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O I S

I Tl o RAFHERMEY, aiedwmih, LB AEA
2 SR, A RAZ T 0.8mgA/ | B kg ik 4 dh AL B 18 A BR3P

FH A BB ERANZREAFRESHE — RS R TSEL P
%%mﬁﬁm%ﬁﬁﬂ%mwﬁmﬁﬁ¢vbwaui)mmmylﬁm;
#ig B A WAk,

2ARAER 1 A, LPiaddRklemkit B, Swmmhagi,
EHHRR LR, SO MRS mHRILBE 0T X AL,

3. BAER L OME, LFiadilsimRA,

4, BAZK 1 AR, AEEHIAEX R ERBFLEGTRA AHX
HE.

5. BAEK 1 HE, UARRETERAFEXAFL.

6. AR 1 GHE, UFL-GRESHRELARSHORGTE
LR UREW:

7. BAER | hFA, UBERMNBIXEE.

8. WA FHK 1 64/ A, A RKERR M XFE.

9. MAIEL 1 69 A, HH 5 BAaH.

10. A AR 1 e9F R, U O RGT #OE LA, F A A S A
XA E.

11, E TR WL BHEBEMNE, sk, XAHAH, AR
25 il Bk,

F A RA L 40mgA/ I B 69 ik F 2 AR E B R A LT,

ZMHRBEAMNBALEANZEZARKEEHE — LA IRBTSELY
d)-E- AR 70 % BB FTBLEG A R F , AR (WA ) ImgA/ NI 8
A, |

12ABRAER 11 AFE, EPaddihitwihgis, 2WRER
B, 2HRKRAREE, 2ORCHMESSWHRILBE LN AL,

13. BAIEK 11 M A, HviaislsimaA.

14, BAEK 11 AR, AESHIRER ERFZEGTRA AN
KA.
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15. RAIBK 11 AH A, ARRTRAHEXGFE,

16. #A|2K 11 MR, Ao G HRELS BB RSB ORYF
RAAHXAAE.

17. BAZL 11 HFA, ABER MHFE.

18. ARAER 1 FE, AEORAKEE L B XFE.

19. RA R 11 o9 H A, KA ZHHA.

20. BAIEER 11 4R A, ARGy HAGKREN, HARE B
MR XA E.

21. EFA RIS U RSB GERANY, CEeUHRKXEHA LY
AEAK, HAEAA 900ml £ NaCl ¥4 0.075M , pH4.0 &9 T8 3 48 ¥ i 44
USP-2 4L F F 37 'CF ho F | R 3 ok 8T, 43 0 A EARSE KT 40mgA/ I B
ok A AR,

(1) ZFFHANR R R R ) X AE 6 AT, 1% USP-2 BUEH VA
50rpm HEHFEO BEAE, XAE

(2) ZAHME R S FALN, % USP-2 SLELA vA 100rpm B4 345

£ R E A (@)EREF B HF—A D RERRLL 70 % AT
At M Fo(b)VA £ 1) ImgA/ ) B 693k B E Ak,

22 A FEK 21 A, LFiEsdRlewiEEmR, SBRER
B, SmHRRLALMY, +HRLBRERSHRILEKE,

23. MAIEBR 21 t9F R, HFiaEilsHhRA,

24. BRAVER 21 A A, AESEIEZERERFIEGTRI MY
XAE.

25. A ER 21 AR, AHBEFRANEXEE.

26. AAER 21 AF A, s b RESBHRENGROMERNT
BRI AE.

27. BMAER 21 4R A, UBERHNHB AL,

28, BAEK 21 M A, UK ERGKFAA HH XALE.

29. BAIBR 21 9RA, A S BEA. |

30, AA)E R 21 AR, AEaRMATBEGRER, FAREHE
H X AE.

1. & FaPd LS O AR Bk 4 B 1) 32 AR Ae g B e AR, A5 AR
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LA A R BAR,
AR ARG H B TEESIA 3 A B A S LR VAR

ImgA// > i ¢ ik BB S B iEHILse) GLEF,

HEFEE A ImgA/- B 8] 40mgA/ IS B 693k B 83wk, A B A A
P AE R BRE W 5 — B B R AT 70 % # L F A4 694 Ak,

32. BA K 31 M A, KA EERME L2 AT, ‘

33, A ERK 31 69R A, H PR S AR EE R ImgA/ it E)
30mgA/ Bt

34, BAER 3 R E, Edmewmdehiiddmg, SukiEg
&, ¢ HHRALREL, 2w IHMENSHHRIBRENHXGFE.

35. RAEK 31 AHAE, PRl iA,

36. EFARILFMAAHEBEMNEY, HAFSE 3 MR bER
B, oESHARLANEREAEA, BAESH 900m £ NaCl ¥4
0.075M , pH4.0 &) ZBE 3 48 4% ¢4 USP-2 AL ¥ F 37 C FRIZ & ER,
wAA,

AR BL T BT i AL 46 JEE B4 B B AT ImgA/o B 6 ik B AR AL A
#*,

HF B A S L ImgA/ Bt 5] 40mgA/ ) B 4G ik B A B, R R AR
B FFAIER B 64 F — I B B RAR L 70 % 69 H o AT S 60 S d Ak,

37AA)E R 36 MR, HPiEaERES & 2 A aE,

38. BA|EK 36 9H A, By igEiRHEMEEER ImgA/ it E|
30mgA/ B,

39, AR AEK 36 ¥FA, LFiEsddmRReunREES, SWARER
%, tUHRRARBE, é&ﬂc&ﬁ&%&ﬁ%&ﬁ%%iﬁ&

40. BAH)E R 36 é’ﬁlli EPErhilahh 2 A,

41, AR 36 HHR, AR MHXEFE.

42. AV E R 36 AR, HH B HAHN.

43, & Fabel L a4 2 B 25 64 B JA) AE AR An R AR 64 A AL, EL468 AR
LR R Ah A BAK,

ER) A AR L AR T B MR T ImgA/ B #hik BEAE R E]
ML F T,
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#HATER, AE AR AR TRAALSGHN BB E — I AERTE
i 70 % 693 F AT A-eh e dhak,

44 A3 F|H R 43 AR, HPEBehdt £ pH-51 K 8.

45 AV EK 44 A, @A AT pH T L&A, =240
e pH Frre i THEG RO WO RGEFME.

46. BAER 44 HFA, EFEEHHE A L BEA.

47. AR 44 AR, R FREBERE G A A.

48. AR 43 0GR, H AT K. .

49, BALER 48 R A, QA EA ALILTHE N RARKYIRT
RGERFE, FRARKS Kot AR ERTiE, {218 8%
R T, BALEAASAN PSR T, ERET R Kfeg Rk
AL i,

50. A BR 48 4N B, R P BEHAAH S HAA.

51. AAIER 48 4M A, PR BEHE A F R,

52. MAIER 43 AR, EPiEswiletkiEgm, Wik
, SmHREALRKYE, SR IHRIERSWHRILELEYHE AL,

53. RAER 3 HME, LiaHilAmAA.

54, & TR I O RS T e s el pH-3| KM A, AR ESR
Frie i A —Ae 4R 4, GESMARIABA S AHIK, HE USP-2
AL AR KR

E AR KT ImgA/] B 6918 FHER 4w F] 0.INHCL F,

B, ¥4 Ilmg/A (I B ) 40mgA/ ] B 6k B RS B HBEREE 1 % F T
FABME pH68 thAtB B PR Y, REEMAALZRREHF— | HA
B TR H P AT R RIS E 70 %.

55. ARAEK 5S4 R, AREASFERSMGERLIRNGERAFE,
A L4 MU AT Img/A B 898 F A PP HCL 83, {2287
040 R BR £h 48 P R P At s AT i O AR LA -

56. M A|EK 55 F A, LFagEBME A S B

57. BAER 55 4R A, Ry EgERRE LA AL

58. AR 54 (4R, R menklsd ik Em, SHRER
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B, SWRRXLARE, 2R LHREISWHRILBE N X AL,

59. BAIZRK S4 0 FR, HFimBilshmRA, |

60. & FaiHilahdh O RLEHNE M-I L GHE, EHMNUVEEH
Fr4a oA —AC46 3R B, Fa3edwak, AL B AL A B4R, L 4£ USP
AL RS KT

BT ET 1) A, i A R KT ImgA/ /) B ik R AEAE B AR E] 01N
HCl %,

WG, EIE T G| iR A6 S ¢8R 64 A £ T A Img/A /N BT 2] 40mgA/
AR R AR RS 1 %5 THRABMY pH 6.8 AR E L TR
b, REEMNAEFRREHFE — AR TRENSHEBHRGH &
3544 70 %, |

61. A BK 60 4F A, oA EAELLTRAGRKRKGRE
REEBEJNR, AR FERAEES Ko dHh AR ERTE, 124
P ik B B A Tl T AR MR R PR 4 A P o, ARAF R & A K
Fed s AR ETiE,

62. XA EK 60 9 F A, HAmgAEHE A S HEA.

63. WA ER 60 4R A, LT mEBEMNYAH R A,

64. B AEZEK 60 4FA, HP Rl wREDR, ShHREH
3, AR ARME, SR LBE N SwRILEE,

65. MA)-ERK 60 9 F R, i HILFHPWEA.

66. iE-FE IS4 0 RS B4 RSB, SRR
A Fedh B BAK, ATl o e, LR RRGEeRh
R R (C, & T 1% F 694 th AR A 5 Bp #EA 64 H] S 0 IR 45 2 B AT M A4F 9
C.. 4180 %, #HAFEANHDEBAAEHE — I HABATLLESELT
Ba-th ey 70 %, VAR QA E D ImgA/ it 6k B BAK,

67. HALER 66 697 A, HLITH R4 C  ARHE AL B & A 25 R

68. BAIER 66 t4F R, HPigd ks ki Bam, SaRE
#, AR ELALAME, WA LBEERSMRILBE T XEL.

69. AFZRK 66 t9F A, HFZAILAHEA.

70. WA EEK 66 4R &, HLR M AL,
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71, BFER 66 MR, KA B M.

72. BRAVEK 66 M A, HAHESBFEAEARNE $A =) o eq3L:E
g BRI A, AR IR AR T ImgA/ /) B 69 ik BB ShAR.

73. AAA)BR 72 9 A, HP R R T A,

74. BAERK 72 4H A, HPigER R T,

75, BT AR, T, FBIRBE, B EEEACRLE O %,
CAEATE BiZs AR IEY, AHEAXREHFLTLAAMITHRANER |
4948 B 0 JR A A 694 dh Ak,

76. G AP, TR, KFHERME, B EEEICHESF
QI EBHL RO RIS, CHEALSELTLRAAZTARAER
11 988 0 IRF B 494wk,

77. HF AR, T, LFRBE, SWEEERERNENFE,
Qi T2t F R, AEAXEELTLAARTHABAER
21 9B O IRA R 652 d Ak,

78. B ARAR R, T, FSRME, SR EEEFRMEN S %,
QI EREEHA OB, QHEALEELTLAARFARMNELR
31 49 3E R Ausk B O IR A R w2y k. |

79. & AEAP A, T, P SREE, SWEEERRKIEF E,
Qi E R RN RIS, CRAREFLTEAAHTHRAER
36 & 3E iR hotg A 0 IR A éhE-h Ak

80. WG yT AN, T, WFHRMAE, BAEEEFNHEN T L,
@it T Bige F R, CEALBEL TEFARETHRARK
43 38 iR An g 2 O IR AL 64 A-dh Ak,

81. & F AR, T, LFRRBE, SN EEEFRMEN T,
GisxtE BT AR, ARALEFLTIEAAREORAER
54 69 38 iR Ao 2k 0 B B &G4 Ak

82. G F MR, T, FRIRMAE, 237 B ERRMAEN Sk,
Qs E A F R, QEALEFLTEAAKRTORAEL
60 o 3E R A sE A 0 IR B4 2t Ak,

83. WG HAY R, T, FSEBE, 2 AEEMEHENT XK,
Qi E Biga R ALY, AEALEELTERARENRAZLR
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84. IR TLEL .

85. BABE 1 BT ey X-H Kb Me B A 2K 84 694k T3,
86. R LB - 1/4 KEoH,

87. Hdninbdh, IERFEK 84 92 BRI A A BARIMF

88. Hhipiasdh, QIERAER 85 64wk LA Ao 8 B SRS A

89. i ady, CERANEK 86 4wk TME - 1/4 KREHFH
F AR BARFER]

90. 4-dhAk L-JLBg 3

91 £H B 3 Fiath X-HERRLEMGRAIRL 90 698 i L-7L8

02, Hhdpiasdh, GLIERFEK 90 694 bk L-FLBE 3 Ao 25 A SR RAF

93, ALY, ELIERF|EE 91 694 sk L-FUER L Ao 2h A AR KA
A,

94, 4k L - RARB L.

95. HhipiE A, BERAEK 11 HEERL - REARBREFH AR
R RAEEH .

96. 4 ¥ BH RAE, BiGE, KFB, BWHEESE, HivsFER
YAl g, XE, LELZAMBEARGERFILE TRBEN RS
FA R R T ik, AT EEELTHREHSMMARTEE, a0k L
- LB R AR L - RARBE.

97 A F|EK 06 F ik, EPLHSBHKRTERE.

o8 ALK B R 06 445k, HP4Hha kL - SLEkE.

094 7 S A AR £ QA B e 7k, Qs EH ST A
BT, 2wk L -HLBENSERL - RARBME,

100. A A1 2K 99 e 7k, FPL4 bk,

101 ) ER 99 ehFk, E¥edswikl - SLEE,

102, 67K BABEMAHAERYER YT &, QT REHLSTAR
S mR LB, 4kl - LB RAWKRL - RARARE,

7
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TR LB, 2wkl -AMESSWwRL - RARKE,

103. MAEK 102695 %, RV ERMXAERERORE,

104. WA ER 103895 %, LTLB4GHRTHE,

10544 2K 103 95k, AFLihadni L - LB,

106. 4|84 TBENFiE, GRS UREESENAIENFLE
T HBE AT R E SRR, 54t EBRoENZHIER LS
A HERNFET RS BRERBRES LR .

107. M AEK 106 t9F %k, AT s w24 uREREREH A
.

108. 184w B I %, Q4R EMRE LRESENA
PUER A E T B,

109. #&-4¢ ik L-SLBE 0975k, 4 i ASEHNAMERN &
BT 5B AR A kSR, 4 thhE SRy B LA B Ik
A A WA FE TS 0REERE L-FUBR A,

110. #A2H| &K 109 475k, EPEewhL T4 ahiEgEnriL
LB T 85,

111, ARA) 2K 109 84753k, H P4k 24w pbbi s il
R LB TR,

112. #1464k L-LBE 65k, AR RRFEBMRE L-ILBAES
SR AT A |

113, #l &4k L-ALRBENT 5, CESuREASENANE
R BT 5B LH RS ki ER, ¥4 kit Bsg BLZA PuE
FHe BB RS RARBESEAHIENAET R,

114, ARF) 2K 113 53k, HPiasddRiAemREBRE REMNL
KAigFo ) BR LES.

