-3000ng/mL () FWR R P Cyp s JITIR Cui A 2-168 /NN
BIEIAS .

7. — P T R R 250500 B, B VRS T A AR I TR S R L 2 A BTz ) R
sHREY) s Ik B (it Tﬁqﬂmﬁ%.q:i@ml"ﬁ{&}#ﬁllﬂ 2 T A (AUC,,.) VPG A
50ng * hr/mL-80000ng * hr/mL [{]4> 5 M 5% 5%

8. — it FH T B IR IR 2 ) 24, B8 v 7 A A I AR R R B 255 T2 13
BHIREY TR A B 5 N B e, $2E 0. 1-1. 0 19 C,,,./C,.. Eb 3 B AT R AL it B
Z 1 FREIT R .

9. — i T B2 IR 25400500 84, A5 VR 97 A R I R R B 227 BT A2 1K 2R
BIREY) s PR B i 45 N B35 I, 6 T8 6 /NN TR) B 1 R0 45 24 4 2 s U R
FHF SIS [ A U, $RAE 1-6 /NI ) W s HLPTR R RN 2 1 FIRTE ST R

10. —Fii T B2 IR 2540500 8, A5 V8 T7 A 2 I R Rl sl 252 BTz 12
BB G s Il R BUAE it 25 N R E o, R T8 6 /)N I IR 1) B P I 25 24 430 2 sl o A
FHEFSERS TR R U, 4240t 1. 5-6 /MBI HVD 5 H AT IR ER It e 2 1 R YR T R

L1 — R T B IR 2590500 8, A8 V97 A a1 R R el 252 ErTiesz i3
BCHIRA Y TR TT A E S AN s Hrh Bl R BB Bk B AL IR R A,
DT ATt RIS E A e N g % 1 B HFrid Bt i £ 1 BTG 208

12, —Fpi T B IR 2590500 8, A8V 7 A 3 I R Rl el 252 ErT 8z 12
s HOREY) TR IT A ES NERS G i Bl R B R Ok BN AL ) IR R
A, AEFTIRFIAGE GG N R L 1| A BRI BRIt R 2 1| FIGIT30t.

13, —Ffit T R IR T 25 ) 84, A5 v 7 A A R R S PRl sl e 22 BTz 12
sHIREY), Frik B HA 6. 3-8. 3 1) pHe

14, — Ml H T B R B 25 9550 28, A5 - (1) 3097 A 20 E 1 WK< R B 24 % BT
Z R VECHRA Y o (11) 25 FIORR), Hok B A MR BT RSl QAR
THIREE . S8R HEE T AR R G  H o L g B 8 SR Al &0 H IR A B T2 3 AR
I G Byl Ny L) N o o g 2 L= LS 7 e S N 173 e S L S L SN ol
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R s Atk P SRR o PR S IR — P A et B R P P — R e A M A T
73 o Pt A e R S TATR AR IR AT P « Ao PR S TR B A 2 5 R S TAT R 8 J V8
Bl 2 TR SSIR TN —E Ii 1 BRSSP ER & T H el B « YAy O A7 e A B i
A A eI IR MR Yo PR 5 AT SRR LM 20 SR R R L T
AT L JE S Y AR AN — B B Z B

15. AU R 43 Frik (AU E5K, Herb Bk 25 RTOE 71028 B A5 N id W mimd - ) &
T B LM T RERERE AR I T Ay B I N S R S TR T A I T I R R
TR R LA R LTI

16. —Fitiil FHl T BRI 250500 2, 30V 77 A7 280 i) FRUR R PR s R 255 B B2 1 2
S AR, PR R SN 1), Bk Wh ) AT 5 SRR i (10320 57 s 320, Pk 2 B e 3
AT LR S B R PR I 50 P9 G A% B2 B K FR) BB 36

17. BOMER 16 Brid (O BCRIEEK, Joh pridtid sl i A EA S AR AL

18. BUFEESR 16 Frid KIBOMN E25K, 55 357 Fr ik i 5 s 74 AR [R50 B AR EL, ik 259
TR PR i PR I 5] B2 R PR B o

19. BUMESR 16 Frid FBOM K, 5387 Frik il 5t s 14 AR [RGB AR EL, B i 259
TR PR AR PR B O B SR IO

20. BURIER 16 Frik fIBCRIESR, 5 8T B i 5 sl 12 AR R FRI R AR L, Bk 259)
TR PR ARG N i 4 B P 2 i, XTI AE PR AP B2 S P TR it 2 R B (AUC, 50) 2K
PP

21, BURIER 16 Frik iR ER, 5 A Bk i 5 sl 12 AR R R AR L, Bk 259)
FIRLLRAERE N2 -

22. BUFIER 16 BTk OBUM R, 55 AT BT id i 5 sl R34 (AR R AR LG, Birid 254
FITLER A TR BNIE C,o I TH]

23. BURER 16 ik O BOM K, 55 AT B i1 5 sl A 34 B AR [RIR L AR LE , v idk 2540
FITPR AL F Y Cago

24, — PR H] T BRI 2950 2, A5 R A RO K IR R I B 25 R i 2
IR AY), Pk FIARBEA/NT 0. 002mg/ cm’/ /N F - 24 TR - AL

25, — P T B IR 2950 2, A5 R A ORI IR R A B 25 R i 2t
SR G, B IR BN T 1. 5 /AN R S WS IR N 1)

26. — P ] SR 2950 2, A5 R A ORI IR R A B 25 R i 2
ARG, IR AR AT 5% 19K B BT W 750 )22 AR AR I (T8 -t 2
HIT AT R WU 0) P £ PR AT PR g 25 o Ot P T BEBR i 12 /0N BN A Bk I ) o R A 18 TR
&, RN 0 Ee ) .

27. BURIELR 26 BTk BB EE SR, Hrh B - 3 PR DRDRE G 22 » Jti ) -2 i BT i
A 51) PR PR s AT 14 B2 0 2 £ 4 24 ) B 45 AR B s ) o R 2 £ PR AT P LA
Jite FH AR R SR T B

28. it I S IR 2950 A, A5 T A RCE I IR R A B 25 R a2 i 2
SR, ARG T 170 % B9 M BTIR W FRPRE UK TR IR ) B A2 2)) 3R AL i
BT AR RN SO T N BEBR S 6 /NI AS .
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29. — Mt FH T BRI 250 B, A B VR T A AR I R R R L 22 TR i R
s HREY) s Tl R A 2 W3R 53 ad USP 28 5 (A% ) 75 50rpm E 500mL BER / KR IR
WM (pH 4. 0) PR 32°CIE N, Frid | 2L 4E 30 73 Bt $&4It 0% -95 B & % 2k B
TR TR R ) R A BRI RS RE T

30. AR 29 Frik BUR £ K, Horh BTl R SMBE IS <AE 10 23 8P 0% —40% , 7F 20
Iy 1% —60% , 48 30 0B 2% —80% , £E 60 43 BRI 5% —95% , £ 120 238 iE it 30%,
£ 180 43 %Pi it 40% .

31, — Pt T B2 R 6 25300 24, B 3 v 97 A AR 1) TR R R R B 24 2 BTS2
th SR AW, Frid ) B F T R B RS x /N, H R TR A R A i IR R AR B
/10. 001 % AEHASE I 60 % 7ERT 0. 35x /N A [R]85 2F J7 Bk b s B ids FRUR < (R = 9 22 20
0. 002 % AHAN I 70 % FEHT 0. 7x /NN R) 3 28 0k B kb 5 HL BTk R R PRl &= 1 22 20
1% A S 85 % fEREAN A AR Y (B, 76 x /NI ) 3t Bz ik o

32, — P T B BRI 25300 24, B 3 Va7 A AR R R R R s 242 BT
Eh IR AW, BTk AL T R A 12 AN, HoAr TR ) A R ) R R LS B &
b0, 25% HAEIE 30 % 7E A BT 8 /NI HATR) B 3E 5 ks ik FRWR - RS &= ) 22 2D
0. 5% HAKE I 85 % 7EAF HITHT 12 /8B 5 i) 3ef 128 3k 52 ke

33. —Fiiti FH T BRI 25 B, A B v 7 A AR I TR R R L 227 BT e 1) 6
s HVR AW, Bk 0 B e T B IR RR 42 24 /NI, A BT ad 57 2 wp () FROR R LR 21 22 20
0. 5% HAKE I 50 % 7EAF H ITHT 8 /NI B R) s X 10k 2 ik b s il R < RS i 2220 1%
{EAE IS 65 % 7EAE AT 12 /ANt H A st 1 B2 ik b s iR FRUR-R AR & 2 b 2% (|
ANE It 85 %6 75 24 /NI it FH S ) P 3 i a0k B JEk

34. —FhBIT T B RUR RN R 7, GG 28 R R 6 T A RGE I IR R
PRI BRI 252 sz i R BUR G 4 .

35. — PP AE T 52 I N AR AR L SRR v, B AR 45 B2 MR A T A AR R
WK Rl sk 2% Enl 82 ik sk R &4

36. —FPATT T B IR N B BTV, BRE il AR B R 1~ 33 BTk R AL

37. — P2 PR N R T AL SR AR I 7 v, A6 i BRI EESK 1 ~ 33 TR i)
AL

38. BUMIELSK 1 ~ 33 Frad (RIBCHIEE K, Horb ik 57 2L F TR 7 AR T 0 o

39. BUMIESR 1 ~ 33 Bl (RBCHIEE SR, Horb B0 B8 F T3 7 5 ok B R B 2

40. BUMZESK 1 ~ 33 Frad (RO EE sk, Horb ek 57 20 F TR 7 12 LA B #5 o

41, BORESR 1~ 3 Prad AR 5K, He A s AN I ) it 1) B2 JER )t FH A i 22 2 236 4 /)
N PRI 22

42, BRMER 1 ~ 33 Frid (IBCHIE K, Brid fI B3I va T 7 SR 2 /b 238 4 /I

43, BRMZEK 1 ~ 33 Irdk (RIBCHIE K, iR B E & 65 4 /N B 2 5 24 /M 2524,

44, BURESR 1~ 33 JTads RO S, e rp it FH T S PR 70 200 1A D REREAG B4
G RE IR AL A 5 BRAEIX LE AT [ 3T 1 o

45, BMEK 1 ~ 33 Jrad BRI K, it FH T S PR 78200 1A D REREAG B4
R0 8 RE A7 P 328 i o
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46. BUREER 1 ~ 33 Bk (BRI ZE5K, 2 iy it 751 2 A 458 A 5] s 5 5] B M ) L e
o

AT, BURIEER 1 ~ 33 Frik BIBOR K, b ik n B AL 55 s SR 2 20 R 1A

48. BURIESR 1 ~ 33 B (RIBUR B2, 2 i 50 Y A ok AR 2 R (]

49. BUREESR |~ 33 Prid (RIBURIEE SR, L rp ik 57 B A6 28 7R 38 10 807 s [T 4
VU TR B R SR FLE R BB R IR

50. BUAESR 1~ 33 Bk (BRI K, Horh Bridd ) 28 LU 555 K A0k

51. BUAESR 1~ 33 Prd (BRI 5K, 2o B ik 82 ] WA 1)< 5 50 sl U5
2PN

52. BURIEESR 1~ 33 Prik (RAUR EE5K , e rp BT i) Y RES £6 R i 4 24 Jm 11 B I s

53. BUAESK 62 Frid ISR EE R, FCrp i Jig B i i AR B ] 7K o

4. BURIER 62 ik BRI, Horh ik Jie B IS T HK R 25, 38 70 A B AT
.

55. BUNEER 1 ~ 33 Bk (BRI 3K, Forb BriddshI 28035 A1 16 77 A R0 0 R R

56. BUNIESR 1~ 33 Brid MBI 3K, Jo b Bk IR S A1 0 1 ORI 255 B n %
(R 3 TR A

57. BUNEESR 1 ~ 33 PFrid MBI 3K, Forp Brik R A S5 A7 16 77 1 O s R 2525 1
AR R AR RG) - FIRREAL,

58. BUREER 1 ~ 33 Prid KRR ZE3K, Forp Brik R A S5 47 ¥6 77 1 O i L 252 1
R R S () - FIRK .

59. BUREER 1 ~ 33 Prid MR ZE3K, L b Brik R A &5 16 7 O i L 22 1
AR ERRIEAR 1 2 10 £ 10 ¢ 1 HFIR S(+) - FUR-REA R - FIRRRH.

60. BUFIER 1 ~ 33 Prid BUMEER, Forb pradsn) B &7 — Bl Fhik A A5 id4)
TR LR A% 2 < 7K A7 IR TP IR 2673 01 BROBUBR 32 s 57t TAT e T J A S A ] o A e 41045
EIAT A B IR G .
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1- BE -N-(2,6- ZHEE)-2- UkIE RELRR R BRI 259
BEMREERTZ

[0001]  ACHHIHEIR 2010 47 4 J 13 HERAT A B A (1 5 1l i &) H 5 61/323, 780
HIPLIERL AR LA N ARSI AR S

AR
[0002] AU BHWY Bt )T B2 WA 1 A2k N-(2,6— —FIAREL ) —2- WRIE A Ikl i 247
R R IR IR & SR E

HERA

[0003] AR HIW K 1- AL -N=-(2,6- 288 ) —2- ki PG ( TUR-RE) 5 17697
PR = R o) R [ B 22 (5 W A 80 ) I AE B2 ik BRI A .

[0004] H 1

[0005]  FIWR -~ Pl T~ 20 o 4R AR P S A8 3 M5 B, JFAE 1957 SE AR D Al 56 1) = 8
PRI 255 I NI IR B 2 o B A, ATV KRR R E 7R o < Bl T3 R s | o] e pf e
T BRI P AR SR B AR (ARG R 5 A1 L PRI BEL ) 1707 A Jm) 0 sl X I e JRR P A
TR A R T 0, AR A BOR T B R RS B T B R a7 PR B4R T A
EREEIRAE

[00061 b T 7EJl ] T R Wk LA SR AL SRR, Jmy ¥8 JBR I 24 0 S BB ) TR 3R BE ML B ( R Jik i
CRMPTAEZAL ), BB HL UL , & 00 J0 e % BE s IRt A 20 2T 4 o 1) 7 5 7 M b B )
PR/ SR o BT bR SOOI T SR BRI 24 K 2B A e, B e E A R (K
WREISRAMNE ) B, e Bk R R 2 AT e 2 ks 2 Ao Ja — P Bk
ST Jr S PRI 247 Y 2 T 2 35 ek, BT, i & B AR o &l TE I RE ), BT B - 1 T A A
SRR LT YE T = AR/ B R S B AL PP B B RE 1R

[0007] RV £ A< PRI E 4t A LA SR b o DR 2 110 2 3 1 R IR B L8 3R I HE — 265
07, XS g AT HE) 2 e R BRI 24 . 90, S 0 BRI 24 1 B2 Ik 2 32 AR ) 52 AR 7 A
2 A K — BB ER R KRR £ RIRED, M2 KB =L K
143 BE R B2 R BRI 3.6 1% (Ferrante FM, Pharmacology of local anesthetics,
3 1330-1362 11, M. :Longnecker DE, Tinker JH, Morgan, Jr., GE( 48 ), Principles
and practice of anesthesiology,1998( % 2 Rt ), Mosby—Year Book, Inc. St. Louis,
Missouri) . f£5;—HUAFITH, F 2 R ERFEE KB REGE PIURRER 2.6 £, 28
BRI, 5 T 5140 FRI AT MR R 25900 8% ) A8 2 B AK TP RAE DN I BE 2 B, B 22 BRE R R
K] 2. 8 f% (Strichartz GR, Sanchez V, Arthur GR, Chafetz R, Martin D. Fundamental
properties of local anesthetics. Il.Measured octanol :buffer partition
coefficients and pKa values of clinically used drugs.Anesth Analg 1990 ;71 :
158-70) o JITA AR M B S5 FESCH: T 20 H T BRI R 22 = PRI G 1R 1 B IR AT i 1 b 22
AT UL YIRS VR R BB k= o Goodman & Gilman’ s The Pharmacological
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Basis of Therapeutics ( FT A T MIANEFL MBI i R 25 22 2 28 L I RBIF 92 2l A i
UGS A FH B 25322 8RS ) B, “ TR RIAS 28 200 ) 8 BRI 247

[0008]  #ZE PRI

[0000] i fi i W b e FRU IS TR o IR 2% BROTL ) 23 248 O GO PR 8 « R T 5« PN G
PRI A0 3 Pk R A 8 T A A T AR B A K I

[0010]  [E PRI E<s (International Association for the study of Pain, IASP)
PR M e ON AR R SRR M BN BE RS 5 | A B B o Fh 28 I
A] 43808 JE [ s e PR A PR e 2 M (PR PR ) o HLA SRR 1) A ] LU
VF 22 RTERARARA T AIR M 2008 B0 o AR IR 25 I R TR B 42 8 & VAl < (1) 2
SE TR (R R ] 2 AL R T TR CARBN L CRRFET R “ET FEE
LA R s (1) MBI (BE IR E AR CRB 2RV E T BT A
(1ii) Mgty CHImPRE= I VEAS, B8 A “AURR” R0« Jli 3 RS ) o (Watson Al
Babul, Neurology, 1998) .

[0011]  CLERAE 2 AP AP 20 JU 2 J [ A 2 P AT T 293t o . fE A [ R
o, g FH T GT 24 3R A 1) S AT TR B R T SR 8 2 JE R L — XU &R
PR IR) HIV— AH 5 1) v 5o R ME 225 o

[0012] R AS I, 7536 E A K2y 2000 J3 AR B A R, HAELrh 2y 1/5 38 52 40 A R v
PERR 80 , 3K A — izt s PR 00 PR il S St 1 Ry A 225 , 30 Bl S R, B J o B
Fo AIREH GG B0 BTV AR s A A 22, A 2 B2y (3% 3w AR RE
BVITT) i A2y i E B R (FDA) UV TR e . RIMEXTA R / sttt
HERIZIN & R A RAER, I BB E R B5E 2 NS . EER S, XL HA
25 I 25T s B IR R E S 3K AR VT 2 BE R S8 = AR L i IR i — A~
B R

[0013] 54X FIE A T, ANAFEAEREEAIE St FH T 5 Ik PR ATArT =y 50 BRI 24 ¥ 97 72T ek i R
Joa T A 2205 R80T R B 22 RTINS RS BEATUIG R RS ( AR IR B 2 P B A S e bm it )
AR -

[0014]  HIV EHLFN HIV 25403657 BRAEA AR I R RS, I A 8 42 5 R I A9 38 g 1) %
PRI B Z P95 [Bailey 25 A, 1988 ;Corblath fil MacArthur, 1988 ;Fuller %%
N>1993]. i & R 2= ARG HIV A2 AR R RN (ddD) sELigfthis (ddC) eHinf
R B 2 I ERE [Fuller 28 A, 1991 ;Grafe f1Wiley, 1989 ;Griffin 2 A, 1994 ;Paice 2%
N5 2000 ;Penfold Fll Clark, 1992 ;Rizzuto 25 A\, 1995 ;Simpson 1 Olney, 19927, ¥k Al
PR PE I HIV AHOC A28 S 325 MO PR 55 A8 I AR i, IF B e s i@ ™ 2B A7 38 R R 4
Dhe. S MER) HIV AH O & o2 DL e S s VAN B 1, R B 2 BR i AR B R FF A
RIS an b S PUR T T ZIEE ST A SCIRICZR, TR I HIV AH G M2 i) LU 3L
BFARYR DU R a7, X AW E A a i e R .

[0015] 324 A ik, 78 36 [ WA B vl H T2 1) HIV AH SR W I 254 . &2V Fr
TURH T6 97 PR I HIV AH G AR 97 B T B4 M A KB [McArthur 5%
A,2000] . $7 5 =& [Simpson 55 A, 2000 ;Simpson ¢ A, 2003] Fl /=57 & ) 45 H BB 2=
[Simpson 55N, 2006] LN, BLHESEVUAL K T &R B MAE N K 2 0697 CLAL0E
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SN IR AR A KE 59 R RE A W AL [Kemper 55 A, 1998 sKieburtz 28 A, 1998 ;Schlay
2N, 1998 ;Simpson Z& A, 1996] .

[oo16] 5 A HIiE A JIT 0, ¥ AT BE A LI S5 AT 3 1 e A 1) Jm) 38 BRI 245 FH T3 7 SR P 1)
HIV AH AR ER0 1280 12K B 22 BRI B B LG RIS ( FEAEIRIIE S 2% h B A E 2 S5
e ) BB . SEBr b, 7R HR 2 A5 BRI AN 22 R 3500 BB BE AT PRI, b5 22 RRIAH L i
HEERZ D ZS [Estanislao 28 A, J Acquir Immune Defic Syndr. 2004 Dec 15 ;37 :
1584-6. ],

[0017]  HPRIE (HRRAEAEHRIEE ) 2 — Pl B, Ho BRI AE T 2 RE
TEDE BAPIRE 2 B 5 RS RIEZ (WA HPIREE ) e B, o
RPIFAE S FE R E G TR RS, Ik g M RIRE (Watson 58 A, 1991 ;Watson,
1989 ;Watson % N, 1988) « ZKMAEIZ G4 (PHN) o PHN [RIR 2 AN R BT, By
TELE T 0 ST B FE AN B 28 1) ) I R o

[oo18] PR, H 4 Fr Y e H T &2 5 & - (1) 4 R 2 - BRI 7
(Lidoderm™) . (ii) ERANEL®E T (Neurontin™) . (iii) CIREEGEAK (Lyrica™) A& &
A BARCER Z 7 (Qutenza™) o AHEFT H FE254) OxyContin™ (Watson Fl Babul, 1998) . =
MHLIIARZE (Max, 1995 ;Sindrup, 1999) Al %% (Boureau 25 A, 2003) 1A HIFZ 25 C
KRS TR T RO, FEe B2y vt - H 257,

[0019]  {EJEZ Sty i ot DB TANHR Z RIEROT . Br T A KB
CLAL, IXAE B 50 3E 2 1 7™ E 0 v v B, ARG =W A0 G T R PRA SR 2L I TR) LA R i 2 B
R E £ (Rowbotham 28 A Pain, 1996 ;Galer 28 A\, Pain, 1999 ;Galer 2% A\, Clin J Pain,
2002) . Meier 5¢ N (Pain, 2003) {5 BEALIK 22 R0 R IR0 2% A2 AT, £ 58 A KA
PR PR A i I i (KR 65 % M B2 G & ) ki 7 4NHAI 2 < A
R o PRI 5, MARTT 4. 4 R AR | A8 AT M 315 = 50 % 4%
filt, IIRTY 8. 4 B A B 1 A H NI B EH 3k A3 = 50 % HIZEf#

[0020] T S P AR R R BT 9 B (UK National Institute of Health and
Clinical Excellence,NICE) X #f£e Mt A&MIRIRTa R (2010 4 3 H ) &HFK, “BR = 4 F
Z R TIPSR 3O FEYE 7, S8R 2 R RN Y 3 AV E s e A 1 “ 28 —
27 4897 (http://guidance. nice. org. uk/CG9) .

[0021]  F 2t FH T B2 R R8T ) R IR 25 48 & 0 T 67 2 Ja R i) = 80 77 1 o

[0022] 75t FH T B2 JBR R0 38T 1) Jm R 25 0 416 W R0 T 9 JHL e ] Rl o i 0 ) L ok 2
PRI R TV

[0023] 752t FH T B2 JBR R0 38T 1) Jm R 250 416 W R0 T 697 AR ) R SR U () B R PR 9K
JHHIJT

[0024]  HRAHUE NN, Bk T AT RER B IRBIE i LAAN, ZEERA H R, (1) FEIAHAR
o, (1) AR PR B H T B Rz il 2 i sl 2 M50 5 (1) WA KT TR
R FH T e PR A 428 il o 225 B AR A PR TR I A TR 5 (L1 1) WA R FR R T
TR LLYR T b 220 SO 2 PR IR I TAR G 5 (Bv) 8T @b n H Tt FH T B Bk ke 4=
Hill A0 222 9 B 28 PR A 1) FRR R AL = o 5 R0 (v) A AT IR A b T8 B T 1 PP A Bk
FEATAT 20T 3 FA 8 i Tt T B2 SRR 7 A 28 0 sl ph 20 PR 2T I PR S BRL 7 i o

8
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[0025]  FEVGRYT HLAT ] [ fh 20 PR AT R A Pk A R ) A8 1) ] [ o 22 BT LR A AT i
TR A I ORI AT T AR ) — Pk, 10 B AR TR AR LR L PR TR AT 1 R AT A 7 1)
A AL IS B I HAFLL IR . lod o S i 250 5 & A R R . 78
PEIFAR LR P H8 NPT A 47 1 Jol [ B A Ak i 3] 2 8 1) BL AR 82 R 25 R FE 1) s — 1 Bk il
2, W R B B A Sy e (9, (Lo JJE R ONS #3:0 ) ImT B .

[0026] 5 25C T4 UL 40 FH R DR JIC 28008 e W0 s A e A FRE N3 O e - AR % B
(140 FH AR S PR 2 A 2 1R, DR A AN (8] T8 22 - BRIRVE 22 307 IR R 24, TR B8 2L A [
A B g Wi Ve B2 B MR B A g b () 29I 3. X v Rk~ A
TEPSTRE AR TR A 7RI 4 55 10 ] [l A Ak 4 14t 2 % 1) BLRF S2i0 25 W0k 2, OF oA 0l
DA SRR (a0, Lo ONS iR ) AU

[0027]  JEI [ h & PRSI EA 1 H VR 7 504 ORI T J) 1 sl ol [ 4 FH 8 g T AR ) R 93K
VERY” A5 F 2 A o AR SCER TP A 1 SR Jr T R I 24 T B Bk LA RE iy AR R L (4 2, I
AL R ERE ) FEIEIR. ks b, CR U B AR T Rk IBIT A E MR
SRR MR AL E 2 AR, B AT ST 7 ROR R PR T 5 A [ /Y8 (Endo
Pharmaceuticals Citizen’ s Petition to the U.S.FDA,2006 4F 12 H 18 [, Petition
No. 2006P-0522) .

[0028]  [AIM, e Bt FH T+ S IOk A1 £ SR R 25 W A5 A A R T30y & B 229 0 ol [l i 2
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(R, Brid s R # e se A s AR R E B2 Bk 1) e Lidodern™ WK A2/ 10%.20%
30 %40 % .50 % .70 %100 % 120 % 150 %180 % 200 %230 % 250 % 280 % 300 % .
350 % B 400 % o 17— SCPULE Y St 77 S, REWAR B SR e (R, T ad 57 284 g e 5 A BROK
SHARBETE R ) B ANE B S KB 5K ) B kB 5 7038843 B AR R R 22 20 10%
20 %30 % .40 % .50 % .70 %100 %120 % 150 %180 % 200 % 230 % 250 % 280 % .
300% 350 % ¥, 400 %

[0138]  7E—SBf0ik (1) SE 77 S, 7EFTIR ) B Ao A 2 A B R Bz 58 K B2 Bk B 25 )
I35y, BEg it - (1) $2 M RAKE s (1) AP RSB ENE s (i) #254Ee S R
FKAF (AUC) 5 (iv) $m i SRR 2R K 5 (v) SEERIEPE R 46 5 (vi) SR 2IE G,y 1)
IR 5 (vii) ST G s A1/ BR (viid) BESII) . fE— 2SR IE I SETt 77 2, rid i
tt Lidoderm™ M550 & 220 10%.20% .30 % .40 % .50 % .70 % 100 % . 120 % . 150 % . 180 % .
200 %230 %250 %280 % B 300 % . E—LEALIER Sl 7 b, Tk m b A BRAE
K B2 326 B KPR B2 B B 8 0 388 2 10 A [0 I 5510 s 22 20 10 96120 26430 26140 26 .50 26 .70 %6
100% 120 % 150 % 180 % 200 % . 230 % + 250 % . 280 % 5 300 % »

[0139]  7E—SBP0IE (1) SE 77 S8 vh, HLAA B I 551 G 4 30 o B DK Bloize e 56 K ) Jz kB 5
V89 YU 570) ) 28 Ry 2 T AR A 2 e Bz Bk B U ) ) S R T AR R /N T4 1% B T4 2% B/ T
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21 3% B/ 4% B T4 5% BT 6% BN T 7% (BN T 8% (BN T
9% BU/NTA 10% BN T2 12%  BUNTZ 16% BN T2 17% BN T2 20% 80T
27 25% 8N T4y 35% .

[0140] £ 55— J5 [, 4% A& B 500 R A0 25 7600 2 v 1) R R, T a2 A, 15 7K P R IR
AR - BRI 02 (R 12 70 R0 B 711 o

[0141] 75— NSl 77 Zrh, AR B ) 2R A 5 70 I R B i b ) AR < 1A, HL 55 408
IR RUBE I B B TR TR R B e 2 e N5 e 2 29 6 /DI I TR B, BT ik P
W+~ PRURE T R 252 B o B TS0 PR R TR o 78 & St 2 b, PR | R e 3 i 2 £ 8. 12,18
8% 24 NN EUIRZ 2] 1.2.3.7.14.21 5E 30 KIS A]

[0142]  FE—SCP0k ) S 77 S b, Pk I B B A — A 5 ¥R 7 A RUE I IR R 40
IMALEY P IR B ER A b I T — R 2R B B UM 1R B8 AR 9T R . EAR R B —
SO St T S, PR AR HERE A IR TT ACR , RS R 1 AR B AT 28 1 —
WWE

[0143]  FEAR B — S8k Sty &b, Pk H R R i i £ 20 0. 1 K.0. 2 R.0. 3
K0.5 R R2RVEZ 3 RGBT RV 14 KRB 21 RVBEZT 30 RIFIRIT R, R
EAE N I B IR IR B R 45 25

[0144]  FEAR J B — SO0 0 S 77 22 0, BT i 1) B4 (it (R RF B3R 7 ROR 2 A A AN g Bk
X WS R AT A B B3 24 2 b T 52 1) Eh B VR A 4 it FH 1) AR W I R ) 48 R B 2 31
[R5 % 800 o AEH B S TT S, B it FH T 5 R 030 B 32 A3k (R0 97 RO A2 IR R
PRI 2 RV I i B B 2 24 2. 840 4. B EY 6. 8K 2 8.8 108K 4 12,84 15,84 18,
B4 20,842 24,882 30, B4 40, 8K Z) 50 8K 2 80, 5L ZY 100, 8k 120, 8K 2 160 52 200,
82y 300 54 400 B2 600, 514 700 B % 4 800 1%,

[0145]  FEAR R B —Se Pt g Sl 77 22, BT il ) B4 At R R S0 7 BRSSP I 1)
(R Z 2] 1.5.2.3.4.5.6.8.10.12.15.20.25.30.40 BY 60 1%, 75 A5 B () — L6000k S i 5
SRR YO T R RS i 2 24 /NN, TR R ANER L R 2 2,347, 14,21 B 30 KK
SFEVATTROR o B SR ) SE T S, iR S R BRI T — R 25 &0, BTk 254)
AV TR T A R B A e BON B S5 84 72 X R s PR B PR PR 252 BT 2
(1) R BB A

[0146]  7E—SCUL ) SEHE Ty Zrh, Bk SR R AL T — R 5 v 7 A R E 1) UR-R ]
RIZ5MAEY) s Ik R B E B O T B IR a4 ik i 2 240 720 /NIRRT R . R B
TERSEETT S, ik R gt . 7R B0 E i S Ty S, 78 Bkt T B RS S Bk
BRI 2 2 504 /NN BUR £ 2 336 /DI B 24 168 /NI Bl 2 4 140 /NI BUIR S
Y5 120 /NI ER B2 24 96 /NI R 24 T2 NI Bk B 2 4 48 /N BRI Z 4 24 /NI LR
WEL 18 /PN BmZ L) 12 /N Bl 2 2 8 /MBI 2 24 6 /NN BRI 2 4 4 /NI IR
[0147] 7SO0 ) SEE 77 S8 h, ik SRR R 0L T — R & v 7 A R 1) IR R ]
RIZ5MAEY) AR SRR T B RS, Il s 38 1 i 2 2 720 /NI 0GR 7 ROR.
JIr R 5 0t FH 48 S AN R ok YR T OR FR SN TR 2 80 % o FEH LI I STt 7 =, prik
T FE S AN VR 7 R R R TR 2 75 % 502 60 %« B2 50 %« 54T 40 % B
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30% R 25% ) 20% ERZ 15 % B4 10 % B4 7. 5% B4 5% B4 2. 5% T4
1%,

[0148]  FE—SB{0L ) SEHE 77 S, ek SRR R 0L T — R & vy A R ) IR R A
RIZ5AEY) s IR AE G 25 N R T H B 2 29 168 /NNt o 78 B U i St 7 227, Jir
RFNRIE G T B 2 29 144 /NI B 2 29 120 /NN B 2 40 96 /N B 2 2 72
/NI VBRI 2 2 48 /NI BUR 24 24 /NN BUR 2 2 18 /I VBlIR 2 A 12 /NI B 2 4
SN NS EZ A NNRINGIS 5 225 R/ N

[0149]  7E—SCPUk (1St Ty Zerh, Pk SR R AL T — R 5 v 7 A R E 1) R UR-R A
29G4 s BRI AR P EE B H ok A Lidoderm™ W5 ff~F- 0@ 2 K4 /D 10% .
20 %30 % .40 % .50 %70 %100 %120 % 150 %180 % 200 % 230 % .250 % 280 % .
300% 350 % 400 % 450 % 500 % 600 % . 700 % 800 % 900 % 5{ 1000% »

[0150]  7E—S8PUik (St 77 S rh, Bk SR B AL T — R 5 v 97 A R E 1) UR-R ]
W29 AN s TR R AL A P W S A IR N (R B SR B Lidoderm™ W57 RS- 4 W i 23R
I A 2 /D 10% .20 % .30 % .40 % .50% .70 % . 100 % . 120 % . 150 % . 180 % . 200 % . 230 % «
250% 1280 % 300 % 350 % 400 % 450 % 5%, 500% .

[0151]  7E—SeRIk Sty S oh, Bk s R B3R 4t T — P 5 v8 7 A R E I R R
(I 205 5 T 55 R B I %) Bz Ok A% B 2 LE ok B Lidoderm™ W71 1) 52 Bk AR B 2 i &2
/B10%.20% .30 %40 %50 % .70 %« 100 % 120 % 150 % 180 % . 200 % . 230 % . 250 % .
280% .300% 350 % 400 % 450 % 5 500 % .

[0152]  7E—48fUik (S 77 S8, prad S R R 2R 4t T — R E N A 8 ib i a 2E
[ IR R R 25 A A1) 5 BT ) B B A 1 A BT A W S50 155 4 2540 7 43 L EE A Lidoderm™
W 550 BE R I) BE R & /D 10 96,20 %430 %6440 %50 % .70 %100 % . 120 % 150 % 180 % .
200 % 1230% 250 % 280 % 300 % 350 % 400 % 450 % &%, 500% .

[0153]  7E— S8 {0 3k 1 5Kt 7 2, BT il A0 FH R R B 4 7 — B 0 570 7 XA B YR 9T
A RE M IR R G A A s Bk FI R AL 0 & em® W5 (4 25 0 847 1 0 Ll b 4
cm’Lidoderm™ W K12 677 5 20 L/ 220 109,20 % .30 % .40 % .50 % .70 % . 100 % . 120 % .
150 %180 %200 %230 %250 %280 % 300 %350 % 400 % 450 % 500 %600 % .
700% 800 % 900 % 5 1000% ; FTIAFITIARAE L Lidoderm™ W5 [R5 199697 2R -

[0154]  7E—SE{RIE I SL i Ty S b, ik S R B3R5 T — P 550 X B 3 v 97 A
=1 PR B 5 ALEH) s Bk ) 25 4L 1) A BTl W SR s i = A2 B R 2 (&R -
ST FH P W ) o 1 R gk 2 A 4 24 R) B 4 R INE AR Bk W R R R I 2, RS M H A E) B
Lidoderm™ W 1 /> & 7 10 % .20 %30 % .40 % .50 % .70 % . 100 %120 %150 % . 180 % .
200% .230% 250 % 280 % 300 % 350 % 400 % 450 % 5, 500% .

[0155]  7E—SC{Uik ()Lt 77 S, ik SR 2R 0L T — R & v 97 A R 1) IR R ]
ZIAEY s TR TR NP3 IR R E AN T2 0. 09mg/cm’/ /M BAS /)
25 0. 08mg/cm’/ /NI VBAS N T2 0. 07mg/em®/ /N BRAS/NF-24 0. 06mg/cm?/ 7N L BAS
/NF25 0. 05mg/em’/ NS VBRAS/N T2 0. 04mg/em’/ /NI S BASZN T2 0. 03mg/em’/ /NI L B
ANF250. 02mg/cm’/ /NI BA/NFZ5 0. 01mg/em®/ /NI BRAS /N F25 0. 009mg/cm’/ /N
AN T2 0. 008mg/cm’/ /NI S BEAS N FZ5 0. 007mg/ em®/ /N L BAS/N T2 0. 006mg/ em’/
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/NS BRAS /N T 2450 005mg/em?/ ZINEF L BRAS /N 2490, 004mg/ em®/ /NI BRAS /N9 0. 003mg/
em’/ ANEF S BAS N T 0. 002mg/em’/ ANET

[0156] RSB GH LI 1) St 77 22, Pk Ah FH I BSR4 T — P B S vy 7 A 2 E I IR R
P 2554 s BT RSB EAE R IR (K 7 3 R R A & AN T4 Smg/em’/ /NS BAS
/NTZ Amg/ e’/ /NI VEAS /N T4 3. 5mg/em’/ /NI BN T2 3mg/em®/ /NI L BRAS N T
2y 2. 75mg/cem’/ /NI VBAN N T 2. 5mg/em’/ /NI BRAS N T4 2. 25mg/em’/ NI BAS /)
T4 2mg/ e’/ /NI VBN T 1L Tomg/em’/ /NI VBN T2 1 Smg/em’/ /N BRAS N T
2y 1. 4mg/cm’/ /NI VBN T 1L 3mg/em’/ /NI VBN T2 1L 2mg/em’/ N BN N T
2y 1. Img/cm’/ /NI BRAS /N FZ) Img/em®/ /B BAS/N T2 0. 9mg/em®/ /N BAN N T 24
0. 8mg/cm’/ /NIF BAS /N T2 0. Tmg/em’/ /NI BAS /N T4 0. 6mg/em’/ /NI BAS N T4
0. 55mg/cm’/ /I BN T2 0. 5mg/cm’/ /N BRAS/ N T2 0. 45mg/em’/ /NI BIANFE
0. 4mg/cm’/ /INEFBAN/INFZ5 0. 35mg/em’/ /NI BIAS /N T2 0. 3mg/em®/ /B BN F
0. 25mg/cm’/ /IEF BN T2 0. 2mg/cm’/ /B ERAS/N T2 0. 18mg/em’/ /NI BIA/NFZ
0. 17mg/cm’/ /N BIAS/ N T2 0. 16mg/em’/ /NI BAS /N T2 0. 14mg/em®/ /NI B AS N T
£90. 13mg/cm’/ /NI ECAS /N T2 0. 12mg/em®/ /NI BN/ T2 0. 11mg/em®/ /NI BAS /)
F450. Img/cm’/ /N

[0157]  {E—SLfLk (sl 7y S, Pk 4RI RN 0 T —Fh e & v 7 A 2 1) R~ [
MZSMAEY IR FIR RN T2 1.7 /AN BN T4 1.6 /NI BN T2 1.5 /N [P
g e 5y 3% IR B[R]

[0158] RSB EHALIE St 77 2, Pk Ak FH I BLER AL T — P B 8 vy 7 A E I IR R
KI5 G s IR BRI/ T 29 1. 4 /NI VBN T4 14 /NI BN T4 1L 2 /8N BR
INFL L LB BN T LN BN T2 0.9 AN BN T 0. 8 /NI BN 0.7 /)
I BN T2 0.6 /NI BN T2 0.5 /NI BN T2 0. 4 N BN T2 0. 35 /N Bl T
290, 3 /NI VERZIN T 0. 25 NI BN T2 0.2 /NI T3 RSB LB AR TR

[0159]  {E—SCfLidk (sl 77 S, Bk &0 FHFRI BB 48 T — P F0 1 X B8 5 v 97 A 0
[ IR = RIS 29 & TR IR K T4 4% BR T4 5% BUK T4 6% B8R T
29 7% BUK T2 8% ¥k B I i W 370 1 34 B R - ERDRE Jis (0 4y < 6 ot FH T JIT iR
TR R Y 25 AT 45 24 9D % 5 DR 7 o WU ) o 8 4 £ 6, %% P 43 2 ok LAt FH 7 8 50 19
B, RRNETH)

[0160]  7E—SLfLk (sl 7y Sy, Pk 40 AR 4E T — R B B8 & vy A s
[ IR~ RIS A S TR IR R T4 4% BK T4 5% BUK T4 6% B8R T
29 7% BUK T2 8% 1=k B Il W5 571 1~ 2 BRI ERDREJC (= < 0 Jti FH 2 1T B ik I 77
) TR AT ok 22 i O T B2 RS 12 /N i E BT IR W 5] R R 4% 16 TR R R (R 2, 3R
NANBH) .