115. #1&2 ik L-RAEB A7 %, Qe wmkEiss L- R4
BB ASEMH BN FETRA.
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&y A 3 Ao Sl AR A R AR A

F AR,

A F R A mReg R, AAGRGINERAFRGSBRGER
FIEB, VIBEHFHFRAECTRERREY Sk, BFEOENERIZETHNH
L, QEAREBLZL DG ZEENH G @K,

RAAHE

4~ #k(Sertraline);% ik 4 PE & 5-72 & Bk ¥R FI A(SSRL), X ALHA

Ve AR o B AR, ARRTafRias, SWEEE, €465 %KE,

Sk g, BEMENER BREATHE. LT US4536,518, 2
F#4 B Fr w35 WO 92/18005, U.S.5,130,338, U.S.4,971,998, 2-FF 4 B R
&35 WO 92/00103, U.S.5,061,728 , U.S.4,940,731 #= U.S.4,962,128 , L #
— AR A HFE, AR A(S)-4-G.4- = RFEK)1,234- 9 &
N-FRE-1-B gk, 285X A4 CpHNCL, FHALALZMX:

LM ARAERBFORATHAIBERN TR AHAmE AFHNZTERA
50-200mg/ &. 4waked ERAH 23 0, BEHERLH K

i d, EBEegALss 82 SOmg AWk K. st 50mg M E Ak B E B R
T R HGMNF, @F, RTHE LA S0mg ehLssHF, BEAEFIA
HERENET, #wE®, L¥# RFARTHAENINEA2ETE.
EHEHHERNHES TEIAMANEHEEHT R LRGSO, £
HL o Ak G BIE R K F fo/ B, P A B 694 AR RLE A AR, 13
B A TRkt & EEE, UAERQ)TUAE T S0mg e FHE A REENZ
BE. ER BRI F 8 324K R AT T 4k LA A ARME A 89 84

1
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WAse A A, B, XATAHF RSN THEUHKR(GE 200mg X EFH)
7 84 B AR AR B 69 2 AR A R T A A WK ST R RN R
B, VABAR R IR EF N AR A B ey BE . Bk, BK
& F B F 69 80 VR 69 & A Ao/ R T e e B LR R A B ENE
.

AL P ey ik

AEPRBT oWk T RESHNE, AN TANTENLAHMEY
H 3 A5 ag ik B e 2@k s A, L THAKE Ao/ R4 €8l A s £,
Edifod Feg k& Afe mE M, A A E L EI L BIR i R W
A %% BR &) AE A dmALAE AL

ARk o — I B S BV 64 B i) A A AR AT B4 AT 69 4wl ke 70 % @ L
AR “%B o, ERMARKELAN—AFE. B, A AE R A A A F
HEE T A4 40mg 4w kX, £ 9 TRPEAN AL E AR AKT 40meA/
Bk B (1R A Ak, 2R AGERES XAT, PTARHRIR.

AEPH—AFERBETETTELIPLBAGEBENE, s
B SRS A, AR AHK, EAA AR 0.8mgA/ I ai/kg . HLiL
FAit 0.7me/ B /kg 89 ik B4 4 HBA R R R T, FHLZAR)
B AJE 05— B RBEOR AT & 3P 694t ke 70 % B ATILAG R A
R, AA(Q2)VAE Y 0.02mgA/ ) i/kg 6 ik REEHE AR AR AR
BHE T ME, ®I%A BB AR H LS e KD,

KK R —F @A T & T AE LB o IR e AR, 1%
Sdrk, BEB A, RS AEK, ALY 0mgA/ )iy ie B S
d AR A EE R, AR AR OERAESE— DRI RYE
Afp 3hW 8 &l Hh ey 70 % B\ FTILEE A RBE , ARQ)AE Y ImgA/ By
ik BARH S WA, ﬁﬁiﬂﬂéﬁii~7‘rxﬁé%i£7ﬁi‘iﬂ‘"ﬁ$w&%ﬁw—‘?ié%’H
B RAL TG RR, B, AREA K HA L 1-40mgA/ I B 6 ik FAR
4y H, A5 7 09 ik 58 B 6L4E 2-40mgA/hr,  3-40mgA/iN i, 1-30mgA/
JoBE,  2-30mgA/e B, AR 3-30mgA//ef iR R fLi% 1-30mgA//J~ & Fo
2-30mgA// B a9FEE. Bk 1-25mgAl B Fe 2-25mgA/ BB T E

WAG CEAC Ak AR E 1518 T B4 AR AL B R AL
6 B (G F, R (2454t A B Ak Pl XA P oA R T R ey R shik e

-
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T 25,30 X 40mgA/ it a4 B AR B LA AR ANIEEA, B
£ ET A FA A RN, CRREERT S0kg HEL, wILE,
Bk, "BFEH TmgAll6fes4 @ik 2 RE T ARLP TR A 6FR
BRFLEITHREALTFHRRINEA. SR, Rt F LIRS AR
B AR, B, 5 ST RYRF6 4w AR % AR AR M SR HE AT B RN R
Pk, Ag%H, AXBHAEBEALEY ImgAl i eyie SRS
.,

“ mgA/l B/kg” RATA 6 R45 “ kg7 M F7 HeR SLE A AR E A
+ .

€ 4 dE B (4o B F Ao 3 B A)DA B 6978 2 B 1] ey 8L B R A 25 24 o)
B, AKBEAEE 24 DT ABRAMAH S BREGED 60 %, KLE
b 70 %. BT BHGDE, #32EHe4 kg EERRA L G
B, BN, o) 3 TR, AEM, £ Gl PEMEK S 6 E WK
e b G PEHE S e akEE7T EAA . B, KK P IEREE
WA A 24 A, KRE 18 R, JpLEbE 16 DR AR ED 60
%, itV 70 % 6 F TS0 A AR,

Bk, AR A 24 et ABAE D 70 % 6T A6 A Ak,
FK A AR T 24 DX AT ASBRAR LA AT SR EdR, R
E R URAL 40mgA/l BF &, 0.8mgA/kg/ )BT 6k R L€ T KBS W
.

XiE BT AXEZERERLT “FT7.

K& ALA R T imd Rk Edgedk ANETHENE
BAKESBHAE Vo 10mgA . BT H £ 500meA &, &%, EAL P4
$ FALikh 25meA 3| 400mgA . EFIE T H RN RS, o hFH AR
= A (e — AL B LR 60 B S A AN R, AR R B S
BN

Ao A K AR AR 4 R 6 A ART A L8R e A HoAL9 A AR
Fak o X 64, T AR AR KPR 640 B MR R PR AR X Ak ik, PR 6
SmAhEES, AAML RARKL LHIXLRLE ATHIRP

o
J
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ik, AXHEH “mgA”, B, 5-FF4 3062 ehdk i, JEARALE BB R
VA mgA R 6T AR AT E ARG X RSN TR,

MAAL A MM 2 LR BN, EMNBTH RN, ik &
#, SHEAN, BARKETSBEAN, RELDEAERSRT A
A CEAT ) ROFESMNE, wAELHOSERETEABRER
b — AR EANER R A

KiE B A7 GIEERAH, ARAN, BRAM, BEAMN AKX
A Ok R EHR, B TP EALLS AT

KiE BT GIERILEATE AT A W R T S R AR AL
SR A, ARERIEG A Gt R T AR LRER AL
ool .

Lt — P&, AAVRMT AR R CARY T &, L8
HE LS AELDE, AEALEL LBEAALETHEE R
A e oAk, ol B BGE BB A W AR, B R R O AR S i
R4 s ks 5T 04 ARk, E4E Bk ah AR,

E—FeFa, AKPRMTE THHADBLENEEMNY, &
Yoo MB35 A Al R Bk, EAA EARSL, KT 40mgA/ N EE
A Ak, %EAH G 900ml 6 TERH L R, pHA.0(0.075M, i
NaCl ¥ )& @ XA 69 USP-2 AL F 37 C TRl ZEH AH, JF:

(1) ZATHANE 2 S8 A5k 5 A4 S A R B, 3 USP-2 SRR A
50rpm ¥ &) BEHE XA

@)%%%ﬂﬁ%%ﬁﬁﬁ,ﬁuwauﬁﬁwﬂwmm%#%ﬁﬁ;

Bt 3% AV A () JE MK FF 45 5 09 Fr — A D R AR R R L 70 % 89 AT
Aedo vl M A(D)VA B ) ImgA/ ) Bt o i BB Al AR,

B b T & 51 (1) F A 6 LA @3

a, HEENE K Hde O RAT BN A, BEHA, Fo i 6, R 6 R AR AT K
B R )

b. FIRHE, QIR F IR, AR

o EpmE I BREEMHELZFARRED W TRLHTRLT
B E.
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F7 VA FoEiiiah R, BEN, $HETHEAMEHREHEN A
BOANET, HFETHAERGEA, wildTERERTHEENEX
BIR#ET, K, & EKGEAASEELIE LM E ST,

A3E “SBER BLFOEABEMETAH EEES BRI S
ik, HAMN, 3EEATHE-BEMRZEGARAENEL, ER
BHRE R LA, %S BN GE ka4 bRk R Lot
4oy T Bty —F X S AR, FAME K — AT #9 S0um A= 25 3mm
Z . EWiEA G E T REEAGB AN RN SBRMNERALT AR
HAEF . B G KT R LR M BN R S BRI AP
A AR A D ERALL KA TE B S R A AL T R .

B (1) R(2) W G447 HI R ) T AR &P, Eb A R UK
EE I AT HF XA LK, WA RARE Lk F B AESEG T
T A 4e(1)3(2) W AT ik 64 USP-2 B ], (2% mAME 6 B2 iZ LR
i P EA0F 0.lmgml . —HOk, BTl F R 6 F R KD B A AT
% F 200mgA & kX £V, BE N SA ML 200meA , W LA H TR
XA 8 F A YA 2 I,

LA RRE R/ LRES PR, pHAO , EEFAELE
NaCl ##9 0.075M , HF &AM E k. HKR B T8 & LEay
0.13M ik, %GBT mA RRAAT(—AA 0.5M &K &) m % R
ROE/ L4 ik A 5k %) pHA.0 m#)1F. KRG, WA X T NaCl 44
7k B Bfe NaCl P85 0.075M . [ A A A i, o e i iX0a R 69 8
f£377C.

MR R R B RS R A F R 08, FRHRERUELH 80 %
84 A3 ) B AR A R s B A9 LT B Y B ] A F XA —Hagit
. 280 % hiE A e AR R R 24 B AEREL WL 24 D BPERAR
) mgA AWk R L 24 NEDAFRI SRR, HE, AT DA R
KA 40mgA . A, AA LT @B AT AR GNE T A
AT RS LT HERA, ik, AEMNZGE—DHARF
KBTS T 40mgA . CinBeAT Mg USP-2 ALT 4wy SHREiE T X E 25
% XXIII p&(USP), kM A, H711F, MBE2.
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Wit L E T E A BM USP-2 444 900ml BRI 3K 69 R X 5 %) P
BN R B AR, AR B 37T C, BB Y S0mpm .
LA AR, W T KR P % £4 0. lmg/ml #9 B E G EEST, WA
E A X ew, EESAEEBEEE SR LRGFOHS(R 2 K
10ml), A F#RA “BUH S(Pull Points)”. 43 i il & ¥k A B 18] & SF R
MR L4, B KA T FETHRMSAEL. SEEFHHFRFA HPLC
Yol 335 A8 G M sk A AR AE. EBAEAEA Y B LegBane
meA 4 HR(GE R4 d (AL 8 & AR B 4 RO X4 L e B A 1
B. RS T 80 % -2 akF E ey I E).

BTHRERA A, RBITESA WEA, RELBESADEME
g BAS W S E ik R B H ).

o bk, RIS T 80 % Baeh AR FOALTHSFHRH TR
VL 0.8 Fil] )M vk 80 % #EALFT E &4 B ] TR R B RS T Bk MR
&, e, A HF XRE 100mgA 4 EAkw RA A, B 80 % o3t 84
ot L 8 BT R ERAL, WAk £ A (100mg x 0.8Y8 B, X 10mgA/
VB, AT, R AR A AL ETE B W, AR A B — A K, s E 50mgA
Sk R AR, B 80 % #9ik-4 3 64 & A(HE 4 & ks 0.4 1 i A
3. Wi BAGE R A(S0mg *x 0.8Y/0.4 B, H 100mgA/ e, Bz AR
EALHTCEA.

RSF A B HE R A 64 25 MR SM R A R (o — SR B F B Rk F
FH, RIBRRFINT K, ke R AT — AR T4 W AARMAFIA F
A A LI 04 9A Hh G 1K .

LS, TP AR A R &, 4oty H T M(ZOLOFT®, #3552
5 8 M AR)VA SOmgA F» 100mgA MAEe) A il K 2. & A ik R ghiE
KB R S0mgA ZOLOFT M filat, fEiki& diXKEF4)5 0.7 18, F39
# 80 % 84 BF A4 v PR (P AR KR F). Bk, 8 BTt
B k% PP e) SOmgA K VA 57mgA/ /| Bt ah ik B WAL, HA A
bk v R X 3R B F A 100mgA ZOLOFT KA (% 7 ¥ 200mgA)Hf, 80 %
8 B A4 AR AT RS KB G 0 1.2 e AR B, it b kT AT
#A 100mg B #vh 6Tmg/ ) b 64 ik F B W o 5t F 200mg o F-E 49
ok B A 134mgl B Ad, o] @A ShRE B, FANVR R AR
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A —F e E, AKVRETIE TR LSS O RE 6 & Wi
gENY, RAHNREXESEHREZRAECn)KTEFTHEHHAL
Bp A 8 JF) 3 (o 2 BP AR A0 B D) 0 RS 25 B AT A8 Croan 89 80 % . AR
9 84 Mooy @ At A B erR SL A A R AT S AR R IR LT A A
WA, Plde, BT EEEG RS ERAERE P& T AT AR S
Ve B, ke dARmX e MR AT 12 AKRFSA—H—FREHA,
J A R e B (do— )6, VAR R 89 RS 45 T AR L Y SR A LB ARACH IR
F A Ee F— Ak 3G 2 Rp AR H B A, S BT 4w AR (R AE)
MR FNA . Ak S B iE] 69 R A0 R A K. EgmE T ERET
AN Conx B, AT HT Crax o 4% # 0 2d AR 6T XA B Y Crax
J& F 0 B e A0 4 Conae 89 80 %, W35 3K 86 FI A $ 245 2 T H S A LR AR
SRR ELEALPLEA, £RTHT Y, MNETAHREN, A
R AALILHERA, Tk, pEE, “LHEN F53% F 3R K A AU LA &
R TFRIEHBIERZNEHLHE RAK.

Bt A ST IR 6 A 2R AR SR R AR AT e A K AR R (2 A5 R
Al RS & 89 Cra)® FIB AL R EE A, @i AR A A R R AR
EAKPEEEA.