[0161]  7E—LETH AR 6 [ 50t 75 22 v, Ik /0 LRI B4 0 T — R IR e K & b7 A
R PURR R 5 AED b FIBAE R T29 9% BR T4 10% B8R T2 12% .
AT 14% K TA15% B AT 16% . 8K T4 18% 8K T4 20% .58k T 4
22% BUK T4 25% BUR T2930% BUOR T2735% BUR T4 40 % BUK T 4945 % BUK T
21 50% BUK T2 55% BOK T-29 60 %\ BUOK T2 65 % BUCK T4 70 % BUK T4 75 % 1)Kk
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H BT WG 55 1 257 R BRURE T80 CION B2k« Tt FH 22 i B Ut 5] 0 1) PR = R 2 9 25 A
o5 245 1) B 25 RN P 3 I ) v 8 4 B¢ TR I R ), % T 4 22 - o LUt FH i U 5 o )
KR NETE) .

[0162]  7F—SEFH DLk i S 77 2, Brid A0 R B S 4t T — R s X & ey
R I PR R 29 AEW) s Bl AR R R T29 9% VBOR T°49 10% VBROK T4 12%
HMATA14% B AKTA15% AT 16% 8K T4 18% ELK T4 20% 8K T4
22% BUK T2 25% BURF2930% 8K T2 35% BN T4 40% BN T4 45 % 8K T
2150%BUK T2 55 % BK T4 60 % BUOK T2 65 % BUOK T2 70 % BUK T4 75 % K
B P W1 257 RS BRURE T80 N 24 70 it A 2 BT B IO 30 o 1) FR R = PR 9 25
YO T B R SE 12 7N 78 B I 551 A 3 4 10 PR R R &, SRR A B o0 B ) .

[0163]  7E—SCfUik (1S 77 b, ik SRR B4 T — R e X A S b A xE
()RR R 29 A A8 s ik R B4 L /N T4 170 % B/ T2 150 % B/ T4 130 %
SN T4 120% BN T4 110% 3N T4 100 % 3 T4 90 % 5/ T4 85 % F BTk
W AR IR 2 A B Z R I Ay <82t FH PRI 510 A 1) ok 25 7 4 249 1) B 45 o I A Pk
PR R R, Rom A EH ) TR E AN R0 T AN BIRE 6 /NsHiAS
[0164]  7F—SBEH AR LI SE Tt 7 22, BTk &b R B4 At 7 — MUt sn e X 8 2 v 7 A
=PRI ZAED s ik IR RN T 25 80 % BN T4 75 % VBN T4 70 % BY,
INFZ)65% BN T 2160 % BN T2 55 % BN 20 50 % L BN T2 85 % 1 M BT IR I R RE
TR KA B ZR AL CIN Ay < B2t FH RO 351 A ) ok 25 7 2 24 TR) % 455 TR B Jr 3k Ui 1) o 7
RIE, RoRNE ) SRR AL RN S0 T ARG 6 /NsHiAS .

[0165]  7E—S8{0ik S 77 S, rad SRR 24t 1 — R 2 N B 8 ia 7 2E
()RR R 25459 s ik s 2L 34/ T2 230 % 8/ T4 200% B/ T2 180%
BN T2 160 % BN T2 130% BN T4 110% 5/ T 245 100 % 19 M BT I G 751 88 e 1)
(12N ZEL CONE A < B P PR ) 3% 9k 25 7 25 24 1) B 45 A I 8 Bk W 5] v 38 4R 1)
B, RN NS s PTIRBIS R BRSO T B RS 12 /NS .

[o166]  7F— 4L B AR G IR St 77 2, BT iR A0 FH R B4 A48 T — iUt i X B Va7 A
= RURR B AEY s TR RN T2 95% B/ T4 90 % B/ T4 85% B,
INFZ180% 8N TF275% BN T2 T0% BN T2 65 % 5/ T24 60 % 1 MBI U 5710 B¢
TR BB FR AL I A < B2t FH PRI 51 A ) 2 9ok 25 7 25 24 TR) B 455 TR I 7 I 3k i 1) o 3
RIE, RRNE S ) IR S0 RN S0 H T ARG 12 /i .

[0167]  7E—SCfUik ()L 77 b, Bk SRR B4t T — R e M B Eb A xE
[P RUR-R R 29 A A4 s PR R R AN T2 75 % B/ T4 70 % B/ T2 65 % L Bl
T2 60 % I AT IR W SRS TR B A ) ZR 8 (I A < S0 P 0 U 5 v ) gk 22 7R 45 25 1)
R 25 TR I AR ol W57 mh e R 1) B, SRR O A0 B ) TR R EEAE AR N SRR TN B
RRIG 24 /NEFINAS o

[o168]  7E—4L AR L IR SE Tl 7 22, BTk &b FH R B4 it 7 — Ut sm e X i 2 v A
= I PR~ R 254G s ik FIRER UL /N T2 58 % (B/N T4 55 % . B/ T4 53% .
SN T4 51 % BN T4 50% BN T4 48% B/ T4 45 % BN T4 42% .5/ T4
40 % B/ T2 38% BN T4 36 % B/ T2 3596 BN T4 30 % T JIT 3R T 75188 T8 )
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w7 B R IR - Bt H 7 rh 1 98 25 70 25 24 1) B 45 DRI 8 Bk U 51+ ) 4% 1)
L, RN NHE ) sPTIRBIS R E AR N RO T AN B RS 24 /NAS o

[0160]  7E—4BfLik (S 77 2, ek A R R B4R 4t T — R e N B 8 vh 7 2
(KRR~ K T2 AL G s ek B4 /N T2 4. Tmg 85/ T4 4. bmg 8i/p T2 4. 4mg.
FUN T4 4. 3mg BN T4 4. 2mg B/ T2 A Img (195E em® WS A 75 40 L (Koo
W+~ PRI & ) o

[0170]  7E—S8 G AR B IR St 7 2, BTk A0 FH R B4 A8 7 — iUt i X A B v 7 A
=1 PIRR B S b FIB 4N T 29 dmg B85/ T-49 3. 9mg B/ T4 3. 8mg.
SN T2 3. Tmg 8/ T4 3. 6mg B/ T4 3. 5mg. 8/ T2 3. dmg B/ T4 3. 3mg. 8/
T4y 3. 2mg. 8 /h T4 3. Img. 8/ T4 3mg. 80/ T2y 2. 8mg. 8/ T4 2. 5mg. 8L/ T4
2. 2mgB/N T2 2mg BN T4 2. 5mg BN T4 2. 2mg 5N T4 2mg (I RE em® W) 04T
Bt (R PUR-R B & ) o

[0171]  FE— SRR Sy S b, Bk s R B4 T — A 5 v A R E I PR
W25 EY) s ik R AL 2] 5ng/mL- £ 6000ng/mL ¥ UK < R 1) C,.pe 7EHEAL
Me B SET T S, TR I AL IR BE N IR C, 40 15ng/mL— 24 6000ng/mL. B( %Y 25ng/mL—~ )
6000ng/mL 84 50ng/mL— £ 6000ng/mL. B2 100ng/mL— £ 6000ng/mL 8L 250ng/mL— £
6000ng/mL. 8¢ £ 500ng/mlL— £J 6000ng/mL. 8¢ %] 1000ng/mL~ £ 6000ng/mL. B %] 1500ng/
mL— #J 6000ng/mL+ B¢ £ 2000ng/mL— £J 6000ng,/mL. 5% ] 3000ng/mL— £] 6000ng/mL. B £
4000ng/mL— £ 6000ng/mL. 5X £ 5ng/mL— £ 5000ng/mL. 5{ %] 5ng/mL— £] 4000ng/mL. 5{ £
5ng/mL— %] 3500ng/mL. %) 5ng/mL— £ 3000ng/mL. 5% 5ng/mL— %] 3000ng/mL 5% 5ng/
mL— % 2000ng/mL 8% 5ng/mL~ £ 1500ng/mL 8% 5ng/mL~ £J 1000ng/mL (%) 5ng/mL- 2]
750ng/mL+ BX £ 5ng/mL— Z] 500ng/mlL+ 8% 2 5ng/mL— £ 400ng/mL. B{ 4] bng/mlL— %} 300ng/
mlL. 8K %) 50ng/mL— %} 2000ng/mL. 8% %] 50ng/mL— % 1500ng/mL. 8% %] 50ng/mL— %] 1000ng/
mL+ 5% 100ng/mL— £ 1000ng/mL5{%] 100ng/ml.— £J 800ng/mL.

[0172]  FE—SSARIE S 7 L, ik S R B 1 — R 5 &), ik 254 &
WALE RTT AU ER PR B B R, DA TR RS S e NEE &2 1A
RFNTIHEHEL Sng/mL— 29 6000ng/mL [ UK K1) Cpoxo TEIL GRS 7 Z 0, ik
RIPRAE R IR K] €, 2 15ng/mL— £ 6000ng/mL BY 4] 15ng/ml— £ 6000ng,/mL . B{4) 25ng/mL.— £
6000ng/mL 84 50ng/mL— £ 6000ng/mL B2 100ng/mL.— £ 6000ng/mL 8{Z) 250ng/mL— £
6000ng/mL. BX 2] 500ng/mlL— £J 6000ng/mL 8¢ %] 1000ng/mL~ £J 6000ng/mL. B Z] 1500ng/
mL— % 6000ng/mL. B¢ £ 2000ng/mL— %] 6000ng,/mL. 5% £J 3000ng/mL— £J 6000ng/mL. 5 £
4000ng/mL— £y 6000ng/mL. 5% 2] 5ng/mL— £ 5000ng/mL. 5{ %) 5ng/mL— £ 4000ng/mL. 5§ £
5ng/mL— %] 3500ng/mL. B4 5ng/mL— %] 3000ng,/mL B %) 5ng/mL— £ 3000ng/mL. 8,4 5ng/
mL—#J 2000ng/mL. 5( %] 5ng/mL- %] 1500ng/mL. 5% 5ng/mL- #] 1000ng/mL. 5% 5ng/mL— %]
750ng/mL B¢ %) 5ng/mL—- #J 500ng/mL. 5, %] 5ng/mL— £ 400ng/mL. 5%] 5ng/mL- £ 300ng/
mL. B{ ) 50ng/mL— £ 2000ng/mL. 5 %) 50ng/mL— £} 1500ng/mL. 8% 50ng/mL— %] 1000ng/
mL+ 5% 100ng/mL— £ 1000ng/mL. 8% 100ng/mL— %] 800ng/mL.

[0173]  7E—S8{0k ) SEE 77 S, ek S F R R 0L T — R & v 7 A R 1) IR R ]
KA EY) s kR 832 2y Sng/mL— 24 6000ng/mL K] FUR-K I C,., s TR G RAETE
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291 229 168 /M IRIAME . R ERIL RS TT S, Frid | B4 it R AR 2 | 2229 160 /)
I BRZY 1 22 144 /DB 1 24 120 /N VBRZS 1 24 96 /NI VERZS 1 2245 72 /i
A 1 RY A8 /NI ERZ 1 B EY 20 NIV | 222 18 /NI B 1 R 16 /NI B 1
B 12 /N ERZ | 220 10 /NEF BRZT | B2 8 /NI BRZT | 40 6 /N B2 | B4 4 /)
I RS AE T TR BRI G

[0174]  7E—SCfRIE S0 7 b, ik S RIS L T —Fh il &), Tk 254 &
WALE RITAAE R PR B B RL, DA rR R E S s NEE &2 1A
ARFN LA L) Sng/mL- £ 6000ng/mL [f] R R BBl Coy s FTIR Gy RAEFEL 6 22 168 /)N
I . AR B S 77 S, Prid B At R A AEZ) 1 245 160 /M VB ZY 1 224
144 /NFVBRZ) 1 B4 120 /N ERZT 1 B2 96 /NI VBRZ) | B4y 72 /NP BRZ) 1 B4 48 /)
INVBRZY 1 245 20 /NI VBREY 1 229 18 /NI VBT | 2229 16 /NI VBRZT 1 24 12 /NI BR
211 B4 10 /DI ERZ | B 8 /N B 1| B4 6 /N EZY 1 E L 4 /NI ) IR
REM Caxo

[0175]  FE—S8PUak ()L 77 Zrh, Bk R 2L g4l — i FH 387 PO i it T B2 IR R 25 4)
HEW, Frik AT 67 ARER PR H R R, DT RTIA ) BLE 5 it
S NBEREZ 1 IRt iR 2 6000ng/mL TR Cou s TR Cooe KAELEL 1
249 168 /MR EIE

[0176]  7E—SC0k ) SE 0 77 S, Brad SR 2L S A5k — i FH 387 PO it T B IR R 25 )
HEW, ik 5 A -5 167 A SE K TURR B Ik sm 2 5215 4) Ing/mL- £ 3000ng/
mL [ FWR-R BRI Copo AEHBARIE I SEHETT 20, Pl m 2L 3241 /N T4 2500ng/mL 5/ T
2 2000ng/mL+ 8¢/ T 25 1500ng/mL 8% /N T2 1250ng/mL 5/ T2 1000ng/mL. 8/ T2
750ng/mL. 8¢/ T %5 500ng/mL. 8%/ T % 400ng/mL 8%/ T2 300ng/mL. 8¢/ T %) 200ng/
mL. 85/N T2 100ng/mL 887N T2 75ng/ml B/ T4 50ng/mL 8/ T4 25ng/mL . 8i/M T4
15ng/mL~ 5/ T2 5ng/mL 1] C, 0

[0177]  FE—SCOUE )50t J5 S b, Pl SR B B A5 — i A 387 P i it FH T Rz R R 25 4)
HEW, Frik WA MAT 67 ARER PR B R, DU BT IR BLE 5 it
S NEERZ LR ITRFIZIRHEL Ing/mL- £ 3000ng/mL ¥ R R A Crne AEHEAL
WIS TT S, Bk ) B84 ik /) T4 2500ng/mL B/ T4 2000ng/mL 8/ T4 1500ng/
ml. 8/ T4 1250ng/mlL. 85/D T2 1000ng/mL. 8% /> T2 750ng/mL. 8%/ T2 500ng/ml. 5%
/INT 24 400ng/mL+ B/ T-45 300ng/mL B/ 45 200ng/mL B/ T-45 100ng/mL B/ T4
75ng/mL. B/ T-4) 50ng/mL . 5/ T4 25ng/mL 8/ T4 15ng/mL 580/ F4 5ng/mL [ C, 0
[0178]  FE—SCPUk ) SLE Ty S, Bk R B g4l — i FH T8 7 PO it T B2 IR R 25 4)
HEW, Frik WA MEAT 697 ARER PR R R R, DT RTIA ) BE 5 it
S NBFHERZ 1R ITRFIZERAEL Ing/mL— £ 3000ng/mL [FJ IR ER Cyy s T Gy, 7E
292 22y 168 /NN I INAS o 78 AR IE RSt 7 Zh, Pl i B4 ik /N T4 2500ng/
ml. B/ T4 2000ng/mL 85 /D T2 1500ng/mL. 8¢/ T4 1250ng/mL. 8¢/> T%) 1000ng/mL
/T2y 750ng/mL B/ T4 500ng/mL B/ T4 400ng/mL B/ T4 300ng/mL 5/ T4y
200ng/mL 8/ F4) 100ng/mL. 54/ T2 75ng/mL. 8L/ T4 50ng/mL. B/ T4 25ng/mL . B
/N2 15ng/mL BN T4 bng/mL {] C,jpo
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[0179]  FE—S8{0ak (St 77 S, Brad SR 2L B A3 — i FH 387 P it FH T B TR R 25 )
HEWY, Frik 5 A& 5167 H B FIR-R B Irid 1) 244 i £ 3000ng/mL ] /7
WRR B Copn s TR Copy R4 2 2229 168 /NN RSP IR o AR BRI SL i 77 4, B
RN R A AEL) 2 2240 160 /NIF B 1 224 144 /NI B 1 2244 120 /N B 1
)96 /NI VERZY | LY T2 /NN ERZT 1 R4 48 /NN VBREY 1 R4 20 /ML 1 B2 18
AINFVERZY 1 229 16 /NI VERZ 1 22T 12 /DI BRAY 1 24 10 /NN BREZT 1 2245 8 /i BR
211 226 /I EE 1 240 4 /NI FIIE R IR R T Cuino

[0180]  7E—4E{Uik (1)Lt Ty S b, Pk SR B BRI — i FH 387 P i it FH T Bz BRI 25 40)
HEW, Frik WA MEAT 67 ARER PR E 2B R, DU BT IR BLE 5 it
S NEBERZ LR PTAFIER LR £ 3000ng/mL K FFUR-R K] Cyp s TR Cop R4 2 24
168 /NI RSB INAT . 7E SR IE I S T S, il R B R AR L) 2 2249 160 /)
NV BRZY | 24 144 /NN BRZY | 22 120 /NN ERZY 1 222 96 /NN BRZY 1 24 72 /NS
B2y 1 B2 48 /M BREY | 22 20 /NI EREY | 22 18 /NN EEY 1 24y 16 /N EkE 1
22y 12 /0 BRAY 1 22 10 /DI EE 1 220 8 /DI sk | 24y 6 /I BRA) 1 B4 4 /)
NPT SAIE T AR = PRI C o

[o181]  FE—SBPUik () SEE 77 S, Bl SR B SR A5 — i F 387 PO i it T B2 IR R 25 )
HED, ik 5 -5 E 657 A ER PR B BT 242 L 25 50ng « hr/mL- £
80000ng « hr/mL F 1 ik~ 357 ifnn 35 o B2 s 1) i 25 1 1 AR (AUC,.,,) VPAR 4= B PR B . 7
e P ) STt 77 Z 0, Pk R B4 1 iR 11 AUC,.,, <4 50ng » hr/mL— £ 70, 000ng * hr/
mL. 5 %] 50ng * hr/mL- £ 60, 000ng * hr/mL. 8% £ 50ng * hr/mL- £ 50, 000ng * hr/mL.
gk % 50ng * hr/mL— %] 40, 000ng * hr/mL. 8% %] 50ng * hr/mL- £ 30, 000ng * hr/mL. B¢ £
50ng *hr/mL— ZJ 20, 000ng *hr/mL. 5% 50ng *hr/mL—- % 15, 000ng *hr/mL. 5% 50ng *hr/
mL— %] 10, 000ng * hr/mL. 5{ %] 50ng * hr/mL— %] 7, 500ng * hr/mL. 8% %] 50ng * hr/mL-
5,000ng * hr/mL. 5% %) 50ng * hr/mL— %] 4, 000ng * hr/mL.50ng * hr/mL- ZJ 3, 000ng * hr/
mlL.50ng * hr/mL— %] 2, 500ng * hr/mL. B¢ %] 50ng * hr/mL— 2] 2, 000ng * hr/mL. 5%
50ng * hr/mL— ZJ 1, 500ng * hr/mL.8%] 50ng * hr/mL— %] 1, 000ng * hr/mL.5%%] 50ng * hr/
ml— %] 750ng * hr/mL.50ng * hr/mlL— %] 500ng * hr/mL.50ng * hr/mL— %] 350ng * hr/mL. Bk
#5 1000ng * hr/mL- #j 50, 000ng * hr/mL. 8¢ 2y 1000ng * hr/mL—- %) 40, 000ng * hr/mL. B{
#5 2,500ng * hr/mL— %5 30, 000ng * hr/mL. 8¢ #J 5, 000ng * hr/mL— ZJ 20, 000ng * hr/mL.
7,500ng * hr/mL— % 15, 000ng * hr/mL. 10, 000ng * hr/mL— % 15, 000ng * hr/mL.

[0182]  FE—SC{Uik (1)Lt Ty S, Bk R BSR4l — i FH 387 P it T B2 IR R 25 4)
HEW, Frik WAL 697 ARER PR R B R, DT RTIA T BLE 5 it
e NBFRZ 1R R FIARHEZ) 50ng « hr/mL- £ 80000ng « hr/mL I i - 25 1L 5
FEI TR #2T AR (AUC,,,) VA2 B B g o (R LB ARIE I SEi 77 S b, Pk s 2 1
IR ) AUC,,, 2 50ng < hr/mL— %] 70, 000ng « hr/mL. 5% 50ng *hr/mL— £ 60, 000ng *hr/
mL\ 8% 50ng * hr/mL- £ 50, 000ng * hr/mL. 8% 50ng * hr/mL- £ 40, 000ng * hr/mL. 5%
50ng *hr/mL— #J 30, 000ng *hr/mL.5%) 50ng *hr/mL- ZJ 20, 000ng *hr/mL.5%) 50ng *hr/
mL— 2y 15, 000ng * hr/mL. 8{ %] 50ng * hr/mL- %] 10, 000ng * hr/mL. 8{ %) 50ng * hr/mL—- %
7,500ng *hr/mL. 5] 50ng *hr/mL~ %] 5, 000ng *hr/mL. 5% 50ng *hr/mL—- ] 4, 000ng *hr/
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mL.50ng * hr/mL- %) 3, 000ng * hr/mL.50ng * hr/mL— ZJ 2, 500ng * hr/mL. 8% % 50ng * hr/
mL— %] 2,000ng * hr/mL. B¢ ZJ 50ng * hr/mL— %] 1, 500ng * hr/mL. 5% % 50ng * hr/mL— %]
1,000ng * hr/mL. B¢ ZJ 50ng * hr/mL— Z] 750ng * hr/mL.50ng * hr/mL— %} 500ng * hr/mL.
50ng *hr/mL- %] 350ng *hr/mL. (%) 1000ng hr/mL- %] 50, 000ng *hr/mL.5% 1000ng *hr/
mL— % 40, 000ng * hr/mL.8{ %) 2, 500ng * hr/mL—- ZJ 30, 000ng * hr/mL.8%%J 5, 000ng * hr/
mlL— #ZJ 20, 000ng * hr/mL.7, 500ng * hr/mL— %] 15, 000ng * hr/mL.10, 000ng * hr/mL— %
15, 000ng * hr/mL.

[0183]  FE—SC{Uik (1)Lt Ty S b, Pk SR B BRI — i FH 387 P i it FH T Bz BRI 25 4)
HEW, Frik WA MEAT 67 ARER PR E 2B R, DU BT IR BLE 5 it
NBERZ 1R PTIAT L5 2 8000ng « hr/mL {38 ik ~F- 355 if < B2 I 18] it 45 T 1
T (AUCy,,) VPRI A S 2 R

[0184]  FE—SC{UIL 1S Ty S, Bl R BSR4 — i FH 3R 7 PO i it T B2 IR R 25 )
HEY, ik 5MA -GV BIT A ER TUR-R B 78 LU R 25 25 M2 i FH < 3
FILLE s Tl sf B B A R R PR AR 2 v T IR BE 1 2220 80 % o 7R B Uk B SE Tt 7 &, 78
CLE AT ) 45 25503 it FH << 3 FILLJG, Bk ) B ge (AR i T ik 22 /0 2 85 % B 22
LY 82.5% ik B /DY) 87. 5% i B /DA 90% 8k R D2 92.5%

[0185]  7E—SB{Uik (1)Lt 77 S, Bl SR B SR Al — i FH 387 PO it T B2 IR R 25)
HEW, Frik WA VET 67 A BER TURR R B R, DT ETIA ) 84E 5 it
S NBE®RZ | AR LVENIPUH 2 255003t H < 3 F))a, Irid ) 8452 1 R -~ B A2
BIRIT IR 2/ 80% o AR HERIE IS T Srh, 2 LA eI AU i 25 25 il << 3 571
Ji, TR B SR Fa VB T IR B 1 2 /04 85 % (B 2 /4y 82, 5% BY Z /4] 87. 5% (B & /D
27 90% B2/ 92.5%

[0186]  {E—LL{LLk (K Sl 7y S, Frid ) B BRI — b I T-¥6 97 ORIt F T B IR 254
HEW, ik 25 AH G577 B RE R IR IR B AE i 28 N R 5, R4t
0.1 225 1.0 [ Cpi/ Couy LU s HFTIRFI ARG TT R R 2 20 1 o AR B St 7 &
W TR R R T AR R 2 20 4 /N B 2 40 6 /NN B 4 8 NIV BIER Z 4 12
AN E S SRERIN NS E 22PN NS EZ A IRGENGINGS £ 2R RN N S EZ2)
T2 /N o FEHEARIE RS Ty b, AR TR L2 0. 1 245 0. 9,80 0. 1 2245 0. 8. B LY
0.1 F270.7.84290. 1 227 0.6.80£0. 1 22y 0.5.8(270. 1 229 0. 4,802 0. 1 £ 0. 3,
WA0.2 24 1.0.8A0.25 B4 1.0 A 0. 4 24 1. 0.504 0.5 £4) 1. 0.5804 0. 65 &
25108025 0.75 245 1. 0841 0.2 £25 0. 9. 804 0. 3 £47 0. 8. 854 0. 4 £4 0. 8. 54
0.4 F£450. 7.5 0. 4 225 0.6 [ C,1/Cos Hbo

[0187]  FE—SC{Uik (1S 77 S, Bk R BSR4 — i FH 387 P i it T B2 IR R 25 4)
HEW, Frik WA -EMAE 67 ARER PR H R R, DT BTIA ) BLE 5 it
e NBERZ LIRS NEEE, 3208 0.1 24 1.0 1 C,/Cou H s H TR
FIRBRAL VR R 2 2 1 F o AR B RIE R St 7 S, ik B b AR 2 249 4
/N B Z A 6 /NI BUR A 8 /NI VB Z AT 12 /I BURZ A 18 /M EUR E 4 24
NI B 2 2 36 /NN B 2 4T A8 /NI B 2 A T2 /N AR B IR ) SE T
FTRFN AR 0.1 410,950 0. 1 B4 0.8. 504 0. 1 £ 0. 7. 541 0. 1 £40. 6.5
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200.1 224 0.5. 804 0. 1 £40.4. 54 0.1 247 0. 3. 841 0.2 £24) 1. 0,504 0. 25 £
LOVERZ) 0.4 24 1.0.8 27 0.5 24 1. 082y 0. 65 24 1. 0,829 0. 75 224 1. 0. 82
0.2 2270.9.8(27 0.3 247 0.8.8(27 0.4 2227 0.8.827 0.4 227 0. 7.8(£7 0. 4 2227 0. 6
(] Cyin/Coax Eb o

[0188]  {E—LL{Lk (K Siili 7y S, Frid ) B BRI — b I T¥R 97 PO IRt A T B2 IR K1 254
HEW, ik 25 A -GS 10TT A BRI FUR-R B Brid 550 B 7E il F 20 N R )5, $2 4/
T 400 % HIBEBN H 43 b s B TR FIBR e T SR 2 49 1 il R SRR R SE T &,
PR B fit /T 350 %6 BN T2 300 % B/ T 250 % L B/ T 200 % BN T 150 % B/ T
100% B/ T 75% B/ T 50% BN T 25 % BRIV Bh B 4 H o

[0189]  7E—SC{Lik (1)Lt 7y S, Pk SR B $R A —F FH T ¥R 7 PR i it T B2 IR R 25)
HEW, ik WAL 67 ARER TR K B R, DT BT IR BLE 5 it
S NBERZ 1 PITRARAE A 2 R 5, 3248/ T 400 % I 3l & 43 B s BT IR 5H)
BRI R w2 4 1 . fEH SRS &9, Jrid ) R4/ T 350 % 8/
T300% \ 8/ T 250 % L B/ T 200 % L B/ T 1650 % B8/ T 100 % B/ T 75 % BN T
50% BN T 25 % VRS 2 B

[0190]  7E—S8PUik (5Lt 77 S, Bk SR 2L SR A5 — i FH 387 PO it T B2 IR R 25 )
HEW, Fri’ i A -GS 0T HAEKTIR-RE s Prid R B e N B, A T
6 /)N IS I T) 32 ) T 25 225 003 B LA P R s i) TR ke U, 1R 2 1 222 6 /NI W, 5 HL T
RFNBR VR TT R 2 2 1 i R EPERISE 7 S, BRI B0 T8 6 /)N I [A]
BT 25 24 B 2 s U R FH RF S TRl R v, R R 20 1 240 5 /NN VBT | 229 4 /I 8.
211 22 3/ BRAY 1 22 2 /NI B 2 22 6 /NI BRZY 3 R4 6 /NI B 4 B4 6 /)
N BT 2 20 4 /NI Wago

[0191]  {E—SBfk (K Sl 7y S, Frid ) B SR — b H T¥R 97 POm R it F T B IR 254
HEW, TR AW AT R A E N TR B BB EE, DAE AT R 1) 2 18 A it
S NBFERZ LR PTRFIBAE I 26 N8 G, X T5F 6 /NI I 1R) B IR U 25 2555 3 B
HIVE F RSt [r) ke i, $RAEZ) | 220 6 /NI I Wy, 5 HLATIAFI RS MR ORI 2 20 1 i 4E
HE R IE R St 77 27, a5 6 /)N By B T8) B 1 PHA 2 24 0 2 s U A FH R 2 il
[ Rul, 2 1 R4 5 /T L 1 RL4 4 PBBRAY | 225 3 /N B 1 24 2 /MBS
B2 2296 /NI BRZY 3 L 6 /DI ERE 4 22 6 /NI BT 2 R A 4 /N Wgo

[0192]  7E—S8PUik (1St 77 S, Bk SR B g4l — i FH 487 P i it T B2 IR R 25 )
HEW, Frik i A5 MaE BT ARERPIR-RE Ik B e i s NBE G, 5 T5
6 /)N I IR ) B 1) P 25 245 50038 PO R FH R iy TR) SR, SR04 1.5 2245 6 /NN HVD 5 H
PRI BT R 2 2 1 i AEH SR S 77 2, Pl 502840 T-55 6 /NI
B BRI 2 25 A s UM VR FH AR IN TR SR U, 321162 1.5 240 5 /I B &Y 1.5 240 4 /)
B 1.5 R4 3 /NEF BRA 1.5 B4 2 /I B 2 24 6 /I BREY 3 24 6 /P kY
4 L6 /NIFERZ) 2 £ 4 4 /NI HVD,

[0193]  7E—S8{0k (5Lt 77 S, Brad SR 2L SR 43— FH 387 O it T B IR R 25 )
HEW, Frik AT 097 A ER PR E R R, DU BT IR 84E 5 it
S NBERE LR PR B 25 N B3 J5, X T8 6 /NI IS [R) B 9 S 25 24 4313 5k
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TRHAVE F R i) [R) ok U, 32520 1.5 2240 6 /NI ) HVD s B PR sf R gy r SR e 2 49 1
Jil o AE AL ST 2, Bl 0 B0F 155 6 /NI IS [R) B 1R T30 25 24 A 2 sl P A
SFEER DR UL, 20520 1.5 B4 5 /AN B 1.5 2L 4 /I 8RZ 1.5 B4 3 /M 8
1.5 22y 2 /NI B 2 B2 6 /N BRZY 3 B4 6 /M BRZY 4 B2 6 /M EET 2 22y 4 /)
i HVD
[0194]  FE—SCPLLE 1) S Ty Zerh, Pl SR B B A — i FH 387 P i it FH T R R R 25 )
HEW, Frik A -G E BT A SR UK R B IR < R 252 ErT 452 () #h el i
TREY) s Tl m) B4R A i 2 L 3 B N R FL 2 L OB WU BE  BE vk« FA T L L BB AN
/ BHUBR RS B I kb 25 25 5 i SR e e FH 26 N B3 05, R E 29 0. 01x 22 4x 1 IR R[]
Weoo FLrP “x 72 TR 25 25 I3 B FUIAVE FH RSN [R) o FESL SISt Ty S b, BT ik 77 B 42
27 0. 05x 2 4x. 84 0. 05x & 2x 8827 0. 05x & 1x 8K 0. 1x & 4x. 84 0. 1x & 3x.8K
270.1x & 2x BRA 0. 1x £ 1x B4 0. 1x £ 0. 7x B4 0. 1x & 0. 5x. 847 0. 056x & 1x [
AR AR Rl Wao» SLHP “x 7 S TIUHH S 25550 R B TR AR A TR 2t 1]
[0195]  7E—S8{Uik ()Lt 77 S, Brad R 2L SR A5k — i FH 387 PO i it T B2 IR R 25 )
HEW, i’y A GG A SE R PR~ B e PR~ B 255 ErTde sz i) #h el
REY) s Il B2 Al 2 £ 3 B N R F g L OB WU BE G vk« A5 L L AN
/ BB R B I kb 25 25 5 B SRR A e 26 N BB 38 J5 5 124529 0. 01x &2 4x [ IR R[]
(%) HVD, Horr “x” @ i 45 25 500 230 sl PO VR FH A i 1R) o A8 B DU R S5 77 S ik )
HIFEEL) 0. 05x & 4x. BT 0. 05x & 2x. 84 0. 05x 2 1x B4 0. Ix £ 4x. 804 0. 1x &
3XVERZ) 0. 1x £ 2x BZ 0. 1x £ 1x.BLZ 0. 1x £ 0. 7x 52 0. 1x £ 0. 5x. 5 Z) 0. 05x &
Lx [ AR BT EK) HVD, Horb xS P 20 24 00 sl U FH SR 482 1) 1)
[0196]  E—LLfLLk (¥ S it 7y b, TR AR B B4 S B /N T 6 /NI [ T 25 2500 3
B AE P #2521 TR) B 3R P20 1 e FH 1 B2 JER ) FR R = R 29 4 A0 s DL, FRUR
R BRI HVD T Wy, 4225 0. 01x 22 1x, Horp “x” S T 25 25402 s Ve FH P 8L N 1R) o 7RI
R IL T S 7 2270, R BRT G HVD A Wy, 242 0. 06x &2 1x B2 0. 1x £ 1x. 8R4 0. 25x
21X B 0. 3x 2 1x, Horp “x” @ P25 25 00 2 Bl P4 FH Fep 82 i) (1) o
[0197]  FE—SCPUk ()5t Ty S b, Pk SR B $R Al — i FH 387 P i it FH T B BRI 25 0)
HEW, FrikyMA -GS BT ARERNTFIR-RE ik BE S N BF G, A
L) 3.0 (1 AL ; HPTAFI BRI MR m 2 24 1 . e BRIk R Seitir 4, ik
FIRERAEAH L 2 2. 5 s AN I 2 2 AL 2 1. 75 B A2 1. 5 B 4 1. 25,
AN Z) 1 B I 0. 75 BRASE T2 0. 5 BRASE 2 0. 25 1 AL
[0198]  7E—SC{Uik (1)Lt 77 S, Bk R BSR4l — i FH 387 P it T B2 IR R 25 4)
HEW, Frik WA MEAT 697 ARER PR R R R, DT RTIA ) BE 5 it
S NEBERZ R ITIRRIBAE G NEE G, IR A2 3. 0 (AT s H BT 2 42 it
BITRARRZ A 1 . R EIERSE T 20, Frid Rt AL 4 2. 5. 8iA T4
2 BN 2 1L 75 BN A 1. 5 BN A 1. 25 B4 1 BN 2 0. 758K
ANHEEIEZ) 0. 5 BANHIEZ) 0. 25 1) AT,
[0199]  7E—4B{Lak (St 77 S, ik S F R R 0L T —Fh & v 7 A R 1) IR R A
W2 G4 s T R B R AL BB T LR B Lidoderm™ W55 932 & M K2/ 10%.20% -
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30 %40 %50 %70 %100 %120 % 150 % 180 %200 % 230 % 250 % 280 % 300 % .
350 % 400 % 450 % 5% 500 % .

[0200]  7E—SB{0k ) St 77 S, BTl SR 2L SRS — M FH a7 O it T B SRR 25 4)
HEY, Pk 5 A -GS 10T A E R FUR-RE s Ik b7 A s 2 e, frigie
FEALS < (1) AT SO il S A T 210 AR WR - DR B R R (R 22 B mT e 52 1) #h el R &
Vs (11) ), AR AR bl i i RS BT 3 A Bk SR RORE JCk: B A7) L R R (A,
DU BT F G Al N 2 1 B TR FI R ISR T SR e 2 40 1 A

[0201]  FE—SCPUE )5t Ty S b, Pl SR B BRI — i A 387 P i it T Bz JER R 25 4)
HEW, iR WA T HITAMERNFIRRE TR G T AR EBALERE R L
TR SRR TEOR H A Y B RSB, DU Pk F S S e N EE &2 1 B
RFNRR I T AR R 24 1

[0202]  7E—SEPUE 1S 77 S, BTl R B SR A — i F TR 7 AR it T B TR R 25 )
HEW, kWA GBS HTARENTFIRRE TR GTARAEB AR EFD
o TR S BB TROR H B R R L, DA R BE Gt e N B E R E 1 A H
PR FIB e T R w2 4 1 Ao

[0203]  7E—SCP0L 1) S 7 Z2 b, BT adsn) B T AR 2O El A7 AR B B2 k. AR BRI )
ST SR, BT IR R A it A T A AR A v ) S K o AR e IR I Sy e, P id )
it FH 5 AT A 328 v 1) B Mk o

[0204]  TE—SCQRIE IS HE Ty =, PR R ARG 40 G o 7EIL e PRIk I sk i 7y &b, P
T TR 20 A 45 3 R W) o 78 HE B D0 R STt 7 28 7, T 3 351 B A 5 5 5 7)o A e D0 0 P S T
T3 &, Prk B RS . RPNk B SE T Srh, BRI R R LR PR TR 2 .
TE SR St 7 e, Prid FI ARG L 5 IR AR B R 5 TR TR BE5R L
BB BN . SRR Sl 7 b, i i B LR E R s xR . etk
(St 5 S, B3 284 DL AT S /<055 R Bl AR RS R 2 ilsn e ik . AE e it
()55 7 G b, P i m] s S R SR) R Re A A SR (3R ) 25 255 T i i i o AE L e ik
1) ST 77 2 BT T W SR PRI SR 2 1) o B 2 SR AN b AT KPR o FEIL L ) S 7y
JIT IR R W ()R Y RERE AR Rl (R ) 4525 Ja T G B 5e i o 7R SR IE I STt 7 &
JIT IR W S PRI 2R P o i P T P 7K B 25 A JR AR 43 B R & L)

[0205]  7E— LUk STy, BRI Ti097 S M. A8 — LS R ki Sty &
W TR A 167 SIS AR AL o TE—LeRIE I sy b, IR 97
SHEFARERE. £ SOUEM LT 0, Frd szl a7 S en i m. £
PRIE I SE T 77 22 vh, BTk R B TR 97 S AR G » A8 S8k st 7 =, prid
SV THR7 M. E BB &, ik FI B TR st om. e
PLE R SERE 7 2, T 58 B T 097 AR 28 5 o TR B R IE I Sl 77 Z2vh, BT ik 57
B T¥697 R o 72 B IRIE R SEt 7 S, e i 8 13897 m M o B s 280
FEHEARIE S 7 i, oI H 367 Ao e e [l 2 i o 7RIk i S Ty
Zrh, PRI AT A e R R e . R RISy b, BRI A A
ST MR . AR IR I S T T, BTl A TE T R R DU R . eI
ST A PR TR T A RN o AR EARIE ST b, BRI TR T g
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PR MR . AR R R RS T S b, BTk IR iR LA e . AR e Y
ST R BRI TG MO . e PRI ST b, g A TR 1
RAT T ARSI REOR S AR e IR R ST Frh, ki B R
o AEIEPLIE ST S0, Pradsil B T ia 7 RO A e NI I St 77 S8
P F0BEH TiR 77 A T PR o (E R ILIE IS 7T 287, a7 2 A T ik
FENLHIAARI R EALHIAIA T P o AEH S U IR S 77 S s Birad 0 2R R - e el Jo] LA L )
RIRTT P o

[0206]  {EA KIS —LLALIE LIt 7 S8, BTk 25 WD B S AT VR 7 AT BCE I S (1) - IR
PR b sl 2427 Bl a2 12

[0207]  FEA K —LLLIE St 7 S8, BTk 25 WD B S AT VR T AT BCE I R(5) - AR
IR i sl 2427 Bl a2 (1.