4o bk, AL ARFI R AT AR F R0 ke RPN A 6
Crax A% T BAKE) Corax . BF B A A EIE M Con K TRF TGN L
B 3 A SR A4 Com 89 80 % . AR iR G I B ARST T48 2 &4 2 Bp AR AN B
AL T A oo AR S o RE. “CRARE" LA
AUC . 353k (Y $)staf B (X s e B A e & T ey@n,  AUC — K
24, HHlhe ik ZARATA PG A LR A R . AUC #sE R
kot ik, B #l4edbid T Peter Welling(ACS Monograph 185, £ BELF
& M B MK, 1986)85 T A F; F kAR P, Flde, B.3% 4 # 100mgA
A A A R # Cra & 100mgA Bp#E &l AR 87 Conux # 65 %.
Lkikeg kT EP, EHEAMNA A daF & T Ak AR AUC 8 65
% &4 AUC .

L — e @, AXRRET&HREHENE, A5 ) BN FL AL
Arxga, wBTE, AAH Sty AR AL HE LR, M G 4o LK 440
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F 0148, Blde CAAAMERGAEBNA, HERKEN LRGN
RA” R EMMIE T iE LA A A ERAG AR,

iE., BAEAREEH, BERRBSTATE 15 454, R
RUGRE, AAL, FA LT F XA (G H A Ak H T B AR e
WAk, K ARG K 2+ o ab e R 0 ik G A AR B4 e T A%
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15 5403 2 B, RiEERREG R 15 44, SRR RER ik
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Sk AR R A B2 K ey A R AER 6, AR R T & FAEILAN
2 JRAA 2 00 4 R e B AR IR, % AN AN R SRR A AT A — ALK LRI,
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A A B — B4 B ) UK T ImgA/ D B 64 ik e W 4R E] 0.IN HCI
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104 bk A A WA Ao dd R AR P P ALAS 69 7 .
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HEZEX L THMA TS UARTLRKRE.

KK BRI AL BARIEE T R RGN LA R KRR
2%k F bR B A RRN T, ARNEEFLTARENEY
T,

K H IR RS 7 B AT AR R B A e M AT e 7 ik, GAERTIEE
FTFHEEHS AR TEHE.

KK ARE AL S R — AR S A BB A GRS B, — AR
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ARAAFREHFNFRRBAEETOERAG T &, QT ZELSL
PHREENHSHRTEHE.

AZRit—FFROIEL AR LB AHERIASERNGEHHAS
.

ARRHE—FFROELAB | T XKD KRGS AR
Bl ey Hanmo.

AEPFS A &L EY TR QESUREESENAN
EANGEETSBE TR A EREER Fewksd s iNZAE
FHELEOHWENAET RS EHREEME LR L.

AEBHABLEET LERESF R EPEeEAET4hME
A,

AR BOALAET EEAEST &, EFiHEMNL IR

ALK PR —-FHANETHESEALKREG T %, QEEHHES
B LM AESEGRIERNAELET KA.

AXPEWAGLALE T EEAEF®K, KA PREMNATE.

KA A MHEETFHESBHIREN T, AR ELESE
WA AE N AL T 5 BE ST M4 Ak Bk, W4 BBy AL
AMEMNALSEOAIENELETH S ORBERES LBREE, FAIEZ
i A SR P Sk

A K8 B A T4k L-5LER 2k,

K6 B a4 AT LA E 3 AT 6y X-SH & S ik s M o R 48-2 P T
8 BT A AReG 4 Ak L-FLBR 3.

AEMAAGBGET L ERRRENGRAGRERENT &, 1§
stz B4 T AH AT & WAk L- LA,

AEPAEAGENETESFERTRME-FRBREARANZREERK
.47, BEEBENE BEERMKENTE, CENEEFSTALE
oA h Ak L-5LB5 3

AR PEAMN B LTSS EAZHREAEGEFAENNES
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siE B ES TR LTS MR L-ILK A
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Gk, QMR ELAS THRZGS WK LB,

AAPGBHALEE TS ERPTEGREENXGRRAT %, K
& 3% 4 A A 0 R SR L TR AE E,

KRN E A RE TR AR REMEE SOk, QETHERS
FA BTk L-FLak i,

KK BRI —F 60 B AT GiE4 Wk L-5UER H40 25 B SR XA A
& e,
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ﬁﬁﬂ%ﬂ%%%ﬁ%%%ﬁ%bﬂ&ﬁ%é%ﬁﬂ%ﬂ#&T&ﬁ,

$i%%a%£ﬁﬁ%iﬁﬁi%ﬁ%,ﬁ#ﬁ%@%ﬂﬁém%ﬂ
B3k,
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BEEs B A ik M ALEF A AT 5B BT R A Ak Bk, H5& Wi
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B L- LA S ENANERNFLET R,
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FEF P B Ak L-SUER .

ALK R T adak L- X AR,
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shig B E L T A REH S EAR L- XA RE L.
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(BT &47).

B 2 AAToEKTEEZ LKA X585 B BA
(CPS); #&#h: 20(E)).

B3 A4TA TR X-SHESREMNSRL-SLE S o X- SR GAREH
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BP S i A AR AE R NG, METHERMERER, ZRETHD
FHEASCTATHAPHE. WETHABKAFMIAANKOREEFAEL
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W - FE- ARE, AR, RSEEAN. KE A MNP EEAERNTENA
Bk A, dofE- ARy - A, EF, SEHRGEEBRRES
B, AWkt AL A et R EERAFSEE, S ERRTAERY
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BLEG P R A o # X, 6L R B(pan coater)f AT, K5, TRILBLRIL
MM A 6 R 4 L A LR P AR S AR, KA, AR
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H. AR AHARAE A, bR R A AREEIR T AR e $ AL, S
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i A E(de Gl B AR, 44 ke das it FF B+ med sl
“H” BaE AR, %&%Ei%%ﬁ&i%&%i%&%ﬁ%%%ﬁ%w
WEME R R, —HoETHA M TSR ET Yy HmHEd, bk
&ﬁi%%$ﬁ$&%mﬁ%%%mszwﬁu9%

MR ARG OISl Al EhF R, oy THKE
mAEmfiL, ARkt RLREL ISP X R
Hik T E A LER . ARG EEH AR S ANHERB A, AR,
Ry, AR, SR, KARM, HoHhEs HihE, HbEs
B, RO EEs, RASES, S8R BREOHS, BAOLAE
Bfs, BRACHBLALRBEEE, M, AR RHALK - BRIAAK
BEERS VAR E., RAEQIIERYMNAS RE, RKARE,
# A, EEASERH R ES, B A Ha b B Co-Cio H - H IR ES.

BELLTALE LR ERNE _FEOROEGBEEN P/ RE

28



10

15

20

25

30

HR A BB B &, EASEMN A/ S ERK A G0 R TEE R H
L At d A kE S, SHETRERE - eREE A ZHA
W, LSRR e AL, RE AR R TR AR
EAY B LA 19 ke B BABRNE S EHNE ‘o & RMEH
BB B A B, oo R AR O RE R R & R(RE ) 2] R 2R
B, %5, AdAKMBAeNF SRR EEORENE S EHLE, oW
HAR B ORI EANLRE.

KK B 4k B Atk R R A WY B — A s B B QAHUR RATARIR 6
Sk S HEM A, A4 Waked $ B p) Bl B AR & SRR
ik, B 4e Tk 4 W dhfe AR MR A 69 RS- &4 non-pareil F 77 %)
& K5, AR RAOMAERMNEENGRES TOERRT K
Aes S B AR R AR AR M, W ARBREREER
W JE 8, R B4e Glatt GPCG-5 AALE QLR R P47, A THARF FHAR A
BB e bR A £ R AR O R A Ak ik, RAUBE, W EXHX
A AR 6L R B 0 AR e A0 % B G A,

AL Likegt £kik N o 3 BB REMG AT FHEEERE. K
FAERLESTAHEERG LEAHHE, K5, BRETAAANGS
WA, IRBLRE AL A W RIG R, AR T 6 3R R B A AR A B R R
& H SR R R L B RN T LR ER AR REA.

% v K A K 64l RN B G IR TIIAMEAAE N RRAFT
#3853k ah U.S. & 5] & 07/296,464(1989 F 1 A 12 BRR, 199057 A
7 B ik 4 EP 378404 A2)84 6, R TTEAK A A 5 BN, G REGTEMRA
O3 At AR IR, ik E ARSI R, CHAERXA
AR LS S AN T O L L E R R R
Sk, B, HETAHBANE T AL T RS T ERE
WIL B, REEIILTH G & AP R A fef AR FU R o 4 -F R KR
Bodimi A AT A hE, MRS TERSH D, B HEHER
NaCl . shsh, Tilid AR L ST R 6, F b 463U 4 6L R T AR
J. EHEeMREBAE Y, BAHTOEEMRRESY, G5
KR FRERGRESY, REAMREREELGERTS FL e R AA KL
B A EIILAFARSEAFS KGR THOKA LRSI RGROE
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,,,,,,,

i AR/ A R AU E & £ AR (R D ﬂ«) ﬁbﬁ vy KW AN
RHAFETAH S EM, 4o EP378404A2 FTik.

HITH S L P — A FhERLEN, MEEBEEY IR N
SHERAND, XAEATLFHeWARBHHERLERLAGZEMNE
WEE A, BP4A- AR T 40mgA/ BT ik R, AEAET R
5 50 B — B BRI 70 % B9 AT A Ak, Q)R R ImgAlNE
ik FAR LA W A

L g 4w ke, 1R SEME . AR EF XK g RN
FA, REELFGGEMARA HEBRER XA HG. T XHAES MG
SatieiE A HEmER 4 ke BB ROKE. AEBTHANER
REYTFZMNEFHAGAKREN, HEMER N EZHES 10mgA/ml
844wl MRS AR R

KB FRES GRS BKRERE S wREAGREHNTHETLTF
A AR s BRI R4 WA T AL e i e B R AR A e A AN R
WA T 1 B e 60 B AR M K R R e AR, E g & AR
A ERR B, B A R TE NS AR R A T 65 B RS A
Sl AR e Ak b e AR R, SOk, BB eSS WART R B
Mk Gl Bk T A A FEE M A, e, EEHTRERENHHETHEL
Wi B 64 3 B SR R T 1 AR

RS GERLBANRALESR, BToURERSKERTATH
BB, GEAELARETOIMRGERT. 4o AR R T A AL AUH
S5 FIALBHTELE RS BRI T RHR, BT EMLRT
Fo A MR W G N B 4o i G B B 0 1A A R B R A e R BT
R AEBA TR, K, BT8R G ERN ESH TR SN
. RGBT AR E AR RS T oK ke ) R P BEALE W
&4 4] F) F Rk,

Ay PR BY BE M L A AT ey, BB aLiE OB 6 E e Rl e A A R A
AT A Ao R TR A b

EEANR e mke R T AL A TRERAR BEAL P
Bk A% PR, AR ERGEEMNYGFE—T, 34 My o B AR A
FHMELE B(TRRORE)NEIEE IR S FBERA T, ZHHERT
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.......

JAKEBRIE S, RAEKASHALTLIHARLERZENEIBHNE
By TH AP EHMe 70 %),

Bk, 12 REEEEMA P WK TR RAAG. —FFEESEK
Bk ARG AR GERENS UKL, weBHRLBE, SWARTE
%, fos K EREME. HkM AR PARLTSWHRHCI #0535 T3
ERRBE, WG EVERE N Y 3mgA/ml.

B —Ab R 4t ARG R AR A SR A BT #ERAlL %
B 24 582 ARt T 7R A4 B8 ) B 69 48 ) 69 4R R B3R 69 4 ol ARIE R R A AR
18 F) IR P 58 Ao Fo ik i s S K6 v AR (RS )R B B

ALK B $EMT o4 - RE:

1. A AU Fo A HLER 3

2. Ao hES, BPAK T RABRiLe WAt A, A5 B e XH
k8.

Hih B%;

H i B 4T A 45
BB

R B,

% LB ES;

A LHE

. BLAOL ALBRES, Ao

10. B & OHPLAK L ZLBE B

11. s 8% .

FiAE R g3 R 6 F R T BAREIEIE AL

2 P62 A ALER IR R, Rk IR T A A HCRAPT R 8y E
WH S, T R HOH A AUEIE B AT 4t A R AR Y el (LB 3k
SRR AR R L R ) x AR E, H b BT 00 75 MR VA mg/ml £
%viiiii%k%%,%—%%%ﬁﬂ%ﬁ%%o—ﬁ,iﬁﬁii
LUl B F 25 %85 F, A EH TN B R A AT A
WA S, IR, TAeA A ALEL LR YA LBk ey pH Ao/ R KB,
R M g AR AL KA 6 I IS AE A

© P N oA W

3



EFHRMECERGBEN, EF, MNEPHANKEMNGEARL
& Ff Ak E B8 1-150 %, 4Eik 1-100 %, #AEE 375 %. T it
150 % 4g3E MG T, BRBIEE SHEAT REBBEFTH A 69374
BT ALRAAIE RF AEERR, AHER SHRhE, -
5 B, S5 FEARK Lk, 5kEARNRR. KEGRIATER,
RGBS, RIRME, SREARLRR. K WUBR 3 e sk L2 & (SR, 45)
Ao B H(4E, 47, M)A AN AL He RS WLRA N,
IR BLAE, ZER4S, RIRMERAS, ATHEERSS, MBS —AKe, AR
4, Calcium gluceptate , LBLFABL4S, 2845, RBRAS, A5 — R #5(calcium
10 phosphate dibasic)Ae = 8 45 & 4% i% 89 A ALER &
ELERRTEAPOLSHEEREETEL P,
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k1 HEEH

£ g4, 4L AR LH), Bt (RR)
Hodhhiss R FRRERE Monocaprylin®(Sigma), Capmul®
MCM(Abitec), Imwitor®308(Huls)
Cg-C 1o 36 4 H it B8 Capmul®MCM(Abitec), Imwitor®742(Huls),
Imwitor®988(Huls)
& o B M BS Myverol®18-99(Eastman), Calgene®
GMO(Calgene), Capmul *GMO{Abitec)
¥ 38R i B Myverol® 18-92(Eastman)
¥ AP g B H b Imwitor®191(Huls)Calgene® GSO(Calgene)
¥ B H AR Imwitor®3 12(Huls)Calgene®*GLO(Calgene)
= P AR B B Capmul °GDL(Abitec)
Hid BE Z LB b B Triacetin(Sigma)

Hih B HT A |PEG-4T4 65 H b B Cremophor®RH40, Cremophor"RH60(BASF),
Acconon®CAS,CA-9, CA-15, W230, TGH(Abitec)

B R34 84 i B Gelucire®44/14,42/12,50/13,53/10,35/10,48/09,
46/07,62/05,50/02;Labrasol ®(Gattefosse);
Capmul®3G0;3GS,6G20,6G28,10G40,

10G 100(Abitec)

%7, —EE |PEG200 % A k&8, |Calgene®20-L, Calgene®40-L ,
PEG 400 % J #8485, |Calgene®60-L
PEG 600 # A #8485,

PEG 200 5% f5 8 8%, |Calgene®20-S, Calgene®40-S,
PEG 400 $ 3% i85 55, |Calgene”60-S
PEG 600 % 5% fig B &5

PEG 200 = A #:# A5, |Calgene®22-L, Calgene®42-L
PEG 400 — A #: #4255, |Calgene®62-L

i3




PEG 600 — J # 8 &
ER_BE | —FRA—HE& Captex®200(Abitec)
% BB % R #k8g — 7 —BEE  |Calgene®DGL
¥ A HR R A Calgene®PGML
FI o B A AR B B Ascorbyl Palmitate(Sigma)
ER L& |PEG AHAst Nonionic L-4(Calgene)
PEG ## 5 % & Nonionic S-20(Calgene),Myrj45, 52, 53, 59(Sigma)
BLA L ZLAE S | A A ALK L AL AT B Calgene®SML, Span®20(Sigma)
# i ah WAL BLEERY  |Calgene®SMO, Span®80(Sigma)
% & 2 B A |POE-20 Bk \Li 5L &% % |Calgene®PSML-20, Span®20(Sigma),
W 5L 8% EE B AR B Tween®20(Sigma), Capmul®POE-L(Abitec)
POE-20 & i 8% 8% Tween®80, PSMO-20
B BREAHNE Ryoto LW-1540(Chem Service)
ARG 9w A Lecithin(Sigma)
RS ] Emphos D70-30C(Witco)
HEREERY [PEO-PPO ##3t %% [Pluronic®F-68, F127, L-62(BASF)
BL_8 PEG 3350 BF KR

seof, EAKBEAAEEMNGEECHEMXRRTE, AFRTRT

B, RETEHAM HBRAE BBRE

R T

LEFEA, AEEETER, T

55 imidurea , AoHih, ALEE ik Ko EIEH R LA
AT I 2h 60 A B A — AR S A E AR R A 1 PR AURE
RA., BLEEEIATOAR AT RA GRENAESRAB TS
KoegiE A B A E M E £ A Img/ml, FEAEEKT Smg/ml.,
g R AL, T AT AR A ALEE Sh, B4R A 2 FHIARLE.

£ 2 ARk AR

34




xR ), ALF B4R FH, Wb CRR)
B 4-H b B % F A Hh S Monocaprylin (sigma), Capmul®
MCM(Abitec),Imwitor®308 (Huls)
Cy-Cyo Sp4-H i B Capmul®MCM(Abitec),Imwitor®742(Hu
1s), Imwitor®988(Huls)
8.y 8% B Imwitor®191 (Huls)Calgene®
GSO(Calgene)
By 85 i B Imwitor®312(Huls) Calgene®
GLO (Calgene)
ik B Z LB A Triacetin (Sigma)
Bl L BLEEES | A AREBLAK L ALEEER Calgene®SML, Span®20(Sigma)
# ok B KL LR By Calgene®SMO, Span®80(Sigma)
BERg 5P BERE Lecithin(Sigma)
RAHEIE Emphos D70-30C(Witco)
HEERY PEO-PPO # f kR4 Pluronic®F-68, F127, L-62(BASF)
B8 PEG 3350 B0 &R

2 EReH kR T

Abitec Corp.Janesville, WI

BASF, Parsippany, NJ

Calgene Chemical Inc.Skokie, IL

Chem Servce, Inc.,West Chester, PA

Huls America, Piscataway, NJ

Sigma, St.Louis, MO

Witco, Houston, TX .

kAT LA B (1) MUB e AR B R ) o A HLBL AT QA

35



10

15

20

25

30

) 3, 7~ ) & A ALBE &4 3 Av e B - 3EIE .

kR EAME A QIE R AR, EFREGE, £ABKRES
BEE LEAAS, WIRMER, AP, SRMAKKY. REENRRALAR
Bk, kb B Ao LERAS,

TR ARk 64 A5 ik 64 BR Ao 4k E 69 3 0 R AR R AL S eh s,
X 5 AR R R 0 4 W Ak 2 4o - b AR B AR 2 36 ) oY 4R A 6 IR A 6 T i X
S 5 A5 WP AT,

ikt g B AR Ly EL O —HOBRE R, ZHSE BRI
MRS MR LB ERLWHRELARKE, BRI hd, FHADE,
B SEABRELARK URAEEHNAEALEMNGTIERE He
FA et B o E, TG ERREAY, VARRE N b mk iE R,
PG TAFTEOE LS BHRILBER S BRTERE,

B Ak EENAE Y EAFEROE-BNEE AR, AHSE
BHRILB B RS MR EBYE, B, FRIFLER, THRE HR
B HFAER, AEEEA LM SR B, HkEs, BUKL RERER,
B, ERALE-BRAARKEERY, AR, UARETR X
mﬁ?%ﬁﬁﬁﬂﬁﬁ%,ﬁﬁﬁﬁ%%ﬁ%%,%%ﬂﬁﬁ#%%%ﬁ
F A0 B 4o RS BRAE.

B~ AMEike BN A LS ER O -—BNEE AR, AHETE
BB E RS LEE, A@ERMNEMHeERs R EE, HibE,
Bl RLEEES, BERS, BRRALR-BARERAREBRERY, PRLZH
%m&?#ﬁﬁﬁﬁﬁﬁﬁ,u&%%%,ﬁﬁ&%%#ﬁé%,%%m
Ao B 5 4 4 A Ao i T A LR BLER

RAGBEBANG LR T ELSE LGN EZABERA PO
*,%ﬁ#ﬁmﬁﬁﬁ%&%ﬁ%MKW%ﬁ@ﬁﬁ@ﬁwﬁ%%%i&
ﬁ%%%%,%%ﬁﬂﬁiéw%ﬂﬁﬁ,ﬁ%ﬁ%ﬁﬁ%k$iﬂ%%
ik B —Af.
2R g #E

m%$i%%%aﬂ%%%Mimﬁﬁ%%ﬁéwﬁﬁiﬁuﬁ%%
%ﬂﬁmﬁ%@,ﬁﬁﬁﬁﬁx%#%ﬂ%ﬂﬁ@%&%&%%%ﬁ%%
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B LR g A m AN, bR, RUE, aELAFZIAEFIEY
EATEREETRNFHCAFT RS R L) ROLK, LARBFHTR
B3t SR AR (PP T ImgA/ D BE). 9% € R T A IR AR a3 T A R 4G KA,
$— LS ETHEL—FFLF, CRESSBKRGTHEE, LaRA
ATFREMZHETERSHRAEVGRESWHHGE —CRURA T —
2ol TH ARG R BHGEANNFE R —LTHRAEFTE
RERZ et BiE S O RBEF TR THERY, F-(R)ARRETD
MAZEAGRAE., £ (3N eREAEFCRES -~ ARAH,

TR R T AR e AR EF TSR BT AT EHHmA
FRATGBRE A EQBEN. F_ORILRBER, AN LR
FR TR,

B RTHAMB O EHOR, LEZRSW AR &how
Kk AGRGR. SEdPrREHROHORMI, BE, PARTE
AL 6L 35 AT i 4G AR AL,

A T4 L S (GER) O R IEARSR A ket AW, o
3469 pH 31 X IR B M E AR, HOREF M pH TR T
%, A NHFREPBTER R ALEF XEE A TR TERY,
AT g Bl £F ¥ pH TASREFRTTiES, 2480
WAeti Bty pH T i fo Tk e pH BB RGW AER KB,
EoFEATE BB T RE, LRAETFTRIERE, LR
ME_WBRSRER, LTHNR_THLHELE HHEIRSE-TR
B, SAE_TRMERAFHFR X -_THAEANLAHHLR AR
W AR PR R ER, SE_FRTASGEIER, SE-_FRRIHKT
WEE, ANE_WBMARCHMOER, SR TRILKSELR BRIESE
WA, RLH - LRBAE TR -TEARY LEREEZR
SR, RO - LABMAE_TRESRIHELRY, XLHPL
kEBERS, BREBBRAEDAHSRPBHRE LR, RYAAHR
Ao B, BAKBRWEARKBR IR, LKA, PERIHEAT IR
ERS.

tik ) pH BB B S0 G5 K N, SRR FEITAN, LREERT
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WE AR, LBBEZBARES RABRITAY, LERORER
WM By —ARBRREGERY, RAAREFABYERINGRT A
WL By, ABEER LES AT LR ERMY.

K EA G pH SRR S 036 LRATE Z VR e A 85, MEZF
BB LA, ME_TRARATALRLE LBREE=ZBRUAEE
B, TARRBAFPTLABRTEOAETABELRY, AASAHR
Fo £ —Fr R BREG W) LR M.

IR R LR RS TG e R4, BF, ARHAR
BB, FARIEE F Ky aiR, ARkl LR B AT E A 20um F] £
Imm .

WFa, RELRGAMNEBLE, APF—CREARL KRG mit
%#Tﬁi%&%w&MW%ﬁﬁﬁﬁﬁﬁﬁﬂmymmn%ﬁﬁ%ﬁ%
(H b TAF LS4 R EA DA T8 pH &), & FH = CRAREAN
BAE R R B REMR. AR ORGBBRRERY, FaK
B ok 4o Ak S BP 3, be ik B A P AAOAR L R A FHRE, KA El
(FE DA

Wik B WAMENE A EAFTROIESBEMN, LPE—H
ﬁ#ﬁﬁﬁﬂ&ﬁﬂf@ﬁ,ﬁim&ﬁ?iﬁﬁ%wﬁﬁﬁé%,%%
mﬁﬁﬁﬂTﬁﬂﬁﬁﬁmﬁ%ﬁ*%ﬁﬁ#ﬁ%ﬁ%%%éﬁemﬁ%
Ao kA TAR —AR S i Lo p &AM, Kk TR
FIAA K4 ARy $BRA. % 5 WA H T A A4 I TRIAEFTH
ey Bl TR &R A%e 2 FEAGHAS S(QEF R PEIRIRE, &
sk, ARG dk, Foskib RS R, FHAT).

FRE O R T AR AR, SEOPLANREHER
M R, Fo @R R AT 6 AR,

S EHRIEERORY FHAN(FEL B LRRBKORNY S M
*m%*%%ﬁﬁﬁﬁ%%ﬁ@ﬁ%ﬁ%&%ﬁﬁ%%ﬁ%%%@%5%&
il A e B & Pris .

WE 0, R S B 6 IR R A e EIR K AR B F — KA
bk Ea i RER AR, AT HMAGHAHA 22, REELRER
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il At 1 AR B A IEFo B B AL S A T KL, M P pk e BRI
S TARTUARE S /o440 USP istif, AEERBRG RN Z
BB EWERAE, BF, OREEMRRB, FARFIHE K
HEIR,

IR g o AR A B E) B A TS R A5 TR E TR eT-2 WAk
FRM, EEAKMNREBEN, ik, HOFEReHREFN T
BIEO AL TR+ iR FiR TR, A TREREHROCRY
A2 pHB AN RESY, wilk Ry egE R Hf B A,

pH 3| & 43R mg # 4 oA B L TALA S KR TERRERS
M, Kk EERSY BB IR AL S E, AR pHEENLA L
FlEN RO RSMOLERORETRAXSHEN, REEAHKS
FEA A, REST B EEfet ke pH ARG A ik ey
ARtk ik 6 Add B 09 pH AR S M. L E#RF RGR L QRR LK
10-70 % pH # AN R4, @F, AFNORBELLEAKGER, &F,
bR P AR pH S B SWA S, &% BAKA LR, FERTiE—
FBL AR SRV RERES W4 HPMC , F&45 T EHEWH
o, Rk B EE S, ArEE, AF LMwmisd. RN TE
it s HE AR 69 LA RAKK R R R RILR MRS, Bl
daxtFE Lak, A HIEARILRE W TR SE MR T
etk

Zuh AT EOELENE, i @ALX “GR HHSME, 12
MIBAKH ST 15 oabegtiR . HbdEAFROELER, L840
S kAR ENE, LEenEAhILE, B AWK BAX
W, QOSERGBES M RAELLKENEE, ARAQCHFEESK
ER@EASHOR, ZORGEKRMFIERR SR A%E FH
15T 3% B oy Aa kM eg — AR 5 ekl 3l TEERAFEIER
HRE T I i R KR Y B Bl mAn TR B A A, IR TR E ST
PEAR, e de i, Y B4 B Aok 5 3k R S M e AR 2 AR AL,

KK RE 38 iR AniE B A A 695 R AR G364 S Ak A Al A £ AL
F, GEALEERAHE, FHA NS EA, BEARERARER

39



10

15

20

25

30

- &

At REBEGELSY, BAETCEEGTAGBMREN. HHEAHCE
%ﬁﬁ&mﬁﬁ%é%%%ﬁﬁﬁﬁ%fﬁﬁém#ﬁetﬁ%ﬁﬁ&ﬁ
FARME, LHmEPLKE AP, RRAIKREPLKRL. KT
5 th A2 LB 3 4 R AT 65 Ao 125mg/ml #SE MR, TTHRAL 2-4 AR AURH S5
JE, RyLFEA—sBREIF T,
AFHALEEaHA I REE, RE, FHgiired. R
%%%?%%%O%%ﬁﬁﬁﬁﬁﬁ%ﬁ?,L&T&%%%aﬁﬁi%
%%,%ﬂﬁﬁ%ﬂﬂ@ﬁﬁﬁ%ﬁﬁ*ﬂi%&m%ﬁﬁaﬁﬁﬁf$
ﬁ%&iwﬁﬁ%ﬁﬁg&m&%&ﬁ%ﬁ%%%%%&@ﬁ,ﬁ%ﬁﬁ
%']%:‘iﬁitl’éﬁ*ﬂﬁ%ﬁé&iﬁﬁiﬁﬂﬂi#’ﬁﬁ%%i@*k&ﬁi%ﬁv%ﬁio B
K T st Rt A F R a4
E%ﬁ%%ﬁ@ﬁﬁﬂ%ﬁﬁi%ﬁﬁ¢u%&@W£%%ﬁmﬁé
MR B 5] 2 A R (Al &R B Edo Freand HCT-60 K #l &R & F). 3t
%¢,mﬁ%%%&@ﬁﬁﬁ,%%ﬁ%%%%ﬁ%izoﬁﬁﬁ$ﬁﬁ
RegERE, AKRETRHATHE LB TR RN 6947
et S 04 S iE TR SR TR
E&M%%@mﬁﬁy*ﬁﬁ*ﬁﬁzﬁ%ﬁﬂkﬁﬁﬁuafﬁﬁ
#%?ﬁﬂﬁﬁﬁ,ﬁiT%ﬁ%%ﬁﬁﬁ&,%@ﬁﬁ%ﬁ?%m&ﬂ
ﬂ&m%%wumwmﬁﬁﬁﬁ,%%ﬁ%%%&ﬁﬁ#ﬁﬁ#%ﬁ%%
“Z” HiEHA.
ﬁﬁ%,@%Eﬁﬁﬂi?ﬁﬁﬂﬁ#ﬁi*&i%&%wﬁﬁﬁﬁ
%m,@ﬁﬁ%ﬁﬁ,%ﬁ%m&,ﬁﬁ&,@ﬁ&,k@ﬁﬁ,%%ﬁ
ﬁ%,#ﬁ%,ﬁw%ﬁi%,%L;@ﬁ,ﬁﬁ;ﬁﬁ,%iﬁ%,%
A LHEE, BLAGLALEE, KA LEEBLAGOL LR By, MBS, AENE, BRI
ia%—%%iﬁ%ﬁﬁ%%%,m&%a;ﬁoﬁwﬁ%%ﬁﬁm%ﬂ
ﬁ%ﬁ&,k@ﬁﬁ,?%ﬁﬁ%ﬁ,ﬁ&ﬁﬁﬁ%ﬁ,ﬁﬂ&ﬁ#m%
Fo Cg-Cro S5 H b B
% 2k iR A o i it i3 R AT ARAE A LA Fa m TR B 1K 3 DHRE S, W
10 AR I A (o B 8 2F A AL LA e F) A E A (B PEG-3350 A,
i%ﬁ%&%ﬁﬂwmm%:%mﬁﬁﬁﬁﬁ%%%ﬁ%ﬁmmﬁ%ﬁiﬁ
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fyit iR et ), ERRTH—FREIARXNSIRNIORERRES W&o
HPMC , #oikirF it odhteth, E4E # 48, A, HERRT
Ik d ), % Ak AR B ) Tl k4R AL A BUAR Y B SURUIR R AL e K
EMWEILE MRS, Flde, A TE L, SHRBEARCRILR2E T
PR AL 4 A R MM SR AR AE g 2k iR, A IR B ) T A 0K @ AR T 5
AR P AR B 3E TR ) VAR B4R B T2 AR A AR L 4R Ao A8 e, LR B R T8
A KB MR SR, RAARSZUEERGRUA, RIFEA
ﬂﬁﬁ%ﬁ?ﬁ%ﬁai%ﬂ17#18¢M$T$£%%$ﬁﬁ&@ﬁ%
Hik B sk Bl AR AL