[0208]  {EA KW —LeARIE ST b, Prid AR RS AR ABER L D 10 2
10 2 1 Rl S (+) = IR AR R () - IR R E O sl 22 B2 i1k

[0200] &I T AE 2 IR I N B P SR SRR 1 i, A 4 BRI F ¥R T T e
FI 475 T B3R RS A A 3RS PR S AT 55 PR S TR ) 28 2Bl 252 (0 2 iR 540 o

[0210] &I T iRl R R PR B 22 bl % 52 0 3k R S 0 1 7 20X Al
T 3218 B BRIy SR 0 R &, PR eloRl g - (1) AR AL ; (G
PTFIARL R A 2 s AEIE R (111) & () HEUE—R - Gi1) Prid IR A~ sAL (B,
AT ) B g s Gv) FEAER TR BT3P B 22 iE e AT 9 S 2 i A B2
Je RAGST I 0 U S, BRSS9 A I ATAL B 1 (E & 5 (v) T2 et g
AR P o PR 38 3% PO AR ASE P F 770 28 ) et B, DU AN T LEE AR PR e 5 (vi) P
AR LN B BRI RIAE FILE AR s (vid) T8 (viii) RERsdRms
A RSB R 5 DL =6 P EAE 5 o) 2 i s P i 450 P P T v K1 L v v i
i

[0211]  fE—LBARIE K S 7 G, ANER — Ot HIAT A2 e sl it i B - ABUR 5k 45 11
TR 2B 2 28 RS IUIE I S 77 %8, MRS HIAT 26 sl € HH BTk 7k 2
e 155

[0212]  7E—4LfRIERISEHE Ty %P, 7R HA 18-26ke/m” (LLFGHH{E ) AR EFEH (BMI) (BMI
= [ KT ke/ mif m*]x 10, 000) FI52IRE 7, A7 A2 HH B2 U I A5 AR SR P i A4 A
HRBN 1SR AR SARIERI S Ty S, £ B = 38ke/m’ IR TESREL (BMD) 1321
A HP R AR H B S RSORS00 1R N 251880 0 22 B4

[0213] £ LBALIE St 77 S NSRS 32 1 AT A H Bl 5 H U B P AT 2R3 11
A AREN 2 28 RS PR SCE T S, ISR R AT AL s e e ik AR A
APk 8

[0214]  fE—LURLE A Sl 7 S, A W70 8L A 3 ) [ AL o o AFEATL ot A i 5 L
WLHIR AT P2 I o [ A e o

[0215]  {EFTIRFIAL B PR D] ) 2 Bl 20 b 7 3 2 L 25 B2 L 25200 29X 5 252
AP A A R M AAL, BAE - (1) A FORAS DR 35 O 1V T Xt e S A 1 el 242 E ]
B2 SRS 5 (1) AR PR (B, OB SGE R 5 (111) AORiAesths (41
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n, R R PR R G T LAV ) R 2E AL E 5 (Dv) SRR o8 B R
ARFEPE 5 (v) A S PENLHI B AL U AR 18 RV YERr DTk 5 (vi) SR H O K Hh i
FH I R BR A R AR B 0 A R 5 (vid) JORPOIRIIAEAE s (viii) BE RO
WIS 5 (Px) FRE 52 P, AFE B (1) 5 RS PRRH O (90 IS DR NS @I FH R8T 1)
o (x) FI A R

[0216]  7E—S8fR L S Ty &, ik S RIS T —Fh il &), Tk 254 &
WAL BT A AR T R R B IR R 25 2% BT 2 i Sh B VRG24l il USP 3¢
H 5 (FHEVL ) 7E 50rpm 7E 500mL BEER / BEERENZE VR (pH 4. 0) HAE 32°CI &R, AridF)
RILE 30 3l 4Rtk B AR FIAL 0% — 2 95 H & % i IR K AARSNBE . B ek
TR SEE T S, TR BB 0% — 29 10% .8 0% — 25 20% .5 0% ~ £ 30% .80 0% — &
40% B 0% —2150% .58 0% — £ 60% 5, 0% — £ 70% 5L 0% — 27 80% 5% 0% — £ 85% .
0% —24190%.,

[0217] 7S8R L SE 7 =, ik S R Bt T — R il &), ik 254l &
WAL BT A R T R BB B WR-R R 252 BT 2 i Eh B IR G4 s 4l id USP 3¢
B 5 (VS ) £ 50rpm £E 500mL BEER / BEERENZE MR (pH 4. 0) A AE 32°CIN &R, ATk
RUTE 30 43P $E Aok B a2 10% — 25 95 i % 1 RS R RN RBE . 7E e
R SE T 2, PR BRI 10% — 29 20% 541 10% — £ 30% .54 10% — 21 40% .
A 10% - 21 50% B 10% — 21 60% 802 10% — £ 70 % 8K 2 10% - 2 80 % . B4
10% — 2 85% .8k Z 10% — 29 90% »

[0218]  7E—SLfR L SEHE 77 =, ik S R B e i T — R 25l &), vk 254 &
MAE BT A ME PR R ECRIR-R B 255 Bz i Ehel R -549) 4 USP %
B 5 (S ) {E 50rpm £E 500mL BEIR / BEERENZE MR (pH 4. 0) e 32°C I &, ATk 7]
RILE 60 3 Bhi $2 Atk B TR T 0% — 29 99 H & % i IR K KA SN . E el
RS T S, TR B UE 0% — 21 10% .8 0% — 29 20% .50 0% — £ 30% .80 0% — &
40% 5L 0% —£150% 5L 0% — 21 60% 5 0% - £ 70% 5 0% — 21 80% .5 0% — 41 85% .
0% -290% .8 0% — £ 95%,

[0219]  7E—S8ARIE S Ty 0, ik S LRI B L T — R 5l &), ik 254l &
WAL BT A R T R R BCRWR R R 252 BT 2 i ShBIR G4 s 2 4il il USP 3¢
B 5 (VS ) £E 50rpm £E 500mL BEER / BEEREN MR (pH 4. 0) A AE 32°CIM &R, ATk
TUTE 60 73 2P i $E 4k B T2 10% — 25 99 i % 1 RS R RSB . EH L
R SEE T 2, BRI 20 10% — 2 20% BREZT 10% — £ 30% .54 10% — £ 40% .
A 10% - 2 50% B 10% — 21 60% 52 10% - 2 70 % BL 2 10% — £ 80 % . 5L
10% - 21 85% 8K 10% — 29 90% 8 0% — £ 95% .

[0220]  7E—S8R L SEHE 77 =, ik S R B T — R il &), ik 254l &
WAL BT A R T IR BB WR-R R 252 ErT 2 i Eh sl IR G4 s 4l il USP 3¢
B 5 (AL ) 1E 50rpm 7E 500mL B R / B BB 2% 1R (pH 4. 0) " AE 32 CIE I, Bk 5
PR R iz E B E R B BT IR T  FR R BRI AR SRR AR 10 23 BRI 0% - 25 40 %,
1E 20 73 8P 2 1% - 25 60% , 71 30 73 8P 2y 2% - £ 80% , 7F 60 73 8PS 2y 5% - £ 95%,
LE 120 43P 30%, 7E 180 3P iE it 40% » 7E B RIE R S =, Frid B e -
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(1) 7E 10 7380 0% — 29 30%, 71 20 73BN 25 1% — 24 50 %, 7F 30 73 B 25 2% - £760% ,
1E 60 B2 5% — 21 80%, £E 120 Bt 20%, 78 180 28RBS iEELE 30% ;8K (2) #£ 10
EPRY 0% — 21 50% , 7F 20 7B 20 2% — 25 50%, £E 30 7382 5% — £ 50%, E 60 43
BN 29 10% — 29 80% , £F 120 43+ Bhin a1t 20% , 48 180 43 Bhint Bt 30% ;88 (3) 7F 10 434
0% — 25 60%, 1F 20 7B 21 5% — 45 60% , £F 30 3 FhEF 2 10% — £ 90 %, £F 60 438
25 10% — 25 100% , £E 120 8P #EE 50 %, £F 180 3P 60% ;5 (4) 1€ 10 H8hif
0% — £ 70% , £F 20 735P0F4 3% — 45 80 %, £F 30 /3P 2 5% — 25 90% , £F 60 23 Bhikt 4y
5% — #195%, 7 120 23 BhIN 29 10% — 2 100% , 75 180 43 BhiINt 4y 20% — £ 100% ;5% (5) 7F
10 23 BhiT 5% — 25 70% , 7E 20 43 BT 29 5% — 249 80% , 7E 30 3 8PHF 4 10% - £ 90% , 1E 60
YRR 10% — 2995 %, 78 120 23 8PET 25 20% — £ 100% , £F 180 73BNy 30 % — £ 100 % ;
g% (6) 7E 10 738t 0% — 249 60% , 7E 20 73 BhI 2 5% — 29 80%, 7F 30 43P £ 10% - £
90 %, 7F 60 73BT £ 20 % — 25 100%, 71 120 73BN 25 30% — 29 100%, {F 180 73 £ it &y
40% - #1 100% ;3% (7) £E 10 238t 0% — 29 70%, £F 20 /3 5PiF 4 3% - £ 80% , £E 30 43
BhIN 29 5% — 27 90% , 75 60 438121 5% — 29 95% , 78 120 43 8hI 4 10% - 29 100%, 7F 180
IR £ 20% — £ 100% ;8K (8) 7E 10 738PH 0% — 25 30% , 7F 20 738 249 2% - £ 50 %,
7E 30 73BT 20 5% — 29 T0%, £ 60 73 BFEF 29 10% - 21 100%, 7E 120 43 B2 15% - 4
100%, 7E 180 73BNy 30% — £ 100% ;8% (9) 1E 30 7380 K T-45 5%, 7E 60 732 KT
25 10%, 7 120 738N K T45 15%, 7 180 8P K T°45 20% ;8% (10) 7E 30 8 K T
27 10%, 71 60 738N K T-29 20%, 75 120 3B K T2 30%, 7 180 738 K T2 40% ;
8¢ (11) 7 30 43-8PI K T2 16%, £F 60 43P K T2 30%, & 120 438PI K T2 50% , 7
180 73 Bhi K T2 70% ;5 (12) 1 30 3B K129 5%, 7 60 730 B K T2 10%, £F 120
IR R T2 20% , 76 180 Z3Bhit K T4 30% ;8¢ (13) £ 30 4340 K T4 10%, £E 60 4>
B K T2 20% , 76 120 3B K T2 30 %, 78 180 238 KT 29 40 % ;5% (14) 1E 30 434
KT 20%, 7E 60 2B K T4 30%, 7 120 2308 K47 40%, 78 180 4380 K T4y
50%; (15) 7E 30 7 Bhi KT21 30%, 7E 60 4380y K T4 40%, 7€ 120 3Bl K T2 50%,
1E 180 43Py K T47 60% o

[0221]  FE—28R L SE 0 7 0, ik S RIS I T — R il &), ik 254l &
WIS VR TT A AR R PR BRI (R 9 25 2 EnT 332 0 3h el R A4 s il ik USP 2%
B 5 (AL ) 78 50rpm 7E 900mL 7548 /K AE 37 CI &I, FrikIRAE 1 /i IR AR B B
RFNFL 0% — 2y 50 & % [ IR IR 1) A4 S B

[0222]  FE—SLAR L SEHE 7 =0, ik S R BL SRt T — R il &), ik 254l &
YIS VR A AR T R R B R < (R 25 2% bRz M 3h sl SR A4 s il i UsP 2%
B 5 (FMEVL ) 7E 50rpm £E 500mL B IR / BE RN Z% i (pH 4. 0) H7E 32° CI =B, Prik 7)1y
PR Rt E BT AR B TR R Y ) R R AR SN AR 0. 5 /NI 0% — 25 90 %,
HAE 1 /NI K T2 60 % s 80AE 1 /NI 0% — 29 90% , HAE 2 /NI K T29 40% 5 4E 1 /)
BB ER 0% — 25 90% , HAE 2 /NBTE K T4 70% s 8AE 1 /DI 0% — 2 50% , HAE 2 /M
K F2 30% EAE 0.5 /NETE 0% — 245 100% , HAFE | /MBS K T4 60% 804F | /N i
0% —£9100% , HAE 2 /NI K T4 40 % s BUAE 1 /NI 0% — 29 100% , HLAE 1 /NI KT
21 60% ;BTE 10 7380 0% — 25 40%, 7E 20 73829 1% — 24 60% , 7 30 7380 25 2% - &

30



CN 103491778 A OB B 26/110 T

80% , 1F 60 73BN £ 5% — 24 95% , 71 120 43 PhirhiEEId 30% , 71 180 73 Pkt 40 % ;87E
L /NI 0% — 25 100%, 7E 2 /NIFIFZ 10% — 29 100% , 76 3 /NI 25 20% — £ 100%, £E
4 /NIFINFZ) 3096 — 29 100% , £F 6 /NI K T2 60 %6804 1 /NI 10% - 25 80%, 7E 2 /]y
I 29 20% — 25 100 %, 76 3 /N2 30% — £ 100%, 7F 4 /NI ) 50 % — £ 100 % , 4
6 /NEFIF K T2 70 % ;8RAE 1 /NI 10% — 29 80%, 48 2 /NI 20% — £ 100%, 46 3 /)
I 29 30% — 29 100% , £E 4 /NI 25 50% — 29 100% , 78 6 /NRHREK T49 70% 5E5R7E 0. 5
ANITINE 1% — 25 90%, 76 1 /ISR T4 40 % 8AE 0. 25 /NS 1% — 29 90%, 75 0. 5 /)
I K T4 60 % s£F 0. 17 /NI 1% — 29 90%, £F 0. 25 /M) 5% — 25 90%, 4 0. 5
/NI 10% — 249 100%, 7E 1 /NS K T4 60 % B0 PE 0. 5 /NI K T4 5%, 7E 0. 75 /M
IR T29 10%, 78 1 /NI K T2 40% BRAE 0. 5 /NI R T2 5%, 78 0. 75 /NI K T
25 10%, 1 1 /IR T4 40% o

[0223]  7E—SEfRLE ST 20, BT AR MBI H R IR EARAE 32° CHIBRR / BETR
I PIE (pH 4.0) A« (1) 8 3T CHIEZAMIK T 40% 48 58 (2) fE37TCI BA
1. 6-7. 2 [ pH FIZK PEZE I 5B (3) 600mL~900mL FrI¥ HH A AR

[0224]  AS B RF B W] LU T B2 IR HF RS NIk Int ) <5 245 30 K, ik hm £ 4y 1 A
(B, 220 1.2.3.4.7 80 10 K ),

[0225] BT 55 28 gt P e S FH - 2 JEk e 88 x /N (K — 8P 5 S it 5 2 vR, BT 7 AL AR )
FIR-R LS E 2D 0. 001 % AHAH L 60 % 75 KLY HT 0. 35x /)Ny #i (1] 32 S Hb i i s ik /Y
WK RS B A2 0. 002 % AEANEL IS 70 % 75 KAIRT 0. 7x /NI AR B2 i X Bk /
WK LS B 220 1% (EANE I 85 % AEREAN i H HIR] (B, 78 x /NI ) 32 B s ik
[0226] 7 T I 7 B4 75 it FH BN FH T R R Ja S 4 x /N BsF B4 FH 45 82 IF ) ) — S8 00 128 55 it
D7 &, R 7R B R R LR R E 0 0. 001 % B AKE T 60 % 7F KL HT 0. 35x /MR
)37 fe M i 3% 5 BTk AR DRSS R A 22 20 0. 002 % B ASEE I 70 % 78 K AR 0. 7x /N 3]
BRI HTR IR E LR E R E D 1% (AR 85 % 76 AN WA T RUR R 81 [R)
CBE, 78 x /NI ) 32 Bz g ik

[0227]  FEATIATFIRE ] T B2 BR8240 12 /NI — 4R 3k St 7 S8 b, BT ) 8 o g
WK+~ LS B A2 0. 25 % HANEE I 30 % 7R A8 AT 8 /)N Iy 0 IR) st 38 0k je ke 5 ik AR Wk
FREERED 0. 5% ABAH T 85 % £E48 FHHIRT 12 /N 3 IR) s 326 38 J2 ke

[0228]  7EATIATFIRL ] T B2 BR8240 24 /NI — 4R 18 St 7 S b, BT 3 2 o g
WK AL B K220 0. 5% AHANER I 50 %6 72 A8 H T AT 8 /)8 iy S MR) 3 3R 2k Je ke 5 B ik FR R =
LR E ) 2220 1% AHANE I 65 % 7E48 FHIRTET 12 /iy S )i i ik jz ik 5 BT ik R A
SR D 2% BN 85 % 7E 24 /)N i it HTA] P 3eh 26 20F 57 ke

[0220]  7E TR FH T B Rk 2 48 244 168 /NI I — 28R 1L 52t 7 S, FTid 1) 7Y
IR R RS E R F D 0. 1% EARHE L 60 % A6 48 F AT 24 /N8 1R) 3% 308 Je ik rp 5 BT
IR R BRI F > 0. 5% JEAHE R 70 % #5458 AT 48 /)N 3 ) 3 26k i kA o
[0230]  FEPTIAFRIAL i 29 12 8R4y 24 /NI ) — S8R B S 7 S b, Bradsn) 2 vh i R R
AL T 1) 220 1% AEANER I 50 Y6 7EA8 FH B K 20005 8 /)5 By B 1R) 7% iz b ae 326 5 P ik AR R = 81 A
HNE D 2% AHAEIE 656 % 1EAF KLU0 12 /Ny HH1R)0E S b i 5 HLIT IR B R < PGS
H I E /D 5% HANELL 85 % 1E 24 /NI it FH HHA)3Z i Hh i i
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[0231]  fEATIRFIRL KA R 2 KA 1 R —2e Lk e 77 S, Brid sl 2 i R = [
B Z D 1% AEAE L 60 %6 7EA8 FH R ZIRT 24 /N HITRE R i 18 5 il AR = B8]
I E D 4% AR 85 % 4 48 /N it FH 9 1R) 325 Fi7 s 1%

[0232]  {EPIRFNA KR A 2 vk (4 3-4 K 1 IR) 26k S 7 &b, Tk )
AU R R RS B E 20 2% AEA L 60 % A6 AT K2Rl 24 /NI TR) 37 fz ph ish %%
BRI 2 o i R R R B 1 220 4 % AN 70 %6 A6 A K20 58 AN 24 /Ni HR) 535
Pehigi, HATR IR RS B E D 5% EANE R 90 % L 1) 3 K NIE iz Hb %
[0233]  FEATIRFIAL KL BRI | kI — S8 Lk STt 75 227, Fri ) 8 A 1) AR R - R s
I E D 2% AHANEELE 60 % 743 F B K LIRT 24 /NN HTR)3Z e M 126 5 AT 57 2w ) B R
TR ERE D 5% ABAEIL 90 % 757 FH ) 7 RN iE 2 %% .

[0234]  ARBHIAI KOXFERI T T 772300 BT i 50 84 67 FRUR -1 AT g S 14 1 =
SEIPE R A

[0235] AR BHIAUS SOXAER T 70 i 5 R0 B ik A R 9697 5 I A

[0236] AN BHIGHD S Frals ) L 1) i) £ F AL 7= 5 ko

[0237] AU BHIRIE B il £ AL o FEIRI I B 1 07 7 o

[0238] G T4 FRUR- Rt FH 1 B2 R 7 T

[0239] U B e fe — P AR 2% AR B2 1 B, L9 v 2 S AR 22 AL o ST
TE SN 5 SR B 7E B ZH 2R3040 AT D% B ANt PR IR B b BU1 24 42 1, Bl DL A B 16 7
[0240] i fi i WL b e JO I TR BROML ) 43 28 DA S PR T « A TR A« PN UG S 1P T
0 T PR PIR  PR R T PAI  1B TH R B S EA OC AT o SR A W N T AN R 4 2
)35« AR O LA RIS ) T AR T e 2 BN 2% S AR T A IR BRI . 2 SR
PEIF B IE T AR N, IR R 2% o 12 MR8 i o XA, Fep s () bU 20 23 78 16 U I ) <
(£ 30.60.90.120 8K 180 K ) FIFI . 1% M2l s o HE i an By LA s B
ST R VIR NG PR AT AR LR S SR A TR 5 M PR IR A 1 2R R DR R
[0241]  ZMEPRARES

[0242]  ZPEYRE T E B (BB ARSI A ) MgR, so5m (Flan
B S5 WU ERE L PR S ) R, IR BAG T #EAE, SR SER BT
NETHEBET T2 F AR Woh, AR AT HMe EHA RSN E. ERai2E
b, EEBE M B 20 % FHEAEUREIRTT . TR ER Y, it 60 % MANEFT AR S
& RS AT BURIG ST a3 e AL b BT 21 R IR

[0243]  HAL, BEI7 MO ] e Re— 2837 B2 (2 R Bk 2 i R R i . A 2
Zi) CEEBA R ) ki H 2 e AR, AREET A SRR 2y, 6 a0, ok S HERR | &0nT
Wil 75 2 W 1 By 22 FOR Ap AL s A SRS SRR s AR S AP 25 (NSALD) , 461 4, Mol 25 A %
IFEEE AL RIS IR R IR ST R RN IR L B B IR RIS IS VAR IR 2T RIS 2R VR
R SEUA R SRR W ST TR B 2RI JE R T 25 T IR  — e AKFE R
SEAT S VIR T RS 23 BYARIR L FE3E T FUNL N 55 s IR AR A B 2 2 (COX-2) i HEME )
NSAID, 541, 2€ K H AR E L ER IS 25 ARKATH B AR S A A oK S S i D £ A
X SR T .
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[0244] MR IR YT R R A VRS 2532, AR, I B A 250500 8L sk T R I
)i IR PR P AR R R — 5, U T A R T R AR AR G 2k i . Xt
T2 Rk UL, B AME 253845 (ARG BN LD ¥ P Rl A R0 fik o9 e B ) 7R 2 1
U BA I DR IR V200 R BN, 2990007 H A8 it FH G BRI AT B 1 IR 45 25 7] 52
TR ) 1) 52 (0 R ) P 328 6 T 70 R L 259K B2 o o 2 L9y N Tt P RO Ik PR 3 5
otk 1y H, BB A 25T LU A AT PO 29 E I EE  DRA TS R T i
W AT AR & A AL S R R S BN Ik . T G 2510 R S DR AR
) 2 ik 7 ] 9T A AR L ECREC T s R R e B R e 52 RS
2R E .

[0245]  TELLFIEOL T, W E A2 008 H 3077 W an PR S IE S50 E < 1) e R
PP 2) TRELPUE K 53) TRE PR B B AR R IR LA R ) B ARz DR
9ETT BN Tt IR I | B DA EL IR O 2 AN AN I AT B

[0246] Al H A 2500 — A F B Gk i, E R ZEHA S HOR (B aETFAREX
i) B T, AREFRIKA N, BRI AT R EFA BRI ). 5340, 17 B A5 25 CRe il
SEFRIK N g2y ) T BRI SR R 2k

[0247]  FEZ5 PR IGTT AR AT 00 B B ARG CRLFEACIRN 20E ) I8 2 1) BT #k bk,
T BRI PR, SRR A SEAE R EIER . B7 AL 53R H 259K 1697 %
R SAERT, 2B BZ P . BRI 25 B4 2R W] A b R T S e R AR A/
B JRE, SR X S 2 27 AR 2 B B AR S BIE R .

[0248] ARSI JE %N, K] v S8 254 B A SRR ME R SR K T BE . REIE , 7R SVt 4 T, 5
JCHARAEANTN 52 ]y 2 25 ) (R B FE 52 L ]y S 25 i) SR by, i) v SR 25 He e i E
AR WU X I R (T8 | BRLH R 8 7 110 S0 Pk PR ) o — B2 3R 3 T 52 ) v 2R 254)
1) 5 T B N ) ke IA B4 A RO . Ik, Tz T R T S R AR
7 i, LR BB Fa 5 R P i (OB R 2 I it /M o 78 AR 2R 25 AR SRR A BT
wb R 2Ry (CHIRT 2259 ) AT iR -

[0249]  NSAID J&—RAEHH R BT . (L5010 NSATD FPHI P PPl . NSAID i&n] LA
e MR AL B, 6 5- PEAR S M. BAR NSATD B BuE e, (B3R B2 dEa
VERL 190 41 5 R B4 P25 1 0 PR ARt I s

[0250]  H i, T &K — SR WAAUE B 25 Fi mE 4 S & i 2 Aoy 0677, DA (i 4
TR Rk D B

[0251] ¥ K6 R Rt T B ke A AR as (CRLRE SR ) BIHERE
[0252] V& K6 AR Rt T B ke A iR as (LG 2% ) 1R B
[0253] Rl KR 257 2 MEE L N A, EERF N R H MG ESME 2 - () fE4M R
FARY) O 2 B JR 5B i R FIAE 5 (1) 2V IR E S N BB 7 L B S g4 4 f AL
© IR IR N TR AR 2 BT R 30 0 J R J R B AR 5 (1) BB o PR RE Y P R B 5 A
T (Gv) HIKN 2

[0254]  IRAAHIARHGAR T4 H 2 Fh 254 18 R A LRt 53 R 25 /i A T F AR 1)
CUS AL (lan, WA D) FIewk. ZEMAWAEY LN TERA
JUANGR i, AL < (1) EAMAT H TR nT el i 25 322 b (i, 76 2% F AR5 &R+
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(19 A BIAMRRFAR D) O, PRI G 5 ) 5 (1) A8 3 TH 16 B3 B ok o (149477 5 B 2 3
PG OLT, EAIA R T RER SRR s (11 BIARERE AR (Filhn, 455 L
PR PRI RTR ) P ) T TR, PR PRIk AR ARERAE RN A (B AT e o
1y, HLIEH AL AT ) Ak BAESMREFFE ARG 5 (Lv) ENIA MR RIS &
e 1% YIS AR 4 45 PR HEVR AR 58 E s

[0255] A HIIE A 5K, SRR AN Sk B AT R R 16 AL 40 55857 o AR
SRR R T R R AT R TR 1 JE LA 1A% R AT JRRE RN AL LA, I K TR
UG YR AL R RF A G AP HGRAL RS 5 o AHIE A 325k, fESMRFFEARAI  AE
ANBEFE ARG RO e S B AR R AN A 7 S A i i 2 R R T AAE e A R A
TEVRIE 784k, FF HAFMEFIRI S |2 510700 B R PR B T 4 I 4 e F0 I B
PIR oy

[0256]  [AIIL, A2 BRI L, A HE A ok, FIDR S PR i) 52k 10t FH 75 82 308 1) P
U TR B AR R L BRI RO R R R R PR AL R 2 YR

[0257] AR R BH#G K AR R 25 40 4640 ) e Bk %) it P B EE A R g v, 07 S8 St 7 %%
o e B H TR TT SRR I A SR IR RIE .

[0258] WA KT AR PR Tl I R BOE R 2R ib YT SR I I I HERE
[0250]  FREFTINLMA SV TIHIT SR T,

[0260]  FREFMLWA ST T SRR BA S35

[0261]  FHEFM 9L SR Ti07 SR I A R 52 5% 1 7%

[0262] RV IRE AN VR YT K2 E00 e 5 2 U I, e HFAEAE A T 0L P& 2 1E 24
(70 A5, 75 4 B BRI AR5 ) 2 < 03 4 B BRI LA S5, A A FH 0 Ak oA ‘B sml AN ]y 28 25 ik
AT JR R RRIER DL i , R 2 SR AR IR, ANBEHT DUIREEN , H B W Zh e PRI

[0263]  L1i LRI T W B ANE AR sSSRE i. T A S E R Z 250 i T 2
R A AL IR JLAMIE S (998 0, A4S - — B0 I 325 ek /S (19 U6 23 0 B R0 4 e 1) J8 3 g s
W T3 41, 1245 23 4% RE /D 702 IR IR R Fof AR FH L R 25 1 7 22, R AR NI, BB I 40 2
V) — YR AE BAE A, AT DL ik B e SR AR R T R R R TT -

[0264]  F5E RBRLWA SV TIHIT SR 7.

[0265]  {h 75 Bt T B2 R 1) R R 25 ) 20 & W R0 FH T 3897 S IR 7 2

[0266]  {h 75 Ejli ] T K kI R BR 29 240 & W F TR 7 S M It v, ] 5 e 2
W (Puikth, oA A EERPUE 259 BA 2 s RSN 25490 ) BEAAEH .

[0267]  FREEH T AR SRR SR T8 77 S i v, e B a R m
BT AR A B IR iR B A B #

[0268] 75 EH TRy SR H T, SB B i B S IAE A R LR AER .
[0260]  FREH T SRR I eIk, Iy s A HEAL IR 5 _EALHRAEA .
[0270] {2 {20955 g T PR R Al b 0 M AT

[0271]  AERHRAGFN 2 Bl ] AR R 22 Pl g | S 18 1 Aok 22 1 A ) A T 0 Dl B 1 .2
o B A B 2 A AL FRTE 52 47 () SRRt A 48 0 R . I L T BN A LR sl A . A
FEAE— S8 A 0P I B R K FIAE S 2R S0 A R UM AR 2 ) 8 ) S o 2
Pr It B A AR AL 2 5 0 M (%) o AR B0 1) Na ™ 0 K B T8 0 52 (R 1 B 0
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[0272] 553l B (M AR NG T R KD AR B IR R 2 7 AR VF 2 B e Y, B4
TEAT P B TR R A P YR K AR T S R S Y I e e o

[0273] PR P AT M B I K I T R L 40 S 5 MR a1 JRATINS A 2 T 1) 5 Al
T PR AR PR A RIIR ST (M PR o IR LB ERAILVT 24T 0 B AL, T BT ik 2 B mT AR AEAROE I8
JRAIIVER o BB, IX LG YRR RIS ARG IR BT H T-V6 7 25 Floaa P s 2290 11
25D PR 2

[0274] [ PRIt (TASP) o ppge My OO0 “ M4 R 4 1 IR R HE B D e
REhiG 5 | L B R TR

[0275] PR PRI T] LALAZ Py AT 70 28 — iz 5953 02 F B 22 P PR X
PRI (CTPARPERSR ) 32K, AR E AR MEAOR D, 1 55 T-52 B AR I Ad ) 2 47
[0276] I I ph i v LALA 2 M7 AT 73280 —Mar2Bad o0 il - (1) XERRPE 2 Aif
28993, BRI, [R]INF 520 V5 22 A 22 K10, T8 AT BRI R A0 AT, B (11) AXTPRIE R, H
AR A EHA B R B B 2 B8 7 Ao 5 LA R o [ A 2 g L4 < (1) B Pk
PREST , W W BT « PR T S R AR AR R i FL TR AR I AR S5 5 (1) HE
BRI AN 22 BP0 , T A BRI I R R R SR IR 2 V2 JR
IR MR I MR N SHE S MR I = SRR 5 (111) 2 etdim, B FEACHEm (49 o, B PR 7k
() BCE IR (a0, W =0 VRS B2 ) 205 R IR 2 (A9 2, DUl sx
B A ST VR R ) I AR TR (TER AR AR 2 AT B ) CEIERY (B,
FMIE L AR i R ) VB ER (N, 4% - B IRERA R HIV) .

[0277]  HH T 2 il PR 9E R A3 BSGm  J [ A 2 0 PTm, L84 T 2 AR R B R
B THURIRIGIT 77 %o — A E B PR, AH R AL 228 7] LA™ A 22 o 22 1t YA ik
W B RN 7 M ) 250 228 167 A A M I i — Rtk o 91, ]y 24
Ji 25 L R I G2 A R AT T (1) BRSO P TR BB R IR 19 2 ) (Watson 1 Babul,
Neurology, 1998) « ¢ T Hu sl AR 24 fn © W8 T F1 % i AR, L8R8 T 8400 i A 4% 4 1
(http://www. fda. gov/ohrms/dockets/ac/02/slides/38640PH1 01 Babul.ppt). 1] PL¥f
TR — 253 20 RS2 RN e AR CASHORIT SRR ) M=t 52 Bl st 230 ()
PR ) o BT DAL HE 22 Mol Ubk sl SR T

[0278]  HA PR K 38 TT LIS FHF 2 ARTE R AT TR 2T PR A 8 I8t o BOE IR 4R
JRAHIIE AR 28 2 VPl - () e MRm (B RR i 200 A “ L F07 5m 7
RS CHHBN R VORAR T T RIERL Y Ay s (11) AR R R E R I 2 A
“COVBLT RO AR R (R11) MR CHIRIRBE PR, S8R B R
“H B BRI ) . (Watson 1 Babul, Neurology, 1998) ,

[0279] 207 T i 7 S RHAIE R 52 TR HH ] PR A 2255 FRTIZ T, 788 T PR A 0 A B 2 i R o
Zrs Ak AT DAt HE R

[0280]  CLAAEZ MR MR U R R B A T EAT T B . A [ AP
T, e TR 24 B A LA 1 e PR T R PR T AR 290 T2 I PR = XA T A
PSR IK) HIV— AH I R A s 5o R M A 225

[0281]  HEA& I, 753 A KL 2000 Sy ARG HE R, HILHZ 1/6 A2 2RI E K
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TR R, B — izt i (14 KT FR ) e ST R A 2200, T ) S SRR, Bt
Lo RACRIEGE 57 H 2 5 LI 2B VR . OS2 5 UK. e At
ATTERIRE R P RO o AR 2L SV 7 s 5 Al A 1, 12288 Ko Ds B A R
LERRESR i

[0282] A7 FREL H (KiRy ik #en] ll TI6 97 PR MR IR M foh e, O 2 P (3 i L2 AK
MBS VEYT ) OB o2 3R (FDA) HEvE. wh O 2 AE R I Bl PR M Ah 220 Hh 22
U RO R 2 2y R AT & 5 097 e R S8 NNT (52 SO, O 78— 3 B
= 50 % WIPIRGE, Pl EiR 77 (M 8 H ) 52 AEL 3-5 NN, XK, 420
W7 KL 3-5 LIRS, A REH — L3 BT = 50 % MPRIREA o T4, B/ 5500 o o 1) 58
RFRNE RN, 2P AT AR AR 5 LI EE e, X 28 BAT 25 AR H (1 259
ARERAT RN EE L, IXREAEVE 2 0 PR B P AR IR ) — A 2 ]

[0283] 5 B A BTN, AT BEME AL S AT ] Jm il itk Y 10 Jm) Ao R 2 (B4R 22 R IR AR
WRAS DR ) 367 P2 e PR Ja s Tk s 2200 PR 2800 R0 K 1 22 JREFRIRT HEE ) B L e PR 1 1)
Yo

[0284] & BT AL G AT ] T6 Ty PR TR J s PE AR 220 1R T ik

[0285] & BT =l 2y DAL 5 D RUH] 36 77 P PR DR M A 220 1 U5 T

[0286] T LA I RIRZ5 WL S A 1367 PR IR P MR 22 iR T o

[0287] 5 it ] - B WK IRI T 1K) i R 25 AL 45 WU R ¥ 0 e R PR s P e 2 1 L

A R85
[0288] 5 it H] T+ B WK IRI T 1) i R 25 AL 45 WU R ¥ 0 e R B PR s P o 2 1 1L
A RUFI 52 MR 72

[0289] A1 75 2 it FH T~ ¢ W K1 1) J= JOR 24 0 46 00 FH P T2 9 2 T A P A Ao 0 1)
T3, Hnl 52y (i, B ASFEE LS 259 AR &0 s R RN R 259 )
BRAAEH -

[0200]  HIV /&K YLHI HIV 25903677 HRAE A M0 S0 1) e » Jm ol 1 22 428 5 R I Ay 328 i 1)
SRR B R (K 2 #2295 (DSPN) [Bailey %% A, 1988 ;Corblath il MacArthur, 1988 ;
Fuller %8 A, 1993]. HAG HIV AHICAHEZ 0 I 838 1) 32 21 PR 3= Uk 2 R 1 4 A DL A
F MR R IR S o T, TR I R PR FE R SRR IR, HE A KRR 73 Al [Penfold Al Clark,
19927 HERIVEFE LB )RS PR B ER 2%, YRBFNER il i (8 vy, VA, R A2
WTE ) o FEZI I G B 8 R T B A Ty o B i PRURR TE R0 R AR 2R b R
SR DL A2 TG R S Bl SR M — 30 X MR BT SEIIESE [Paice 56 A, 2000] .
[0201] kPRI Z= A6 HIV A28 AR WA RNLTF (ddT) sRFLIAAhE (ddC) SEdhiilisy
FIRE RN [Fuller 28 A, 1991 ;Grafe Fll Wiley, 1989 ;Griffin 28 A, 1994 ;Paice Z&
N5 2000 ;Penfold F1 Clark, 1992 ;Rizzuto ZE A, 1995 ;Simpson A Olney, 1992] .

[0202]  J& DSPN IR TEFIREIR (B 5, RS ST BRI, AR sl At o) iy 1 4 Tt v, F1 A
T3 ) FIRLAE T IRER, KA & o o /D EURE B PO PR HIV A . xR
PR 512 2 AR RPN AR — A, HA TR 2 ph 1) 8 5 20 P
AR KT LA A 2T 180 0 0 PR RE b ATLABCR IR I35, X 5 s it A AT LT o B ( RO L
PEIR B H FRAR ) A e i i C RIHE o0 i) e 1 LRI 055 A %98 ) o [Bouhasirra £ A,
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1999 ;Paice %5 A, 2000] .