£ AR AnE B AR 6 Rk E GAENE TIAMASE G RHRKF
& 4438 4k oy US.Z 53 07/296,464(1989 % 1 A 12 B, 1990 57
A 7 B % 5h EP 378404 A2)# 6L R e TEMAKBEL R Mf S HAEA. @R
B A A A A WA R, A ERBEREMAAM, &
A AR R, KRR AP, R ARERESMEILIA P T H
A Ak, A, EETEARSORAS T RHE TARRAR
ﬁ?%ﬁﬁ&%ﬁ,ﬁ%ﬁﬁ%ﬁﬁm%#ﬁﬁé%#%ﬁﬁaﬁﬁ%m
FRAERESHBERATRSHE, PRSTELESHWm, KA,
¥ & NaCl . s g Bak. stib, TR ABARKL CHMT % E
bk LA LA E G R T HAIL, ik H EALR GRS BRA A6 5K
Ed, MR TAEEMARES Y, GEEARITTERRSY,
REREAR LML SLGREHARERILRREA R TRENE
vy MR 8 2 AL,

ﬁ%@ﬁ%ﬁ%%ﬁﬁ%ﬁﬂ#&ﬂﬁﬂ,ﬁﬁ%ﬁﬁ%%%%%%
83655 M 3000 5| 500,000 4 RIRETHEAB T RSB E. HRiLkHER
%%%@ﬁ%&%ﬁ%#a&%%%m&ﬁ%ﬁ%%ﬁEmumﬁa&c
1 B9).

ﬁ%@ﬂ%ﬂ%#&&ﬁﬂ%%ﬁﬁﬂ,ﬁﬁﬁ%?ﬂﬂﬁﬁxﬁ%
AL e TR S A 3 R E S, BBl dEmatILR e A,
ﬁﬁ&iﬁ%%%ﬂ%ﬁ%%ﬁ%ﬁi%%ﬁﬁﬁmqﬁﬁﬁﬁﬂﬁﬁﬁ
ﬁﬁﬁﬁﬁm%%%&iﬁ&%%%%*ﬁ&ﬁ%ﬁﬁﬁéqmw,ﬂﬂ
P LE, ASHEERAE IR A RILR A b T AR 6 K HIE MR AR A
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5 @
sos Qo0 =
L]

#3858 . 38 iR B ) T8 4 3] KR KRB ST 8 (de KT 20,000 i RHT)E K
B A4 B35 5 F) F o AR

BAATHAFTEABRI K A%, WwEERYH PCT/USI3/07463 (1994 5
6 A 9 B L WO 94/12159 iR, BIAMEASRE)E R R 0 LF R
ABOR, ZOFEMILFEAKRRE, BAAZRGILPERGRARE. X
BOEEAY TAZANNEE T EEA SO HRERGY KT RERSETE
W, EBEAGRAT RS T @ AR AAEAR ERTEY, BA
T AR B A e A IR TR, RSB T ARG, EBE WAk
BN T B A% A AR BT 38R, AR SRR
A, BR AN HERIE R PR M AR QRIS R
E B AR AR T R A K A AR T, RO AR e 288, 8
WL BT, RO Bl BERS R BREY, Bk AR B AZ KM, i Hib = B
b s = &, TEAHY S8, AR =&, BAW, AR,
Wb, SRR, Eokh, b, KAHF. RBHEHBECEF
BB, FAAEE, TwRs%. THAREKRKGRESY. FEEGHMILR
K E MR RS, G R Gis S ek B, RBBRES, RUM. RELW,
%aﬁﬁ,K&i%,%ﬁ%ﬁﬁﬁﬁﬁowﬁ%%ﬁ%ﬁ%ﬁ#ﬁ%%
HAKMILE ST A AR TS, A% AR AN PR AT, e
TiE,

EAE AR, B R P, ERER ESES M MATE A, K
o B BILBE G ILE M R A TSR E, AR AR RE, RRE
i o 4 bk T 8 R R B L SRR XM, — R AR
5.8, L MAMGBRATRALITOEENERRTRSILAKCRN S
e X YN R GECA B

A LR E ] K S e R g, Bk ik T AR B e R
B OB, HkEfe B GBA RY. IO R R BRAT A o) BB,

ﬁim&&m%&%m%m&%ﬁfﬁ%iﬁf%¢,m%ﬁﬁ¢%
ﬁ%#E%?%%%Eﬁ%%%ﬁ%%@Rﬂ%%ﬁ%%m%ﬁm,Ki
ﬂ,¢ﬁﬂﬁ%*ﬂo@ﬂ@ﬁﬁ%ﬁ?%@é%i%i%ﬁ%ﬁ%%i
b S8 BALRe AT E R, G 2-20 % AR T AR,
ﬁﬁﬁ&%%&%&é%,ﬁéé%,#ﬁ%é%,%%ﬁﬂn%ﬁ%%
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REK &AL EIAA A BT A8 A RMBERE” (“enzyme triggered
supported liquid membrane devices”)& AR4L, fK.i% &4 38 @ R VAR G RAT 2
PR, BRER, DERAMBB AN E T 3-20 %EA.

EEXATZEFEF, THENEERGSHMARME, ZHFGEHMK
B#, A, REEAH, Fit—F RA KB/ KK BIEIERE,
Ffhiktd ks £, et E ER B O R R AR AR R A
SER, 45k 69 1R 8, R 846 HPC, HPMC, PEO #= PVP . 34T 5 fil &3,
% 6, A T fLi% 4o ¥ § Freund 4 4) 85 HCT-30, HCT-60, 2 HCT-130 &K
Beg b A RE Pk, A HPMC KERAAESEMREH CRIZ N A
AR RAOREGEETMN 550 bHRAETE. RENLREE, FHEW
AR AR A R4 Gl B A4 w69 1R, AR W A T i@ 5N
S8 b EFHBRERESY, OEERRTLEASREEC), LEHEE
(CAYV BB THRABFHNORRF P MM, Hi, GREFTTH
95:5HPMC/EC %] 50:50HPMC/EC , &, 95:5SHPMC/CA %] 50:50HPMC/CA #
B, EXARANROWORAANGEALT, §EATEMNARAEHK
R AR ARRRRASH RS, Bl THRIETRERARAPLK KT
B fo K AR, Ao SRR BIRAL R 6 R B4 Glatt GPCG-5 &R B X
fl A, ST TN ERA, R EERERG DR EFNL 10 % 2] 100 %.
st FawAB AR, ARERORGDFEEENL 15 %-200 %,

3

AEW SR BRTERE, L THETIFENE.

g kG B K T A A MUE R Jo LB LB, RA8F R 4o T,
B EAEB, WwERFTE RFRIERE TR, @Rk, —LR
R T EFER LA RATFT RN RS, S EH ISR AR
HHGEAN, LPomkeFBMn wiEm, 4wk LB AL RET
BTFHAFEMST . Kikctr, BALERS GRS, REME
Ak LB A LR S S R T SR RE. R iR A
AT BB EFRBEANGH S, KRR ISR THAEMNGHE —K
AFI0CH60C, ALK, HAFRELHIA0C. K5, WALENT
BRI RSy, @, RAFESEHewARmA | B 2 BFH TR,
SRR, Aoa 11 56 TE. AP ERN, £dkLBRETINE BE,
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AEIEF ek LR, AL ARSY, AFHATRAY0
C. R RRRE, BEREARRERETAAG, BALH, TR
EERRSETERFRAE 35 CsT. SRS BABRAGRIEK, FH#AR
o 86 B KR TR A A B R ARET T%, &F 30-60 C,
24-48 N EF 3 E R AR btk AR T IR AT R LA T AR 69 B
Ja].

A, AWML ETAERS BN L, ded ik LB S R AHLE
HEE, LESBHBARED G4 WK BN, SaREERER THA
&%, A ERE, A WAk K RACSH e R BU I AR 6 K
Mgk, skt Bk ey pH AR b Fegak. AR,
pH %M/ 25 6.5:9.5 . thikik, pH H4#E 85, THATHRpMGEK
M 8,46 NaOH, Na,CO;, NaHCO;, K,CO;#» KHCO;. 4hifd, FAK
P NaOH . 4o 3biB i 084 s Ak ed % B AR S B R IR IE 89 A LA e LT,
BB, B, FEAM LB, ZESRATATE, —& KLk
BAAR 5 B RREA AR A KRR AVANARERET. BB, oW
PR AP A B R KR W el e AL AR RS A LB L

FEP RS AR L-FUBR B, L THT 55 BA 4.

ol Ay 3 B BRE T 438 ) A ALE e LR L 8E; T A8 Fo 1% o TR 3R,
B %A, WERTE AXRFEREL T, @ERH, O
RTEP A S LA RAEFTARBE A SR me. SEGHIENZAEF
XA AEF, H P ket E BIEM, 2k L-3LER 3 LR
e T RAMENH LR, KELHIE, AARLEMEERGED, T
EMe ik LB SR LS EAEN RN SAGRE. ERGBAR
BAT RS ERAEMNGHE, Rt RERIKT A REMNGHE, —
ﬁﬁﬁ30tﬂﬁmn_%mcﬁaﬁ,ﬁﬁ%ﬁéﬁ4wcgﬁE,WAﬁ
F0) L-SLE B R B Rbdh . iEF, KA Trs a1 82 3%
o L-2L8s. BB M, A 1) 44 L-FLE. BF T B, Awak L-LaR
BEEE L. B4, AEAEAGe R LKA, AHEAAR
%%,ﬁ%ﬂ%iﬁﬁ%OCgﬁﬂﬁﬁé,%%ﬁ#ﬁﬁ%mﬁﬁﬁ%
ﬁﬂ%qﬁ%ﬁ,ﬁﬁﬁﬁﬁiﬁﬁ%%?iﬁ%ﬁﬂﬁ%@ﬁﬁoﬁ%
M BT ARG SR, Al kel L-FLER L &b R LB LB Ok AT
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5 60m E AR AT T8, 8% 30-60 C, 24-48 B2 RAKRK Bk PT
AT I F Ao AR AT R R FL 0 L-5LBR A% W 8],

R, Swmik L-UBETHE G wRG L, wéddhARERER A
BUEHE AESE#EMEDGLS WA, RAW, SHHKREREM TR
H& . ARTEN, %4 dkEAKR T RFE RIS DB IAFE Y
K sk. f5Ae A sial P M5 E R 69 pH A B b AL F e Ak, A,
pH ###2 6.59.5 . thit, pH %HE 85, TA TR GENK
PLER 6,45 NaOH, Na,CO;, NaHCO;, K,CO;#= KHCO;. fHikd, MR
P NaOH . dwbiB A6 4wk od ik & s BEN T LIS 69 7 #1LE Al e Tk,
LELE, £, FEISwoOB, —ERITATEH. —&% KRR
LB, MAKFaS & RREAIASF A KbARIARARERET. RE,
JodT B PR AL T Ak B AR 4 W AR ALK A WAk L-SLEk &,

Lok L-SUBE BT AAE 4wk Aska S 4 &, AL ey, @l
US. % #] N0.4,536,518 Ffik 7 ik 464 4 v b i ik 3 2 K Fo 518 69 AL
R RASh TR, A SRS ENAIENGKELBRLE, Ref
Bode TILH NI, FHB, EXTE XA FFRRL K, v AR
wh, — LB FETE. ALK EEHSETEATL0C-20C, £,
AR RRAM B 15 C., A wAe kB ETmASE SRS E. B
B ji Pl Ai% 84 8% 8,35 NaOH, Na,CO;, NaHCO;, K,CO; 4= KHCO;. Rk,
AN NaOH . Aea B B akE] % BB A4 vA s R4 s Ak m kBl B 50 & 4%
b o ki B s, LAk, HKE pH A% 9.6 B, HETRMEN, &
Al phoE B AR A ALE MK IR 4 &, SF BRF A B IS R A ALE
RIGEABRERS. SHAFRGANE. BR, FE2LBAEFELER. L
s L-SUER B ik id 3l F BRI RO R IR G B K 6 BT pARLAL T
BAgewtk L-3UER 2. BE, Rt s 4 8-48 B, fRik#) 16-24 /A
K, 4o b o B F ek L-FLER .

AEPFHRELG S G L-EARSL, ETHTHNIRAE.