[0293]  HIV 1 AIDS [FI¥AT o3 5 O 40 0 28 B O, BR R R RUPo I 4 SR B9 7702 (HAART) 1)
SIS XX HIV 5 55808 | GE KA A AR =i 1) IS A K52 . AEA7AEXT HAART
(R4 I I TR 5, HIV SR IRAE AT 2 N R 2 AR PR 7, T AN S B i« 45
5, VT2 BA PRI HIV ARG AR 220 (1) 2 2 BA W] DL S50 28 g MR i 4 &
fiE

[0204]  ¥HTREPEFNSIREME 1) HIV AHOC A8 0 25 b 4 3 AR 3 1R 2B v L, OF e Sl it =
AT A IR T D BE . PIRIE I HIV AH G R 22505 2 Bl 5 o 20 VA I, R e
23 PRI R IO E R B R X SE R A S P DU 55 77 B RE T o PR IE ) HIV AH G 22055 1)
PR A 32 2K 557 B e ) M TURTA 80687 B2, 48 S EUE BERAE R “HIV 500 16 i
BRI AT N B I RIEZ —” [Kemper 25 A, 1998]. Rosenfeld 28 A [1996] L& 3F
S, PR REAE B I ATDS £ 1400 R A RN A2 1% o B AR ANF 52

[0205] A SCRRIC 2K, FEI Pk I HIV AH AR 2 mT UL S EUR E 646 R i 3 R 597
%, R HA B LA E R DA DR SR, <95 % I IR HF Ik 2 0] LU 800
ARG, 75 NTAID B£I) ) SMART ( HUli 4 S 297 VA B SR AG ) W50 rh i o
(R4 25583, 1 — P 9 T Ad HAART ()9 AOhE S /IME I 7 22 . IR 9T it ids 2 T & S
P -HIV 258)T7 AT X EE SR RIPT -HIV 298007 AR T sc sl Shnicda S0« i
7. HTESE HAART B AE, Mk 47 20097 (http://www. nlm. nih. gov/databases/
alerts/aids_sma. rt. html) . ZEFUHANY 3. 5 FFERETTIAL 15 D H BUG , 10157 . #5210
WX HAART 1) F8 38 st Je B R e 52 S P VA NI R 2 1. 7 o IXE— BT T
WAL AN HAART (1) 3 ARE (i WA PR ) HIV AH G ERdi ) ml Be R 80™ B g e a
o

[0206] 3244 ik, YA W AEHE R T2 e HIV S K 298, 40P T LR A
TYRIT IR ME R HIV A S &89 7 15 B T EA A B KT McArthur 55 A, 2000]
Fl Lamictal ® (#7155 =1) [Simpson 2 A, 2000 ;Simpson 25 A, 2003] LIk, f0FEZEPHLE,
JHR T G R B KB AR AE N AR 2 B0 7 B2 Wl UE SEXRHX PP A RS 55 I E B 23 2i b
[Kemper 25 A\, 1998 ;Kieburtz ZE A, 1998 ;Schlay Z& A, 1998 ;Simpson Z& A, 1996] ,

[0207] AR, hr B8 =R A H FDA HEME A %08 BOE, BT ge 7= 248 ™ 51 BT IR I
RIWER, LG TR B AR BRI FIGTT R W™ E R 2 B - A T REEAE PR R IR IEAR
FEIE R IZAHRAET . R T BRI K A5 % B H THT 2% 10 i B 350 1 B30 B A ol B U
N\ % 38 B 0 ST S R R A A P A R It AN T, T i AN T L RE E Hh MR R 4l
PRDE « GBI D E TR 0L /N AR 20 4 I 290 gl 2 i 0 2 AL ) P A e i 2t A
AT AN AR SRS (Lamictal™ United States Prescribing Information, 2006) .

[0208] [ T &MU B I HLAG Ao A vl B85 PRy A ME LA, fr 5 — R 7R PE 1) HIV AH G A
290 PRI A A K0, BARDECE i 1) R E 1R B 58 RNV . BRI, 2825097
VRIS A2 AR LR

[0200] A FRIE A TN, A BB IR SEAT TS B R #RR I 25 (36 22 < AR R =
) FHTHRIT PR PRI HIV AH SRR (1) 250 B R B 22 RS HE R BE LI PR 150 R 0
SERR b FEAN R 2 R R AN 22 SRR BT B AL RS s 5 22 RURAH b 3 228 1
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J172 5% [Estanislao 28 N\, J Acquir Immune Defic Syndr. 2004 Dec 15 ;37 :1584-6. ],
[0300]  FREFMZGWA AT TIHIT ERE R HIV AH R (1) 51

[0301] Tl AL & W 10T A Tt I HIV AH OG89 1K 77 7% o

[0302] 5l FH T B2 ok IR0 8T 140 e R 24 W 286 W0 F0 FH 136 77 IR MR 89 HLV A SR AR 289 1)
i

[0303] 75 il F T 52 Bk (10T 140 R R 25 0 26 W R0 3R 7 IR MR I HIDV AH O A 28 99 11
BA RS I7 .

[0304] 5B F T Bz R 160 0T 140 e R 25 W 21L& W0 F0 FH 136 7 P9 MR I HLV AH S A 28995 1)
A RUF 52 1k 1) 75

[0305] 5 B A T B2 R 60 0T 140 e R 25 W 28L& W R0 FH 136 77 9 9R ME 9 HLV A S A 2895 1)
Jrid, ol 5 ey (Puikh, B A FAE VLS 259 R0 2L A B sk b R 280N K 259 )
BeE A .

[0306]  HPRIE (HFREAIE W RIEE ) & — Pl Ee s, Hop AR A T 2 RE
LB RN EE UL IS B 4500, 7] DU 2 B3R 5 2 RIE 2 A S e AR R . K
BRI 2 MBS AT LR . R SRR 2 R I, (R 2 R 1

[0307]  7E/DECHEA PR R B S RGIPERARIEZ (WHRAEAERIRIEZ ) FIER
B, FTIREIRAE SR FH A IR AL, I B MR A (Watson 58 A, 1991 ;
Watson, 1989 ;Watson ¢ A, 1988) o iZIEFRMERIZS G (PHN) o PHN [958 /& AN [H] Wy
1), HARFAELE -0 F P4 Bl 3 B 23 11 ) SR R

[0308]  JEkiit ik B S AR AUR R i B AR 2 W AR B A . A R A2 J 4T 1)
5 DL ) A 2 S AT A 8 L AP 4 A R T R = SO R (IR 43 S, (B e AT TmT DR A AE AT A
BT e REHUEFZ RAMHATIERM (&5 A FHRA G R Ea ) DL ES [
i (ERER AR 2 BB ) o BR T IR ELAL, B A S AN DR B PR
Yo TR E Ty, o FE R CElhn, BRI TR ) AL (B, 284042 ) 28 S
(R R B R ) » HZOM v B 2 o MmN s AN 2 1 o TE R Z 3R
HRZ G MR B B, PriR RS — 4 B RHEIR, REALEE R A K
HIIE (Watson, 1989)

[0309]  FEEH, A 3 MW i H T &2 fa & - (1) 8 R 2 R BRI 5
(Lidoderm™) . (ii) HARME®T T (Neurontin™) . (iii) MR IGEAR Lyrica™) . FFEFT
Fr 22259 OxyContin® (Watson il Babul, 1998) . =¥ Filf25 Max, 1995 ;Sindrup, 1999)
M 52 (Boureau 55 N, 2003) 7EW IV 2 259 C L RIMHAAERZ |5 M & 30, IF
A T SR L T

[0310]  ANHF)Z KB ZAH M A K. Rowbotham 25 A (Pain, 1996) iE5E, F| £ &
BRI FRI 7 35 A7 S Ao th A T2 B0, R K28R EME TINAKR (PR WK mss
i, IR IUELHE 2 Ik 12 /NI 25, X AN AT FDA FH1H & = S P LAY B A 2K 3 4
HPATARF T . AEELHE 32 A7 38 22 RN R 5T, I B 2 JE PR T ) 22 = RIS )
(11365 (Galer SN, Pain, 1999) « H|Z K BINGFHIL T 22 B, (H 2zt i & s L st
B, AELHE LLAE D A 2 R R R S h a7 I 1 B 78 5 — 00 A5 B W BEALET U 1
AT BRI 5 b, R 2 R U SRIAE 3 F vy B 22 ), RV 2503697 A2 B3R
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Z B Z e A A K (Galer %8 N, Clin J Pain, 2002) o 7E5— 5T, Meier ¢ A
(Pain, 2003) A H BEHLET 22 R BT 0w 22 XS, 8 58 A7 HAT 94 M & [ #2279 1)
BE (CRA B NEEHAREEMAENR) Tl 7 M2 REWFIKE . S RiHRs
TYRIT TR NS (NNT) o AT PRSI NNT /2 4. 4(95% CI 2.5-17.5) . XEWE, i
&, WY 4. 4 fr BB A e | AR E WIAT PR 3453 = 50 % (M 5eff . IRt A
[¥) 50 % 9/ [ NNT 2 8. 4(95% CI 3.5- o0 ), IXEIEA, FHIM 5, UARIT KL 8 L
AREH 1 A7 NIRRT IR = 50 % IR . 7E Meier MBS, BEAT M 02D
IR/ 0. 40 Meir S8 NVERRIE, “ES (BN KN ) —RAFREHE R, 0. 2 RN K /N2
BN, 0.5 BRIV RN TR, 0. 8 BN KN 2B (Cohen, J. Statistical power
analysis for behavioral sciences.Hillsdale :Erlbaum ;1988) . 7F PHN 23 Hhfd FH i L
B HRAGEERNZAY, EwmeEs T Rowbotham % A, JAMA, 1998) FF25 i (Watson Al
Babul, Neurology, 1998) , RILH 5 £ 0. 75 B & RN KN A 4N VR BI7E PHN
HHIBIFSY o

[0311]  TEFHIAGWUA SR TR S G i@ ik

[0312]  FHEFIKSNH WA -SRI T8I EZ f5 M AaIm i 1%

[0313]  F 2t 1 T B2 R 58 ) IR 25 4 & 0 TR 7 2 Ja M i T i
[0314]  TF L A T B Kk R8T X R R 2 AL & W A TR 97 T2 TG AR I R 30 1
o

[0315] i T B R ICs K R R 25 A & A TR 97 2 la s i i, LR
LeAI 2 A< BRI (Lidoderm™) BE I

[0316]  F5 L) FH T B2 Bk KB (K R R 2 AL & W A TR 97 2 5 iy ) B R
ST

[0317]  FFEjlE T R IR K SR R 25 40 & WA TR 97 92 Ja s Ji ) g i, JLRA
oA Z R 5 (Lidoderm™) S 1Ky, HA Rl & Mk e i o

[0318]  h 75 Bt FH T BBk B i R BR 5 2 S A TR T 92 S A i it v, R
AR ZREEF (Lidoderm™) &R, HsH &G 5 MEM M.

[0319]  th 7% B0t FH T BBk B i R BR 25 2 S A A 1R TT 92 S A i 1 v, o]
HIediy (Rikhh, HAARE AL 25900 B S nsih ROV 259 ) BREATH .
[0320] T EEFT IR RS A A A TG0 J692 Ja AR 1 7 V5 HE B A LR 2 AR DR G
7] (Lidoderm™) B &fIRL 7).

[0321]  TFEHEH T KR E R R 25 20 G F0 16 77 M & « A 48 MR T AT M IR 1)

[0322] Tt ] T BRI R R 25 AL 5 A AL 1697 92 Jm R 220 I B R G 52
IPIRFA

[0323] 5L FH 1 KR IK R R 25 D20 & DAL T30 T 7 AR 22 i S A 22 IR P A M AR 110
J7id, FRAT LR 2 A Rl gD (o pf e 2 PRV AE T

[0324]  FE3f77 HAT J [ pf e TR RT 0 PP e 1) S (10 o L P 22 L AL AR i
R TR i SRR IZEA T PR TP ) — B, ¥ S AE IR A PR A F A A TR 4 o 1)
FRALALIE B AL 5 1) HAF SR IR L . Wi i BV 250 i 7, 325 00 . AE
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PEIFRC LR PR A 8 AT A 47 1 5] [ A A6 Ak i 312 8 1) HLAF 82 1K 2590 FE 19 o — Dk
A&, MR IR A = A B wg e (0, oA ONS B ) BB 7EME . AR B FIRK
PRI R A8 PR AR IR i AR A 23 6 B AN T4 22 R RLRTVE 2 3B R R 24, R R AL R A
[ 7 10 L e 4 S DALk 2 BTSN T TR AR E o () 29I AR . IR AR VF AR R
PEIE IR AER 0 P A TR T PR A 45 1) ] LA Ak 4 3 2 8 1) LR I 2R, O Ry
M HA S EEE (lan, O AT ONS B ) AU

[0325]  4ni ik, 4 A 2 < BRI RIE A2 5 ph 2o Ik 2 T DR AR IR A 22
filt, B 4.4 [ NNT (R 1 A8 — 07 28 38 NIEAT R IR A5 = 50 % I S P 5 B2 1K B 8 480)
M8, 4 FNNT ( 4 T A8 —fr 38 AT BT = 50 % IR 7 B BB 40 « XAA
THERR MK ZFINNT, Collins A4 72k B LIRS R, ot & Th
I PHN S35 B 2 M PR I U0 25 F1 BT 25 R NNT {4 [J Pain Symptom Manage, 2000 ;
Backon ja fl Serra,Pain Medicine,2004] ., fifi14EFR, sEHURIE 250 &, 76— LB & 3k
132 50 % HIPTRZE M NNT & 3. 2, LB Z5 ) NNT 2 2. 1. Sindrup Fl Jensen fRIE T F
R ZFEIRZ J P2 T I NNT AE < TCA 28 2. 3, B 5 Wik 2.5, Sb I BB E 4 5. 3 (Pain,
1999 ;Backon ja f1 Serra, Pain Medicine,2004) ,

[0326] 75 i T~ B Wk R (1K) R R 25 44 W AU 13697 92 Ja A T R L e e
IR T7 1

[0327] 5% i T B R R8T () R R 2 W 45 AU 13697 92 Ja A T AL HL e w2
PIRR A =280 BT

[0328] 5 i T~ B R R8T () R R 2 W 45 AU 13697 92 Jia A 2T R HL w2

[0320] 92 i A 22 A LB 8 2 A TR o 28 0 AN (USRS SRR IR AE 2R [ 3 119 i DA G
& 7 AR T IR AR 28 T R T S S2 ts () Se P ar sly R E o 91 2, AESE 2 Je TR I DL T
TE B MEHPRIEZ WAL LUE A H N, &R T AR iR 2T | [ s 22 M 221 1
Uil . FEALIGHTTU A, AAE B RS PR I 58 P AIESE 7 75 00 1 2540 J 4N e 8 F i
ik I 400 2R DL RSBt 0 2871 £ YEAL IR I (Watson 56 N, 1991 ;Watson, 1989 ;Watson 5§ A,
1988) o {E—RLZET AT A WE G ML IEIA 22 N H B, 148 B R AL, 78 4 4
FHAR DX B (1) 75 RR A 2277 1 1 () EL A Vb 2 4 e M vl o 3edl, Petersen I Rowbotham (Pain
2007 ;1-2 :214-28) CLEIUESE, 7 PHN &8 il i SRR ARR 2580 5 3N Y405 R 8 B X
ol 0 T 1A I8 R B JEK S5 AE T A 38— TP SR A R ok A R O e AT o R 2 40 T AR ek D
LI AR AL . AR, BB I AR D 8 0, R 294 F B, DRAERE R A RFFE R
BT I R I — 0 S 7 I A AR AL (H A fE <R i f « R pop
MR T ) 2 (R 21 AR 0.

[0330]  BERIK B, fEHEI2 o M4, 78 HPoCRH A B 42 R 4t b AR AL 2 (R ke 11
U YERFRIAE 3 .

[0331] [k, 75 22 jti FH T 5 W R0 16 Sl R 25 40 & 0 F0 367 92 s AR R T 1) 5 1
JIT IR 7 v ] B A AR A AL o

[0332]  ZASALUHE, 76 AR T 0 PR s Pk A 220, ZE T AR AR 2T T AE 7R R AL, B FR A IR TE 1 7
W RIK, IXFEIR, BT A6 JE B A 22 KR H () I 4 sz 25 LLAL, B R mT e de it TRy
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PEIF T PR TR A 80 R AR o

[0333] PRI, o B0 FH - B DR FRI T 0 = IR 25 90 205 W0 R0 T 36 T P2 1 R s PR e 22 9
(R 73742 BT Ik 73 120 [ ] [ R R AR AT AL o

[0334]  {EFCIRMEIT HIV AHOCAR R, CLERAIESE, AP PR AR 11 2 3= e S FRL, B
SRR AR R B (gp 120) FIPINH IR TR VA S S ECE R AR M4 e IeT: .
AR RN SR AR R 22 AL o

[0335] PRI, e Bt FH T B2 WK KD (4 Jm) R 250 40 & A L TR 97 AR PRI HIV AR SR
TR 7325, BT 7 R4 ) J [ R R AR AR o

[0336]  Jmy fs M it F R 22 - ERLAEVE 22 A Tl LA 200 R Jo] L o 2 M 92 R ) 8 8 v R S A
HBE I RAE , A T L [ b 22 1 AR R MERTL AN 5 | CrpRix ) AL A A & FRLATL 1)
SR tmn F 67 8] R A 229 1) ) 0 R IR 24 B U RO it T 2 A Al o 7E O KB R
Bl Ao 8 1 A 1y LA ] 36 ot 22 AR ) L o 428 P e 10 25 2 b S ARAE A B L R e i 287 i
TR R oy, S RE R AR AL I AT R R o) B

[0337] PRI, 3 e Bt FH - B2 DR FRUBT B Jm) R 2 10 205 0 R0 1168 9 % A ] R A 2 1) 77
V2%, PR 5 V280 1v) i AT A AT AL

[0338]  4n L [EIATHe 1), B AL RS (PNS) AT IKME RS (ONS) 1A R
an, Ji A R I B S 4L 2 UK IR T TP R TR AR . IR T
ALFERE G- R BB 2 A AN Il E . A IR R B, M BR 1 R I I A
R AT e 5 AP AR . A PSR I, 7 R PR LU, B WS BIAE A 22437
15 LG FBAE DRG H ) K B T As

[0330] i . - J&] i h 22 45147, AR IR A B h R AEVF 2 A . — S8R L R BEAE A
ZVEPSTRE P R SR AE AL o fERRE D, AR AN R A A AR T IR I, B AR A
FH R ID FRI I TR A Tl K R SRS e AT IR PE MR R S o 0 P R R A PR ) )
] BEE L NMDA ML 05

[0340] PRI, % B0 FH T B2 JOK £ 3T 1) Jm R 25 ) A& W AL TR 97 22 b [ 22995 £ 7
V5, IO 73 VS I SRR I 24 Wi 2 e i) S ][RR P A 22 M AR AL

[0341]  fE— AKX THEMEAIRIH T, Galer (X T Lidoderm™ [ 4 AN BEALITE PRI 4 (1)
3 MM RE HIIFSE RAMEE ) FILLAER VP, Scientific Affairs at Endo Pharmaceutical
Inc. (%2 a) HArA A= BOF 4 Lidoderm™ W3 ) $8H T Lidoderm @ FI KA
FIBLH )2 AR PR — R B0 BRI, TA A HLAE o 20 M 0 o i) 32 AR AL 2 AE 4 1
SR D)y B RE AT (14 J&] [ fh 22 mh R R e P o A I g B2 JER A 2 R B A 45, A7 AR D ) S s
Ml A DR . L AEIRREE T CRESE, M 2R IS FRIAS 2= Ak L
FHIEHIIM TS 7K (Galer A1 Dworkin,A Clinical Guide to Neuropathic Pain,Healthcare
Information, a Division of McGraw-Hill,2000) . AH[RI/EH 8505 —ARERHT, 7Ek5
B “AERNLE] (Mechanism of Action) ” B Fiii$a 7 TR KT Lidoderm @I
P AN Jmy St FH M) 22 5 DAL e T e g2 D 3 T AT AP 8 R e (0 T R AR TR R . T b,
JIT i A WG 7 RT DLOR 308 0 B8 SR 602 i o 0 B2 IO A T 32 B LR BT LARCRI B (5 124
7. Galer BS fl Argoff CE.Zoster and Postherpetic Neuralgia :In Evaluation and
Treatment of Chronic Pain, Aronoff GM( 4w ), % 3 i, Williams & Wilkins, B) .
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[0342] Endo Pharmaceutical Inc. (%A% HRGHAE HHRFZ AR E Lidoderm™ NG )
A9 o 3 1 o 20 R AHE 2% 1) 1E SC P T 25 T Lidoderm™ W7 A R R R 2448 H, A
7] 3% Bz 4> B PGSR, Lidoderm & — M ARt H B0 A A w2 A A B4 FH 7 i, T AN 2 3
S T A A B OB, “CRRATTIA A, 4 5 MK 5 Lidoderm A 59652 Jo A 4 AH DG
PN BIAE ] 2 TR AS BA 097 AH DS BT A 220 E SE R e . FRIGEHR HE, Lidoderm 274
E R R TT A, HAA S 51 584 K ph 424 F A7 (Transcript of Endo
Pharmaceutical Press Conference and Webcast, 2006 4F 10 H 17 H, #r@i A “Lidoderm
Conference Call”),

[0343]  Endo Pharmaceutical Inc. (iZ%Zy#) HAGHA B Lidoderm™ W57 )
[RIPAT RIS B AT T B R K Fe <A, URHNTE, 7R Lidoderm ®LAJSAFET]
I Y M K, BE AT 0 & 1R 22 R R 7K~ AR BRATTI A IR 28 My /K~ 512%™ S R
BT AR TG, A TR it 2 e e et . AR B e Ui B 45 g Rt il T
EF Lidoderm Jili H TR EAL, XA SRAL T R IR S50 3K 72 — M Ae R 4 A I i
BT 0N I B WL AR = A AT LR TR AN B R SR AH O HE ™, “ Al 1%
A B H AR, XM K TR 7 25 RO AR B, e AT ME— S Bt 42 FH T VP Al %™
M4 E” (Transeript of Endo Pharmaceutical Press Conference and Webcast,
2006 4 10 H 17 H, brfi ok “Lidoderm Conference Call”). {FE Endo Pharmaceuticals
4y 7)) FDA 33 AZ B A L v B B T 1X B 5 (http://www. fda. gov/ohrms/dockets/
dockets/06p0522/06p—-0522—amd 0001-02-vol2. pdf,2006 4F 12 H 18 H, Petition
No. 2006P-0522,2008 4E 1 A 8 HiJil ),

[0344]  AJUNWE J A S TR R RN 2 AL S A 167 PR TR AR 20 1K 7 2 o
[0345] AU BHWD S A1 3% B2 FRUR - BRI 250 4 G R0 T30 T 7 S A 0 1R 7 3%, T i
T3 BE 1) PR A BR] o S F S R R PR Al 2 M R L, HORAT B AN A B
M.

[0346] 75 Ji [l A 22 P PR I 400, A Hi N 3= 5k, o [ A 3 RS2 2 BUBUD R P g Mok
ST 2 ALz — o HE EERINLHIEERE « (1) WIg e AN BN Ay e 5 5 (1) 3450 1 5 ik
fEih 5 (111) HREZAE] 5 (Gv) FARI S kiE e (BRI 240 ) sF1 (v) R ER . 258, H
AZI WA, A HIE N 250 A G P RTT 258 ) X Ja s BRI 24 H) . PR P S s
FE 58 AERE RIS FF 00 A [ L 2 B PR AR AL o

[0347]  ZAPEMEIIE—AE, AR MR AR B AR s M (B MRR ) 2
Tl W K B BRI EE AR e I, R BN B BRI A D AR 2 ) AR AR 9%
PRI AR R MR RIAFAE B e o PR PRSI € SR, TR 473 R 42 DL S5 .
H AR D) REREAG 5 | RS I o AHEL T &, 18 IR W] LA 22 Pl e PRI L 12 A% PR ) A2 T
1) < 795 27 [ ATUBRR PR R0 28 MR ) PR 3R 1, BLE W0 OV 2R 2 B 28, fEir 212
PEPIRR AT T 5 A8 PR AR R R A e AN R

[0348] 120 PR AT B 20 PR A 2 TR) TR 22 1), 073 b s B 17 ¥ 7 I 2 ) L L i) R A
. DworkinZ% A\ (Journal of Pain, In Press,2006.DOI :10. 1016/ j. jpain. 2006. 06. 005)
AR T HAT A AR AR S 2 PR K R 2 1 B AR AR AR AR 1 BT o 75
A JE [ A IR RE IR 93 11 S [ A 2295 PR AR o P Jeni 1 22 b 280 i
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ZIE T ) R PR T AR R A AP B M SRR (AR AL, S BB MR
PERCIR (R ORTT RPSIRBUER ) IEE TP AN AT T A E e B T R P AR
(1) £ 2 FEARATT ) 2R PR DR 2 (AR E 7 T e 22 57 5 A R Mt MR ) i
FHEE, B A HE s 2 M I A8 R T R SR A A VUG FE RN R T, LA
2 AR IR TR R . (E B MR PR AR R 2R MR 1 R TR, PR T
JRURN 25 [ R AE ) S A B8 AN o 2P AIE S, 7 ELAG R B Ao 20 P 80 1) £ A LA A
PRER VAR P P 1) AR 3 2 TA), HLARIR ORI 2200 o Bkl 5 B dEph e M2 P& i
BFAHLL, A MM AOmM B E S 7 5 R FU A8 VBB FE AR [, L AR
2 AR A IR Bl I ELYR R

[0349] P2 PEFCTELFETS T R PE OG- &L R AE 2 MR LA I
I~ ET AR JVLIR T hE Y5 « PN IR SR AR B 20 S UL TR i T R R PR

[0350] % IR UL A M 9 AR O 7 o S5 UL DA i 0 0 e AR AR 8 ()44 55 30 0 3t 2R 1)
FEA . E ARG 2 5 (KR R NS P AT 2 245 (Committee on Pain,
Disability and Chronic Illness Behavior of the Institute of Medicine) &1, 7E
1970 4 %2 1982 #-2 A, 7E 3 1 (1) TAE A NP I 58 22 55 80 ) R 3 A IEBI A, I 602 12
KOG N A 1982 41K 1215 436 7T, 71 1960 4 43 1985 42 [H], 4o PRk 5 O B A A 1G
T T78% , XTI I T 2 AR AR IS B T 135 %6 38 . HiE 40 38 ] X 2= < T 1
AL, R R (0A) g kit 2100 J7 £ E A B RAFEIE I 700 J7 708 = A1 3600 /7 3% 2K
(1) TAE H L 78 1995 4, Al i 26T RS At T 820 12360, Sk, il (CDC)
KA, A6 IE e Al I B AT 5% AP ST AR e N3 E A2 7000 7, BE R — Akl
KRN PR, 75 22 A 48 0 P R PR A ) DA 110 24 B 2 A 2 B 253 07 SRS
[0351] B MR MRS 5 HERURI S F 284 A 5%, Bk 2 AL mT LU 3y 4ERF
PHCRA FF IR - 1, RRE 18 R -2 (COX-2) BT, X & FECEEATF I 22 1R
TR P IR S HT A W 25 23 BB R [l 3 sz s AR, 7 A2 R s X P2 TR B AU N o i ] 98 i A
STERRIT IR SZ I A 2R rp = A R B RO Y, (4R T TR ik 8 ) 32 Hh 145 18 18
e e e (P AKER ) « TR REARZE 0T ONS [ & X B, 77 7E COX-2 RIAHT 2
BT, X TR IE R R R E K. RETFIIR R Sl F R S AR P &
A A AT 10 B 00 0 Tl e i (R 0 ] RSO A F 5 DT 8 o Xy PEFH PRI 1 [Samad 2%
N Nature 2001 :410 :771-75] .

[0352] Rt 2 LK, 5w ORAB R o PR I TR R A OC o LA 1 ek LSRG ) A 2 WP A
(YR ARE IR 5-10% ) 5B A IORE 5 ORI A« IR 8 8, =
FRAE 2 LU B vA UL % LR B, A B B (ALE R ) o TR W 4
O3RN RESMER” B CARRR R TER . K2 90 % 1B B AR R RO HESR , IX e A
B 205558 B SR A AR o

[0353] 18tk IR K1V T A0 TR 58044 . NSATD. COX—2 kiR F K25 . K2 HE Ty
I i AATR R V2 T A9 BRI 83U R B0 G2

[0354] Apkarian Z£ A [J Neurosci 2004 ;24 :10410-15] ¥ #4RE T 2 B8 ME &R )
TS TN 8 e B 9T 45 3 o BT I i o A AR g T B T 26 A7 A8 1 R (CBP) &
RN UG5 I A2 4R 3 R I P 22« BT CBP Y B R B HH B IR A2 4R kb T 5-11 % 1)
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RKI B2 J2 IR AR o D A S TR 24k 10-20 4F B R R K AR o kb
() PRAR 5 R R 2 I () %, X SRR R B R AT L. Bem® IR A O o WA 381 g [X 45k
PR A5 XA [F] T A% 1 FAI I Bl AR FEE T A 21 I ASE 2, ABLF A2 o 18 P 2o A R e
LAl PR 8 2 T H 252 4 100 DX 3L e i A T 0 A8 R 0 2 S AN e o AR RS A0 A
JEFIAS Fr i A B 2K 528 B B, IF DAARZE M AE R 22 M CBP 7 145 2 5 R R TR 25 V) AH
Ko GERALIR, CBP 1A N4, FEER7R, 12 PR A 13 2L A0 3 2 A0 58 e i B s i it 7
[0355] 2 HH T¥R97 CBP IdryTi.

[0356] TS H T-V497 CBP HIHTIKIAN % BT i2s

[0357]  FHEH T¥RYT CBP BB B4 HIE K 97 i, Py i f i) H 53 CBP J7 %A
A I LA AR

[0358]  FHEH THAYT CBP &4 FHIE Ry, Fridk s izl i 8 MEATL R 52 AL &
EM .

[0359] Tt FH T Wk s IR 24L& AU TR 97 CBP (K771

[0360] 75 it FH T+ S R 1K) 38 BRI 245 2 M AL & AU TR 97 CBP (K771

[0361]  TFFEHEH T AR R R A -G F A T1697 CBP I 532, ik ik B A 1 E
Oy, R A IR e B E .

[0362] k7T 22— Pl S dF IO R AT M e , HARFIEAE T 3B R R 7R R
I 5 AL R R OR SR R AE 3R B TP R REAY o & RT DAPR R i oG S ME DG B3O R DG, £
T AR RS, 5 WU R o B v AR A R AR A R M A AR N 3. SR AR, 7R
3 EA 4000 J7 N A B K R FAMERER, IXAFE o — PN EERAIL AR . 7B
AR S P AR, LG DG P AR AE PP AT B B AR AR E AR TE

[0363] 7 500 o7 K15 8 F 3 AR RO S, 75 89 %6 (1 A & i s) 743 FHAH X 1) &0
5IAHEE, 59 % B RE A2 E R A], 44 % ISR A IR o JLAZAFFEN R O R T 3¢
REOEL S A TV INEC (ST VR e G- g i) o O 4 o) SN (RERE AN P SN B T
S, RVE AT AEXS DT 1 5 B A () MR A & e PR i B 1) L A 1R R S A 8 S o
[0364]  F XY RII 48 F EHAAERR Tk B 52 R G FH A2 K& . Bajaj 5%
(Pain, 2001 :93 :107-114) I HAUESE T8 &Y 98 M3 ot LA A 55 Sk s 2 S A\ 1) oAk S0
PRI SR RRAAH L, FERR 3y e ms E K G, B R T R B E B A BE S5
ST o S N )R 9 PR S A PR AT T R R sk 2 35 0 1 2 e R U MR B B - Bajaj SE N
PR 2R B T R ST BB A F A 2 B BE P I P AR S0

[0365] i 1Y 28 B A BT 2 B AR K, =B SRR R o1 D RE DA P 2
Mo FEZBRAE PRI H bR, $& o091 3 FE B A 5 FE R 2 A RIS . 25%)
T EFEAR AT R 25 (NSATD)  Cox—2 I3 X LBtz FEmy AR Fy 25 24540 . )R NSATD 7]
1 3 B ST R IKAEAIR, (A e AT IR COX-1 [l 511 25 W™ E XA Bk
N, ARG B M B i B i . 8 i ] B A AR A SR R PR IR ST R
HARH 5 F &4 NSAID 3% & B R AT B . COX=2 FIHIF BA 2 IR A B WV,
FEO M RN o X B2 IS My WA A CL 48 5 R 1 Bk AR B B o AR P45 1) AR AH O o i
F RN C A AEE RN R R I 2 ) [Peloso % A, Journal of Rheumatology
2000 ;27 :764-71 ;Caldwell 2 A, Journal of Pain and Symptom Management 2002 ;
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23 :278-91 ;Babul 2 A, Journal of Pain and Symptom Management 2004 ;28 :59-71 ;
Matsumoto 2§ A\, Pain Medicine 2005 ;6 :357-66],

[0366] 7€ A TV 18 MR ST RPETRHIFT T 4

[0367] %4 TVRIT IR MR ST S PSRRI IS BT i

[0368] 5 B FH TV YT AR M B X1 RAIRIKIET (4% B i, i i@ iy B S5 30
AR B KT RIS IEAN R LSRR EH .

[0369] T B FH TR AR ME B X1 RPAIRIIL &S E BT %, Brid il a6 MERL i F1
R EHLHIEEH

[0370] 5t FH T B2 IR SR SR 25 A0S AU T30S A8 1t i 55T RETRI 77 15 o

[0371] 5 B H T B2 JIk () R R 25 W) A& A FH TR 9748 1 i 200 REIR I a8 K 7
o

[0372]  FHE it H T BRI RBR 250 T6 718 1 i 00 ROEIRIN 7%, ik U7
R R BB G IR e A S a2t

[0373]  £FAE WU A& — i A S Ji 5 B A8 PR 20 45 B ik, JUARR I AE T /%38 14 R A AL
XA R IR 3 H . K2 HETYEN R B F 2 LB . B BURR . RIR R 5T
ML PR « 4, B A A 52T YRR 2R AR PR L i IR, G045 X 22 LR L 28
PR 1T RANGEPENLR o K2 AT AEN LR B RS AR 57 S i ke ag . (B, &k
50 %6 [ B IR AR A0 R S LUS TH UGS AR 76 1990 4F, 36 1B KR F o i T 474k
WUR Rz Wibr . ZAR SR R EEME R (>3 H) M A (11/18).
[0374]  KEUEYEL Y], LT YENUR B P AFAEZ KRl 8. 7 e B R IR
AL AT A ORT R R AR E HE N S 3R, S B AR M AR AL il ] B 2T 4E L
BFRPIRA PR TN YN B R AU PR R e 1 0 & el . O
TR T ET Y VR 4T 5 IS 1) R MR e o A5 £T YRR S8 2, 8 BRI ILIA) A
A I A R G LT I R L R AR G AR . AT R FE AR R S AR N TR
(1) ¥ 18 38 A2 AR RIS SZ AR B . JIE R 2R TR 48 A IR 7~ 1] DAUR IX 26 52 1K
G IR BURR I ) ) U2 O , B T e U 8 2 /D R B 2 5 B — BRI . AR
PR, LT AENUR 5 AR SO L RIAE 45 & ok B H 2 G an LA AR ) B
AN RYERF o X PRS2 A0 T AN AT Be R T R A2, AT AR e A/ R e RO/
PR B AN I S SO A E R LS < T R HREOR R LA
S S TR PSR PRI T) S FG DL R 21 4 LR 8 T S K H iR i RO m i e . &
SRR T A AENUR B TP RS R S N TR (TR NP ST &5 AR AKX
B CEANMAGT PR MHEIRILE] ) RAAEERK A C- 1 F R Z AN » B, (ELT4ENL
e S5 TR N B L S ) R M R T A RS R T AT T IR PR A o X AR I
HLHIHOE T BEFIRI5E R GE, Pk 22 G0 A0 46 70 2y A VR RO AT 0 v e R A

[0375] L&V T H 16T £F 4R WUR I 2 b B 25 30E BT 2540, B AR FA ALK = 3h
HLAPAR 2 NSAID SSRI SNRI FUELME T2 K2 H] R AT AE A 4R IR TT hk
R ZERISO), I HAR A 1S3 FDA fAHE. 522 H T30 7 T 4E VR 9T %

[0376] 5% H -6 7 EF YE WU FFT I A 32 BT ik

[0377] T H TS AR HE VR R8T 1 0 8 R v, Birid vl i s i) B S BRI iEA
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A LA AE

[0378] W& H TR T AL 4E MR B & SN RE Ry 2, P iy 2 e B HE AL iR ) 5 AL
HlEAEH .

[0370] TR Ll H T SR R R 2 A A A TR 97 R 4RI 77

[0380] 7% Lt FH T BRI R BR 25D A A A 3897 AT 4R WU 8 = RO ) T i o

[0381] W5 e H] T B Wit R R 25 AL & R Fi6 97 4R e WU 16 5 v, Bnid 5 v oA 42
RS SRR (SRS R b |V s 15 R o= vl 8

[0382] & H TRy MR BB A OZE R g7 i, Py 7 il B ) L 5 BT A
A LA AE

[0383] T2 A TRy B MR L & AN RE R g7 i, P iy 2 sk B AE AL R ) 5 B AL
HilEAEH .

[0384] 7%l FH T KR R R 25 AL A A iR IS MR I 7 v

[0385] 7% Bt AT KRR R 25 A A AN F iR e M i A AR R i 5 s
[0386] 5 Bt H T BRI R RR 25 AL & A H i 18 e 19 7 v, prid i A 42
SR AR A B N iR ek 4 G s

[0387]  FEWR Al T =t 20 o AR A8 3 B 1, FEAE 1957 44 ] v 5t 1 R 6
BRI 255 | NIEIRE= 2 rh e HAT, FWRR BB dR R4 “ T80 R S ] [ o 224 S BE
TR PR A (AL HE A 5 41 BELA RS BELVART ) 1 A e 0 B8 X b R R 7 o
[0388] AN FIE A TN, 7RI B AR A A ik FH TR 97 R 2 MR I AR I PR ) 571
BRI AR . YA HE AT, AEIUA BOR o A R H TR A I R K TR R BT
A1 37 Bz il 55 BRI T iR

[0389]  #E A< HIE A BT AN, 7RI B Th A 1R F 116718 M0 B0 FRWR I B8] Ay il 5] 21
WRITIRES . WA HIE AT AN, TEIUA B G A T Va7 18 R 1 TR R ) 4
359545 i | VR N

[0390] A HUE A AN, MR EE R I (R ) BUE IR FIR-R BRIGIT T2
PRSI PEER I T &

[0391] AR BHIL e A1 IE B IR R KL 25 A& A 097 SR & s e 42 1
PRI IR ) T715 o AR LS 7 S, A B B 1) B IRy &1 FH 32 B it FH L4 i
57 A 00 R R R R, DU [ o 2895 o 28 P e AR 0 2 1 S 1 A TR A AR AL
il o 7EA LS 77 S, AR B E— 2 R ) R kIR o % Rt AR va T AR
WA= PRI E  DLBRES [va) 441 225 Ao 28 R R 1) S 5 (00 R LR PP L, ELA B i s
[0392]  4BEASHUIE A BTN, B T Ak B B E i R E T 2 E TR G LA, EIE £
AR, (1) AHER K R B T B2 A% A, B G TR T P2 A 8 P TR R
MBI s (1) WA KT IR~ B H T B2 Ik DLz HR (G S/ M aii s
PETRANE IR ) AT BRI RO s (111) WA S I H T Bz ke 42 il & T
(AL FE SRR PR AP PR AIIZ MR ) B FRUR R R 8 (v) WA TR
oAb T BT TP D B AT T B T R TR R R R

[0393] & X

[0394] 4 T AU BT H T, #ARTE “ IR A g XA SME BE TR R B R (=) - AR AL
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S ()~ FUR-RESCEA TS A LB VR -G CEATIRIN A 2528 - nT 852 1 3h sl i B9 ) &
MBS AR AW 2 D FUK G SR G DLk, 76 TR 2 b 1) IR R
PR AR R I (Ui ) (R o0 e AR - Rl s L 242 bl 332 ) 3h sl HOR A0
[0395]  {ERNL b, FURRE (CsHN,0) RIAE A 40 e R BRI #R R & (CosHauN,0 » HCL)
13 30, A1 FRAE 2- DR me A BE i, () -1- 2L -N=-(2,6- = FF 2R 3% ) —2- Wk e AR IBE M
(RS) -N-(2,6- —FI2KIE ) —1- L — DRI —2— FIEERE sN- AT JE0RIE eI -2, 6- — FF 2K
N-(2,6- —FI2RHL ) —1- FEE —2- WRimg AP kA o Eh Rk 5 1- A3 -N- (2, 6- I 2RIE ) —2- IR
e A i sN=(2,6- A 2R 3% ) —1- ARG MR IE —2- AR fI% s R N-(2,6- I 2RHE ) -1-
J —2- WRIE I ERG Fp SR ER h s 3L CAS 50 1722-62-9 (HC1) , 7 1= (HC1) & 282. 81,
[0396] A SCAH FHIARTE“ 242 LRl #3210 87 248, X T ARz i it & 8 22 b 4
(FEhe EREIARBRHIPE S HE SRR Eh \ EUIRIR Bt AW B IR IR 28 I IR L2 VAR 26 A
BRIR B A0 TR Eh I A TR A SR B IR 3 R R R 2h . Dok MR 3h IR 3 E DR Eh BRI R
th LB ER R T R R VIMNR IR AR IR £ . AT 2 F AT RS2 [ AT LU N BT
R, — PRy BILE I h A2 R R 2E
[0397]  ASCAFHAH I Lidoderm™ Wh5E$84E FDA FIAG B &) 1 5% R 2 R R 76
AT ER Lidoderm™ W5 ( B Endo Pharmaceuticals 2y &4, Z% A F 2 B ERE K
EAETT M7 ) AF4E T, T T Versatis™ 5% & 25585 7] ( B Grunenthal £EFK
A Z A TR AET ST 7 ) BT IR . Lidoderm™ 5 F1 Versatis™
5% & EFE H Teikoku Seiyaku Co., Ltd. 42p=. B T Lidoderm™ NE5FN
Versatis™ 5% & il E FAELE T, o LUE FHLERG B2 15 7E R Lidoderm™ Wi A/B J& (42
S ) B 2 R RIS
[03981 1/ 1KY, AR SCAE A A B2 5 S AR 36 [ i f 24 ot A 3 R sl ph L 4 B 17 L
AIRTT RO A HEHE R 2597 L 5 2 (http://www. fda. gov/cder/ob/default.
htm, 2008 4 2 H 15 HijI ), P &A@ 5 H AL
[0399]  ARIE “H— K7 S 4, fEXT AN B 3 BB BEAR 96 TT TG I AR & BRI B K
FHH
[0400] RiE“Fa&"Ete, A RAMNZWIN RS BT ZR A9 & KEAH R . K,
T “TaAR7, B B PR BR 254 1) 6 15 12 2 ) T8 ok WG L 3 T 7R 45 1T e BB 3 R 4 )
(1138 KA A
[0401] A& W5 Kl FH T 52 Bk (00 BT R 2, A0 355 A1 OB e 2 ) 8 (e il 38 12 2 4 77
) IR R TE DB AT A, AR FLE OB AR R 1 R R AT
(975 2501 R B T P AR 20 A T L S e ) B R AR W5 R A, e
A2 TR I AR T B R E AR B K
[0402]  ASCAFAHIARTE « (1)“AUC,,, "8, TR 2R i 22— B3 24 /N e 28T U f g
() A5 M2 259 B — W 1) il 2T (R T B, L EH T 24 /NI 45 25 AR TR 1 B & SE i A 1
P SRS TR) 45 2 0 2 I IR BEEAR T E L 5 (11) “C.” 2 da, TEIUH I Za 25 1aIkE (BRI, 452
DXIF) ) NSRBI S KRS 5 (111) “PAERREEI 7] 7B HVD A& Fi , 45 25 )5 29 i 2k
FER T80T Cue B2 (R S 18], 3008 2o 1 550 SR s 1) X[ T 95 21 2 AN 552 e 1) Bl e A
(0 100 28 R P82 1 IR 5 T BRI G B2 I R4, 7E SE B R Bl N 9 2R R BE BIMIK T Cp
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(R —2F A E A TR G R 5 (Lv) O T AR B, “Ws,” 24, R4 25 1] BRI, £E Cp IR
JEIR) 50 %6 Ak FR) i S o R IS TR) I 2 R B8 5 (v) i ™9 745 24 1R B P BRAEAURN 22 5K 45 72
(17 DX 1) P 75 380 PR 250 P e /N L3RR BEE 5 (vi) “C, A 4, 045 24 TR R 9 2501~ 28 L 3R R A
(vii) “Wesh i 7 b2 di, i m kSR 2 R B AL (a) (Copi=Cosn) /Coin X 100 (X T
i&%%) %l] (Slziéj Cmax_sizi/}j Cmin>/siziéj CminXIOO(Xﬁﬂ:ﬁ{jS) 3$H (b> <Cmax_cm1'n> /Cav>< 100(5@
THRARE ) A CFE G P G /PR C X100 CFTHER ) 5 (viid) “SBUHEE 8L
“AT” SRR, L 2 R AE PO 25 251000 (25 250<1R) ) (Bt mi QL2H 58L& 5 12 /N 5k
Q24H FIBIT 5 5 24 /NI ) G5 RN AERS A INAT 19 25 M 2 5 4650 — O AT I CRIT, #2258
—E ) AT EIETTIR 4 251RI R (225X 18] ) SR 25N EEZ L ; (ix) “Fads”
e MRS, Hh BA RGN E S B ITZ R RN 4R & KSR, 8 5
2 B B RTE R 25 W) IE R 5 % 25 ) 1 i WRRCaE I AT R T AR AT ] b SR R G T I R
REAHF, Frik “ X BIARGS KRR Chn R0 E - v 578 DL 25 240005 e 1 1O R RO S 4
ZiJaH Cor BB 2 MELL G, 1E 5% BFMAKFEA G AZESR (b =0.10).

[0403] A543 122 280 (AR A B3 SO AUC, 51 Cous BIIE G, I TR]
Cain~ Cavs Coin/ G EESHVD Wiy (C,py=Coi) /G X 100 H1 (G, =Coi) /€, X 100) , AT LU B
CRI, 56—t H] ) AN/ sAE SR B Bt foRAS N AT AR S sl ) A et St . AT 3
HA R gGnE (BRI, 58—t ) MRS iA0sh 1 2a P0G . Faas i 7 Lo vk 3 7 2 SR G
= (RISt ) MER R (ELLE) 2584,

[0404] Ty T A B H I, £E58 K 25080 1 2 S B AT T I AR “ B8 7 248, frididie
(EBURESKR ) 3l B 3 B2 R I 25 Ash 2 240

[0405]  ARTF“HHERER” 4R, Pridishie (BBUNENR) WKk 2D 2 A7 83 8zl 1)-F
W 1524

[0406]  fERCHESLIE Ty S, R4 N R BN SRR SR — U (W RRAE “ S s
257) Prdsi B Ll IS BVE— A e B AN S

[0407]  FERCECEACSE I 77 S, 720 NS BN S RS T L Tk 8L LA, 18 3
A8 LR RN S

[0408]  RTH “USP 38 57, “IMEIL” o “USP $EE b (ML) 7 Jedi, £ i 36 [ 25 M 2% 5
o R 5 [ 24 8 USP-28 NF-23 (2005) Hri 52 19 USP 48 5 (JRM ) , HAR HIAE Ui B 5
RO EE SR 48 52 RS H A BT RLRE AR RRRIE 5 S ok dE AT o

[0400]  FRHUEA— A7 —Fh 7 R ik ” G S & dR W, BRAE B SO AME RS B .
DALt o, 3o« — R ER G 3R A RS AR A LU 2 FhelE 2 MR RS WRRS
Yy, X FBIE AR IR (3R KBS PANBIE e IR KL R ARLL & 1) 2 FhellE 2 M A FBE
fledt i), 5%

[0410]  ASCAIT L2l B &7 A B A AXTRR AL, DRI A BE 7 A2 X i 5 44
PR AR Wl S A AR S AR SR A A AR P X e n] RE R A BLR BT
SMHEBEE AR X IR G o AR AL & 45 440 J DU B H T LA AR AR
LI, BRAE ST U B, A5 WAL RS E BRI Z B LA S Ab) K o AR WA ELAS T HAZ S Ab 1K
[0411]  FEATLESHE Ty S AP, BT si A &5 1 S5 R ZR BN R (5) = FRUR-R AR S (+) - FRUR-R AL
[0412]  ASCAR I« FIORAS IR BB &7 4R, H T 11 TR DRURE MG A & 1 A
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A AT I R L R TR T R A

[0413]  ASCAFHIIATE “HFH CRE ) 7 90 (RHD) FlE” 8 /0 (R 5
Y7 T B K7 R R B B O R R AR T R/ B SR AR i T R
IR BT A T (A, U8 300 R 00 Vv MR A< 35 3 B I L T LIRS VB EL
I BT BT AT ) B A0 U R0 7 R W 550, e AT 2% BRI B I SIS B I BUE A
JREIE)

[0414] Y4 AR BRI, JHUE 3% 27«5 B 25l &7 “ A SN ALY« H1 B3R
CHIF NI AN RS AN RFIE” SOOI FOE B R AR HR N A KR B I
A E5 BRI 550 28 i FH T B2 Bk o

[0415] 7R L85t 77 S, Bk sn B2 it FH T 52 400 1 R IR Bse 18 R B ke o A AL A6 1)
SEJE T S, B A R i e B e . B LS R, BT R A (AR
) R TR RS PRGN AT B 2 i o RS e ) S0 77 &2, ik
AT TV T 5T/ o 15— S0 ORI R S5 77 S, Bridk &b RIS FH TR 97 18 1 0
PR VTR AIPRES T o LA LUSTl T 2270, BT i 35 24 i T A0 PR 3 A s 225 Ab 1) B2 B o
70 G STt 7 2 B3R 2Rt T 783X R A7 Ak 1R B2 JER < I IR S A6 A 2 Skt 21 P B
PREE IR, {H 2 W] RE A2 70T IR B 22 IR b 7 I A m Bz g 72 S8 S T &2
o, I ) 2 Tt FH T K S K < e R BT S Ik R o S ) B B L T st PR R R S
10 10 B2 Ik B PR 9 10007~ BRI 350 07 ~ AR AR YD O R4 B Ik 45 5, DASIR R R / B &
MEDREE O MR

[0416] AR W1 A IR, AR 277 B 9 B 2 AL IR 7 8 T i B AR
A o AR SCAE AR TE “ 07 A - (1) Mg (T DU YIRS e BT IR )
(11) JAI [ F 2 PR 2, 90, P AR e 8 TPk OOt o S 12 2 DR e Ao 22 AR TR K 1 22 e e o
S ITIEB R Z M. TR T 1T R ZME Rl R s A1 (CRPS) WAHEE R R
(ol an, Bi/E o5 A ) « HIV B o 280 B Y PE b 22 (A0, T IR 5 99 s FL 5 DT BR R
JEPEIR ) HRE R T TR AR 2805 AR T A PR s T A 2200 LU A T IS A — AP R
PR AR (A8, 2000 AR S ) AR B AR 28 « SR T DR IZ PR AT Y v R IR A
ERE A A A (1) HPRKRR R R, 9 0, MERRAE 5 S I H 28 M E e - HIV 5 6
%2 R PEREAL TR WA 4 AR08 P SR 0L i 5 1 s 5 8 e P KU 5 S B e R AR
PN 8 25 WE s FN (v) S EAH S I A 2 B0, 1, Ak 23 vkl R I 22 AP 28 9 < i
PR Y B 8 s 18 5 | (R AR 280 KD 0 L5 T ~ L5 IR AR S5 P 5 5 e A R B8 5
(v) 12 PRI, 14, T IS R O 28 i 071 8 R  HE R MR LB | 4T
Y LR R T ~ N R S SRR i 2 LA B B s 2 B TR R R TR T
(vi) SRS, i, S FARE R (B ERSES AR BRI (laparatomy) « fHF}
TS SN S SRR NN =073 L N N HERE SN i o2 S RTNEE= 2 TTHR N
IR RH A« EE G5 A e R () 3 2 2R L BT 1) L SR A 10 I 58 R R 2 IR S RER R, A6 0 1 )
FAREEESTEA AR DI R AR A MU B IE AR B B YIER A ST RlG A KT B
ARG A P AT (B DT R TS U A i SRR R FUIRIE A 23R 28 et )
FEARHZEVIER A AR ERUIA S A RR G HE U WA L A RS AR B0 M J35 U ) 25 17
BRAR R VIR AR T AR Bl Ik N TEDTBR A A B0 45 I AT R 22 DT BR R A B Tk 52 9%
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EUITAR R VIBRAR R T R E VIR AR E VIR A A O IR R BR AR R D)
BRAR VIR A HE R BRI ELFAR (hypnosurgery) « 75 VIR AR BB A HEMR DIFRA |
FE I B 2 PRI S MR DB AR S AT A I - DTS A o ek DDA S i A A FLAR DD R AR 3L
i AR FLE VIR FLR VIR AR TG AR I TT AR B DITTAR B DI | JE #x B
I BARINSLVIERA S ALDIBRA FARSE BRUTERA L FHZ DI BRA BHZE BB AR DI A 42
PO R A BTSRRI BR A RS AN RET AR B SMRFF AR ritidoplasty Bede g A ZAR
Zilrig OR AELIITITA R TIER A BB VTSR A B R DT AR AR DIBRA R DI BRA
R BR VIR A i BEAAR VIR AR U VDT AR UE I ORI 8 S5 LR RN BB B A
M RE ARG & AR BE IR AR s B VI ER AR SN VIR 5 B 20 D) 95 s 1
DY 5 A 0] P SRR LR I @ e e D) 208 ) B 29 B &
T e U e U OB SR i Sk S B KM SR S PEL IR R R 1 MR R ) S
TR E 2 A R AR K S R s A e R 1 S M D el s e BB AR M AR
PR 2B M T AL PR £ Y JLR 1) S ) s e S IR S 2% 1 S T e e
JUVEE RS TRG 10 S o o) sl 1 T T P ) " M ) 2 5 o 2 M P ) S e o )
o R T AR RSP (B, ST Bk & IR Bk & A BT B AR S Tk R e R AL
LR E HRANEHL RN A FERAR) MHE B S REIERARIRE M (vii) Hek
[0417]  ASCAE FH AT “Fhee MO ” At - (1) P2tz i, SorEamg vt R
F Fid s 3 1 22 R M 2 MR, RS PR 22 I MR e, A 52T PRI A 2 A i, T 2R 1T Y
SORME R PR SR Ak (CRPS) (Ae R iy (N, R £ Ak ) JHIV s A2« BRI Ik
MEedR (B, T IA S AR FLbs VISR ARG AR ) e AT IR E A 22 o  PAra TR s o
22995 RIBOR I i AR = SRR AR R () 4, 00 78 L BB ) AL P2
SPEAPRIGIS PR IO T E AR R S i AN SR (1) PR e P2, 49, A A
PRz 51 A B MR B « HTV 8 22 R MERE AL PO A < AR P IRA S LML i 5 03
G A B T RS A S BT i A 445 R BE A AE R (110D JREAH DR s 2R vk
T 0, AL 22T 0 1 22 A 2200 R 5] e 0 s 3 5 R R AR 22 < KB L s LS
DIBRA a0 < Ha bt Ja AT A B o

[0418]  ASCALHIATE “ Mt dpy 7 Je 4R i B M2 RGP . MR I 4 Al 2K
& LRI B RN SRR T 2 M 2R R o d LI A A R 2 e,
R BRI . AR e S EUMOR PR IR B S R B SRR A A
A/ BCET AR AN/ B e SR TR IR SR BRI AL o R AT AR 2R MR W]
LISAs TR — A B

[0419]  ASCAE FHRIARTE “M MEAIR” B R84y 1 A HBCEA R T AR MR MEPOm
BFETT IR SRR ST 28 B R 28 RO AR S MO LA A « 2T 4 JULR S T e e
Je~ PALJE R S ATRG i R UL DA R R 6 00 05 PR R R AR A TR AR, AN B A
SRS RREEIN TR) AL E AL SO R A

[0420] O T AK B H B, ARTE “ AR A R 7 SC8 PR I AT B TR < 92D B3
5%, IF BAT AL 52 BBV ACE, JX B AT .

[0421] O T AK B H B, AR “ 7 A R 58 SO AR A 20 1 A Jr A0 18 TR R 1Y
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A NI TR 9D B 3, IF BAAT Al 52 0 @ VR L ZKCP 1X B KBS

[0422]  “254p)” “ 25 I 507 W 507 BT R 2 B A 2 2R R AR
Al HHAT ], FER e A T AR A, 1B A U AR R DL AR A B 8 A A I RCR
NGRS . — R &, BRI 20007 SU T a7 25 QURIT)

[0423]  HTRI7 BRIIARTE “2iE 7 5« 8F 7T otk vl B, B is HA
T& A A R R BE ST B 2R R AT N o

[0424]  “2%7 b ENIRYT b AT Hs2 TR Blad 787 s WU ) R FR XA ) i - AT
B M B A R E B AR Ve, BN 52 i 2 TR I o FEAS R BH A S st 77 S, 252
FEGAYT BTS2 BT R B AR ] BRI T BRAC AL 29 AL S ) R R R B 2
YISO ZE R PSR E o TEAC R B A S St 77 S8, 2575 B ElhyT BT RS2 IR %
BT B AR E A AL S V) P B R R s e 25 AR

[0425]  “2h%% EEIGYTY B2 MR R B k7 8RR TE R v LAALFETE T iR ks
RILHIALEY) :FDA EAFUS 2048 )% (http://vm. cfsan. fda. gov/ ~ dms/eafus. html) ;FDA
B INFPIR A R (http://www. cfsan. fda. gov/ ~ dms/opa—appa. html) ;FDAGRAS %
2% FIEHE E FDA 25 0 ISR I 41 58 (http://www. cfsan. fda. gov/ ~ dms/opa—appc.
html) ;FDA % T % 7 20 35 & (http://www. accessdata. fda. gov/scripts/cder/iig/
index. cfm) ;Rowe, Sheskey Fl Owen, Handbook of Pharmaceutical Excipients, APhA
Publications ;% 5 it (2006) ;Goodman & Gilman’ s The Pharmacological Basis of
Therapeutics (Brunton, Lazo il Parker, 4, 5 11 filt,McGraw Hill (2005) ;Remington :The
Science and Practice of Pharmacy,?f 21 i, Lippincott Williams & Wilkins (2005) ;
Martindale :The Complete Drug Reference, # 35 Jit, Pharmaceutical Press(2007) ;
United States Pharmacopeia—National Formulary (USP-NF), (USP 30-NF 25,2007),
bRk 222 vk Rl (http://www. inchem. org/) , Ji&E K T AR 3 09 ] 8252 (19 HE 245 H 43 %)
% (http://www. hc—sc. gc. ca/dhp—mps/prodnatur/legislation/docs/nmi—imn listl
e. html) ;Ash, Michael ( 44 ¥ ), Pharmaceutical Additives Electronic Handbook,
Synapse Information Resources, Inc. ;45 3 iz (2007 4F 2 H 19 H ) ;Allured, M, 2009
McCutcheon’ s Functional Materials, McCutcheon’ s Publications(2009 44 H 1
H ) ;%1 Allured, M. 2009 McCutcheon’ s Emulsifiers and Detergents,McCutcheon’ s
Publications, 2009 44 A 1 H, B 14#ME L5 HEAIE AL .

[0426]  “VRITHME” SUCURTT LA RN 2 Te, R LUE R A BRI A A 5 AL TR
B PTIRGE BUAT DL P A 5 AR sl R ERL K942 AR R e AR AT H B Ay B 3R
[0427] AT “B SR I 7 i 7 “Blis” F G BORAS” v B #AE A, OB e A5
12 M AARE DA TR N IOAEART A2 B 2 (1) o TERL 2 (1) B B A T 2 IR P IR IR T CARE s
TBIT IS HIE AR, LU= A Bl A s R

[0428]  ASCAEAHRMIE G EHHRZ 1 72, HHRZ 2 1 BTTE B (g,
5% 0.1.0.5.1.2.3.4.6.8.12.16.18.24 Fl1 36 7P} ;2.3.4.5.6.7.8.9 F1 10 K ),

[0420]  ASCAE FH YRR “1RALIGIT BUR B2 2 | B 3G BUR I 2 40 7 RV 2R,
AT MR B2 4 1 MR (Fn, 5% 0.1.0.5.1.2.3.4.6.8.,12,16.18.24
136 /NEF, A% 2.3.4.5.6.7.8.9 F1 10 K )
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[0430]  ARiE “HRE” 2Ta, TG A BB DE o v B AR R BT 75 1A & BH 4L & 1)
1 FEN TR AR AR 2245 52308 T H RS R AL 7

[0431] 5P

[0432] AR B KR TT EA SO T R R ) RS R BT A . 7R e Sty %
Hh 2R BH IR T B R R R AL TR R SRR AR 29 0. 0001 2245 100g. X &Y
0.001mg 4] 50g.BX 4] Img &4 10g. B4 Img 224 bg B4 10mg 24 2g [ R K4 ek
ot ErT sz

[0433]  /E—HUfRIE S S, AR AR T A 45 0. 5 224 500em’ fLIEZ) 1 24
300cm’ AR 2 2224 150em’s HARIEL) 4 224 100em” 5KZ) 10 222 50em” (¥ 57 JTk 1) FR IR
R

[0434] AR B Kol FH - R Bk B9 FRIR R XL P B 5 vE R A &), B EARR F : () It
FEN 37, LA A P WS S B Sk — 2 5 () BEJBUNSSR) 5 (Lid) 7ERGE W5 Y
291 5 (iv) BFHBITIEEE ; (V) ALFR  (vi) WER 5 (vid) Tk s (viii) ¥ (ix)
YK 5 () VR 5 (x1) BB 5 (xii) FLA; (xiid) AKEEHCEER 5 (xiv) REH 5 (xv) AIHEEY
[RI25 Y 5 (xvi) ZEAR B AT ZKBER AT RS 25905008 5 (xvii) WIWEST R 2570 2, LA
AT S K AR SRR i BT B 25

[0435] A7k BH IR B A4 18 S 77 SR 0 — A H 102, PR AL A T 5 Bk B R BRI B
TR TR DR (1 1 B2 JOR 36326 p m 2 fL B 138 AN BB (R R e 2 AL LA L R
VEEF JEHUMRRE DK A AL AL 22 B8 RBE R/ BRMLAR RE P AR s it K E T B .

[0436] TR LS 7 %, 75 R B FH T R IR 5 ERALBR e AvBe FRE AT / Bk 2%
RS2 B2 W A0 eS8t 7 28, 78 AWK R A T B2 IR S » s sn) s ik IR S50 A/
BB I AT T A B oZs i e R Wi o AT RS it 7 ZE R, AE AR BRI T R ks
b B 7 AR PR Bz Jok B8 R Jok 2R T 1) 5 1, Bl B 328 ik B2k PR R A

[0437] 75— L840 1L IR St 77 22, BT ik AR - BRI A 2 70 il A T B BRI e 22 (48], 26
B P IFHEE A CHEM, SCE N T B R B A BB A B e
T IR RFE IR E S Frd 28 v B 67T RO RIE e o 2K
Can, SEFARIGHIE ) 5Tl 1) B4R A 2% i 5500 Boh 22 500 IS I B 22 R BB 1
SRR, R HESTE 7 R, e S [E & RS 5, 697, 896 Fl 6, 425, 892 HfIA [ % E
% IR A

[0438] AWK A A 2l AR AP AR i BB B, FRAE 1967 SF 5 I ANIRIREE 22 . H
AT, R B e 7R o « F it i B B el 248 SRR AR iR H R (aF
ik e 47O i AR R L ) o 7 2 ey 0 B DX Sk SRR TR R R ™ 4 A W A 2 ZEIRAE R
H R R T R R IB T R (LS 2RO 1B MR A i R 2 RO )
IR P57 o

[0439]  FERML b, FWRAS PRI AT AR 4 h B AWK < BT DA e 2045 2, B2 N-(2,6- —F
ARHE ) —1- A -2 WRIE AL B Eh e £k, LA R4 -

[0440]
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CH, CH,

| _
[J—— CONH O e HCI
CH

3

[0441]  BR—Fh &S S ME R JC SR A, PIVE T /K, (ER AR W I 2 IR A K i . IR
DR — o Sy s BRI 24, WIVE R 1963 1. 5% 2% Fil 3 % ¥R i 1K) T 1R A5 B v i 3 i Ay e 5t
228 R | [ 22 A T BELA DA S R B A T A s A BEL AR E . RS RS A 5 7
TR RZ AN G T 2 7] R I i e

[0442]  J) 8 BRI 24 114 Bz JOK 232 AR ) S2 AR A7 p (K92 0 I — A B2 e bn a2 B I B <K 53
BERE. fE—RARE T, P 2 R R EEE K2 Bl R 20 FURR T 3. 6 £ (Ferrante
FM, Pharmacology of local anesthetics,f 1330-1362 H1, Il :Longnecker DE, Tinker
JH,Morgan, Jr. ,GE (%% ) ,Principles and practice of anesthesiology, 1998 (%8 2 fix ),
Mosby-Year Book, Inc. St. Louis,Missouri) . £ 55— W5 A, |2 R BRI FEE KF 4B
A TR R BRI 2.6 fifo SRR, 5¢ T BT~ AT TR M 2540025 B 02 B R K A A D
W2 e, M2 R EEFIRF R 2.8 f% (Strichartz GR,Sanchez V,Arthur GR,Chafetz
R, Martin D.Fundamental properties of local anesthetics. Il.Measured octanol ;:
buffer partition coefficients and pKa values of clinically used drugs. Anesth
Analg 1990 ;71 :158-70) . IXLEWLE LS R SCHF T 240 A T Bz IR IN ) 22 < R AR R B B JEk
HIR J AP 2 20 23 28 3% DL SR IR ROR- R A= %0)) o #1140, Goodman & Gilman’ s The
Pharmacological Basis of Therapeutics ( Ji VGT7 FIAMRFT AL 10 1B I < Il PR 25 B 2
F M ARBIFFE L b N SR 2550 T4t R Y 24 B2 20k ) BB, < R RIS & A 280 41 R
W24,

[0443]  HINR-REEIA KL 76% SR B B 456 TR B 25430 04 7] LAl F R 2= &
FHECR JHECE PR AEAE B ERRER AT R pHL B ML 25 2 A MR AE e .
DR PRI GAE N P 232 02 2-3 /Nt

[0444] W T ERIBEIES 1, FUR-RIAS SR R LR RS etk . BT IRR B
MEIREERE, & AV AR AN F TH 2 R B o Pagt AR /N T 10 % i FIR-R LG
A AR R PR b o R AL R, I 50 96 i ) 4R A A 0 ek it 3
ARy A AR, KHB A B TR - BRI AT B 1 P BB, AR FE R B pr b e 221

HRt A 2 L
[0445]  FRUR-R R & A 27 LRI 23105, HA R AR R, AN 2238 ple e Bk i 21
HE AT

[0446]  FRURA (A R] LU TU20Z bRBE . TR R Al FH T Se BB [ 4 Bl o " B 2R dR
N EEE R T R DR AR 22 d e e, R R T ey i« ol [ 2 A S B OR
AR AR 2 AR (R A A S BEL i ARG PR ) i 7= A Jm) s e DX sl P R AT AR 7o A
T I P i 22 R O ) 2 PE AR 00 5 PR R GG VS R GA O IXEEAH 45018
(il )= SN P T N P 1 N
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[0447]  TEid R4, V208 O K B MR 2 -RIEE ] RE 2 BRI G fH4 R JF R
NE (R AR 2 AR B TNS) (IR e — 0T A SR, M2 RS b R 0 R I
25 CELFEATLE R PR T TR TR R SR BRI PR ) BRI INS R g ok, BT 4. 35 1
FHXT GG B (95% BAS X [A], 1. 98-9. 54) [Zaric 2 A Anesth Analg 2005 ;100 :1811-6].
[0448] 23 | A 22 PRI IS MR IR A N AT BE T B EUR VB VBT R R SRR
57 BRI, KHAEIT 1022 A T R B B W) IRk Jm 0 R 25 el e FH 3 A B A < b Ak
()R R 2e m] ReAESR . (4040, 70 2 87 T8 W WU 2 BReh 2228 P e LA ) Jia IEAE
AR B, BTN AR A AR 2 T IR s e B A I PR EE I o S ADIHE, A0 SR BRI 25 7
[R5 it (AN, 762 B T3040  BUCER 07 Bk 22 8 i LIS ) I IEAE AR KBk
A I AR 15 ) B e R BB, R R R TF AR S Fah J5 s (HLh e 47 4 1
EFAER P48 28 ) o BT, Radwan 28 A (Anesth Analg 2002 ;94 :319-24) @i f# H M3
JR 3 5 A () S AR AR 22T PR 22 T HEAT PR A A M AR ) 2 S5, VPAN T R AR 25 A £ R R AR
EE AR AL FRR & ERURD 2 R DRLE AR KA il 8 o0 A 7= AR T A 22 A8 Ak 1 s i, B i 4 AR K
HES PR T T VPl AR KHE (FEAE K B SR S 1) R g b 1) = FE e Bl I 544 ) 7B
ARG R E TR EEMEN, WM EIEMP 5 R RMAER ARG W K
(R R B A — R B I FH TR & 2500 R B Th IR &8 S 52 ) () 77 15 o 8 AR HE RS P
RIS I AT ) BRI BRI TGy 2 3¢ e 1R, A 22 R PR AR, X UE S T R 2 R RN R B h el AR
H I R AR 5 (A 28 JUATAE S8 K IV AE AR 2 B PE RN o IR SEEHEAIESE T DAFE (9 4L 20 22
SRR | H AR AR AR AT N SR AR R AR 22 T 4 B Y, SR 2 R LR AT L R R R
(RIS LEPE (Baiton 25 A, Anesthesiology 1994 ;81 :657-67 ;Kanai 5 A\, Anesth
Analg 1998 ;86 :569-73 ;Lambert Z& A, Anesthesiology 1994 ;80 :1082-93) , H4h, fELL
TERI 2R B2 9T 7, Kanai 28 A\ (Anesth Analg 2000 ;91 :944-48) FSE, 80mM (2. 17% )
(1) 2 - PR 4 46 KRR AR - AP 22 P i R M 22 o0 01495, 0. 75 % (23, 1mM) (19 A5 BL = BRI 3
(Hodgson %2 A\, Anesth Analg 1999 ;88 :797-809) .

[0449] 7 A J BH (1) L8 Lk St 75 58 5 AR BH A /P A FH SEARG SR & 1 FRWR I 1A, 3K 2 F
TGS FEE R Tia 7 2w e i, B ) S S AT — P ek R 254, v L
W N 58T 8 R EER .

[0450]  7EAN & B I SR e pE 3 S 77 28, 8URE T 2 I8 FRR = B8] 10 A 20k k0 8 2 it
()45 % B 571 B 1 PR ERL K57 P o ARt , DA R 4 4 BRI (0, 1% ) A A
WK BRI KT o FRTESY TR PR 22, A0 A5 OB T 3K ) TR R R AL o ARSI AN 52 25 WUTR BILH 40RE TR
REBNBAFIE P A RIEA . 18 78R & AL FE R 1A R 1R R R A
FEE AT DL D PR A i IR TR I 22

[0451]  JRI7 L EIETHEAY)

[0452] T2, 4% & B W] LA ARAS A, 85 H0 e & A0 A DA B I i) B AR IR Bk
P EITYRTT 2508, BUH 9077 56 AN R I B 25 E o

[0453] =k HANFEVATT R H e 2920 MR ] 5 AR BB SAE o A Lo 77 &
H T DUASE TG A e FH SR BRI B N 1« B S A B ) sl B 1R (098 97 AR . AR S STl Ty
ZEh, W LA FH I it FH RS AN [R] T AR e I ERVE 7 B8R, BT A R I EIE R« el
BLFEAEANPR T A 78 10 25 B A R DU I 24 AR 08 24 VB 24 R PR 2\ PL R 2 A2 L it

54




CN 103491778 A OB B 50/110 BT

AR 24 B AT TS 25 1 2 AR 2 sl M AR R I T 9k 5R) L 90 7] (inotropes) |
B - FH#EF . B — "B ERRER BRI 167 B A COPD B 254 LB d 25 Pl LR 25 Pl
LR Pt 24 | g JORT I [ B 24T 24 OB PR 25 TR S P TE IDUAR st 24 i i LA st 247
SCREY IR e AR E R B IE IR A AR . eI EFEEAIR T o fE Harrison s
Principles of Internal Medicine, % 16 fiit, 2004, Kasper DL, Braunwald W, Fauci A,
Hauser S,Longo D, Hll Jameson JL (%) ] 4 A it Eh i Fm A E AT IRAAE FIE AR , 1%
SCHRE I 5 HEEAR IR AR S, 54 B — i TR I T I 2549 m] LLUE I AT B @ ek i
H A B A DR SR BB N R 25 %

[0454]  FEAG L85t 77 S b, FRWRAS B8] ) B2 JBK (XYt FH S22 1 T B o7 9 o AL Rt FH 1)
25 (AEAH RN BAS [R50 B, S AR R s 254 ) ml DA T4 43 sy BLANK) VB &
F kW (B i Va7 AE SR VE A 45 H B NSAID. COX—-2 & #1417 6 £ W Ry« ih
Z BRI ULy B - B EIRERBREEIN. o -2 WEhin R R ISR AT SR =
SZARFEDUI KBRS BT R 259 2 AR P37« NMDA F5H055) 0 ELma T 385 I LU AR o
L WE T 288 L A 20 O MR P 52 AT ) 1) 75 0 3 B ) 2 3 B ) 8 AR A B Ak B ASE AT
Y p3SMAP S EEHI IR TRPVL SEBh3H A L7055 A MEGE U AN H 2R S AR FE HU7) s DU
Ik 4 HITA] DA AS ST AR N SR e S H T Ty sty 7 5 M e L e 250

[0455]  7E—HE{R SLH Ty S mh, Frdsn e b 7S R R R CLAL, i3 R AR . RARY
(I PR P SE B B FE K R . (9140, 475 W KA IR TR IS ) R R B 158  BRAUBR 22 7 AT B
AT I AR T LB B AT AR S R E

[0456]  7F—LEPLIL S 77 S0, Il 2R T AL & AR R R LA, i 9 7 NSATD.  frik
NSAID m] PAS2 AR e £ i (] COX—1 1 COX-2 [F] T8 ) 5l COX-2 e £t 1) (L ik il
COX-2 [F] T/ ) o NSATD B¢ COX—2 L35 370 i) 77) 14 A PR ol 18 S 010 A 5 AT 388 25 L RIS O5 1R
R ST IR L 27 B U I 55 AR VRV 25 Wi S5 By b 28 R v 1 B SV e ST
FEIK AR P 25 B TR « 28385 A L R0 EL & 55 TR AT 25 Ve 25 W W1 DRI 55« R I8 55 B i 4 55
B& 35 (muroprofen) JHARFEN 25 2K 55 WEVK 57 IR « I 23 JE IR W FE 5 ISR  — s JE i
KFCRE TR 5 A0 55 WIWR 6 o A &R B &7 2 1 R by 55 L BPARIR L FE 36 T L A &R W W Wk
T EPARIR FEIE T SRR AP IR 55 2 K BTV 3 2E S B IR M EUBA TR L BR EE I IR
(oxpinac) « FZF AR « A Sl 23 HS R « 23 S IR  JE 3RUBR A FC 57 SR « — 3 JE AU A5 A0 | 35 9%
REFNZE T SR 2R 25 RS IKFE 5 & D HE B A A A K S DL eI 2525 BT
B2 K AT 2590 B8 SR AT A SR A 2 G B K-S RAGE P, 1R
A EATTII A HEA) B — AR XS B S ) AR BOGT B S ) 1R e A A B VR S 4

R 1 152 AR
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RIRBIPEL 73 - G IR « N I IR BE 2 1 R JE U A IR IR v LR 28 — ks R A B i
IR, BEARRSEFIFEEAR T AGIR . P I G IR NGRS lE INGTIR S8 T
JHTR T R I NAER T MR NG IR CEE P RENGIR OIS INIGEE 2- T ls FREN G
M 2— CFE T IR NG IR S Be S NG IR e 2 R N R IR 2- SRR RN GTIR 2- &
FEONE MR S IE AL I IR 25 R TN B T e AR R TR 2R AR IR T B ke L AR 1R
T =R IR AR TR T =BT N R R SR VMR R AR R IR  — R R T
Wl AR I TR R — 2 SR IR IR — TP 20 SR IR IR AL T BE 24 2k 4 1R L Tk
PIGRTR BT FE 25 SR NG TR A S R NG IR A SRS 55 o T8 T AR R B S ik
H D3 Y TR s B R S R B H e s ) 2 L (Satas, “Acrylic Adhesives, ”Handbook of
Pressure—Sensitive Adhesive Technology, & 2 i, % 396-456 7L (D. Satas, %% ), Van
Nostrand Reinhold, New York(1989) ., A% kL4 721K (National Starch and
Chemical Corporation, Bridgewater, N. J. ;Solutia, Mass. ). & T 28 A4 BR INE I HG 4571
e SR, P g% 53678, i National Starch 427 (7§ /A% .2000) :87-4098,
87-2287.87-4287.87-5216.87-2051.87-2052.87-2054.87-2196.87-9259.87-9261.
87-2979.87-2510.87-2353.87-2100.87-2852.,87-2074.87-2258.87-9085.87-9301 FH
87-5298,

[0507]  WNIGIRER G EFEZBINAEZ IR GV Frid RGP A 775285k,
DL A BIREY . AERIE R SETT S0, Prid k672 58 G BR BERG 5 57, H B A /)
T -10°CHRIBEEA AR (Te) , AR R AL -20°C 24y -35°CH) Te. HNEIRETR &
FI o> 1B (R A EELME, W) BRSO 2 fril &6 T RuE W 25,000 £
10, 000, 000, fltik s 50, 000 2245 3, 000, 000, F{LLLHL 100, 000 £ 1, 000, 000, fEAZEE)E,
MW $235 055 K, 3% A B8 G A S AU R B AR N o3 AN o

[0508]  Jiridid Bz il )40 2 5 A 4 23 i R BRI 2, A 85 K L 86 T sl T Ak 2
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()RR R B o n DA B BT e 1, ZEARIE ISt 77 22 vh, ik FRWR-R BRI e, 2 B A 2R 5
MG, AT RIS A5, & 2 LAE N E e RR I s 00 PR BT ROR &
AR T PR R AR PR R ER] A /b 4.6.8.12.16.18 B 24 /NI, BRATEHE, £ 2.3.7.14.21
8¢ 30 Ko Pk AR BN 4 LT e 8 T8 TR s R S G o AU SE
Wi 77 G ik FRWR-R PR AR sk T K

[0509]  7E—SLAf 1L ¥y St T ZE s T PR S DAL 16 b2 AR s 3k R 3K, L T B JE
IR A IR TR RS L BB EMAEGWRIZ 0. 5wt % — 29 40wt %, i Hb 5 58
EWAEIRL Iwt% — 2 25wt %, SEARIEZ) 2wt % — 240 15wt %, i — PRI BB AWM G
MIRIZ) Awt % — 29 12wt % o« B BEA A FIEAR I EBRA TR ER :£50.0125mm (0. 5
BH ) B0 lmm(4 B H ) L 0.025mm (1 ZH ) 25 0. 075mm (3 ZH ) ; F ALk Hy
0.0375mm (1.5 2% H ) ££50.0625(2.5 % H ) ;Mg — S %L 0. 04mm (1.6 ZH ) &4
0. 05mm (2 % H ),

[0510] 7R &Lt T 2, Brik RS BRI 22T DLAE e b 5 HL s 4045, 49 4, s n )
o SriN kel | IS WA il 7L B AN i = o7 | N B | I U IS SERe = N 8 B e | N7 2R | N L
T IR B8 311) BT I A5 S 300 R 3 B2 B 5 L N I R, A2, XA A R
TEW e DI TR BEAPAE

[0511] st 7y Ze b, Frads AR R = DRIV R A 5 W B R k), B i s 8 7 M ) RE 8 1%
IR TH KRG P SRS BE R/ SIS BT A A, 1 40 2 R AR AL TR 1 R el 3R R R T R T
fig (ELVACITE™. ICI Acrylics A:7=, %, ELVACITE™ 1010, ELVACITE™ 1020, ELVACITE™
20) \EAY TR EERE, B EA %27 500, 000 KISE 4> T B TR G RIS, 2525,

[0512]  fEFELLSIRh Ty 2, AR 5 28 ZM i B 3L SR & ) 3R 48— D, 4 3 250 el 0
KB NS FIA S, DR SR G R E . A 38 BRI 6 SE ) B FR (AN PR T < RIS
BTN AR s ZE 2 AL ARB IR s BRI 24 1 ESCOREZ™ ( AT 1k JEUR)
13 BH 5 - 58 A BT A JEUR AR A TR i Ak T ) B R IR TGS i ) A R B RG 771), <5
S AT E AT S

[0513]  RHAIMIHERG N 1 5 R GV RITR -G PIAHEE o 140, ] 545 AH 25 (R S5 RS B4 T 5 o
FIFHA I G (3 W28 228 0 ) BUSER) (I i) — R BCHI 2R £ ik Br L &
Yo 1%, Tk R EW2 BR & T4 A2 5-50% , Bl BERG 2 SOk & 4L 59 12
30-85% , H AT # i 2 S A R4 G4 2-40% .