Ay A8 B R TS A AL Al 4 LB LB RABF R LI
B AR, wEATE; XA BT, WERE, —O8
B B Bk L4 A SAEAT AR A K eg 4a A, SRR LS A R AEFT
ﬁ#%ﬁﬂ,ﬁ#%wﬁ%ﬁﬁﬁaﬁﬁﬁ,%wﬁwbi$i&ﬁtﬂ
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REFETFHBAAEGRE, KAL4TVTROLKRLE, P8 3
Stk L- R ARBMES, FREMES WA L-RARREAREL LA
B EAYRAES, KRS 2 23 % RO LBRLENHER LEHKL
AT 3 %okey LR LES AR, FERAIBESRET BRI ERAEMN
Wb s, RAEERGBRESFETR KRG, MALFTORLARIA
RRASHE. B, RAELEHSEMMmA L B 2 BEHRAREK. £
B, A 1 LM EARER. RETRE, £0H L-RAKBEERT IR
. ISR, AEAFAGSEK L-RARBIKE, SHER LR,
BEHHEERAY 0C, ERTRE, BEHHSBLTLZETZHAAA.
pAen BEALAE T BASRE T ERA R 35 CHtAT. B RAM
RSk, Ak L-F AR ESKA KGR LB LRERTER S
W38 R AR T F 4R, i8F 30-60 C, 24-48 PR A RAEKR LR ATA
BT LB B, KA AR B 6 R A BB B ).

A&, Wk L-EAABRETEEBS WKL, odhEBRESR
B EH S AESEHBHRENGSBK, BN, SHAREHEA
FobH &b, AT Eer, 4 Ak kA K P RACH AR B
AFB GRS, AP BEalgEgs pH A B 2k A A i F 49 B8
#ﬂﬁupﬂﬁﬁﬁﬁaumoﬁﬁ%hpH%%ﬁ&a,Wm%%ﬁﬁ%
AiE 49 APE#R B35 NaOH , Na,CO;, NaHCO;, K,CO;#» KHCO;. ik
Mo, F# NaOH . T LB 4 il AR oY 3 B B BN R LIS 6 R AL A e
. LEECE, E FTERAMe_ R, —SRATATER, & K
B 2.3 % 854K Bk ZLES. MAKAR o B R IR AT ALAR 5T R ik R LA A
BERETF. RS, WWEFELELHERLYSHRGAIATRE S
ik L- X & R,

Jo £ E % #) No.4,536,518 Frit K@it A A NaOH , NaCOs,
NaHCO;, K,CO; & KHCO; P F24- i 4k 3k 4o4-hy #h 3 88 35 3, & o s pBR
3 o KT e T ) BA sk AR e B . A ke 95 B AR ) T RAE A £
fh Bl k5 Bk

i@t U.S.4.536,518 Brik 7 ik 4 &4+ 4 85 35 Ao 4t AR BB 5.

R T A e VT IR R AL(VTI B B T #4740, MB 300G #
MB 300W , VTI/ 3], Hialeah, Florida, £E)MZ 4k L8k, &8
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L-SLEk S f Ak X A BB R A GEN. WA WKL KRE, 4wk L-IL
iAW AEARKEREIRACEA 10 %-90 %o KA F. EEA
KRN E Y, S EE25C. A VIIEEFHMNRMEXALFEZ
#ih e B R M AR ERA, T HEARMELNEETEHAZTKE
8.

Bt ES R, BRSHR HERR, BKOGRERE, RS
AR, FRMAEE, Wik FAdiib kAN L2 oKL el L-3
B A ML AE. R 1 Pl T 4w Ak LB S ALREE AR e A A R

£ 2w Ak 2ak 3k e LRV AR

pEX 3, cwHhLBRE

R ES, MPa & 5% 4 5 36.7(2.5)
B 58 R 4 A 0.831
HAEEEE, MPa B EER 60.0(0.4)
Mef%64 A E, GPa A EE 5.1(0.5)
B SEREE, MPa SRR 25.1(1.3)
MBS, GPa HHERR 2.2(0.2)
Wikig, MPa i oYX 99.9(19.1)
k%A, MPa AP dr AL 0.52(0.03)

# la 9 T & bk L-SU88 3 g Lk sl 25 R
£ la: 4-wak L-5088 3 69 AL A2

PEAE ) i, 2w LER
JE#EF, MPa JE 5 5] # 52.8(0.7)
B R 5 3L JE ) 5 0.862
ZHAERAFE, MPa HEER 81.6(1.6)
RAkeg e g F, GPa HERRE 7.4(0.6)
B AEREME ., MPa fi SRR 31.1(1.4)
#piEF, GPa H# AR 2.0(0.2)
WiniEF, MPa f AR 113.9(4.6)
AP E, MPa FAb 3 0.56(0.02)

%%E%W%%,M%ﬂu&%%kﬁﬁﬂ%ﬂﬁﬁ%wﬁﬁﬁﬁ
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3 AS S A0 T R AL 5 B AT A GATRE S R, BABIERTEE
BERREAHAGRES. —i FRIFNAT @ EIRERE: B,
shibe, BAANE, OEARAHTEEIRGZAFS, FESE 17
Fol R, B K e BRI AR IE A R B XY, B A BRALREEAERI F g X
BASG A, B&HTH, RBSIE, &&ERKREREZ LM
HEins k., K, BH AT KA TP )F TR 240 SR 5%
My 44 JE B Pk 46 (Hiestand, E.N.Smith, D.P.Powder Tech., 38 : 145-159 ,
1984 : Hiestand, E.N., Smith, D.P.Adv, Ceram., 9:47-57, 1984), X stf5
B TR R K M 0 MR BB 64 K S R (B AR R A AR R A AT
). it St R A A, AR AA R LB BRI K65 E
A, EIARMSAAMMBABAAR RELFTTHERANMNE. TTP
ORGP 84 a0 38 B, ERARE B Ao R 45 0 R Rk e Rk B YR T At Frak
Hiestand & 7 & % #%.(J.Pharm.Sci, 60:758-763, 1971; J Pharm.Sci., 63:605-612,
1974; J.Pharm.Sci., 74:768-770, 1985; Pharmaceutial Technology, 8:54-66, 1989;
Int.J Pharm., 67:217-229, 1991; Int.J.Pharm., 67:231-246, 1991).

HUAR P A 04 ) R ST R 42 09 R Rk dE I ER(S WA TR E
Foddhak L-SLE k), W E— X Z4y, il b6 R A = Hhs B &

Yeadr kAR T R R T e, BRALFERE. &
PR AEAE X b R R, ERA R AR SRR KR, ZE
St BB R IEM AR, BT BWH EMMETEEE, SHEERK
BELREANY. #£78M%, 1T 100MPa 693 SRR &HE; 100
200MPa 5, Bl #4182 16 Rt 7 X T 200MPa #) {82 1K89.

i R ARG B AR B (A KT B A R e (R ETR
BEMNKEGERDL G ER L. B B f R AT AR P B A AR B R 6
HH, B R A A E, Rt 8GPa s AR S, -
8GPa 4 3Pk A2 & F6g dafk T 1GPa g 1E2 AKAT.

LR R R R RO AR LSRN AANE. FEAA
S b iR . i 2MPa ¢htaMb AR &y, AT 0.8-2.0MPa HAE 2 F
% 64 A4k T 0.8MPa 4 A2 K69,

Hiestand [TP £ F 545484 s MEE A58 (A AR A BFD), AR

4%
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BFl 2MlA & G ALAPAEGLEFILGEATELRE RSB
WG, AT AA R T A BFL R % 48 e T.(BF B 3o R AE R AL AL
2 B G AT AP S AN R XA B A, REREUEN 0 RKF W,
JoF 0.01-0.09 6B 644i2 BAFe, AT 0.1-0.19 FE B eGER 16 97 0.2-
1.0 891852 £ 69,

FERE S M R R R L e H At A T R A R AR TR T
Hiestand &3 %44 F M ahid 4202 hEESHABELAGT TR AR A
FEAETY R B AR E RN T AR AL b TRlEA R
Hﬁﬁ#%i%ﬁ%,ﬁm%&ﬁﬁﬁﬁ%%,&i%&ﬁ&mmmﬁﬁ;
54535 B (DB R4 A2 1R 55 A2 o 1 B 49 WAL ) 6 4 42 % R 1L A2 o 0 B K
%ﬁ%ﬁﬂwﬁgﬁﬁﬁﬁ%ﬁT,wMHﬁMﬂﬂﬂiﬁu%?i%?Z
4 S5 IS HAA R K EG, AT 0.8-1.9 #{EE BAFeq, AT 03-0.7 91A =
e Rey, mAILT 03 (AR £,

BAKAELAGREDENEE, L THEA MF R R TR
mb E AL, T A MERALAL 04 5tk o SRR AR

B A R S AU K . A AT RN, AL
%ﬁﬁmﬁﬁ%,ﬁﬁﬁﬁoE%,&ﬂ%@%ﬂr%&%mn3%iﬁ%
ML R AL, LB R BLE 5 B A (PP E @), KRG BN R ES R
(Bp, = 4f). JRYEVEAE S B TR AL B 60 R AR, A HEBRE, ZAHFEN
ﬁ&%&%ﬁ%%a&ﬁm#%ﬁ%%&%ﬁ@ﬁﬁoﬁﬁ%ﬁiﬁ%%
%*Eﬂ@%%&%u%a@%%ﬁ,iﬁﬂ%&,iﬁ&iw%ﬁ%%
E%uﬁ&iﬁ%ﬁi@wﬁ%&uﬁﬁiwﬁimﬁgﬁ¢Miﬁwﬁ%
%uﬁ%ﬁ%ﬁ,ﬁ%ﬁﬁﬁﬁmﬁgoﬁﬁimﬁ%i%%iﬁ%i%ﬁ
iﬁaqﬁ%,%ﬁﬁ%%%@w%ﬁ,%ﬁﬁﬁ*wﬂ%%%*#&%
KB bR SRR A TR ARG Bl AR B @B R EFRHATE RS
Bl

MM KA L F REARIN ZRER JE (e £ H & A
No.4,880,373 Frit#]&), 1&HES5 BASHA 1.9cm EFH YT 3L
%ﬁoﬁﬂ%%ﬁ%Tﬁ%%&ﬁﬁmi%ﬁﬁ¢ﬁAﬁ%%%%*°m
ﬂ@ﬂ%%*i@%%i#%ﬁ%&#%*%mﬁﬂﬁ%ﬁ%ﬁ%%ﬁ,
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BEEE R AR, WA R R A T AR, Korites B R R
Ehi—A. BE BAilhE i, LHESERR —Laiiis
BAb, ERXARAGELSHGEISH. EREFIEY, FiliRdy
FHES P8 B A A — E AR, EWRE RN, HHEMRES
FAorb ik Eihi L2 B - 2B, KRB, FFHZ4EE 15 54,
faeitdgd, ilid AR MERER, 11 e EREES, A
FikE G EAGTHGRN A, KB, WELRENE SR E LA,
BT Fasle B BEmEAS, ARMF XHEFCILERK @7,
b F it E LR 75 %, EARA S e A R AR a4 e AT AL
MRRIZEIL. FRAHE SRR AT AN 5e 18-24 N B,

EAC R SRR F 8 KA, TASBE TRHEER, X
BN F, VAR P ek gk,

£ 2 B E AR BE 0 B A A

HA e DUk A M A PEEE BT ey EsE
B |l ARG E, hi|gidsaE, H || KRS, E
2w &H A, hr 2 EBHEFH, VE
3 342, a 3 EAERIH, BIL,
4 Mo/ Hb 335 3L, bBL
ERAEEN A, F || ¥ SR E || S4RRIEH BL
2 3E4E, a Hio 2 ¥hpbpF#, VE
2B E, G]3 fptig, E
L8 174, F 1 35194, o7 |1 REHEIL Bl
2 R EK 2 FAEAEAEARH, Bl
BE,T 3 M3 45 4, BFI
4 PR/ F5 T $E 435 £, bBI,
By |1 AF I w7 AL e 4 1|1 BEALEE K, BFT
2 JE AR %A, cT
BE, T
BARFH TR A 1 AR A 3|1 3 —iABh K, UFN
A,

2 AERARA H,, 4% E+#) No4,885,933 Afif Fl I X 4 & bUnl 2 A &
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ey H,, HixETRETFAEED LT, HFERKATEFEK LR
T fo A0TSR AR IT AT 9L A -FHT. AR ERBFAOLE
b, FEEATAAEE MNEAZEEFIRIEEGHSLLTEAE
ey utia) 5 B Fit HiEEEHS A hr . ix s 8 Ao it A i A Rt
. AR PSR ERGE S, IR B A &AL L (Surfanalyzer
5000, Federal Products, Inc., Providence, Rhode Isand). 1F4n3 Lz & 49
A, %6, B maEgERA®. A& BRLESZ RT3
ﬁ,%a&?ﬁ&ﬁ?ﬁ,%L&#%ikﬁ%*&@ﬁﬁ&*ﬂ%ﬁ%
PHAT. AR AEF = KA R W A ARSI S R IR o RS A R IR A 3R
2% (1) F Ho,
Ho=({4mgrhy)/za‘y*((h/h,)-0.375) (1),

fh mApr AERBOREREE, gRAEAFTH a ZERNETF
# hi o hr 2 RRBHREFDRS A

A AEREA, Hy, 44 E+4] Nod,957,003 At @id 551243 &
BRI B R ARk & B TR 49 26 B R A AR B B B L 69 B ] A
M7 Ho. ZAAEEY. AFERFEAEARBAMLLY 5-20 54, R
10 A4, ANEEe R, HRARELENS. REZETK, LR
XA AR O AR, m Ho# X2y E,

Hyo=F, / (xa) 2.

Sk Fr 2 488 a 5 BAE Lesn i a IR EFE. BEAER
H kR RRE R ASEWNEE, AR R AZAAE TiEE LEQ2.54cm).
AR B R AGE A R AR RN SR R AT AR A
ELEES e

W R AR Ab 38, oT 2 AR K A0S ERA B ERAR
Mﬁ@&%ﬁﬁiwéﬁ%ﬁMEaﬁﬁﬁmaﬁi%ﬁ%ﬁmﬁﬁfﬁ
HAUE LR T A - A, R R L A o BT ey B A8
T A AR A, EE AR AL T A S LT RS AR K
B, X 0)it Aiaib iR
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or=Faren | Wy TI"PTF ©)

f Wp ZEKEAE, TAESKEAMPTF ZEANKMH, SHEH
JE LR B 40 % B, HE A4 016, SR 4 o ik RaAE e
B EARR AR 4 B 1) OB N 10-20 A8 BE . BLA AR 2 6 BT IR
X BS T AR AR, B EHEAY S - R EF o F e
M eg R, R F 2R R e, @ F e as, FufoFale
64 B £ R SUh CBEME R, BHEE Sy 3 — AL SN S SR
#4538k xR e om

i &l 45 (compromised)3iid 3% &, oTy, AP SHLEKAELA 0] 44 45
fb 3% X, AR B 694 B Ao i, B ik AR E Y %, #HEXQGPHE.