[0514]  BTik % Bz w37 ) A 46 R RO e ., BT I 268 22 B A0 TR WIR S DRI 22 1) B ik
P fih 2 10, e vh 22 /D BT IR TR A DRI RS R B ) R SR R Ak A 2 AR PR I . TR FRR R R4
BB HE W N IRREM B, : 406 - LR SHals (BVA) JRE LM (PVO) & — N
M ORI Y OIG NIRRT BRIL M R w1 14 (PIB) (ER &M (PE) , W WHINE T 28 L0
(LDPE) \ 2 FE 28 £ 4% (MDPE) « =i 26 JE 58 £ 0% (HDPE) 555, M IMA S sITid BG4kl n]
CIBEA . FEDLIE IR SETt 77 22, BT id R DR R 25 B H TG 2 « A BILAE B PIB RS 544 LB
HE R L frid AUk REEREE BA NARER :290.012mm (0. 5 2 H ) ££70. 125mm (5
B2 ARG 0. 025mm (0. 6 25 H ) 0. lnm (4 25 H ) FHALEH 0. 0625mm (0. 8 %5 H ) &
#70.0875mm (3.5 % H ) .

[0515]  Frikid Bz i3 oy A dE v RIVE IR R o PR IR JE IR GBI RG, Prid &
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MR DR g R AL . ZEEPPRHR SRR, SR 3R 25 L BRI L 2R L0 B %t
REPIRCTRENG AN R PR T TR NR AR SRS . R S T =,
BT 3 J2 A0 & AL R 2R R A o

[o516]  Fjfi Cleedtiid 7 M Tl Ak M I BT A& AN IR 2 Ab kL DRI, Ak ]
W RAL R T ASCH AL TF AR LERT R LN RIRD R, AR5 R AU ] BE ANTE I RS SC
LT Zh RE R B LEAT R o

(05171 J& T-Jk JFUMI 25 M)LK £ 70 (1935 B2 A1 F 7728

[0518] £ LBARLE 1Y STl 7 G, A MR AT WU s SEORS & 570 10 591, BT 3k w370 B 55 87
TR AT U B BEOCRS 5570 P K R R A5 G 8 (R 72 Pl DAREAS B 58 495
MBI, G R, IR Rfr FR R R DRLB T T AL R 550

[o510] A BT n] AR B il 5%« 458 AR DIRIORE 55— Foft 22 Pt r AL IR AT BILAEERY £
FIEAEAB IR, LUE R IR DURTRLAE R R FRORG 550 P TR BB 80, Brad iR a] LLan
9% < B TR PR RURURE AT AT DU A, AT SR T IR RIURE T R AR Jm w] A i
TG EEFRIAT HURERS & 77— 15 1R, I R R DR R AL (RS 5 750 P VR B
[0520] L3l 5 ml FH il 3% A i R 005 B 2 25 BT B — PR AR

[0521]  fE—SLLiE St 7 S b, Hl R AR I iR AE MR 3R - (1) P, prid
W] USSR b B8 i A A MU RS 55, (RN =5 55 B i i hIAL RS 50048 5 i, FR R
PR BEIRTRE &% T B d AL fORs 5500 5 (1) 56 IR DRURTRE AN — Fi sl A L
BTG TL I AT WU S50, DU a8 5 w57, 6 DR U 7% 1 B i 8 4L 1
Mg s Gi1) B Pk B G TSR B A Gv) BREWR, o= BS54 SCRM
BH R RS R PR BB R SR = o A MR Sl 7 &b, R e P IR
A, DAL B IR (1) IR RIE A ) .

[0522]  fLIEHLRE BT iR 45 & HIFRIALAE AL T 4T = BOR T HE 1o AE TR RE R, ik v 5
RN E R PR E o WA I Tk 2 i, AP — A B, B — A4k
BEH TAEEH TR BRI AR & 7R AR TSRS B

[0523]  fE—2BALRE S0l 7 2P, HT TR TR D102 g it P 45 B 0 — A s 5 B
(1) B, HEA EARGEL ELE RO TIRRI ; (1) S+ Z 20—
T ARBE A ) & A ORI KRS S )R BTl & 750 2 AL 35 FRUR R IRRBUORE B 7% 1 Flell
P AL AT HURERG & 300 (1088 S I RIR A 2 s A0 (111) L5 Aokl 6 702 AH 4 A )
AR BRI

[0524]  fE—2UHLRE 9t /7 S b HT TR TR X132 g it P 45 SR i — 4 X 5 B
(1) BAZR, HEA EARGEL ELE RO TIRRA ; (1) ik B+ 2 20—
I AHBE A ) 5 A R IR KRG & 002 BTl 6 750 2 AL 35 FRUR - IRURIURE 87— Akl
P FHAL A HLREARS 55770 P 45 S I R AE A 21

[0525]  fE—LLfLIE R SCHE T S, FTIR L FE IR 2 Dbt o

[0526]  fE—LULE ISl 7 S, AR I PR AL T — Mo B, FoAE AR IR 77 23
REFgE MR R] 2L A SR E L) 6. BURZ L) 8 B E L) 12 AR L L) 24 /MY, BiFF
HUNIRI T 24 2. R E L) 3 R BN A BREL T R (6 SRIER LT =,
AR T —PioE B, FAEN B TP RVG ST R AL IR R) 5 2 4 10 R Bk
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ZY 14 R B2 4 21 R BidmZ 2 28 R BURZ 27 30 Ko

[0527]  fE— LU i) Sl 7 S, A PR AL T iR, L b AR BRURR 87 T2 T3
FIEA PRSI Brd FUR-R R B AT 16l 2145 & IR RIRURRIEE T30 4
HUEERE &7 TR e 3 AV 7R 12 7] DA A b 58 4V AL RV I I b A AL R 5 771 A v
o FTIREFE HFFRIE L AUE ] T PHAERAR . (B, KT 1. 0% w/w(TE)) IFIRF
DRIRURE ¥ A A5 T R TR KRG 75

[0528] N7 %24 AR R 245 79 B2 0V T BT i s AL (R RS &5 v, [RL D Se vE gl 2, —
#873 AR DRIV A £ BT S S AL Rk 70

[0520] Tk AL et 2 Bade, (E R R n] LAk B He A AL, D01k o 28 UIAH ¢ 10 I 1
W 1 A R, 4, B BT E PR IR TR L R AL

[0530] AR A< B il 46 (14 5048 H 1 A2 7 T 08 B3 R R 5 R, JEH —
PRI BT BT ] AU A7 A i iR A2 SR R (3 e 40 = OB
BT EL) B, DO R AT IR AR EBIRRS SR, Bl &30 2w LLE—22 L, EAH)
e FH T3 TR DR AR 328 B2 51

[05311 DA, 2 T A7~ AT AR IR r 3R, BT 28500l 7 S8 b, AU E Se - &
WA PRURURE 2 18 T IR AT MRS & 500 b K45 6 0 050, 2R i 2k — 20 Jn 1 ek il 571,
DLl 8 AR B o AN AN 53 Sk iy By WL 77 R AR AR I & R AR
ARG B 7 J2 B AT I, IR SR TR AL T v A AR A BRIV R

[0532]  fE—AMLLE A S 7 S b, R — Bl sl AT AU P BORG & I i AE B e o, (R
B PR - LARIORE 557 DU LR AR 5, DUOE BRI R 54 AR IR AEAT HUAR IR A4 1) 2
W — 7> F PEBEdRIAL A HLEERS 557 5 08, JF 27 i M BY D) B (R B B L B TR A A D
TSR B R 5 A 1% TR B T AR I P 1 AL (1A LA RS 45 50018 08, LU B s 24 1Y)
(FIEERG R ) TREW . R ITR A & E BRI 1 |, R 2 el A, DABR I B e R
JERE T AT H S HAE TR (kG £ 72 b

[0533] £ 55— AMLIERISERE 77 S, RL W AE BRGe s AL TR & FRIATEE [ ([ A )
WK PURTRL K145 6, A2 i 2 B sl Ui 7)o 3l bR IR A 5 — 8 23 B Se i AL B A L
TRl & 70 ERIR A R A M. AME AT HURE IR . AR5 A8 IR 5 T J R P R ABL T VR
BARE, UL RS SRJA R %R S T AR I PEe iR AL AT DL RS G145k DL Rk
IRA (RUSERR ) VRS, BT TR B AT LAUE 2R IECRT HE b, JF 27 I AR, DABRs Bt o
IRJE A T AT IR s AE TR (R 55025 B

[0534] AR HUAE HREORY & SR HE7E 20 20 % — 29 50 % [f ekt P SEARIEAE L) 30 % 11 B
FErF AL o B T el PR R B K i AS, A Y B i) e 0 B4 - 5 e i)
FR R FRAR, ik FL e R 5 R, i, P28 SRR e 07 IR &4

[0535] £ LUALIE I S 7 S, K FRIR S AL RIURE 225 ) 3 8 TS AT BILAEE R 25571
L A /INRIURE, DI &5 it PRI

[0536]  {E—LBALIE RISty S, 5 45, B oE R AE A R P BT R G, fEiZ R 4
H A I RS Rl 2 5 A AT D R 33 1 25400 o

[0537] &I AT LA, 50 A0 5% AT HURE SR & DRI AR o ple R s ARG 5700 SR 50 5
W AR Bn] LAAZAL, CASCIRAS R BORG PR  1i 85 B F B HLREARS 45 57 (0 ST AL 45 <Dow
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Corning A4 = [KIFRUEIK] BioPSA Z %1 (7-4400, 7-4500 F1 7-4600 F 41 ) FEARZ KT (R 0
E ) ) BioPSA 241 (7-4100,7-4200 F1 7-4300 F41 ) o PLIEKIBELEES AL KA A LAERS G5
£0.4E :BIO-PSA 7-4201, BIO-PSA 7-4301 Hi1 BIO-PSA 7-4501,

[0538]  {RAst FHA LAt 25 FI LA 1) — e Lk S 7 2, A FH B9 WL s O, & I e
HAEZ T5% - 21 99% w/w(TH ), FEALIEL) 80% — 24 90% w/w( T+ ),

[0539]  7E W] LA A —FhEk 2 FhAS [F] B HURERE & 500 i — S8 A0 18 Sl 7 b, AR IR fEA AL
W2 AR RIAZEE T, AU R BOR A FRIMLE A A B R 5% -2 99% w/w( TE ),
PLik2y 85% — 29 95% w/w( 5 ), mALILL 91% w/w(+HE ).

[0540] AR 2k I A ALAE 3L AR B 36 o0 + 3 5 = W R A R, = B A T NF (Dow 360
Silicone Medical Fluid, 100 JHyEFILE R ) o AVERAKRILERZAD 0% w/w 2
21256% w/w( T ), FMIEL 2% w/w 24 10% w/w( TF),F—SEL 5% w/w &4
8.5% w/w(THE), JIEL 6.5% w/w(TE) . AHEILIARKIPLEREZL 20 JEiER L
350 JHEE, R LIEZ 100 JHE .

[0541]  7E—SCP0ik (1) S 77 S8, B m] LT A WU AR I = ARH, 18 ol o, Ho2 e
A B EE Y o

[0542] #5552 1056 FE B B A2, 2 /D3R TR A0 E 508 3 B IR KR RGP I S8 B . P
T B8 R B R R ] DARE S a0 IR R R AR AL AT IR A W EOR & 5 2 1B I B 25
a2, M BRI . 7E— 2R IE B SE T S, A AR R IR FE I AR P RYEE N -4 10
2300 um, EARIEHL 70 229 140 ume #1522, /6 LRI SETt 77 S8, ikt & 7=
LIZ) | 22 30mg/cem’EEARIEL T B4 14mg/em’ [ HEAFAE . A H AN 23t L
B 52 AR AE R BIAT ARG I 25 o BT 96 P B AN 75 B 345 19, AT DA S8 Frid 2 8 1) J&1 3
A4, 49 1, CAERARARE 52 1R LA TR, B AP AR e 25 OR AP ek Aot HL ) 2 o

[0543] 75— LA 10 IR S 77 22, DIk b 23 il DA e 3 1R R s 2 160 T =t FH R R R AT
T IR G 50 2 T I RS R =, ORI b 2 DR A M) ) N B2 3R 3 1 24 2 Bl AR B 2
O EFRR R, FIR-R R RIS R LLYERF FWR S PR RORG 5500 110 22 203055 BT o
%] DL A AR N RS Zy M e, it 2 555 .

[0544]  FE—SEfRBE RIS T R, BRA 1% -4 10% w/w( T8 ) LA 3% -4
7% w/w(TE) BEL 4. 0% w/w(TE) FFIR-RE . E—LIUEmsems E£h, 22
215% -2 15% w/w( T8 ) FARIEL 8% - 4 12% w/w( T8 ) RIIEL 9. 1% w/w( T
) KRR

[0545]  7E—SCPUIL ) SEHE T 2, TERG & H))Z A s FH TE 3k R WR-R BRI R S kA (1) 28 0%
()38 B AL RE ) o A ) AL A RS LR T 4, 573, 966 AR KIBLE, A5 < A
() AT AT ) B 6-12 MBI IR IR R TR 2R R 28, 15 3 h OO L H R 2555
NEERRIN RIS, 18 WA )i s BRI RN 5 R SR I 2, i N3 i 5N, N- = (A4t
B SR, EUWIN, N- Z RO N, N- Z R Wi N-(2- B3 ) Sk, &%
& S IRIEAIR GRS, 18 W1 A & SR I e T R AT - e R — PR TN 8 5N N- = (IR 2t )
MEBRS, 18 T 58 558 R RN 5 0% 7 Y 1S L 10 T T 0 G B s A i 2t N— PR 5 —2— IbEgs o
MR s KR ER 28 IR W e 5k Wi PR MRS I 7 R PR 2 v et R AR ) R IR s 8 14 T A
R IR PR a0 H RSO R A e U 2R T S TR R A AUt s DR RLEIR S ) 15

66



CN 103491778 A OB B 62/110 T

faray
3 o

[0546] PR AT E e & I o AEFELENE DL T, PR A Pt 2 5 2 B 5 1) B2 B DX 33
PR B oA T SR BRI AT DU AN I B B s s (i, RS+ B2 dnitt e 78— S8 &
o R B S TR R (& B R e B BRI o BTIR T A R R O ik e B R At
SCREFIR Y E

[0547]  PLieih, Prid ¥ 41 2 AL HEAN T B E Bl 2 DB AR B ATB ARG &5 2 Fl o rp
AT R BRI R B0 e R - o

[0548] & H T 1 2 AR RE A8k A0 1 5 R8RS & 70— A8 A i B ekt k) o A4
un, ek 4 E AT DA B GE, BAR R 0 R s 2 )2 EVA AR S R 2 iE sl 4l
o —FMLIE IR #4482 MEDIFLEX™ 1000, Bl Hy Mylan Technologies, Inc. ZEP=ff)—
P A ERPRHMLES, Glhn, SEREEYy RIRA YR LA R R BN LR Ll
s - ALIHILRY) G0 — LR CIGTEILERY) BN R IR O Tl Je o T L% RN
W5 R S LA (B, SARAN™) | 2465 — IR NG TRBEIL Y (Surlyn) VUG AR R TE A
EEW - B EAME

[0549] TR 12 A BT LR R M B AR R MR . A, SR P 2R Mk 8 ) 2R Y
JIT Il BB I 1 B R EAT B TR

[0550]  7E— AL 7 S, ik By 3B O A IR M OB R B, B R sk LA B
FHERRR T CREEA FIRREIRARGRE ) WAErA 3 E b W rd R B8 E T Rk
2 W B2 TR RO B o BT R TR L BRI FR A A L R < P A R e Bk A B
MEBIT (K]S BBCRY & 71 /2 25 2y ) 25 BRIV o« T BT LT DL 5 B & H T 5 S
J2 B FRE IR B S o S BT BICAE b il 1 T MRS & 710 2 3 2% BSORE I8, 49 2, T el e LR
[ EHEREY RS (B, Teflon™) SIS GG RRE AT AL EE . TE LWLk
Qb TR PR R TR B, 490 G, G0 I [T Y FLAE B R R TS L, T DA A B R TR BB
R 2.

[0551] A i MR RE I Ao B A 45 AR Ak 0 0 19 5 e BBORG & A &4 — A FH g A 2. 44
W, PR et BT DLAL & S A AU B R MR . — PO OB kS B2 i My lan
Technologies, Inc. 42/~ [¥) MEDIRELEASE™ 2500, 88 & 28 &) Ab 38 ok i B8 I8, % 4n 3M
Pharmaceuticals 2477 ] Scotchpak™ 1022, {HA&, AR B o] I & 22, R 4%
B AR R BUZ AR 5 25 P IR A R, 3 QB R RG2S, W W R O 525 Bl SR IR IRE
e HERXHENE, Ol AWE (BESERAESMESY L), AT HIER O R
XA TR O RS S P R W, S

[0552]  FE— ALty b, Prd Bk AR SN Z AR (B WER OG%EE ) WE
Jo s AR FEANNAE B T A e J2 0 e oA RS TS » T EL A6 [T ™ AN R BCREL R ) 2 1 o 11Ty
A2 WEEER S 6,010, 715, Bl 5 FHA I AL,

[0553]  FEA & W) —ANSETtE 7 S8 7, Bk W55 53 A M dE A& UR-R RIRG & 02, %)=
TEPTIRTE #o J2 R0 5 A3 AR B FERG 5 370 J2 RS 6 70 2 22 TR) o I B9 R 6 351 2 2 fif e HY
TAAE PR BRRSA 57 2 BOR & R 2 R 22 20—, USRI T DL BH 5 il 3 Rz JBk i L
BRI, R I o 22 s RGP . BTl i 4 2 1 MR AR 580K 5 7
JERIR/ANHTEARFEA E[RIIE o ZA S RS BELERRG 570 2 0T A 25 A8 B0 FRG 60500, 18 4
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ERTIHBNGIR R G, & NG RN B P NG IR R & W, WAEZ M i &3
B W5 sl e s (AT — P BT R I o

[0554] Ak BHIILL &9 HA L KRS, — HLER 25 il B ittt FL I E4 BT ad 20 & 4 ke n
TR b, PR 4G 4 n] AAE A3 (A7 B PR 5 A2 CA 23 A it e 12 000 B0 3 70 L (1 2540 1 I T
B, A BARK B R B,

[0555] 37 Rz ATk K B AR 572 25 25 F M A R BIRR 3 A % BH 1) 25 B s 0w AT R A
RWGFSF ORI HLBE T AR PR 22 1 AR 4k < 2 Bl B A S RN A TR AR G I Rl 22 (o, 254K3))
T A PR A AT VT A2 BRI DY S AT R R S 24 R R o AR 2 K
XTRWRAS PR R RS ) W BEAL 22 TR S R 2y 2= (R R (o, 25400 RO T 7] X4 3P i 24
V) — WIS AH B AR A B2 AR50 2 R0 4 2 A 26 Ay B8 IR 1) ROST B30 5z PR e FH T AR ) 22 &R
gt / BEENIPE L iR ) AR, ST BEE A S R (G i 4

[0556]  PTiAdEE — H UK, 0] LLAEAT AT IR BEHEAE ST . AR ELS
AT E I EAH R 77 AT o B R, 2365 W7 Jr il 225 (RPRG A 570 J2 (009 5 JER )
K (T Hivrg =0 B BRBOREIE ) b R JCRT BL, R4 I Rl 570 J2 93X A 26 T e e
BRI B AR 85 L,

[0557] i iy & FH 325 B kil 51

[0558]  fis i 1) &1 FH 325 B il 77 0 T il 4 P ok 50) 28 %) g v A A A 8K ) 0 i), 9 2
W:ZE H % F 5 7,029,659.7, 083, 781.7, 005, 5576, 962, 691.6, 838, 078.6, 797, 262,
6, 759, 032.6, 730, 288.6, 716, 419.6, 582, 680.6, 500, 4076, 458, 339.6, 432, 423,
6,306,411.6,296,858.6, 254, 877.6, 238, 679.6, 238, 654.6, 228, 354.6, 126, 920
5,989, 570.5, 948, 882.5, 911, 980.5, 906, 822.5, 906, 814.5, 869, 600.5, 888, 494,
5,807,957.5, 776, 479.5, 711, 943.5, 667, 773.5, 589, 195.5, 525, 358.5, 508, 024,
5,173,291.5,017, 369.4, 990, 501.4, 978, 5274, 950, 4754, 584, 192.4, 542, 012,
4,393, 076.4, 374, 126.4, 199,564 1 3£ E L& F| W 3§ 5 20070025943.20060193789,
20060165626 20060064068,20050191249.,20050186154.20050186153.20050186152.
20050025794,20040161402.20040071760.20040022755.20030224053.20030194415
20030194387.20030118655,20030086954,20030082221.20030077307.20020142042.
20020132008 20030026816 20030026815+ 20030007944, 20020022009, ‘& 411 %2 {4 @ 1t 5|
FAARI

[0559] s JIEE Fy 37 28 ] DA4R it R R - [ L G 24 2% b mT 42 52 1 Eh BV A W I S0 1 B2 0
%, HEA PRI A AT AEH, B8 TR E R, B2 5 A 72 W50 3 DU A sk
D3 ( BHARECER A2 00 2 BN B R S PR VU I ) o 9 21, O 60 B A S R i P T o 22
PEIF IR HIV— 283 R I H “ACHRAN T2 23 A 10 e Jo [l oo 2 1 R0 2 e Lt FH 4/ FH
3]s PR g T R0 T 52 IR AR AN 25 0 A Tt I 00 o 2224 ) B2 JBK 1 e FH AN B DY S B Tt R X
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(L) NMBIR AR TE Lo
[0617]  E—LLARIE I Sl b, PRk DL &2 /020 Twt % « AL &2 /02 3wt % S flLik
202y swt % I EAE HKEE () WERRERA (B, () WA (C-Cy) FitENs
AR SRS EY, TAERE T RAMNAGYNEEERE ( ARk, ZTFREEWHL
FEE ). MM IR K T2 40wt % ERIEHIA K T2 30wt % E— DR IE A K T4
20wt % e LI HBAS K T2 16wt % [ AT BE (PS8 ) MR S Ak i) % 3 54, ATk &
ETFRAMAGYNEERE (HIRE, ETRAVNEER) . IUENREEWEREY
Swt% — 2 15wt % [FKAE (3L ) NHGER Ik
[0618]  #F—LLfik st 7 rp, Lk L2 /D2 15wt % AL IE /024 25wt % il
AR DZY 30wt %o FIRAE FHARE (FE) MR EAR (i, (FF3E) TNMEER (C—Cp) Kils
%Mﬂ KHl&EEY, ridsZ T REENAesYwrLaER (AJUE, ETREEPHEE
o PLEHLLAA K T4 75wt % BEARIEHEA K T-49 65wt %  a L IE HiAS K T4 60wt % [
Eﬁﬂﬁ BN IR BARR IS B AW, Tid &R T RAMAGYH S ER ( HILLH,
TREVNSER) . RIRIEHRESWAFEL 30wt % - 21 60wt % 5 () NIHIR
MSD
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[0619]  7E—SC{Uik (5L Ty 22, B R G 2 AP AS [R] A0 5 U AR IR B AR TE B B —
P (2L IR (C,—C,) FeBElE H AR 0 PSR IR s, 25 —Fle (3L ) NEIR
(C,=C,) BeEBE AR, IR IERIE T B8R IR AU T BRE NG IR 5 T e A7 7R R LB ) A,
CLME N33 A0 e A B2 PR AL S R Pk DL S R it — S8t K M o A7 AE (FR2E) IR (C,—C))
PR B, DLER ISR G Pt i K M UL e — S22, DI R B e T AR 5 375 .
[0620]  7E—4Lflik IS 7 i, iR O R G R 70+ = ML s AR FF B, A&
YR A G B2 RIE RSt b, TR CIGER AN A FREFEAKRTY
350, 000 & /KT, A K T4 250, 000 18 /KT A K T4 150, 000 18 ZKETFIA K T2 100, 000
SERICTTR

[0621]  FE—HCARIER S 7 &b, FEA K A AP AP E—Fh B 2 B B #:  (subs
tant i ve) MIUEE CIBEEREW, BN ER 2L 2wt % k2D 2 3wt % EALIE
/02 5wt %, RETHEYIR S ERE. /£ SRR R SEir &9, TR A &Y b EE—
ek 2 P B R R G R A, NS AR TZ 10wt % B A K T2
8wt %, XETHAYN R EE.

[0622]  7E—SUPUIL 1) SEHE T S, BTk B (0 ) I A R B G Wy LK T 3R i v P 7
(KB

[0623] i@@ijﬂ

[0624]  7F— LA 16 (1) S 77 22, s ol ) GG — sl 22 o 3 i v ), DA i T R 2R
G AL FTIR 5 ) v B FE RS e T, IF3 B ik 41 -5 01V S IOk R DR O T 35349 1)
75

[0625]  fE—H4UAR LI S 7 S b, s LA /2 0. 5wt %6 [ B — sl 22 i 3 i v R )
MAERHBAEGD D, KETHEYR B ER. £ 20Uk EZd, UAKTY
10wt % SEAPLEHIA K T2 Twt % P RIE A K T4 bwt % i A K T25 3wt %
[ R — R AR VS MR TR A S, XA T A S D EE.

[0626]  7F— LA 1L 1) S T 22, Frad 3 10 9 ek ) A B 2 v R A R e R
IR B AR AL R HE S R i MR . 7E— 28Uk B St 7 S, PR Al B - 2R 1 1
Hse « (1) BHALBY R AR sp e e 4b ) CRE, ZLALER ) 5 (i) R R
PIRERE 5 (111) BRI RIEES s (v) gl ;s (v) AN sF (vi) iR
HIPE .

[0627]  7E—SLAR G 1) St 75 28 0, Fm s 3% 10 R ) A A B - 2 1T 4 ) RS Y PR AR 1T
T A5 LB AR I S U7 S, BTIR P I R T v PE RAES (1) R R Y R AR 1T
FH) s F (1) Tl PR Ay A 3 T v PR

[0628]  7E—SUPUk (1) S 77 S8, BT I 22 1 PR SR B B - 2R v PR R (0 d, R
PRlR R BEIR 2 ) AR (N, FEAEE A b R B 2 bt ok — bt R A A )
[0629] N

[0630]  7E—LLfR L 1 SE i 77 =, 1E H T iR A& WA BN V) 5K, Bk /KAE 1k
55 AR BB AR 2, BT IR B AA LR (C,-C) B (BRI, ARZEE ) W0 L1 2— IR ALIE T
it IR E Y. IR TEN W2 5 K, B, S 25 d g« 5 K 7, (B2, e A
ALK AT e A2 B 1, 15 W28 K A 25 8 7K
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[0631] il FH 150 B B ok i) — 284 ik S 77 %8, Wl e Ay B SRR T, 1 W S E L 2 TN
Bt B8 UE T I

[0632]  fE—SE{Lk ) SEHli 77 2, Fridin| 8 & — Pl sl 2 Mgz i)

[0633]  7E—LLf Ik i S 77 28, Bl m 2 o — el 2 B S AR B I gy, S EAS
BET =977 JA3 3 AR A ) S B R Y JBR 50 Y v ) k) L) BERGR)  3E AE R)B 0 i
) (o, HAERE e . 3 REIE DEA LR BE R —5— AR H AESERE Dok M BRAF AR R e « H
WA A HEE ) .

[0634]  7F—SLAR G ) S 75 28 0, P 50 2R B LR ORGP 1) s oR P ) e B, Pt i m]
DLFHZK B35 70 25 2 L 25 %

[0635]  {E A BH (A L5t 77 ey, B SR A R0 5 24 2% b T 42 52 30k, Pk 2844
HA Y5y B A 1 — 2 B0 R RT3 35 T 2000 R DR L 25 2% b T 8252 11 #h ok
HRAEY . i aYn] UMILER CEU 780 ) EREH TRk b, i R = Z 1,
b i EE di. (e, Phikhh, 7 @ 550 & R0 FH T AR, 4 BTl 4 & 0T IE 1
JT A TIBIE 2 A8 T, DL AR R4 55 2, Brads SR 07 571 2 m] LURDRG & 25 B sl B 4 1
] 58 2 BARFFAE SR b o 7RSIt A G o i i B2 i H TR L, BLP A U G o7
R BR T TR BRI LAAR, Bk 551 23 w] BL2 A AR - BRI 02 i 138 511) 15 0 551 R0 H & s
3], EAT I R AU A

[0636] 4 HH il

(06371  Ah{EEER

[0638]  7EAS A B IAT e STl 77 S8, Bk 25 A -S40 a2 Rk eI BB 2o AR 2858 it T
G, FTIdRS T B A  AKHE PR ) 81 73 T B I K REROKFRE R b /5 4 53 o AEAR K A
WO Ty FE A, PTIR K T I R A A B AT DA R B VE R TR H R SRR R
HNIGIR R NIGTR L HIRS  PIELT Y s PR g 29 R PR Y 52 R PR LT 4 5290
BT R LRV E R« TP I 20 55 IR L S FR T 1 3 SR 40 < AT AP e 2938 e U A
I R 5 1 55

[0639]  7EANJx BHIA LE st 77 S, ik A G40 2 Rtk i B Ko A 2850 i 7
G, PTIARRS T B s A5 AU VR 1) 151 43 F B K R ROKFE I b 4 43 o TEAR KK B
e s ZE A, TR K I B 2 T B nT DR R B VR TR H R SRR M R
RHNIGIR RNIGIR L RS PR R PREAR R R T EAY = R PREA 450,
BRI IR LIRS el B 2 0 55 RN L ke FR TET 103 2R 40« BT oA e 8 e I A
I SRR 5 e 55

[0640]  7EAS A& B Ee st 77 2, i v] LU Bl Wi i & g shRAs =4 ( 5A L
BECHLAS BRI AT B =4 ) -

[0641]  FEAS A B IR S8 Sl 77 28, ZEA PR e R I o A — P B0 Bk 1 1 = 40 7
BT KBRS FEYRERAE0.25-75% (FE &%, £ F P2t ) ik
7E 3-40% TG E I« Sk A 2 7F 5-85% AL LE 10-60% KISEHE N« 754 & B (K]
A HE S 7 Zrh, PR AR 7K 22 95 L 70 it e 8 e 225 T3 R 7K BRI 28 K 5 A4S P ol P v s 25
JEUH IR 7K A P wl) ot PR D A7 R A P T R 4 e A 7K o FEAS R BH 1A 285
7 ZE T, Bk TRk R B G, 9 tn, SR ERE 2R g £ Tl IR VR S R H W
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AU H BB 1, 3- T . FEAR B LSy S b, 78 IR, PR AL
(AR AR T 1 b 2 7 2-65 % « E AL ZE 560 % (KIS R N » S T 48 BT A Rl MR 8 s v 1 7K 1 B
R R, W DS FH LA KK IR 8 07 18 5 43 1 B I3 o AE PR il ek S0 45 < K A A4
1Y S R T T 9 TR 1 3 SR W RN 2K LT R R R SR e K RN L0 B T R 1 3
ZW R CIGBE A W) NIRRT )/ CPR LIG BRI IR AN & — B NI TR
BEIAZ IR =) o A6 BT IR P % Jos 56 5 A () P WK 1) /R 23 1 ) oI i, LI AE 0 22 30 %
FARIELE 0. 01-20 % UG H Y o« 757 28520l 75 Ze b, w] DAL 85 B0 IR IR 30 s 1 7K M 1R
375 BF B I R N, N— — £ — [R) PR 2R e i (B I 2 1T T8 2K PP IREE TR 57 ek R S TR I A IR
SRS BT R 0 DOKIE V5 R T LG N- BRI B  N— 2R e W R A
TEA RSty 2 rh, vl LAELRE R I PR, F 1 L AR I IR B e o (g MR o A PR A e S
1) 2 B AR, LA WG 7K L R0 T B e PR TS 5 G 0 8 70 L L) L e PP i T R 15 MO /K ol AL
P Y IR AN K Ly ZRORE T B RS R T

[0642]  {EA Lesiifi /5 S, mT LA 7 5 B Sa AL IR e 25 B IR SRR 3 o 76
SEHE T, A BIR A S PORG PR BRSO L R 5-9 1) pH (. MRE T, W L@
IANBEYEY R (W S AL BN B, v W = LG — S R S ) BRI R (Ui
FIRFTFIR R R LR B R FIBKER ) SR pHe

[0643] W] LLAN il & A< BH Bt FH T B2 IR 19 & ORI IR L 242 EmTe sz 2t (gl
IR IR ) BOHIR G WFEY A SCE I 2 N R RGP s B, B A%
IR 2, IR 29 & R AE 0. 25-40 % IRIEAE 1-20% IVE W, B FTid 29 iR 8 2
HIREAEGIE RS o RGBT iR 25 IR B 2 AR SRR o O T IR VIR B =
THEAKZE R, JERT LUK A I8 A B i 4o B S8 7R I 2 B3R 10 b BTk SR ik
FH 2R A L o 3l R 0 A PR ) S0 B0 G TR i AT 2R i A v iy £T Ak ik
ZREGX LM B S T IR Z AR R ORI R O B R PR R AL &
15— CIR CARTEFE RN TR NI, 25 % o AR BB T 52 B 40 FH IR R 68 e s Hh g
TG, By FiAE, HRe i AR TR B .

[0644]  ALHEER

[0645] Ak BH TSR] LA s B 1B X FEA st 77 S, Frids 71 RIAE =
ol Ny R N (s I B 7 S I A PN B 5 = R T 2 NP ) v ST RN R N e RS Y 2
(I SE 77 e rp, BTk 259 406 ) A0 & A6 S5 T Bl R AR IR, P I Vs 11 A B 24 T B 32 IRV VL
H2 R AR AR, LTl AR S B . HR 3R 2 SE i 5 SR 25 IR IE AN — A
S ) AR BRI T BRI 3R (S 2 ) - R (R ) 1 L e B B K
W, R AL B RE X B (RN ) B, HTIREE S Yy 10-80% 5 (A LM)
FRITHIZY 20-60 % I ZE A M S s AL R, HILRAT 7,000 22 50, 000 B T35 75 18, PR
R FHZ 7, 000-30, 000, IXFE 15 -A W ELFE 4E FH BASF £ERI AR “ Tetronic™” Z 0L
HERREDN . RIEARGIR AL Block and Graft Copolymerization, 3 2 3%,
R. J. Ceresa %i, John Wiley and Sons Hiit, 1976) , {f & =4 1) 51 &G0, 10 h — iz . T —
Jile s 3 R L, n] DL & L SR AW I I RGP0 iR B 3 T T B e 1) TS
WREY) ALK RIREW A 10-50% o« W12 50 7 58 19 25400 356 18 A ) () AR 328 S 49 2
Tetronic™ 1307, HAE/KFLEL) 15-35 % B RE i [l 8 FA e, 70 7 P pH I IR It i 52
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21 30°CE 10°Co 7E 35% MBI R T KT 15 % B SR IR %S 77 286 B R+ (Rl it
R IRT 5 RS pH v LALE 2-9 S Y, PJUERY pH JEH2 4-8. I AN K EHE
w3 R Y BT — AN FE G 1) pHL I B2 IR kR P 25704k, HLIX S6 PR 25 0] DL bl B i
SARSIREE AN TR o WF PR 290815 R AR pH  IIANIE YR 255 ER A2
R EHR, LAAS 3 BT 75 10 pHo T BR Bl AT DU AU AN S CLAT A —Fof, (E2 A I b 2
IR B A o

[0646]  — 1M 5, MRIEZ S 77 R & 2B L NS 0. 01% 2= 20 % (1)
R R B 259 2 10% 4 50 % HIZE G WIF1 90% 229 45% 7K . B2, ZERE RIS T, 7]
DLk AR ATk &2, DA N sk D7) 07 &

[0647] G R FFE UG, Frik 5P RN VIR T 5A FURR B LN, 0] L& A 82 i)
FUBG S, AT T v ads 254038 125 G A1) A ()45 38 T 7R 1 1 1977 TS )2 It PR AU 0 B A
BN DU I R 2 2R FL G = GUBU T I S BRI AR AR X FR 2 R AR RIS L K R R R R
FOTE . IXEEFITTLILL 0. 01-5 & Y% FLEHE 0. 01-2% M B AFTE . & ih KK T 22
TR e R R R R Eh R R A IR R AL SR AT Bh O RR 2h L 2 e Eh IR FA R
HhERLE, W ANBRIR AN TR FR AN RN « LR R IR EVEN R B R o IR IR AT LA DL AE LA
YekF A RA N pH K 2-9 LIk 4-8 W BAFLE. Witk iR pFInl LA2 1A 5%, BT HE
BHOAAEYERE L,

[0648] W LAYERRE AR % BH (114 50t 77 28 1) 25008 38 R G P s b AT ] 2 245 MR o P
H, FOR-R 2RISR . IR R AT CURAE MR, Bl LR TR EWEN Y.
[0649]  IE I 5L B FuR A, W] DL YT I8 B BEN- W B AL A I B ERIR 3K AT LA
WURSEIL SN2 2% Ll B2 11 3L, v i AL i S sk R &9, s 2 A& &R
BRI . B, AR, AR WA YIEE RA T HA 0.01% 24 10%
FFRIRRH, XA TEESEEZ T,

[0650] W] LA N il &R Z L T RIAWIBERG . FAARK N tetronic BEW
RRREAEARIE T EUFHugs A, DU RS AR 7 12502 1 7 2 10 1 1 386 n N A8 F 1) st 1
K. W, R BRI GG, S TR IR G W iR, HFE TAEL 0°C R 10°CHY
VA s BRI AR T, VSRR G . T UL 8k s TR 1RG4, LR A ) ) SR PRgs
fift o ARG ION BRI DRI RA 25 Fh s Il ug an 23]« SRANRT 00, o 8 I N IE A (1 1R
BRI S T h B s SR, W DLIEAT B A1 A5 B 1K pH R 1T o mT LA FHATAR) 7 (8 10 7 ok
IR A T R B i AL R R S RO T BRVR T T B 2 8 LR B I B
R FAITEFE.