WEAS CEEERGORRERT FEHEY 18 DHUXE LN
sHEA(RH), &% 50 %6 A M £ A Hind 3k B X ehy K LiRATF
4. 3£ 4 Hiestand #» Wilcox, J.Pham.Sci., 1969, 58, 1403-10; Hiestand %,
J Pharm.Sci., 1973, 62, 1513-1517; # Hiestand #» Wells, Proceedings
International Powder and Bulk Solids Handling and Processing Conference,
Rosemnont, 1L, May10-12(1977)Ffi& 4l &. RAER AL KA @ LH A 4
6mm Efe 63.5-82.5mm H1Z 68 KR K. M MR I 3 18 LIRS AS T 2
EAWMEREL TiEHR AL EEBEREXE—EWMFARHLEA,
BABGERTLH R, BEAHTEGEMNER S, HAREE MR
B 5] 35 4 48 A BT 6y & XAS LB K BT LB B AR, BB,
FE ks ARWA TR, KRG, AHEZLXHRKS, SFXRHEHE
Fé), EERSRIUALHERAAZRMA. KB, Bz p KRB R
Bk AAAMEEEHAAAEE R ATH L LR TARET
B, AMER RARFAEER LA RN EEE L EAA LA AR
RSP A AR A xt B 4 5 o ol 2R e 4 A el BUE b (arctg). Ho A
BB FitEHHAFH, UFN, o X@)PT,

UFN=0.667*(42-5) (4).

Hof o MR A A AL
4 28R B TR AT AT AT A R R Ao B R AT AR o TR IR KL A% T Ao PR HF
Wahis. Bk, K ILA ik Ok H BLA & B 4G L Ao de a4 BHAEE.
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b2, 2HATEEALALAAIMLEABEBER NN F 8
L 3

S 8% 2 64 B AT 60 MU BE 0 AL A BR LR A A TR 48 Fo B R AL AR F FLAT
B R AR s, AAS R LS wRARS. ME,
EEGAEDKFREE. LEAFFHGERTADA N KL L. BZ,
A-dh bk L-SLES 3 A A A PUR M AL, BRI AR A RE4UE. B,
Ak L-3UER 3 R 0 A 09 AR LA,

BRI R A Folr R X- 4 ASTATR R AR B, SR L-5L
BBk L-ALARINSEHAE. EERTH X-HATHK
(Diffraktometer 5000, Siemens Analytical X-ray System, Inc., 6300 Enterprise,
Lane, Madison, W1 53719-1173) & # K X-HE&ATHE. HHEF E T4
R P ARIHA20, M50 WmB|35° , HF002° Ffo—Areyit
Fiads. AEANE: T £33 % # B(DSC 4, Perkin Elmer, USA)fo ik & ¥
A AAL(SSC 5200, Seiko, Japan)®| E #kAE, B5, BAKF AL LE P
ETME.

A E e wkLEE 4wk L-ABEReHKL-RARKRENEM
P A —Ere Wk E i, Wik L-LBRERSBH L-RARRLE
BAMPEM TG TR, Ak EHOESF, TEGTEZRNERT
B g taFe k. HHETFEANM CRGH#AHBE, ERBET, A
RFe w88 AT AASFEKR, BHEMMA 40T 68, M
BB E 15C, 208, %5, AFREBAR 25T iR E A 2
£, AR 4 ke, ik, BTy pH i A B4R HPLC 547
— Ay VA R P 4 kg K, A Waters Symmetry C-18, 250
4.6mm ik, 1.0mL/4 4% &5 RS ANk Rl A7 HPLC 4047, 421 § Waters
/3], 34 Mapple Street, Milford, MA01757 . i@ it i%4-270ml v3 Rk,
230ml T B3 Ao 400ml 4 A ik 8 & A A . E SRR e 1. 7ml BRER
F03.5ml = LB E] | Aok P mel g, ERTIEFe EAR, TRIPA BME
Fe AR L R E, ALV LB B KBEMAN 84mg/ml . AL
i bk L-SLER 2 0y KR AR 4 125mg/ml . KK B eG4 Ak L- X A BB 3 oY
K H 28.6mgA/mL ., &AM KERAFEBEOHENFKE S H0E
s kAR, H K3 B T S M35 = (acute indications) . Mo, R AR VA
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Sk LB H, oWk L-ILEREE, 4 Wbk L- R ARSI FIETH
B HPLC Ml & (&4 B L) 34T 7 ik AR Sk 69 #F o ml €. e
BT HRA Y, AWK SEHSBRITT ARENEKANEE iR
S BAPELS, ATRAFBESGGESALLATRNEHHRALS
FEMLERTR, AXEFEY, LETAWRCBREGERARAL
W2 S AT MR A, iR, B e MR R TR T ASMES 0.1 %,
WiAH LAy, METAHWALKRE S0k L-LKRE, S8HkL-
F A58 A B Al P eSS,

Foik A MR LR T e WA TERE, 20K L-ARIREWHL-K
AEE LA ICHAR S HEMOEAS R —HRBARRKDOEH LN
B AR AR AR R AR T AT, EF, SwkCERE 4wk L-Am
& oWk L-EARMBMAMHILAEA Ct 2C/75%RH + 5 % Fiff 24
A. s, HEEFFFH &M 50C:2CCR0%RH, 24A; 70C=
2C/RH< 10%, 38, wAdHAETFOOINRERER 68, S0CH
0.0IN NaOH &k ¥, 67, 50 Citfiewmzigid, 4@k L-jLai,
Sk L-E AR B egAsst, 1k AR L&A A& HPLC 24Tt AT
B K ARG AE M, SES WY, Wik LR
& ik L-EAZBEFHFLARRE, KALAS TRLFLEH
45001 %I ER . SaAk R, SuKL-LBRE SWHKL-X
ARBEH LB AGERKT 9 %,

Bt FHAAFRIRRAELE FERGERT, THERHTEH
i pphak L-SLE 2 2 @Ak L- K A BB H AR B 4w & B £ A No4,536,518
FOAFFR BRI, R, THEMMRIEE, @k Ll Swk
L7 A S8 3 A s B A A, B BAR, AR R A B SE R
A EEEND, REERAY fo iR A AN e & Aok A 7 AT
FARES A A A wRM R ECERFA A B R AR
Wb iBkib ) LR AT E R PH T ERAAE TSR A PCIRIITI A
PCOS2AIT) . 45 A 40,2 45 % £ B &Y PCT P ik i B3I AKLAEAZF).

BE, amRCEL, AWk L-AEd, SWHkL-RARRE—HA
2 0.2mgAlkg &/ X 5| % 10mgA/kg 4 E/RHGH L H, &R EARIFAFE
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W B A6 e Ao P ke LA B A mEAT AL, A, Rt HFE
B2 sk &2 4 T0kg #5-F 3 09 M A B E 4 15mgA-200mgA & ¥ Lag i,
ik L-fLERE, WA L-RARBRE/R, Am, KAGHEFRR TS
EagemAk LB, 2k L-LBRE, 4wk L-RARBEGH Zh A0
BHEAARWAHELTHH LG LEEE.

ALHREMHE < Mpa” $gktadm “ Gpa” F5-F ke,

KA AE EEE R 48 hik ik R e A BRI

b T A A, BAERPFEFERERRETAN WA
JEdAemKk, HEHA CmgA”, FH-FEH 306.2g/mol #9EE, AFARA
G E R, T AR mgA B ARLT ¥4 366.3g/mol 6P LR 3
WAL EE. W BB 1/4 KM HXe9 T & 370.8g/mol . &
B L-SLEL B a9 F B4 3963gmol . Ak L-RARBRUENGS TEA
439.3g/mol .

Ak AR A oA T AE MR eG AR B HI L. EF, KAFHEAE
BARCIRA IV 258 MRS L LR, BEAEGXEERGR
, ARBEANGSRAESENEGHE, & LR BT EF.

LT gk b, AT T AR

1. “Q” BTk e mgA BT HSH(CHATHEMKGE, QMX
F B FTAY 89 R R TR 4 o phed B 3, “IRAR R, A A T ARRG BUH
B BBAE S LM R, B, 15 %) Q7 4815 % ega kA 1
iR E R,

2. B BSARY, THRCHATHERATEESHNETN TS
.

3. “tgs” 35 80 % & 4-d ARAIZ AL o EEAK A B JA] (/1N B,

4, Bk & AT XU

$pi A = 0.8%(H B )tao» L EAE 24 /B R AL 80 % & ke

5« Qurelease® & Colorcon Inc.,West Point, PA A T A A AR
W, EAIEIEN R BRI M A AT

6. “ Opadry®” & Colorcon Inc.,West Point, PA AL BT AATERY
By T X ARAR 04 — £ 38 98 04 4 2 F B ( hrpRiviagt, RAKLE
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# Ao PR A K )0 IR A R AR.

7. “mgA” & “HEHSBMHRMEAL GHS. Hlio, “200mgA” IF
200 £ &6 5 HAG 2 W AR,

8 “XmgA $BAA (L XZHI)HE XmgA & $ B, Pl
4, “ 100mgA % i 34 100mgA Ethgwhiked SHEMNGEE.

0. thobueth Al AT RSl A TRk AL PG EB AT R
Wi b AR A RS A A FERISA AR MEERL
B4 SEE AL

4o PRy A A £ £ B 2% XXUI(USP), #&dgalE, % 711 %,
BLEE 2 Fr AT ko USP 3% 34438 bl X, #A SOrpm 245 (H A M AL A
% Bk R A MR $ FE, 4 100rpm), %A S AR AR A R R H9 A
KOH 8% pH £ 4.0 854 0.075M NaCl #7 900mL & L& 348 & ¥(0.13M
LE)T 37 CFitsr. ALBERNABABEL FANRRE, WNERA
0.1mg/ml &5 M & & B2 5% ¥R F. X F RO Z R A SEAE TN
IR e e, MR AR B R A (— AL 2 & 10ml)Fi8.id B =)
HPLC A E S EsHEedik. Bl XL A BB mgA
Aty Mot B ) BUR MGG TS s AR BT R T AR R R A
HEAMIEE A ££ 80 % BB AR A, (1)&H MR iR A LiE
#AF ImgA/dsB-40mgA/ b iE; (2)4 Bk R A AE— ) B R R AR
A0mgA/ 1B G)EAR RIS T 9 F— N RS T 70 % a5 AN S
.

s F 3 3R 2 B A M 04 3 R A 4G AT K, A4 bk WA B 6
S B R HRAT. AR AR TR FE 3 DHRE S EHE
PG T ImgA/ I BT ik AR A 4k, RS, AT 1mgA/ ) 6-40mgA/
B 6 iR AL S AR,

2 F ALK R o = 8 IR m R e & A7 0 A AR e KRR SN E R
KA b TS EGE A E, AR T 1995 5% B % #(USP 23), F(724),
N R B ORI S - — R HRAATAE, 3 2 bEfal
EKAe AR E AL LG B R ( BN XT )P AL % K AR Hk 8 Bk (<P
Ak VP M. AT R4 § B SRR R A AR S BUEAY A Rl
& &5, 2oL SOrpm HATHAE, AT % BRI A s %M AR
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i, B AR SRR K A B A TR AR AL A T
iR gk #e by TR,

stF pH 3| A 8975 ] 3 iR Ans B K465 £, KshAliXde USP “His
LI AT, BRAKPHME (LR KA B BB (& 0.INHCI
d), ARAIT ImgA/ iR BEAEWARE Y 1D, (b)ERXE “F
M BBk, A AR iR R AT 1mgA/ /B -40mgA/ ) B, R-E AR «F
P RS H — BT AR $ T RIS d ke 70 % 9 R E. FEE,
MK BT BrEEss Tt 1 e, HELERFESERT AR
BEAFELAALPGEEA, ARNXG PR BRAEEHAEREE
Feit EdeF, 2FE 1 bR G ek ey 80 % &) F| 284 2] 4 (pH6.8)
AP eetE, RE#THRE, EFLH5TF2 mgA RTeEAlF4) 80 %,
B F Ay 80 %t FHH B P (pH6.8) A F ey B EAE 1 R
(R TN, ZEHMRBART 1 e, BKe “BKE RS E 750ml
8 0.IN HCl #4571 Bt 1 B, #ead 10gm % ZRAS S 250ml
BeBk = AR B B AR (A A, JFA 2M HCL #, 2M NaOH 8 ¥ pH %)
pH 6.8, 4 sh/imisk 4% 95 (pH 6.8) F 4 B MBERAKH. B, WAZ
ZEABE % wiv)PH(pH 6.8)8%E AR P oA Au gy Ak 69 B AR ELAR
B ey “MRIRA” (“sink conditions™).

stF AT g B3| K o R 18 E R ik e RAT E, S HRe)E
HGRI R P S EE, Bele, REGBMMAE G, TR AL
R hmsg 5 F) R eh 4k SR 3R4E &L, H§ Smg/ml $ Mk A% 8% (Sigma Chem.,
St.Louis, MO)uAZh HM A4 % = PR BRQEMRANFT. 5 TEEX
BB & e R AR, SNBSS E OB IkEE, ME 9,
BEE G B, BOEE QB AR RX e F M. B, Wikuds pH
7| & 44 75 ) AR A R AR E 64 7 X BEAT, (2R PHE-BAE TIREEFK
WE BT AT, £ % CAAREIGE, MBS EOMIEME, 0 PR
MrEed % 1 i AR A AR § LRASSHATRAT. P BB
&1 EHE, A 10g $ TRAE,
LA 1

W 52 A5 S5 B 4 ol #4945 45 1 A (200mg #9 A, 2 16 A 12.5mg A,
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a5 B R aG A a4 AT T 200mg H 3 B K F 5B T B
B VER = EH,

EAE, MM, ERAMBETESE P, BEEGFESKES
B, A, “Hk#H”, 5 100mg 4 kB K F(ZOLOFTY)
e e 200mg 2w kAl A S0ml KHFZ N L, HRLHAE IS
VB AR e B AL S SOml B RAE R, RRMNERSE FTE,
B2 2o S B A AR B0 A B ISR R SR LA 0 BRI R T . B, "4
kibin”, B2AE LS, 15 DR RAAD B 12.5mg — Al gk £
%5 12.5mg 2 @Ak S0ml Kb agiEik., BALAER —RLHHBEZIHH
2R, CH4, “RAm”, Aot rpmaf i ST TBN PERER.
R ZAEHEERIREEH.

AeE, #5505 051,2,3,4,5,6,7,8,9,10,11, 12,13, 14, 15, 16,
18, 20, 22, 24, 36, 48, 72, 96, 120, 144, 168, 192 #= 240 o B bntf. A LM E
sARGENT b ¥ AWK E, EMcs St e R RAER AL FH
W7 4R P R — % K R 6 e B Ao MR B AT B ) o o 25 F 69 B AUAUC), KB
HEEmeF3 AUC it F.  Con AL LIRS TS 69 R K f K28 4
BB, To Bk %] Conx WIETH], BLEHAI M E 3 FHERLT L -
1%,

kAo dg KX B, BATEERA-ANAELR EH—AF “HA
FEAEE” (“Visual Analogue Scales”)#i i, R P EXKEANTRALEXLET
seeg S VE R 6 B EM EVL0-10 5B, FiXFH L 07 TRAELEA,
¢ 107 F8RIRE TREAE R,

A AS AL XX ERTHRFAME, A, B, CHAEA 15 A 3F4£30
A-B ) B AR e AT SRR &L, KT & 10,800 A B OULHE AT ST R A
1&.