[0651]  {E—SLfLk st 7y &b, ik o AL B g i (R ik o). nTLUME R &2
FEATHEF  BIE AR RGBT IR R MR Pk ) 8 b i BRI BRI B B B 198
TR A BB RSOT UG PRSI B 0, SEkEh ) PR R (R LB
N FLIRE BT W5 ) L ERIE R A7 LE .

[0652] I T il #& &1 FH 350 B (195 325 41k 55 1300 S 49 A REAELAS BT < v 16 0 JU R B, o 2
ZEMRSE R HRERR IR 7 L AL IR IR 7 BR IR, RERE, 2R & g, QB FLBR LR, H AR 2R
Bk -2, AT E -2 CTREG, HAERE R B —2- X PR, HEEREREE -3- R, H R E
Mk —4, HEERE S0 -5 2R, I S Ik -2, AR 20 R H I Ve e, YRR H o e, N- H RS
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W22, N- RSB B AENL2 1R, N- SR 3k —2— WL e i, H AR 2SS IN IR, SR % —4— HRERE
R -2, BN I —4- IR R MK —5— 3L —1- HREBLG, AR — C i, fEA 2R
JURERR, B0 IR H o s, S0 R v, SR 2SR H I, SR R Tk s, Tk A R )
MRlg, I (fln, AR, SO W T RERY ), Bhlg ( IR MER ., — PR OB ), B8 1
LTIF R (I, + e mR R RS e ), B (B, R, A
Wil ) 5 PR 2R S PR (B, b S bids = AR IRER ) , TR (Ban, iR +—hElR )
e AR SRR (i, B O 16— SBERE) , 2 o0hkE (i, N B B O B ) , ks
BElE (43, - e RE At e L PR A B ) MR (AR, A AR S A T RE AR )
s A0, ey o 8% By T A T o Y TR I ) T R R e M) (g,
Bt T MIEREIE R 2h ) IR, FORTRS , W i, 1- (1- g NIlBesE ) —2- HERg Beld, R-3— 2
Bk —1- Ak -2 nbme e, R 1- (4- B — ZR3E ) — bR bE -2, 5- TR, SR s P (i,
S e 1 M S N = TR i i N | Y 1 R 8| DI M L I B R Y XU R
i SRR A HE R ), oot R (A, N B R 1, 4- T R TR )

[0653] AR BRIZLE W] LLAEE o - B F RSB s & Wi, s ERE 2R
PR IR L 25580 B RS L Y S Mk, DA I FRDR - PRI B B P B DR B, A/ el ) 7Y
VE PR R TA) 6

[0654] A% BRI A 132 52 e 1 50 A0 Dl BEIRCIE 77 m] LA LMEART i A H , O BT DABHTAE &
A CLSEIA R W 25 52 n] 52 R o A6 — 2857 AP, 2B AR BRI / s Re R
FITT LA w/w o 5 R 5 £ 98 % . 81 95 %+ 8K 90 % 5K 80 % 5K 60 %+ 5K 40 %+ B;
20% B 10% o AE— 2852l 77 b, VBB AR AT / s ) BEWR I T R LASE w/w o o 0 2R ) A
% 9%.8%.7%6%4%2%1%0.5% .8 0. 1% .

(06551 T+l 4% A1 F 0 2 ()92 3% AR 3k 79 A 0y e MR U 300 ) 38 S AL FRAEANBR T« 98
B HEEMBEKE (Softcutol™ 0) . L5 HEE (Transcutol™ CG) T FEMpiEREE (H)
HERES BG) « Hh (L #7ER S Emulfree™ P\ Brij-35" (AL M+ HidE Mok R A L0
HEEFERE ) IR L0 2- R (Brij-92") R LM 2- iR EmE (Brij-92™) K. A
TREM R () B8 S TR S A IR s At 32 LT ol R I I e R %%
M2l (cocyl caprylocaprate) v d— Frihf -+ e gk R AR i BR 28 MR e R DR IH IR —
FEME A R i T A T I DA LS TR e T I PR TR S T IS BRI R S T I L/
LR H i —=lE (labrafac) \FRRZEIREE £ B H i Bs W far g A7 8% Syl AT A B H vl
SRR EFE T TR TR L T L TR T S AT U SR A S 20 L SRS SL R IR R L T R
FAhEE . —HEE 8 Z 8 Pluronic™ F127 M1 Pluronic™ F68 (B, VIR VLHE ) .2-(2- 24,
BEEIE) 2B ( —HE S 28K Transcutol™ P) YHES . Wi L « N O 58 6 ERAE R . H
FERR AR T B B SF BRI TN T 0 TR IR L T AR T REBR IR | 2— ML el . N-
Bk —2- WML R 2R S — ARG BE IR R SR & B 8- s AR SR & i 8-
iJLED

(06561 A% Jx B 5| 24 f1 2 325 {12 128 57 FH 2y B8 R JE 1158 W] LA A H5 3 S LA SCHR o fR IR 4%
Williams AC F1 Barry BW, Penetration Enhancers, Advanced Drug Delivery Reviews
2004 ;56 :603-18.LL f& Osborne DW Fll Henke JJ, Skin Penetration Enhancers Cited in
the Technical Literature,Pharmaceutical Technology,2007 <£ 11 H, ¥ 14t
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FIHHARCH TREE K.

[0657]  FLALF, fuFE APIFIL™, EMULCIRE™ 61 WL 2659. GELOT™ 64, PLUROL™ STEARIQUE
WL 1009, TEFOSE™ 63. TEFOSE™ 1500, PLUROL™ DIISOSTEARIQUE. SEDEFOS™ 75,

[0658] 3740 4% CAPRYOL™ 90. CAPRYOL™ PGMC. LABRAFIL™ M 1944 CS. LABRAFIL™
M 2125 CS. LABRAFIL™ M 2130 CS. LABRASOL™. LAUROGLYCOL™ 90. LAUROGLYCOL™ FCC.
PLUROL™ OLEIQUE CC 497,

[0659] A FLEE COMPRITOL™ 888 ( H i Ll 7 MR ES ) « GELEOL™ ( H-yHi 2% A fR FR 15K )
MONOSTEOL™ ( 7 —F% ) .

[0660] Y& PR FIALFE TN I — T FR IR . S full TG B = Al IR IR s« TA) B S I = 255+ e 25 M
(06611 K [f v 4 571 R W 2 1 vty PR AL 5 < PR 28 IR B & I H v, T B SR TR ISR, 5%
HlhEE —6- —IHERAS.

[o662] I Tl #& &0 FH SR Y i L& D Re 1 ) 24 T3] (A48 2, & 038 1R0 8 02 e 50 i Bk
I SR IR FUAL TR A& TR R fE I A HoR £ 4% FDA EAFUS %%
P 1 sFDA £ S S INFRIR L4126 sFDAGRAS H1) 38 FIEL IR 1 sFDA 35 (i IsRR L 413K sFDA 75
PE R 2R iE sRowe, Sheskey Fll Owen, Handbook of Pharmaceutical Excipients, APhA
Publications ;%3 5 iz (2006) ;Goodman & Gilman’ s The Pharmacological Basis of
Therapeutics (Brunton, Lazo fll Parker, 4, 55 11 i, McGraw Hill (2005) ;Remington :The
Science and Practice of Pharmacy,?f 21 i, Lippincott Williams & Wilkins (2005) ;
Martindale :The Complete Drug Reference, # 35 i, Pharmaceutical Press(2007) ;
United States Pharmacopeia—National Formulary (USP-NF), (USP 30-NF 25,2007),
B A 27 22 A PR v R s n &2 K AR 0 0 R B2 32 1 AR 25 FH 4y A1) 3R Al lured, M, 2009
McCutcheon’ s Functional Materials, McCutcheon’ s Publications (2009 4F 4 H 1
H ) ;1 Allured, M. 2009 McCutcheon’ s Emulsifiers and Detergents,McCutcheon’ s
Publications,2009 4E 4 H 1 H, &#f@id 5| FHEEARFEAAR L,

[0663] 7t 8 AR Uk 1) St 7 S, T adk 21 FH 50 2R 2 2 [ A4 R B, i ok 2 ] A4 5] 284 4,
Sk FIRBIERIER : () FFE Brij 35, d- FrE G A N T Ay A Y
SR N R SF PR 2SR 58 & W H YR Y85 7 0 Y7y 0 P 7R DMISO FH — H I 2. £ S5 Tk
(Transcutol P).

[0664]  7F—LL AR 1L IR STt 7 S, ik A1 TR B2 ~F [ A5 2, ik = [ A4 57 2 A
250.01% — 21 5% HRIEZA 0. 1% — 2 2% B IEL 0. 2% — 41 1% (-) F/FH,
[0665]  7F—LLEH AR L K STt 7 S, Frik A1 TR B2 ~F [ A5 2, ik =[] A4 57 2 A 5
£10.01% - 241 5% FARIELA 0. 1% - 25 2% mARIEL 0. 2% - A 1B R A LM T R
mk (f5%, Bruj—35™) .

[0666] 7L B IE IK) STt 7 2, Fri A1 TR B2 ~F [ AR 2, ik - [ A4 R 2 A 2
Z50.01% — 27 8% HARTEL 0. 1% — 29 6% RALILL 0. 2% — 4 4% B E L4 H B3
Wk ({5101, Brij—35™) .

[0667]  7E—LL AR L K STt 7 S, Fridk A1 TR B2 ~F [ A5 2, ik - [ A4 501 2 A0
2510.01% — 29 8% FHARIELA 0. 1% — 4 6% RALIEL 0. 2% — 2 4% KL fini o

[0668] 4L B AR IE R STt 7 2, ik A1 TR B2 2 [ A5 2, ik - [ A4 R 20 A
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Z50.01% — 241 5% EARIEZ 0. 1% — 2 4% ALIEZ 0. 2% — 41 1% KT Z il

[0660]  7F—4L B AR G IR STt 7 2, ik A1 TR B2 ~F [ A5 2, ik - [ A4 50 2 A

250.01% -2 8% FARIEL 0. 1% - 241 6% I LIEL 0. 2% — 25 4% M EE .

[0670]  7E—4LFH AR L I STt 7 2, Fridk A0 F TR A2 2 [ A4 Y, ik - [ A4 5m) 2 A0

270.01% — 29 8% HALIEL 0. 1% — 25 6% ML 0. 2% — 2 4% [ R S5 IR S A IR

[0671]  7E—SL G AR L IR St 77 22, ik A0 TR B2 ~F [ AR50 2, ok =[] AR R A 5

250.1% =21 10% FAREL 0. 1% — 25 8% I ML 0. 2% — 2 5% 1A S R S5 AT G

[0672]  7E—SLEAR L IR St 7 22, ik A1 TR B2 ~F [ AR50 2, ik = [ AR R A 5

250.01% ~ 21 5% EMIEL 0. 1% - 25 4% AMIEL 0. 2% — £ 2% [¥1 7 far i

[0673]  7E—SLEHAR L IR STt 7 S, Frik A1 TR B2 ~F [ A5 2, ik - [ A4 57 2 A

270.01% — 25 5% EARIEL) 0. 1% — £ 4% ILIEL 0. 2% — £ 2% 1978 far

[0674]  7E—SLEHAR L IR STl 7 S, Frik A1 TR B2 ~F [ A5 2, Bk = [ A4 571 2 A 5

0.01% — 2 8% FARIELA 0. 1% — 2 6% . IALIEL 0. 2% — 2y 4% KM .

[0675]  7E—SBEHAR L IR STt 7 S, Frik A1 TR B2 ~F [ A5 2, ik = [ A4 571 2 A

290.1% -2 10%  EALEL 0. 1% - 29 8% i ILLY 0. 2% — 2y 5% ¥ — HEEH LTk (41

41, Transcutol™ P),

[0676]  7E—LL AR L IR STt 7 22, BTk A1 TR B2 ~F [ A5 2, ik - [ 4501 2 A

290.1% - 2150%  FEALIEL 0. 5% — 240 % HE—DIRIEL 1% - 21 30% ik 2 3% -4

20 % ] DMSO.

[0677]  7E—4B AR L STt 7 22, Frid &b T A0 - [ 4450 2, BT ik~ ] A7) 04, 2

2] 0. Img 22 4mg FFALIEL) 0. 2mg 24 3mg i —BALIEL 0. 5mg 24 2mg . H AL

PEZ) 0. 5mg £ 1mg [¥] DMSO 7 &,

[0678]  7E—4LEHAR L IR St 77 22, ik 0 TR B 2 [ AR50 Y, ik - [ AR R A 5

FRL)0. Img B4 40mg FALEL 0. 2mg 24 30mg i —HALIEL 0. bmg £4 15mg. F ALk

2 0. bmg 24 8mg [ DMSO 7| .

[0679]  Jith FH T R JB 1) HL e 57

[0680]  7EASJx BH (1A et 77 S b, B RSN I FI S 25 A &9, ik 5 A&

HA 1% —2999. 9% I R o 2 b AT 352 2044, 70 I 88 4 A 4 2 A B I R B, DA

A8 TR BRI T LA R e A 32 0 P 91 DA O 1 R B T 16 2 1

[o681] & Am] LU & —Fhak 2 Pl Bz Jik s 2% b ] 52 (0 [ 1k | 2 ] 1A B3y A T 78 57 s

FER RS SE  BRT] DR AR [ AR B R . 76 SeSiti oy &2, Ik i 2 A gk

A bR Bk ARG ] L2 MR, sl e LA H B 51 PR a. B0 )

TR P AT LUR P 6 B ) 28R DL A FRWIR - BRI R e 28 43 1) i Tk B T 224k o

[0682] A1 ML AR LB & AN B2 g 27 BT 82 8tk . Bkt N 21X A

(RIBAE AR D BEVE B AL A= PR BT b 5 AR ST R IR I B 43 A2, FF B AN AZANTE 24

ﬂﬁ‘ﬁ’J% EZIKEHHQH/\%ﬁ KBRS M Th e e R . AR AL & ek 40 47
N AZ e 0% DA S 380t FH RS N AR KR PR S V) Dh A AR AR R 77 RS

[0683]  FH Ak B I E AR R B v T AH AW P H 7= e 2R 8L, nf A+ 3280k

BH PR IR A1 20 G mT DA R A5 AR s 2 N = T 2o X S8 SRR EAN R T 5850 3L
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B RIS AR ) 5 55 51) S B ) YR YRR S GRIARIORIR) o X = i 2 URT DU B A A
[RIZR AR, I HEB AR PR AL FEAEAS IR T3 S e S0 B [ AR T B 1

[0684] LIk A A A0 HE K Wi 2 b T4 52 IS K RRoRE) o AR SCASE FH I “ R 71 A 36
R FURT UL o B B R LU S 7 SR N SLrh 0. 21 KRR SR 1) A FR w1 2 S5 491
FE K MR B (1l C=C,) Z A WLER KR RIAVL 7 F B 1 o £
JOIESE, AL FE T R L (B, 4y 7 & 200-600g/ BE/R ) VBT (BN, o 1
425-2025g/ FE/R ) VA =FE. T TEEL1,2,4- T = LALEERE . 1,2,6- C = OB R A
B W BLEERS T R AT R LRSI T AR R A IR R R A o AR AR A RS . 4
EPEALE L) 60% — £ 99. 99 % I35 K MR o

[0685]  HRHiE 3= B BH (1) VB8 o A 2 B i 2 T332 ISk M e ) o 72 8 R B oy
FH SR A5 20 60 % — 29 99. 99 % ISR /KRB .

[0686] AR 3=/ A& W 1< 2550 mT LATE b £E 2 b 363 v v P I N HEE RIS TE i o 7 1
A EFEAFAL S FEER. SEHEEE RN E = 8 H T Rk L.

[0687]  PLIEMIHEARCFETLF, PR FLAEA AL E 2K 7 () ansK BB oK Mo
) HISEARAR, A S K ALy (B AR s MY ) BB KAH . TE ARSI oA
N 53T BN, SRR 73 BAE B KA, B [ 2 AR, LA TR aié /K BUg /K 1) 4 BUAH
FESAH, Horh P s A Bk TAEWRT » TEFLFRIBAR T, AR5 “ B0 ” 2 440
RN 53 I BRI, JE T, A AE g BT 10 1% B2 AH T It 3% Sl A [ (1) /N ploker B
INFTAEAE . S B RR A AR BN ESEA] . AR LR BUEES (BIHnfE = AHsdt e £
FHFLFI ) AR AL BT B ALK BT (g MUK IR ) o ZKA i 28 L5008 A
1% — 2150 % K173 BUBR K AR AL 1% — 29 98 % WS- (I35 /KA 5 A /K 2R L3130
L5 21% — 29 98 % B4 BRI SR K AHFIZ) 1% — 24 50 % B B K A o FLFIH AT LA S
HERE M 4% o AE T HE— R TRk LR .

[o688]  7EA LLsijili &b, i T R4 A B FEEANBR T oE R A FL g 7, Hoal LA
B B B 2 T B2 (R IR . IXAEI AL A IR & 24 2% — 29 50 % FE R . S R
050 ) -9 R K 5 358 0 B JER %) e PR SR B B L It e B T RN/ BRR T R R Y
JERFAIE 55 2 K ATV I T PE R BRI . A SRR T 1 D50 1 = PR ) S 49
[0689] AN BH I — 26 Sl 7 42 AT BE 3R RN L 8 SRR e b A B S V2 vk R N — Fh sl 22 ol
TR PEFIAFEAELA 1% -2420% (RERNL 5% -4 10% ) [IEAKT 540 50% - 24
90% (L AZI60% —2980% ) KK, BB R ELA 5% -A50% (LIEANL10% -4y
20% ) BN FI4 45% - 241 85% (i W#) 50% — 41 75% ) K.

[0690] 7 & B () — & S 77 S 3B ] LUELE - 3 sl i 4 v s 2 [ A0 (i ik
(7)1 TR B 28 PR 6 BT 5 WA 7K A Tl 7L 31 0 W S e 8 ) 66 3 s B K s e ik (gl ok
WMV ) o BB IR DAL S B8 A0 0, g nmT DAL & 20 2% — 24 10 % FfriE ik
FUFAL) 0. 1% — 2 2% WIBGHEF o A STHRER 7 B 7500 1 =1 PR il 12 S48

[0691] A<z BH ) — S5t 7 28 AR I A 4 S W A s L300 o A BE I LR AT DA 25— ol
EEZLINVIILY )i

[0692]  a) 7K MEZH )

[0693] AN BH (1) LU It 7y 52 1) FLIAL & B AK A, i B AAH B8 R 5T o« e 1k Bl Hee
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BKMHA Sy ARHAEMIER S UAGWEREIIA 1% -2450% (RIEL 1% -4
30%, SEARIEL) 1% - 25 10% ) WEKMEA Sy B/KMEA 7] AT B3W) FEsia . IF
AT PR RARI B G B (RPAIE ) o PRIE B KPR 4 7 A KA B K ANES TR, SEALIE I
AR FIKRAEENERT

[0694] A 3E (KB K T 20 4 1A A R 1) S A0 HE 6 R IR fR L

[0695] (1) & #ith, X AAFR A RRVR I, & 21 B A BRESRE IR EY .

[0696]  (2) I, X AR AR ML AAK, &t AR BB A R = SRS R IR A R 48, 1
WK 2 BB AR R R AR A

[0697]  (3) AHZ 7 £ 40 NWER T 10 BRI SRS . X 8 I3 1% Al R ) 2 S 491 4
T R 2 mE s HE R SN ER TR 2k A R k. BT
Cro SCHEIEI C, o FRERTR W AH FI, flt, Cy . SEEREIR

[0698]  (4) C,~Cso FRIRAN C,Cyy —FRIRI C,—Cy MR, 1045 ELBER SCBEY) T LA I 5 B AT
A8 (IE U0 AR SCAE R BB A I 20 2 BN T A5 P 1), R0 22 R R 0 458 BB SCRE R DY SR IR ) o
HERR P S LRSS R — R N AR O R S N SRR TR S R N FE IR L B ER
P BE IR AR A IR T S N IR A W S S R AR AR 2- SR CBEIE B R e 2SI L R IR
T -2- SHECER AR IR R i BE I | A S IR A S AR I IR R i R L B IR R e N
FE 8 Rl T R PP S M T R e R L (L R L SRR R R o R S R R
fig O8RS TN SEBS B ER i JE IS 0 R — S TN FE S

[0699]  (5) C,—Cyo FRIR I HE . —FN = H i, B Wi=F 1% / 251 H il — 5. PEG-6 ¢ / %51
Hith =5, PEG-8 £ / 251K H i — 5.

[0700]  (6) C,—Cyo FRIR YNt 2k —WE WG, B 1 C,—Cy FRIR ) £ I Ho 8l — e AN — I FR Bl
g, i, L A IR IR AR .

[0701]1  (7) bR BN S AT B

[0702]  (8) MERIH FMRI C,—Cy AL HE . IXLEFEEFT [ Bl Bk 22 Tl 320 A —Fh e £ Fh
R 7Y o X USSR/ S AT DU AR SR AT 3, X Bk T IR S5 HE . IS ER K524
ARG <7 20 DUV ER G K S TR IR (AN ) (1) e 2500 DU IS VR & K S IR i R ) H 2=
B DU 755 0k TR 1 = LB D 155 NIV ek T2 1 80 oz 11 5 DU 755 AR DU S 9 2 15 > L TR 15 - L
AT VY P PR 5~ A VR AR O S 3o T U TR ) Ly A 7S T AR T T Y R 15 IR B DU S R 1 R B
Ty ER IS B Rl 7S THBR I IR -C i IR I b )\ BR R A TR A4 8RR 1) SE 451 £
B AR NER, AP RERER S 2 1 ¢ 2 BRI TN IR R AN — - BEFRER A5 TR
J\BE, HHREREEE 2 1 o 3 BER LUy R Be A L B BR IS 22 ZFRE ) -B s, b Bef %
FRH 7y 2 3 0 A IR ELIR 1) H KT B 0 B A — 1 DU e R TG 5 T 110 J\ I, JL P AL R R i
SrAE 2 16 FEIRLLIG M BREE AN L AT R R s URERE (0 )\ Be, P Bs L R R /2 1 1 3 ¢ 4
IR LE IR R AR B I Y/ R R R L 77 PR B » D028 1) [ AR ) o A e 22 g , b MR AL FE o 7-8,
F L A G BR T 43 A2 Cg BT/ BR ANV B T R AN 1L 7 PR » AR ANV AR o R AT L L 6T R
MEE/REC R L 0 723 0 50 KEALIE MV [E AR 2 i 2 B J\lg, JLh 722 a4 74
BTG T B FOL | AR 43 o SL B T G455 R [RIARORT S B8 &2 30 A I PR T
[0703]  (9) A HUEREEEI o A MU REEE I 7] LU 2 R I S ot AN R IR SR e B
¥ RAIE R ERE TR G o R4 5 P RIATE AR IR 258, A4
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PR AL bt . TR 5 FMEH AR “ 54 k1”2 4e A e iR
A IE A LIRS n] LAIE BT H3E R P ORY T Y 8] 1) 22 AR Aot o AN R I R B AL e 2
PEIERT o A1 B B Ak AU e I 1 S0 458 J bt ek A0t TAIR SR e ek SR R SR e 2
SRS

[0704]  fLIEFH T ARSI L B N A MUIRRESENE S5 bt bR U 2 —
SERE AP A PSSR — AP R e SR R IR I SR T SR A AR e I SR e A O SRR
B S ENTRTRE Y o SEOUIE FH T A SO 2 SR R e AU e AN ER — AR IR . 70 SR e Sk St
FRARIE AR SEE L) 5 5, 968, 528 FRIHIAR K B8 — A FL Rk 4kt

[0705]  (10) FE4 RIS AL KE A TH o 47 Toh R S0 R A0 3l 1) S 40 A 58 0 4 3l B R TR A A 1
oINPT 1IN 72 I N = NS 2R = N NI N 0 et IR 77 11 I 31 I
JBRIE < ) 1 S5KF VR SR 204 R AL B ORI AL 3l S AT I S Akt v L SR A A
A7 A ER A AR T AL K I A S FRF I S S JPRAT I S A KR i L &
A Z BRI S I H 2R e TR S .

[0706]  (11) ZWiG s R, 40 40 =B )I5 A AT A4 65 40

[0707]  (12) A FH B2 BN BRI C,-Cy e 26 TR 28 TA B 2R 1) C—C, 7R IR BiE 1
T —CyCy Bl o IXLE T I R PR il 12 S LS PPG-14 T S5 R PPG—15 Tl [l e e ok — 2
LN iy o o N Y St Wb/ 8

[0708]  b) ZE/KMEA Sy

[0709]  7EA LLslE 7 S, AR IR FLAIE A S SR K 4L 2y, B /K sk S KR B o
PRI S A AH AT DAL 5 7K BRK 5 — P al 22 Pk s 1 8K 23 BUHE R VR G4« 0 7K 258K
YA S UL

[0710]  (c) H'e4ls)

[0711]  ZEA3 SU52jili J7 7, A B I LA & 4 0B 0] LA & A SCHT 8 T IR 2 F
BRI o RN RNAZ I A, 25 72 250 % 5 B0 A0 46 55 /K AH B AKAH A, i B sk T2 A
VIR AL 155K Pk

[0712] AR B FLFAARIE AL B — PP a2 it B LA TR 3 13 14 1) )t 30 AR 6 A0 ) 1)
tEY .

[0713] (1) FLALF / 2

[0714] L3RI MnT LAAL 3 FUAGGRIAN / BRER 0 rg 1 50), DL B T 7 SO B ANIE S T3
HBAHZ o AT DT 25 A A R o B BT e AR A A PR o R B i BT
HEV LB 53 AT, TR LT 77 1 70 8R4, A B R R LA R/ 2 v PR 57
Sl U TAEW . A8 OS A LT/ RS R R e LA
71/ REE R R ERREY) .

[0715]  FEARIEMISEHE T b, HEWE & K I BER IS ER. AR HA S
HALEZ10.05% - 21 5% (FARIEZ 0.05% - 29 1% ) [IE/>—Fhg /KRS R
[0716]  PLik ISR KR MG PR 5RIE B 358 2R g M EA SR I EE B 1 3R s 1
A2 AT LU 2 e SO KBERE (10 Coyo B ) SHESEM R A (RIBEE ) 455
AL, AT DART AR e 55 0 R B 1 S0 4 R S e S I IR I\ H BRI | IR R YR
SR o T ORIV M) ) TS I S0 L 5% R SR R N ) R R SR A T
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(07171 ey AR B 134 i v 1 A 8 PR AU 5 IR T R FR) 40 & 7). ( RIVHR I 1 ) A
FUGERE ) o FLE R AR R T R e P R S R 0T I ) A S e CRITR D I R A S
BE) o o SEILER AR R AR S MR I U S IR R AN 05— W4 A [ RIS
T B EE i o AE — Im A IR DT PR R AL, IFAE s — i e Uy e kAL (B2 chik sz ) 1. X
UEERAEURE AT AR IR AR B 3 T V% ) ) A PR A S A A G S e SR T —6 | i e S 18K - 10
f o T S T — 1.2, St e T e SR TR 6 S0t et T ey SR 1R — 10 St s I T 2R — 12 st g e 2
Mk —6 | g IR 2 Ik — 10 fifl flg T B8 ok — 12\ PEG—6 T g B2 Jik  PEG—10 i 5 FR 5 . PEG—100 i i %%
Mg\ PEG-12 ffi /IR NS . PEG-20 Tl /IR 12 H i ZE /5 . PEG-80 /- IR M2 H B M5 . PEG-10 A TR T
TMZERE \PEG-30 AR yHIER H v 2L R . PEG-80 MR H i 2& s \PEG-200 4= IR H i JE 5 \PEG-8
— HEEREE  PEG-10 B IRIREE S EAIRIR-E Y
[0718]  5j—4bIL & H AR & 2R 10 MR AL FE 2 8 5 0 07 PR B I 2 1 v 14 ) o
[0719]  {EATIRTEE 3RS I, L A& 0k E T IR AR LE - Aol R T 2R 1aE —21 | S0t fuf
IR SR I —20 sy A8 T Tt SR Ik — 12 L TREOBE RS e PR 15 Al g 1 2R I — 100 PEG—100 e Jlig B2 R A1
ENRRED .
[0720] s FH T A SO H B AR B 7 3% D0 A 50 60, 5 0 5B 22 IR L e S A B IR R 22 B
C,=Cyo NRWTBERT C,—Cop JRWTREE \ C,—Cyo NRIWTEE ) C,—Cy HENTER BRI LE A EAL AT A | C—Cs
RV AR A AL TR L C,—Cy TR IT RV 2R H IR 22 JUBEIT C—Cyo BR 2 JURE Y C,=Cy B K
FEWRIR R 58 M A Ue SRR U7 AR IR IS I 107 PR LI B AE LR PR A E A TR &4 . IR EEA
Ak R LA R ) A PR I ME S B ARG 58 4 F 20 [ K ZB e sp B AR IR e ( 281 ALHs 20) .
LT 5 RS I A I SR Ik —20 . i Ao I I SR I —20 . PPG—2 R L A 4 A oK — i I
P2 T S S T 2R 18K — 10 2R WL 2R s 80 1l 2 s 5k 155 g 1 o R TR A L L T g T R et
& 28 A4S 60 i IR e HHMFE B R L0 20 =R 1L A44H, (BB 1L ALHE 85) « it 7K 1l AL
BE 0 I REIR IR R AL S0 4 J] BRI SR IR A G R 0« 2R T i 3k —4 SR IR R s TR TR
PPG-2 FP 55 27 B Ik — 1 iR IR MR« PEG—100 fili iR R E A2 BN IR G«
(07211 {EASC A A IR I — LA TR 5 T 1t 7 L ZRon Tt i L AL e s 077 TR I AR oA I 017
FR S RS a7 BR BE VR S o AL 1 i 017 T2 15 L AL A2 Mot 7 L B T 8 L BB € —Cyg
NI R E 55 HERE Coo—Cyg JRIDTIRIE (JTHL A I (L AL AN EERE AP B2 s ) RS-
[0722] R A Ay IR 58 ZK SR TS M 700 AT DA 466 M s 40 471 A, 5 A 508 i e ) 22 i B
BT B 1 B P M KR S M R T P A T AR — e 20, 940, Allured,
M. 2009 McCutcheon’ s Emulsifiers and Detergent s, McCutcheon’ s Publications,
20004 H 1 H.
[0723]  FEASCH A R 7 49 P BH B8 1 2 T ek R B 6 78 55 [ B A1) 5 5, 968, 528 Hh A JF
FRR LS . EASC A F B H S - 3 s R S B & i 2l (il ) Rzt - Bk,
[0724] X FHEHE 73R mE R MAEA ST . 2 W0, SEE LR 5 5, 968, 528, [
TR PEF A SR B Pk SL ) AL eI R AR NS (911, C,—Cap) ~ B FE RS R
W I S 3k e FE A SRR R N A L #h b s IR AR R INE (91201, Cp—Cap) LSBT R
2 (g g B, il andh el L ) .
[0725]  PYPERISHENE B 7R S MR AR A SCP A e AT DUR T A B 20540 B P 1 A
SHE R B 2% T 1 ) ) S A A M R IR Dy Ml T A S AR BT AE A B IR 8, b )T
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W] DU BB SCRE, 7 B RGBS — & 4 8 24 22 MR+ (it
Cs—Cig) » T 75— A WAL, 75 ) 28 - 7K 14 3 P 56 A 491 Qa5 2 Tl T 2 s T 22 T I 2 B e 1
Tho SEM IR REIE V2 SE I R B\ WP 2 Ik e R R R e IR Bk WK M BRSH R AT A4 o
TS A TE P e S AR SRR I B R IR AR LS 5 SR BRI S e SR T
FHSEO eI R 2 (BT, ComCyo) FIEEBEFENLZER 26 o
[0726] Eﬁ%iﬁﬁﬁi‘%qﬂJIK?iHHE@ﬁtiﬁﬁ?ﬁﬂ@%ﬁ‘?ﬁ%%‘i%E@?M&%Hﬁ%ﬁ?ﬁﬁﬁuo
R S B FLALFIHS R AEA S A F o XSS SR e FLAL 78 % 2 B WL e A AL
e, AT B AR 5 B AR 22 gtk S8 e 2 T ME 7)o ﬁﬁﬁﬁﬁﬁiﬂk&%%ﬂ@%ﬁ**ﬁﬂﬁﬁi
AL ZouRE . XA U O B0 S T LS SR RN RE (1 W R IR L e R AR
N RERE X LR VR A RIS 13 B IR CBERPR SN e 130 43 (P SR R ) 1) 3 — P e
At e sl R A o MR R SRR R R 2 T, WAL C-Cy RN TR M BREI 4L
GV T Ee T A R AR L IR 2 o R S B S R B T BT E
PR ) 0 SHE 5 PR 8 4 PRI o o
[0727]  {EASCA AT AR LA 3 = IR S b L 3R 2 o B RN H e B b 3R T o5
1) (43 A PR ) S48 B LA R 1 SR AR £ e I 1) 2 Eﬁﬁﬁiﬂ}% BEILERY) A&
[ SR IR TR e A B 110 3R — R R R AR e SR L R ) B B VR & I R R S R R 2R
SRR Y 58 — R AR AU R R SR Y B B R A R (Hﬂﬁ*)(%’fﬁ%)
B 1) 2R — P SRR S e SR TR SR ) o B 1R A AL SR Bl () (1 28— PP i e A o 28 o A
TN HLAA B 12 R TG 0 B 1) 3R — PP R AR e SR kL SR W o B [ R e I e ) 2R
AT e R R R s s S BRI C,—Cy BB SO BRI BRI 3 20 1 EiRIL R
VI HEAZ K H Dow Corning Corporation H8 [ 7EASSCH A FH I T 85 1 5 — AR A4
Fo A B8 22 TORE 1) 52461 2 Dow Corning™ 190.193.Q2-5220.2501 ik, 2-5324 i A1 3225C (3X
Ja — PR SR RSN R A )
[0728] Mg RL IR — PR BLAE A e AL IR 2 U v E N 5 R H L —4 iR sE (F) HAE
MR OB R AR 2], IF HAER LA FR ABIL™ WE-09 T Hif. il — IS b
KR Z R EN S AR CEE (A1) FHME -3 RN (F1) Sl IR = PR
FERRA DR E], I HAER LA FR ABIL™ WS-08 N, R @%Fsﬂkﬁ%%%m@%
(e A PR A E S A 36 A RS — R e I R 2 ool R R AR R Z T
B ORISR PR R 2 0B O RS R — PR e e R 2 ol g R
AR R Z ol AT R NG R T R AR R AL R 2 ol TR R R AR 2
JCEE R IR R RS BRI L R 2 ol e i IR ER S R — AR A i AL R £ ool
FRERR G 3R — R R R b B 2 Ju i TR L R T R A A e L R 2 o IR R R R
PRI S AL SR 2 e R IR PR IR
[0720]  TEA LA I 5 = B EERE AR b 35 56 2 oo I LA 30 3 0k 70 9 an 35 [ & R 5
5,968, 528 1,
[0730]  (2) HEJiE
[0731]  ASCHAAEY), JCIHIEASCIALN, v LA S HIER] . SRR IEAAAE T A K
B KB B FLA P WA B PR, — R A& G B T 45 G e T 54
R a2 PEAA DR IR AR AR IR o A9 B, A3 TR v T35 B R AR S 7K R M D0 M o A4 32 5]
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AT DU FLA R SR s R E « ARRMILEAEGMEE LA 1% - 25 20% (L%
KINZ 1% - 25 10%, SARIERI A 2% - 29 9% ) [K— ek 2 R 5]

[0732]  fRIEMIMEFRE BAHZ 1 £29 8 (K HLB HHA £ /D) 45°C B4 55 i AR Sy i 7).
BRI IE TR L B IRRIRLE A Cy 2 Cy TR BB 4 | 2205 BERME Lk
IR Cog B Cop MR LRI o 2 Cyy —JCEE AN Cpp & Cop — H IMBE EATY Cg
B Cyo RIENRIIIR « Cpy 2 Cop RIEWAEHERIEA MR IR IF IR« C 2 Cap WA L84 R
IR L& 2 | 2224 5 FEIR VR CbE — JuRE AN 8 2220 40 % (19 H I ER R 19 €y 2 Cy
PRI H IR A lis B2 1 &4 3 MrdE gy 2 £45 3 MUFITA = BEAA7H C, £ Cy
YA H R Cy 2 Cop HMBRBE, C, & Cy WK ILIALERY 82/ — M5 AHZ) | B4y 5 )%
IRV CHEN Cy 2 Cop TR CEFEALWEA LI BRI R 1/ 8 Cyy 22 Cap VRARIKY P 2400 41
FHECy 2 Cyo TR RERE S / R A4 1 24 5 BEIRMAE L Cpy 2 Gy MR 5K
SEAC R IR R AP 1-2 AR ALY Cp, 22 Cap VRLURT I 2R AR 1 S e AT
REW, HhAMX L) Tl B 2029 45°C IS R

[0733]  FEAALESHE /7 &, AR B LI A JE F0)0d B < 00 T 2 A IR « o Mg e fgt ety
B (g R AR BR AR AR . LA TP I N4 1 R4 5 N IVR Sf AL B IR BE Y 58 & I
k. LA PR 1 22 5 DA SRR ISR 3 4 IR AE MR Y. Ak
HH B SEAR B A S R E B Rl AR O L L BT AP IO 4 2 NI L A R
NRWEI 2 & Tk (R IR SR MK —2) AP I 2 2 DIV Sobe S IR i Tt 1) 2R &
BEFI AR A . BARIERIMIERIE B A AERR  ArHE R I I St 2 (L) iy 2 ol I
Wk -2 LR ED .

[0734]  (3) MAHHF (ELHEGHHFRIANHL B )

[0735]  {EAGLEsIji Ty S, AR B B AL G AR mT DA B 35 AR 5), ARIE 2 0. 1% - 29 5% B
MIEZ) 0. 1% - 21 3% e IEL 0. 25% — 29 2% HIIEHRF o

[0736]  HEARFIAERR 2 MR R EREE A FRKIRL .

[0737] (i) RIREEY)

[0738]  SXLCIE G REAL B AT B TR MR R S EUA %) T 7 TR AR 1K 4 TR A7 TR FH EDCAT 1) TR 445 TR 1) 2
FIHE B — Fh e 2 B AR S B A, P AR B S e 2 Mk - OB IF HAR B 2
JLE. RIEMRRE G HA WM — B RA, 55— R BRI 3R A Y02 T G R J ik o AT
YIRS B BB ()40 Herh TR B AR A = ANBRALE | B B, Hr ik B ¢, 5
HE\ —CN, —COOH FEATRIREY) ) o W MR EIR G W R ATHRILRY % T HIL R A A
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TUR BT ERCETRER TR R LMARRIREE R LI R R R LI LT YR
BRNEAHRR AN ETFEAE R TRERLEARER RN HE R AHLZMRE L e
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FRIGESEAT Yl kD, DL A2 25 H CTFA iy 44 gl 5 7 LR 4T 4 22 (M) 00, 3 A i s B R
LT AR E

[0749]  (v) W&
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EEW RN IGEBE R S ENIREEY), SEARIEHIE B AR NG TR BE 2R G40 BN 4
Wk S AR EA IR S o

[0756]  ATiEMIZH 5
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KT RERNGE K BE R HAT L 75 D RE MR8, thm] DLk & H0 e Al RIS o 8B, dl i 5 e A
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[0780]  Zgit 73t AT R o i BRI LR e B A ) e o 20 A, 2 R0 p— B << 0. 05,
WE &g M. FHHT Windows™ 3.5 i SigmaStat™, YT HTA 5.

[0781] &R
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mL4mg/mL A1 8mg/mL LAJ& X AR sk BURIEH o AP xT B A R I AR
[0784]  SLJfifs) 2

[0785]  HiIS M H K

[0786]  AHHFTVFAT 1 A1 RIAE DMSO A (1) FRWR - PR AR 19 HIV— AH 5 1R & [ #2200 PR 4R
o B R AL 2t 2 T T VG A gp120, £ KR A S HIV R F 280

[07871  JiiE

[0788]  AMB}FAR AEBRIE T, ZEA IRt R B 00 T, 18 b Bl B =Sk, 0 25 H e
PR BRI AC AR B AP ze . g HIV-1 FER IR B2 gpl20 SR ABUATE BT, IF H it 2 A%
phzg o A8 3-0 22, BN R, I H & B g BRI I B Be 35 B B2 Tk o R B 32 FL PG AV 1Y
AN RS o

[0789]  FRWR-REAIGEA] < FHAE DMSO (ZEA42)) A ) IR - PRl sl sp A R A i AN 2D A 2, I
PEZE G TR B E Smine 7ELRFRZE LG, LRI K . AR5 7E ZBR1ZH LG 5.10 A

93



CN 103491778 A OB B 89/110 T

15 4380, FRRIIR K o ZEASF AR, TR IR R R o FEMVATT 20l 75K U PR 2
6], FOVF 48 /NI HATR] o 2ERRAN SEE0 R, 18 L 259 B A it FH 2 2 a0, F SR i i 8807 K i
WK AR S AFAE

[0790] AT 4 2E IR AEAL B MM RFFE AR CUAEFLLS 1 R, VP 5 IO A 55 BRI
DI R, LAIESEAE gp120 Jti FH DA JS bt i ) 4o AR50 % P AY. 15-20min LA
S » FE R R 3t 7E 3 T 2 1HT b (1) W) BN, o A A S e T S5 TURS P o Fl 1 e SR 4 5 1)
AR AT RIEERAE, LU AR 12 BV E TR AR TR R . AN 5 TR 1
W, LIS B S5 TCCAa v OR300 . 38 3ok B 0 1v 5 TUR BE DB B4 16 (32¢/ #5 ) » YA H LI
VAR R RN BTIR 2 B 4 R e T, R 3040 2 (e (FZ el &) o JRAIK RIKANEFF
ARATHE LB ZL 1758, BN E AR 1 ik, A 30 5 TR Aa {8 . e Didm sl B R o2 i
& XCHTERER DL BRI N1

[0791]  ZEH /3 AT AT PR B i ORI ATURR TR i B BB B vl 23 BT W SR XU p- {E << 0. 05,
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[os10] 45

[o811]  AS B ()~ [ 4 21 FRIR - BRI B e R HA AR A 1 3 AR — SO B0 . 18R
JT, 7 ANOVA ARG vh o7 | BRI T/E . B 1L BoR T A BT AR ERL5R) 2 R 4R
JRtEH o

[0812]  ZGWIT R AN HEYB I TE VR

[0813]  sLjitifs] 4

[0814] AWK BRI ZK 58 JI i 711)

[0815]
15y El
PR RT3, L2
ELIR i 1 55 71
mls+ il
D- 1B W
[0816]
gE W ]
o Minaliapall
BRI, 78 1,0 ) 45% Wl b5 M 53R
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R LTHER BN (250, 000) b1 5 77
RNMIE (4, 000, 000) TR SRS T2 4y
RN (450, 000) IKBGEIHE ST 20 73
73 WA
AR pH 7
XL —4- BEA TR il
W —4- BEA TR gl
HZE AR
Vi tasill
HAK tasil
TN HPR £ —BEESRE (PET) BT
Sigmacote ( FEVHVAWE ) gl
91 BT LR
[0817] g
[0818] PRI B VE T 2. 5g N B2 o fEAZ bW, EAE N B AN RE 78 40

il LAY G BT LAINMN 5g oK Gl ( WK BRIBRAE ECOH H (1) Al &2 /2 40g/100ml) o 7E

Tt G T P W

[os19]  RHAR ENIGER . =& 80 D- (W AU VR G

[0820] % 20g ZFEEMMALERER ) 1g RINMAIR (450, 000 4% ) ™, Wit XRG4, BEIFS

FIEIE MBI . 4 0. 5g BRI 19g 14k oK A, FFEESLHE B n#uziR &4, 31153

PEIBV W TEDLFE S, TEYERE AT RIS, 4 58 NG R 1) S B W AN A IR . 1B

— LA BOIRUTTE LA » BT il W) BUE s, LB LIRSS / IR & (E4ERF

PRIGEFE RIS, I 0. 5g Fl& 71 7. 5g d— I AL,

los21]  IJERNREY

[0822] ¥4 10g HiHAN 5. bg RNMGERENEL (1B 45 % K ) NGB . FEESH:

T, K 2. 5g B L AT YEZ A (250, 000) .0. 5g IR 0. 75g 47 R 0. 05 Xif FE 3% 24 FF IR P /i

(JeraFEE ) 0. 03g XA FRNNE (JEWENEE) f0. 15g —FRAEERE (H=

MREE ) BETMAZEM T o ZIREG WY BN 73 TR » 52 12 b G AR ekl A R R 771

[0823]  HIWR-R [k / K G HNEEY)

[0824]  FEELLINAKIPEFE T, 454 T8 R L i) FRWR S ERL Bl V18 9 1 i I N A ]

WS BTG IR « s A d= (L ALER A . ZIRE Y SOUMIFRRG B 5), H.
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KA B 7ERIZBERE T BRI B FNRS VIR G . lzﬁi*ﬁfiﬂﬁiﬁ’j
REW . EREFNEA YR R K JE HAR T ASRESL RIURE A, FrCAInN 10g LB E
KR o ], TE R PE BRI, (2, ZERRSIR & FIRE 5 (19 =By R & LS, HE B4 %WF
FCR B T AN B 1 1 TR AR

[0825] Il

[0826] {FH LY RBSBI/E AT A A kL. ATH 100mm (£ 77 B, 5 IR R 1/5 FHXT
INASRCER =gz ) o S U | o T S WA = B Re v/ [l vy sl e Rem b i v s S g Tl
. ZIREME SR, IR R E 8 b EERARE (X R AAERS BN
IEGLT ) s TR IR ERE N ERAT R PR A FE, S G . B RzIEE
V) LN IR TR), RV DR YA 21, AR R PR B REE RS K. SR BT IR WS AT 20/, 4%
JEAET- 1548 F 7E 50 C ik — 2Bk 7 FHASGEE 1L RS Hu D18 PET Ji, LN FAE A3 4T L
FEJE FH 22 1T, A% FH Sigmacote™ W yRIE VR B AN , 3 2K fek M6 I A\ A BEL A A A R Tt B )
[} —Fh 77 {E 7 2.

[0827]  FFWR- AL 551

[0828] S FH A VG PRI / K& S50 7= 2R ) B SR I AT R A, SLEA LB FIN
— B, IS AR, R R R B A . AE TR DU IR AW A R BT
RIS R E o fEREF LG SERURIE e 2 2 I LU, SIS0 WG RBR 53 T 4 B o 4
FATEOUT, 8T 4T SR G208, MBI BB 2R G502 . RN HTEZ
FipRL b, AR AR G2 B A Rk, 70 e B8 DAASRS B e KA LU, F L . e A 1
LT R A7) 2 2 T HURS BT SEE A R, (E T i bR 25 o B MRS G550 2 R 25 F i
BRSME E.

[0829]  sLjififs] 5

[0830] AWK BRI dE M il 571)

[0831]

gy H % w/w

R R Bl 6 PR EYEZ) 1.0-20. 0%
(S sl 1.0-20.0%
LI sl 1.0-20. 0%
R RSG5 77 0.5-10. 0%
FENFE R LR iR bl 0.5-10. 0%
LAY R 1G5 77 0.5-10. 0%
TOH R L HERE P B 0.1-20. 0%
Heid Lt B 0.1-20. 0%
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SN 37 pH 7 R
HhR pH T
i B R B UM 0.01-5.0%
X R R P S B3 J63 771 0.01-1. 0%
X FR LR R T i gl 0.01-1. 0%
HH K peagil 2 100%

[0832]  ZHMVAT

[0833] 4 FIWRS PRIl ShER Shvis il T R fI S o fERE RS A PR ULSS , TR i8S
T

[0834]  JiCiEFHI 71 B

[0835]  HAN[A] S I ICEEF (g an R 971P R 980P A / Bk Methocel K4AM) 73 HIAE
e, RELRG, BRI 2 BRI  iR .

[0836] EEIRIEIK

[0837]  RJGH LGSR HIMAN B 7 8RB o ELLHE TR 73 8UR, BRI 211
[R5 TR IS o SRS AEE S HE T 5 4 it MVt R S A RO 2 25 2 TR TR S I N i » 7
AT A F R B IE RN ZE R . = QR / 8RR Y pH 2 e
f#) pHo

[0838] A4 ZWRE T

[0839]  ffi FH Franz— § #uth, 8 HJE R (0. 22 nm) 8858 BUE &, W90k B R
TR ARG 25 A R I RE 3. 14em®, 2 ARMARRLUL 18mL. 4532 /K = %4 X\ pH 6. 8 1%,
7. 4 W R 28 P, FEAETE E B N YERE(E 3710, 5°C o 4 0. 4-0. 5 3wt A A =
TETHUE (RN TR) [R) B, A2 AR 2 OB TmL A i, I FH S PR R 397 65 52 PR 0 46, DA dr e e
PR IR I 0 2 R B LY BOR I AR, 15 BITERR S BRI R Jss (259
WHE).

[o840]  SIjfsl 6

[0841]  FRWR- Bl ¢ il 5

[0842]
% H % w/w
HhR IR L] 10.0%
[ pagiil 10.0%
L sl 10. 0%
Methocel K4M R 3 3 588 77 3.0%
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— LR pH AT EE
HiR pH T B
i MV i A Préa b 0.01%
X R IR R R PR S 77 J 711 0.1%
ALK el 2 100%

[0843]  MZE&E
[0844] 153 FEEICAE pH 2 7. 30 JEVEIE 10 3% B ) B8 e e o A% JE e, 4F pH 6. 8
IR AR E R IS ERR A (O 2540 (Jss) A2 1. 0035 (mg/cm’/ /N ),
[0845]  SEZJEfH] 7
[0846]  FFNR-K [AI e il 371
Ra B #9 Y%w/w
HERFRFH EMH Y 10. 0%
R =B B 10. 0%
ZB% -8l 10. 0%
- % & 980P *b 3 7% 2. 5%
o871 —HEE T ABP v il 5. 0%
(Transcutol P) |
Z LBERR pH A ¥ ¥
HER pHAY #EF
1% L ARER 8.4 HEAAH 0. 01%
sHERAXTRYE &5 & ) 0. 1%
ek A AP Z 100%
[0848]  MHZE4E
[0849] 153 FEEICAE pH 2 7. 24 JEVEE 10 35 B ) B8 R sE IS o A% JE BB, 4F pH 6. 8
ARl 2 2k 22 i v P IS A ARSI I 290l 2 (Jss) /& 1. 0837 (mg/cem’/ /B ) &
[0850]  SLJitfs 8
[0851]  FIR-K DI il 51

[0852]
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[0853]

[0854]

[0855]
[0856]
[0857]

[0858]
[0859]

BERR Eh i AR AEAS S I R 25138 & (Jss) 72 0. 863 (mg/cem’/ /M) .

[0860]
[0861]

D%y H % w/w

R IR R TR 10. 0%
[ sl 10. 0%
Methocel K4M P52 5 4.0%

X F R F R F gl 0.07%

X P AR R T i gl 0.03%
Bk il 4 100%

13 B EE R AE pH 24 6. 5 JE P 135 B 1 H38 st ie . A8 JC B R U IE,
75 pH 7.4 [FE IR Eh 2 i H IS EARR S 25 IE & (Jss) A 0. 428 (mg/cm’/ /NI ) &
S 9

PRIV R 2 ) 571

S

% H % w/w
DR BT 2 10. 0%
[Fp— sl 10.0%
L sl 10. 0%
Methocel K4M R 1 8 77 2.5%

= LT pH 7 R

R pH W17 EE
(ERIZT &kl E/E=R el 0.01%

X} R A R P il 0.1%
H#K bzl 2 100%

gt

13 2 HIBEIAE pH 2 7 2 P05 B B B HI B . 8 /] Jé Je i, 75 pH 6. 8 1)

SEHEf) 10
PR R~ A1 e i 571)
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[0862]
% H % w/w
FEIR I X3 E ety 10. 0%
[t sl 10. 0%
L sl 10. 0%
Methocel K4M R 1 5 77 0.5%
R 980P KB RA | 2.5%
VA A pH i EE
EhER pH i EE
(ERIZTN €kl E/E= el 0.01%
X Fa R A R P i bifigl 0.1%
RN sl #hE 100%
[0863]  AHZZ4h
[0864] 15 BIMIEERSAE pH £ 7 &2 WH I 3E I ) HI8 B Ei . A FH Je Jefls, 75 pH 6. 8 1

A R 5 S 4 R A AE AR

[0865]

[0866]

[0867] T FLANMIZH AL,

[0868]
Aoy FHIR = X138 5%
VR 5% w/v
iR 80 30
LW 30
EDTA 4 0.1
i V. B R B 0.1
KANE 100

[0869] L il

[0870] 4RI TLHIE NI TR B K o

S 2y E (Jss) & 1.0143 (mg/cm’/ /NE ) o
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[0871] Ry e I ()

[0872]  Fxd thi T i B R 940 (1% w/w) , FF I3 BAE D B 28 /K 7, DA 8 2K 18 23 H
FRo SUVFATIR M AR K 4-5 /DS o BAGE BRI E A PRI IR 2 1A, fEFER
PEFET, = S MTIE 70 BOR , D S s Sl ikl 5 pH I 2 6-7 22 18], H
PR A BE I ) i X TR Y 2 100 50 AFRENRHH B B0, LLBEIR 1 bR 2 i i 22
[0873] A2 2GR M B i 571

¥ ok B A%
4R A
A B 5%
+ & 940 1%w/w
[0874]
LB EF VA pH
ARAL &G S S 80%w/v
AR AFZE 100%w/w

[0875] LB LRI AR B SR 5 AT AT PR ERIB A S 30 S5 8 i (R 4 T 2 5% w/
wo FE TR 5% 1 RS BRISCFL ) 045 2 &2 98. 8%

[o876]  SEjif) 12

[0877]  ZE HPMC Hp 1) Sk 18 AR IR S A1 152 1) o] £

[o878]  HWHH v & HPMC  KAM, FRAEFESEhi T, 40 5U7E 208 & 28 K, HF KA it
W o H4 /208 B I 25 IRAE K TR o o0 o 25 TR R PR P AR S5 i 2 P PR TR B s i 1 T — 1
o B AN ZIR A, ARG N HPMC BERFE T o 28V ACR Bl 1 e 44 .
EITE 100 5. AFEERCHR B IR, LLANEEE Hh R 2 ey 18 <o

[0879]  ERER FIWR-RIA 10 % BRI EL 7

[0880]
Moy % w/w
IR TR R 10
HPMC K4M 4
[ 10

X2 HE R R F g 0. 07

XHFRHE A R TAT P 0.03

=K M2 100

[0881]  EhFERFTWR-K Al HPMC 10 % &t IS & &2 98. 9%
[0882]  Sijitafs] 13

[0883] iR F
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[0884] ik: v Skl y
[o885] MM TF &=/ \BEFI R VEHEEE 1000, H Tl FLibs. BUH iR & a g
A AR AR I, FF S IR S . A IRIRA TR R

[0886] A& LR WK~ RIA IR T 281 /K b, A 45°C o FEIESLBEHE T, ¥ AR In A 7K AH
L BEIEIARIER . AR EFIFIEE . A/ Germaben IT E /E4 P [Germaben 11
E WA S JREBE (30% ) AFRFER IR N (11% ) SRR FIRNEE (3% ) FH
s (56% )],

[o887]  FLEEMIACL

=

v

<+ \ ' 8 0%
$Lqps TR °
RH+eE5 1000 1 20%
FLAp 30%
[0888] .
BAK G 35%
AL °
SRS 35%
7K 70%
LEE
L EWZ L o 30%
[0889]  FLEMIEL /T
[0890]
Ho HRFIRRHEALE
i) 10%
AR E 30%
PrEie i 0.1%
Germaben 11 E 0.1%
7K M 100%

[0891]  #hRFWRFK A 10% LB IS B2 99. 2%,

[0892]  I&w] DA & e SRR RA, W5 W FLE ) B 9 KBRS K B s LIRS 4

KPR o

[0893] RV AN Bl vzt A% o [ A 2 IR, K A FIRR DR R B e R

BAATE R UE SR AT . SERER] 14-20 K8, 25 TR 1 71 B IR DRI s 49 11E 5K

FERAERT

[0894]  SLJfs] 14

[0895] s FH R I ELAR - Pk 940 M 82 HPLC J5v, 76 1.3 A6 A H I, 78 30°C /65% RH A

40°C /75% RH —X = P4 7 S2iifi] 11212 F0 13 [ R R [ AR 7 B ke e e . P
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[0896]
[0897]

[0898]
[0899]
[0900]

[0901]
[0902]
[0903]

SEHtEf) 15

5y % w/w
IR 5%

T 10%

-3 80 40%

IET 25%

K E 100%
R 940 | 0.90%
=LK T

AR TR Y, IFAE 2-3 RNAREDR .,

St 16

ik % w/w

FHR - A 5%

-3 80 13%

PG 30%

R 940 1%

H 0. 08%

=% EE

K e (2 100% )

FE pH 7 N PR 19 ARG ) 328 B R » AELRAZ B AE T LR ARV o

St 17

il

% w/w

IR

5%




CN 103491778 A W M P 100/110 7
R 5%
I3, 80 30%
ZW 30%
i 940 1%
=N EE
K EE (2 100% )

[0904] 7 pH 7 IS JB GV AT ANKE ) L 3% W R8I » AELRAZR B IR A J LR N AR VA Vit o

[0905]  SEjiEfs] 18

[0906]

[0907]  BEERHY pH Y 2 5. 0, {HREAE1Z pH AT IE 45 .
[0908]  SLjiEfs 19

[0909]

Aoy % w/w

SN 5%

R 5%

-3 80 30%

o 30%

EDTA % 0.1%

(ERIRTN ekl 0.1%

R 940 1%

=W e

K EE (% 100% )

ko % w/w
R - A 5%
R 5%
-3 80 30%
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Ll 30%

EDTA —4H 0.1%

VA PR 0.1%

i 940 1%
=L EE
7K E&E (% 100% )

[0910] % pH T & 8. 0, {HZ7E 1% pH A2 T R 24 [ 5E IS »
[0911]  SEjiEfs] 20

[0912]
Hoyr % w/w
IR R 5%
TR 5%
38, 80 30%
Vs 30%
EDTA % 0.1%

i V. B P 0.1%

eI 940 1%
= e
7K EE (%2 100% )

[0913]  f pH T2 6. 0-7. 0. JERGHETHE A AR GBI BB . H2, Atk AR 2 T
7o

[0914] St 21

[0915]

o % w/w

R IRF A 10%

+ 51\ 7.2%
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VLR 1000 1.8%

WARA 10. 50%
SEA@aL 10.50%
7K iEE (% 100% )

[oo16] AL EFLE HIF (HE, BAEJLRIGA 6, 78 Bl A oA 5 BB AL i f
Germaben IT E, &AL A E Kl ( 2 WSt 13)

[0917]  sEjfs] 22

[0918]

H Iy % w/w

R F IR 10%

HPMC K4 M 3%
PG 30%
7K EE (% 100% )

[0919]  7F pH 6 T RPETE I ASKE I GBI BER . (B2, & HRG RS R A .
[0920]  sEjitEfs] 23
[0921]

H 5 % w/w

IR IR 10%

HPMC K4 M 4%
PG 10%
7K wE (£ 100% )

[0922]  7E pH 6 INJE e Ia 1) ANKE 19 V3 B BRI o« (HE, ‘EAEER N ARVE AR B 4]
AR P RN A 1R AR R (S ISR 12)

[0923]  Sjtifs] 24

[0024]  fill& T VFZ 50 AL, LBRAR FRUR - BRI AE il T B2 ki [ AR 2 R ik ik e . 2RSS VR
W ETR AL - (1) HIEELANI (Al an, LLZs B AP B 0 7 58 A3 itk 5 (i) pH 5
(1i1) HEMGZIENE s Gv) $57) pH AW E 2w, H (v) BAEE,

[0025] A H pH of, P B HIFI pHo K 1 se SR T 100ml 208K, A HE
X pH THEATIN &

[0026] 4 T INE EEEE T I 2540, ¥4 0. 3-0. 5g HERARR B IRIEECIE AA T4 100ml 25 &R N
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[¥] PBS pH 6.8 1, IF-1EAT A AL 3 30 4B, I HIITIA PBS #b 78 (A4 42 100mL. i1 Whatmann
B4t (0.21) UEERIRE A . £E 263nm, L2 Y66 TR E AR B IO . MR IE
it 4 1 [ 0 75 R X At PR BRI

[0027] i fH Franz— 4 it (CHEREBUE 3. 14enm®, SZ R AAR K 18mL) , %58 )% 6,6 Ji5
(0. 22w m) BFFTR HEERCHIFIRIA SN YR . 4552k %58 N\ PBS pH 6. 8, FRTENE & Ml
DLkl FYERRAE 374£0.5°Co #4 0. 3-0. 5 STBEERA AR E A o 7602 B RIS, B2 A5
WCEERE S, (ImL, W R B (05, BEATRGRE ) » FF4E 6-8h, I FH S (AR R8T 65 52 A v % 2, LA

YEFPIEE AR (£ 263nm, AHXTT3E % H 8RO 6RE VR E R T B 25
[0928]  {E Franz § iiit -P AT 5 B (A B AR B RRIB BT 9 o 0B VTS (R0 B2 SRAE Bk it

A S AN 52 R 3 2 0], A A BUZ T ) LA 2o T S AR S B R BRI RS 3. 1dem” s $2U
HIAEER 16mLe HIZ A (BERRER 2 pH 6. 8) AHIZ BT 6 /M. A2 AR =
fhHs ImL 25 A RE G, JREAT 08T, DA ORY it A R FPRR PO . fE5E 30min LU,
B G BL 6— /NIAE S AT R R 7S SRS A IO I o SRR R 2 AR
(PBS pH 6.8) S AN HI/KIRUERIAE 3T CHIMIIH I Z AR = . Prd R = YR EA B
I 37°Co fEM R AR L, N 500mg BEKE, JF A TEE fE . EHRER 0. 25.0. 51,2,
334.5.6.7.8.24 /NI RIRE , S ARSI Tml. # i, I HI S 1 32 (469 oA (EH] PBS
pH 6.8 1E4%% [, 48 263nm, LKA 0O ME i, AT AR 2y 2. HmiEE
BUREEAL, AR (-2 AR R ZE K« AT AT Franz— §#th, e & ol . Bmnas (8
B, wg/em’/ /NI EARNE A, BIEGYRIE (ueg/om’) FIXSTIE (M) f i 2%
FRIZR IR B o0 B 5o T RDREJE B2 R IR 29K, TR HNBIE R AL

[0929]  Hil5] 14-20
[0930]
1 w7 Cow/w)
MH 14 [MH 15|MH 16 [MH 17 |MH 18 |MH 19 [MH 20
HEBRTRFE 10 10 | 10 10 10 | 10 | 10
B B 10 10 [ 10 [ 10 | 10 [ 10 | 10
B 10 | 10 | 10 [ 10 | 10 | 10 | 10
® & 3B A 79 Be 0.5 1 2 |
—HBETEARP | 0.5 1 2 5
+ & 980P NF 2.5 | 2.5 25 2.5 25]25]|25
=N Y ¥ |2 F (2T | ¥ (L F|EF |2
BB E4 | 0.01 [0.01]0.01]0.01|0.01]0.01]0.01
st i LI PEs | 0.1 0.1 001 01 ]01]01]0.1
RBKEF 100 | 100 | 100 | 100 | 100 | 100 | 100
[0931] 5] 21-27
[0932]
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) ) CGow/w)
A: MH | MH | MH | MH | MH | MH | MH
21 | 22 | 23 | 24 | 25 | 26 | 27
HBF%RFH 10 | 10 | 10 | 10 | 10 | 10 | 10
A =B 10 | 10 | 10 | 10 | 10 [ 10 | 10
Y} 10 [ 10 | 10 | 10 | 10 | 10 | 10
FHAMBL_BEFHHES| 0.5 | 1 2 | s
i BR 0.5 1 2
1?%&%?930? NF 2.5 [2.512.512.5]12.5]2.5]2.5
ER4 ) ¥ | EF EF|EF(XEF (EF |EF
1@ T AER 84 0.010.01([0.01]0.01/0.01(0.01/0. 01
st A X T 8 7 Bg 0.1 /{0.1]0.1]01]01]01]0.1
ABKEE 100 | 100 | 100 | 100 [ 100 | 100 | 100
[0933]  Hil5] 28-36
[0934]
) Chw/w)
a5 MH MH MH MH MH MH MH MH MH

28 29 30 31 32 33 34 35 | 36
HBTFRFHE 10 10 10 10 10 10 10 10 10

& =B 10 | 10 [ 10 [ 10 | 10 | 10 | 10 | 10 | 10
B 10 | 10 | 10 [ 10 | 10 | 10 | 10 | 10 | 10

d-ArA ik 0.5 1 2

a1 0.5 1 2

At B ‘ 0.5 1 2

F#&4HE 980PNF| 2.5 | 2.5]2.5|2.5)25|25][25]|25]25
ZLlE | 2F £F | ¥F | E¥ (€F | EF E£F | ¥F (£F
PR AR E 4 | 0.01 {0.01]0.01(0.01]0.010.01]0.01]0.01]0.01

HEEEFR | 0y oo |ot|o1]o1]ot] o1 |o
¥ B

FABREF 100 | 100 | 100 | 100 [ 100 | 100 [ 100 | 100 | 100

[0935] 5 37-41
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485 v w1 A Gw/w)
MH 37 |MH 38 |MH 39 |MH 40| MH 41
BT RFE 10 10 | 10 | 10 | 10
& — 8 10 10 | 10 | 10 | 10
B 10 10 | 10 | 10 | 10
MR 0.5 |
47 B 0.5
[0936] T 0.5
() &R 0.5
Brij 35 0.5
k%980 PNF | 2.5 [ 2.5]2.5]2.5] 2.5
= LA ¥ (¥ |2¥ ¥ | 2F
1 LA S48 0.01 | 0.010.01]0.01]0.01
stEXETRTEs | 0.1 [01]o01]01] 01
EBKEF 100 | 100 | 100 | 100 { 100
[0937]  SEJfH) 25
[0938] P4 T pH X3k [ FIBUIH L i b TR & B O 28 B MR S0 . A Franz— 4

B (AR R 3. Ldem?, S2 R AAF K 18mL) , B5Je I 6,6 fi (0. 22 um) 97K [ &K
HIFN A SN 25 R 25523552 N PBS pH 6. 8, JFAE1E sE L TE P bl N YRR 7E 3740.5°C.
¥ 0. 3-0. 5 SLEERRN AR FP o LE TR BB 8] (R B, A2 AR S ICEERE S (I, 1 SR A EE 1Y
T HATHRE ) , Fr4k 6-8h, I SRR P T 5 52 A 0, AR FRIE 2 7AF . 7E 263nm, 4H
XY B 3 8 OO TR E S T 25 . A HPMC K4aM 3 %6 1E 4 Jis e
), A FHBRAT I (0. 5% ) AEABIEGEUER, EEATHT, W vFih pH B 5 pH 72 A
BIEACIE AR T A0 R 3% VR4 IR BRI, EAEAK T 5 1 pH UTUE Hi K
76 pH 8. 5 [ HPMC 48 il 571 T 2 R -~ BRI e R i tH o o 15 244 4 ANiZ B (1) HL
HORER SRR o PRI, Y HEAT IR 5 50 F1 51 (R3S 9T. BHE I 1% pH T 1%, 1531138
=N fEpH 7.5 BRIENERE. (LR, ERARESTEH 6.8 531HE. FIR
R R I iz sl R KT 6 H/ANT2 8, Bk, K T4 6.5 H/A T4 8. %
RIS R BRE TR

[0939]  pH X il & [ 520N
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CN 103491778 A Ww B P 106/110 7T
TREEN | AAW | | GA¥
w/w Y%ow/w P (mg/cm’/ |~ )
10 - 4.5 0.4095
10 0.5 4,5 0.4251
10 - 5.5 0.6000
0040] 10 | 0.5 5.5 0. 5847
10 - 6.8 0.7531
10 0.5 6.8 0. 7245
10 - 7.5 0. 7442
10 0.5 7.5 0. 8035
10 - 8.5 Rk
10 0.5 8.5 Rk

[0941] i)‘iﬂifﬁﬂ 26
[0942] "R T EEBSHIF B 2= PR I 25 R .
[0943]
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CN 103491778 A

i M B

107/110 5T

" Bt hEsm T o | HHEE
MH 14 IPM 0. 5% HRAH R 7.24 | 99.65+0.12
MH 15 IPM 1% iR ¥ /7 & 7.15 | 99.74+0. 32
MH 16 IPM 2% T R 6.90 | 99.5+0.52
MH 17 :‘ﬁ*fff‘m’ RAG. ERY % 7.25 | 99.25+0. 45
ME 18 | —HBERZABP 1% wAe. BHG B 7.10 | 99, 45+0. 68
MH 19 —HEBEZXBEP 2% k. EHAY ¥R 4 C7.15 | 99. 40+0. 89
MH 20 —HEEZEBEDP 5% Bk, EENY B 7.24 | 99.86+0.78
MH 21 *ﬁﬁfﬁlg‘”# Ak, BB HE 7.32 | 99.25+0.94
MH 22 éw‘%}fgf;‘:‘ﬁ# Bk, £P B R 6.90 | 99.63+0.58
MH 23 %&%ﬁg;‘:ﬁi# A, £ B 7.10 | 99.32+0. 67
MH 24 %&*ﬁggﬁ;“# REE. B Ty % 7.25 | 99.48+0, 72
MH 25 R 0. 5% ER H 4 7.10 | 99, 63+0. 41
MH 26 B 1% FERH L] 7.15 | 99.45+0. 64
MH 27 R 2% Rif O 4G BRE 7.05 [ 99.75+0. 83
MH 28 d-AFARH 0. 5% Bk ERY ¥R 7.28 | 99.24+0. 76
MH 29 d-Ar M 0. 5% A& )5 6.85 | 99.84+0.55
MH 30 d—A7HH 0. 5% FEWE B R 7.20 | 99.55+0. 49
MH 31 -t 8% 0. 5% By, R ¥R 7.15 | 99.76+0. 84
MH 32 Aot B 1% ‘ REWEH ¥R 7.20 | 99.63+0.63
MH 33 £t 8§ 2% R o R 7.28 | 99.54+0. 56
MH 34 Aeet i 0. 5% k. B 3R 7.42 | 99.47+0. 84
MH 35 Aert i 1% REW B 7.15 | 99.74+0.91
MH 36 Aot 2% FERPE BB 7.20 | 99.64+0, 63
MH 37 75 0. 5% FiE A )it 7.24 | 99.21+0.15
MH 38 AR 0. 5% Fif B 4 B 7.15 | 99.82+0. 30
MH 39 TA® 0. 5% ke, B B R 6.90 | 99.05+0. 47
MH 40 )& A8 0. 5% k. & ¥R 7.25 | 99.25+0. 45
MH 41 Brij 35 0.5% Bk, EPN B 7.10 | 99.65+0. 25

[0944] St 27

[0945] "o T &R ) R IE REEER A AL

[0946]
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CN 103491778 A OB B 108/110 TT
b g2 kb EARERHBEHEF Iss " .

ME Pt i i) (ng/cnt/ I B) BEAKKp (cm'/#)

MH 14 IPM 0. 5% 1. 0796 2.1592 x 107

MH 15 IPM 1% 0.9652 1.9304 x 107

MH 16 IPM 2% BARBIRRARER Y, FAEA RATT K

MH 17 :‘ﬂ'ﬁ*ﬁi‘!‘ﬁ“ 0.7799 1.5598 x 10

MH 18 ZHBRTEBP 1% 0.8968 1.7936 x 107

MH 19 ZHEETEBP 2% 0.9076 1. 8152 x 10

MH 20 —HBEEEBP 5% 1. 1092 2.2184 x 107
FHMARRE T B -

MH 21 B8 0. 5% | 0.8614 1.7228 x 10
%ﬁ%‘&ﬁa—:ﬂﬂ' -2

MH 22 B 1 0. 926 1.8520 x 10
%ﬁ%\&ﬁb—‘-ﬁ;‘lﬂ' )

MH 23 B 2 0. 950 1.900 x 10
FHARRI B 4

MH 24 B % 0.7232 1. 4464 x 10

MH 25 B 0. 5% 0.8729 1. 7458 x 10

MH 26 B 1% B A BRIA LR, FrelRA AT

MH 27 HER 2% B B R RIERE, PR AT

MH 28 d-AFHH 0. 5% 0. 8566 | 1.7132 x 107

MH 29 d-ArAR M 1% ' B A B R RER G, FroR A AT

MH 30 d-FFAR A 2% B A SR E RER G, VAR AT

MH 31 Aot BE 0. 5% 0.9340 | 2.9745 x 107

MH 32 Aot Bk 1% B AR RERE, AToARR 4T

MH 33 At 8§ 2% B HBBIPMARERAR, AT RA HTT K

MH 34 Aeetfi 0. 5% 0.8617 | 1.7234 x 107

MH 35 Rt B 1% BARBRRTERG, ARA #AT

MH 36 Heet B 2% B AHBIRRTERG, PR #AT

MH 37 ARG 0. 5% B AHRIRRFERE, FrolH #47

MH 38 MAE 0. 5% BAHBRBEFERE, FTOORA BT

MH 39 T&® 0.5% 1. 078 2.1560 x 107

MH 40 & A8 0. 5% 0. 8503 1.7006 x 107

MH 41 Brij 35 0.5% 0.7732 1. 5464 x 107

[0047]  SZjiEfs] 28
[0948] fFRIALE 0.5% T &HMA 0.5% () Frrld (VEA IR IR+ Bl I 3%

fledts) ) B, AT AR, 1 13 ATE 14 o 1508 MH39 RTMH 40 [R38iE M.
[0040] 5 HIHE H- 2 B MRIEAT I B A8 IE T 5T
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CN 103491778 A 151'1 HH :FS 109/110 1T
0 & %w/w)
MH 39 MH 40
3B F kT B 10 10
Bk 10 10
B 10 10
TEE 0.5 -
[050] & /R - 0.5
43k 980P NF 2.5 2.5
* = LB I GRS pH) ¥ ¥
16 I0. AR 544 0. 01 0. 01
st XX T LT 0.1 0.1
EMBRIEE 100 100
B ¥ (mg/cw’/ N BY) 0.4977 | 0.4675

[0051] VP4 T pH Ak B 2 FhiEt s B i £h R R UK < R Rv2 & T sg . (LK 12) o
[0952] A4 1y S it 8] 2 7 A9 1 KT, AEL & AN BRH0AS i B B T iR AL S ) o AU AR A 7
TR A8 B 1R R T B L PR 25 Pl A A AN S ) T e Bl S LSOR e A2 E AR R BH IRDRS #if
ZAINENEE I

[0953] AT 5 R AT DAL 3 0T 7 e AT R 2 2 BT sz IR B, BTk A7) B A
(LR A BRI BEAL 24 8 S R (904, ks 5 o RGP ) o AR, Fridk 25 FH IR
FHE ) 0.000001 % — £ 99. 99 %, FALZEHL, 25 0. 001 % — £ 95 %, fldk— DALk, 4
0.01% — £ 90% »

[0954]  H4) IR T L 1 FR R BRI AT B 5 v] CA LUV B A K 8B N, LU & AT id
AL KRR BIAE B A BITE AT LS A BTR ) 2 LA EAT I T (46040, [ 4k B
P VRS G SR R TR K & Ak ), BT RIAY e n] AR AR P LS A AL R R A
EDEIE— BT (Fln, RS I AL EfR R R IE AL ) o AT DU T4
JIT IR R R o0 T LA o A e S 7 2, AR BRI 37 2 B 1A AN SR L il Ay
() B 1) AR A TR Sl 7y S, O T YRR SR M T, T B A I B Y R L AR
o FEILE ST Z T, BRI PR )55 2 B A 75 2 Rl 2 A PR DR/ B 7R A, DA
PP 5 I R AR ERIRRAE (A8 40, 2550 R 65 2050 R, e 482 o (i) G M TR o3 R R 8 9 7 AR PR R R
R o

[0955]  AAIIEE I H AR N 25 18 BIA S A TN A, 7 B 1 Ak B X L6 Fn L
ST ZE . AL ) S AR 2 s PRI, AR AS SRS R B B R G . ARSUEE AR N
0T A B R 2 2 LR S R A A AN S U T Bl B ORH e » A AEAS R BH RS
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CN 103491778 A OB B 110/110

ARG N o T80, BB, ASCHTE 1 4L & P00 22 Bl st 7 S b IR — Al AL
IR AR A T VE TR B 2 P st s 56 b R — A A H

[0056]  {EASCHHGIHIHIATA L HRISCHR (B, ERRIE R i) AHELRSCHR (Flin, 2
RS BRI AT T8 30 F0E AR 225 SCHR PR B AN 12 ) AR 5 4
RIFAASCH T B

[0057]  BLE e i T AR B, A T BN GORE BE AR, P i A8 AT ARV 22 [R] 55 10
SAT IR E SHEEH A AT, 110 AN 5 000 A B R HAEART S 5 22 9 o
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CN 103491778 A W BB B M 17

K 2
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CN 103491778 A W BB B M 3/7 5

250
200 4
o 50 -
=
o
®
100
50
E2 % A0 0 s 10
88 (4% )
K 5
A4
~O=2 mghnl
«O=4 mganl
_ ~0r8 nghul
R
8]
x
%
o
®
o) 0o 5 10
gt i8] (5-4F)

Kl 6
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CN 103491778 A

i BB

4/7 1T

17904 | “&HAH
«Ow 2 mgrml.
250 4 =0~} mg/mL
™
o230 4
2 o
[
#
210 1
190
2 R0 0 5 10 20
B i8] (54F)
K7
11
. X
e 2 mg/ml
«O=4 ng/ml:
~ 9“
£
g
«
®
® 7
L
B § 10 20
k] (94tF)
K8
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CN 103491778 A W BB B M 5/7 51

4
A
36 | ©-4menn
"“ =3 mg/ml
w
Nt 3 4
&
¥
# 28
°:é
®
L8
w2 aT 0 5 10
By} (5-4F)

K9
100 ;
- PR
M
& 804
el - i A
# 60 -
8
Iy
4 40
3
20 ;
0-
P- 3 4 § 6 1 8 9% 10 11 1
Rx B E] (B )
K 10
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CN 103491778 A

in M B M

6/7 1

N
»

o
n

~N

-

:

(3]
A

-
"

§ 10 15
aF e (A BF)

L4

20

K11

MH48pH 2,5

MH48pH 2.5

MM 47 pH 6.8

MH46pH 6.8

MH4AS pH 5.5

MH44pH 5.5

MH43pH4S

MHa2pH 4.5

W W
Y

0.2 0.4 0.6
8% Fmg/cm? /hr

K 12
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CN 103491778 A

i

A B M

/7

40,00 -
35.00 -
30.00 -
25.00 -
20.00 +
15.00
10.00 -
$.00 4

MH 39

y=3.3852x+ 7.6021
R?=0.971

0.00

25.00 +

15.00 4

10.00 A

5.00 4

H 40

y 5 1.4685x + 7.4398,
R* 20,9527

- % 5|1

0.00
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