% 1-14E80 A s AUC W64 A Ao B 416 A4S S eh B o & -
WREE R KM, A TFoketh, whiH, Cox 28K M T ALK
4, BAS i 15 AT mIEE— Rk, 200mg Ak HE6 =
NG EL 415, 112 0 7.6 DEPeRak, 0 Feb & 4 M8 23 A LKA
6 K o 25 R A B S R A T 5, XESRFORBLEFEZRE
TSR A GHIBATE AR, 15 DE SRS EF R G RB LA LRk
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vk & 4 &,

4o F 3H 478146 A AE SRR R SLIE A A7, 3T BAh 6 & X360 AR 49 )
W B (4 JER), 425 J6 24 /1 BF A 64 ARSI B R o AR imft “ Rt 47,
L FEE R R CEmiEH At BRAEATERAEOHTFIH T
W E it s, B R ehAR B RAR A TALIE 6 0-10 AR B, W THR
B T EAGENI A AR RS ER, £ 12 RA— A BmaltER e
2 e R, B, £% RE, HE, FEEK. LN T
BmaltE A mEfRER,

£ 1-24EB T 15 B SRA BSR4 MAEFHERN SRS E
MEEAK.

£ 1-1
PAE R BB, KA 16 A 12.5mg L 15 D EF AR L
200mg F|-& w2 G M3 A F (3 18)

%I Coax(ng/ml) | T B AUCo.2(ng. I~ B /ml)
200mg ¥ 7| F(A 40) 74 6 1646
12.5mg/ ) BF 3 15 /N8 32 16 1227
(B £8)
% 12
B A E) 4R o B3 R A AMARBAE S R, FAEF A IS A
SREMG Y, LTHBEE P EmEL” HBRE
34 B mid 5
S| 1% A A (F k%S %) B4 16 K4H) C fR(HAA])
M JA 2.7 0.1 1.7
RN 17.5 2.6 1.2
122 3.1 0.5 0.6
B H 4.0 0.3 0.3
PE £ 3.1 0.1 0.9
B 5 3.9 0.2 0.2
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R 13.8 0.5 6.8

EH 1.9 1.7 0.5

s 1 ik —F e B AVER TR 4w BN T sk £
TSR, (2)¥4 200mg/15hr = 13.3mghr #9i& B BR FH S REHG F
Ao 4 b B4 Bl 42 T H) e 4 3 AR A B L R R MK F(R 1-2), o
(GYAA VT 200mg 4 W A g S BN A LA A B SRR, BRATAK
#45] 69 200mg/15hr 2K S B AR F Ry, £ 7 /DEHABFIN
A 12.5mg F %, WLEE| 6 E) 4 A B R AKA(EHF 100mg). Rk, f
A A4 200mg/15 SRS B RTH IO Z—HE, A3 DEHAK
A 12.5mg 5 R1-F, LEF| &) & 4E A 38 B R AKAS(E A F S0mg).

B—7@, SERLEREGUANFemIES BkA §Hileg Haas
BAASH EHAER) TR B4 O RGNS S HERTHRRESEHRK
ERkE, AREHS, 16 x 12.5mg ket Cux A 32ng/ml, 3
Ve M = EMAAK. B—F @, 200mg Ak HLE Cuu A Téng/ml, K
W R EGAER.

L #eh] 2

b 52 AR SE BR A o Ak 4G 48 4R ) BV (200mg # A4 8 RALK AT I E
K a4 B 4625 )4 5T 200mg B S ) 580 T MR B4 R R E L.

LG, MM, SRMBeFTEMTT, BRERGFELEES
ﬁﬁﬁLﬂAm=1®ﬂﬁ$m%g%&ﬁﬁﬁﬁﬂ@mﬂﬂﬁ%%ﬂm%
Ll A EFF( CHELB” 4), A Soml R¥E K Rl BALET D
BN oA LR S S0ml REME R, HREMNEASIE B A
B(n = 16), BZMAGENE, £ 7 D RAE B —A 25mg FFayik
# 4 2h 25mg 4 AR S0ml AR PAGEE( o R4 HE” ). B LA —
R Th AR B B B, CHl(n = 15) a4 synt patl S R M A fo
FRER, THCREAHELRLREEH.

EWBE, 4356 05,1,2,3,4,5,6,7,8,9, 11,13, 15,17, 24, 48, 72,
96, 120 o 144 JEf B A, AARE 65 Xl HRE, Cras  Tux A7
AUC . seisttiled b HMah A FHELT A 2-1 F.

Wth Fo ik R AT, BASRARE—ANRAEL L ddeRES 1A
Heg— A5 AR ML RA 45 ALRELRT AR, £
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30 ABFiE) SAEH T A EI4EA, HAF T 4 4,500 A ESARBUF B AE

% 2-11E80 B ke AUC F 69 A fo BALaG AL 484 R R et
WREEZ £Me. SFToReHE, it Con REMKNT T REK
45, BARSEAET ERGTRHIEL—HHERMA, 200mg BiHaFH AN
v ik E A 2.6, 2.8, 2.8 7 3.8 N BPWRek, XA ZKENHUH A FH
Wik OMEAEE - R E. T DN REEFRA-AKAL 12,6 4D
MRk, W FiX A ALK T & 3.5 0, ARBROEESTREH
RS TFHHIP. SAEE RS A REHETILRE 4 K 1 R
B AN, T NSRS SR EKAKG Bt L AR, B AR DS
H 3 AUC Frwulid 69 & dHh 2.

qe A 1 PR BATEIVER ANB U A RS, R 2-24ET 8
JNBE 4k 235 6 5T 60 4t AR A 40 BU4E A 04 AR R UK

b, @4 A TiddiEs e amBRANFHhiEnREmnE M, FKHap 2
MAER A 200mg/Thr = 28.6mg/hr( 3K, £ 1%)69 ik R F R A - E
8 AR 2-2).

3 2 WARRRAA T 200mg 4 A ad 458 A B AR A 56 BIAF A
MefE, fLIAT A A R S B Y, £ 3 DR AR A 25mg M E,
A E B 64 B 4E A 7R B R K6y (5 A & 100mg).

Fam kA 1, AL ERPEE)TETER O REH o2
FHAEIR B SHRRE PSRN T, 8 x 25mg HREH
bk C.. A 46ng/ml, # 200mg B s 25 45 Cow 7 75ng/ml . i% 8 x 25mg
Sk th & AL L S 3 5 K RARKG QI A A,

* 2-1
LR R AT, FA T A 25mg HFE 8 N AA RS
200mg K& 854w Ak 2h Mg A FCFH 1)

% 77 Cumax(ng/ml) Tmax(hI) AUCo.z=(ng.hr/ml)
200mg £ 7% 75 5.4 1744
25mg/hr 3 7 |~ 8F 46 10.4 1439
22

S AP B 6 T3 B b ALLARBAAE A BCAE, AP A 15 A
FRANGTH, RFRRHE FHEwEYT GRA

Ol
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3 R 3o

4R AfR(H %) |BA(H 8 ALH) | CH(REMN)
R H 3.9 0.1 0.1
iz % 10.4 4.8 2.1
E ¥ 8.9 2.7 0.3
% 345 3

R IEY B4 Wk BN T EREHEAHIH, LRKER
Feh. 55k R iR K IS & W ke F A b R 25 W T
K BEFTHABAGHRGE FHOE S e BARE.

Hi A ERE(A fo B W) HEANARE Q@G XA T RE Y
200mg 4 A B, 282 (1) 2R A AL R(Q2)E T F T HER
BANE, o488, AHGREBE, RQ)ELEEETEARES.

LwfRRGELT, ABBESR()TREEHKIFER MEAT THL
Bk, Q)T BRERN A mEAR P4 hkER, RO RERA
B A B 6 SR Ak A as A d Ak, () IREEA K AEA R EE
B ERAER AUARRAGHLT, B AR REHREE
B At BT e R AMER, RQUREEMNA MEANT B P
et BRI, AQ) TR AN N mEANE e e W kK, (4)2jRERM
B AR R RMNER.

o fRA 1 Ak F) & A 100mg K 4%, ¥4 20ml/min oyik R HHEA
2mg/ml E R A ENR S 45,

Wi, %55 05,1,15,2,4,6, 8,10, 12,16,24,36,48,72,96, 120,
144, 192 £ 240 /B Kb, gk oAb 1 Aol dn 2 KA, Coao
T, A= AUC . ik 5 36f 0 fo 3 S 0 3h 1y F 47 T A 3-1 7.

£ 3-1 R4 T BAPA I 5 B ATAIFE T Coa,  Tmw A2 AUC. A
W fot =8 K 4 69 AUC(E A HEE)Z O RA #4636 B3 AUC #9
79 % F= 110 % . HE, M A ) i R A RO T RE 6 R, BEA
4 25 o A4 LI £ B ) i AR ) R TR TR A F e, EANDBEEER
ki AUC A o R B FIGM 36 62 % . B, EEARCRT F i 0 X 3R)
LA A R O A AR Ay L 7. TR AR ZE M 1AL e AUC A o iRk 1%
16 %, B, (R ik 6 M) W LA B RS AR i
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& 3-1
£k ) § ik eh 5 A3 404 200mg £ ke B A F

A4
hthigz C sx(ng/ml) | Tax(:J &) | AUCoas(ng - By /ml)
o ik A A 39.9 7.0 1174.5
HIiEAN 35.6 7.0 923.1
EHEAN 27.3 5.0 727.1
Bl
wehigit C ax(ng/ml) | T ax(:r81) | AUCosre(ng -+ Bf/ml)
=8 44.7 6.7 1153.4
+ 3G MiEN 48.8 3.7 1270.3
2= My iEN 10.9 4.4 179.4

57645 4

WS S SRS mARERRTRA, A TRAER X
FaT k80 R ) 6 ik R A A W AR, LT ik GAE(1)RAER T AR BRER ST K
4-1,4-2 Fo 43 Frme Adpams Q)R RFRRAZMEINAS )Nt
RAAEAGERAL; HWRAWRENER.

& N 200-350g g9k F, FA Turbula 33h4% A %(Basal , #HE)H&
Gk 2k B O E AL 5 T AR E MRS T AL ERSRE 15 &
W, dpE, HiRSild 20 BRI ARE 15 24, KRG, MmARRE
AR IEERAM 2 A4F. A ALE)E K Pu(Manesty F-Press, Manesty
Machines, Liverpool, England)¥§ #2540 B A ), A L4 4A-4M B 1/4
$+x 3/4 Ty T AL, FEp AN Fo 40 47 13/32 FTeiF AN
o & (SRC)H AL, s 4P-4X 4 1/4 F~F x 1/2 ST HIRS TRAAI, &
& 24 AY-4AD & 1/4 3 x 9/16 T H B T AL, il B AR
34 6 A ) & 64 4054 4 A 4 200mgA &K/ R ik A& 4-1(5%5%
#) 4A-40), VA 100mgA 48 K/} 7 T F 4-2(F sk H] 4P-4X), v S0mgA &
A/ B 7 T A 4-3(%EB) 4Y-4AD).

£ 4-1
& F-Press byl 200mg/ ¥ 84 71 F B4k /B4 64 SH A FAC R R A AR
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Tk | Sk HPMC HPMC | 5L#% |DCP’|MgSt'| ¥ &
449 K100LV' K4M? % | % | % |(mg)
% * % %

4A 29.8 24.9 5.0 - 1393 1.0 | 750
4B 29.8 34.9 5.0 - 293 1.0 | 750
4C 29.8 41.6 8.2 - 194 1.0 | 750
4D 39.8 249 5.0 - 293 1.0 | 562
4F 29.8 24.9 5.0 393 - | 1.0 | 750
4F 29.8 34.9 5.0 2931 - | 1.0 | 750
4G 29.8 41.6 8.2 194 - | 1.0 | 750
4H 39.8 24.9 5.0 293 | - | 1.0 | 562
41 30.0 20.0 10.0 380 | - | 2.0 | 750
4J 30.0 15.0 15.0 380 | - | 20 | 750
4K 30.0 50.0 10.0 g0 | - | 2.0 750
4L 30.0 33.3 16.7 180 - | 2.0 | 750
4M 30.0 25.0 25.0 180 - | 2.0 | 750
4N 39.8 24.9 5.0 - 293 1.0 | 562
40 39.8 24.9 5.0 203 | - | 1.0 | 562

'HPMC @A T A 444, Methocel KI00LV(Dow Chemical, Midland,

MI)

2HPMC 5 2 R A F A 4% %, Methocel KAM(Dow Chemical, Midland, MI)
SDCP 3 = 7T 69 B85 45 — K 4%, Emcompress(Edward Mendell Co., Surrey,

UK)

"MgSt 3558 A% BR4E

* ool HAL A % Fomkik B 200mgA PR E 64t H ey F.

% 42

J F-Press £ A 100mg/ 4 ¢4 7% B4 5 e A TR WA R A A6

5 # )

kRS
&4

%*

HPMC
K100LV'
%

HPMC
K4M?
%

FLig
%

MgSt’
%

hE
(mg)
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4P 30.0 20.0 10.0 38.0 | 2.0 | 375
4Q 15.0 24.4 12.2 464 | 2.0 | 750
4R 30.0 15.0 15.0 38.0 | 2.0 | 375
4S 15.0 18.3 18.3 46.4 ; 2.0 | 750
4T 30.0 33.3 16.7 18.0 | 2.0 | 375
4U 15.0 40.6 204 22.0 | 2.0 | 750
4V 30.0 26.6 13.4 28.0 | 2.0 | 375
4W 15.0 32.5 16.3 342 | 2.0 | 750
4X 15.0 30.5 6.1 464 | 2.0 | 750

'PMC $82 B A TR 4% %, Methocel K100LV(Dow Chemical, Midland,
MI)

UPMC 35 2 R A F A 44 %, Methocel K4M(Dow Chemical, Midland, MI)
*MgSt 35 58 g B 42

* 40 gy MRALA 30 % FLikik 3] 200mgA ArE e e H e T,

% 4-3
F& F-Press LA S0mg/h &4/l = HEERNGESEAETRRNASY

S| B Ak HPMC HPMC | 3L# (MgSt| A ¥
a4 K100LV' K4M? % % | (mg)

% * % %
4Y 30.0 20.0 10.0 38.0 | 2.0 |1875
47 15.0 24.4 12.2 46.4 | 2.0 | 375
4AA | 15.0 18.3 18.3 46.4 | 2.0 | 375
4AB | 15.0 40.6 20.4 220 | 2.0 | 375
4AC | 15.0 32.5 16.3 342 | 2.0 | 375
4AD | 15.0 30.5 6.1 46.4 | 2.0 | 375

'UPMC 3632/ A W 444, Methocel K100LV(Dow Chemical, Midland,
MI)

YHPMC 3552 R A W A 4f 48 %, Methocel K4M(Dow Chemical, Midland, MI)
*MgSt 15 78 5 B 4%

* 4 g AL A4 % Ak B 200mgA FRE g4 e,
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LA 5

& 5-1 PRty L 4 el B g R ARSI SIS B AR
FpliX, LAEM HPLC o E 4 wH M EREHNEE 5K ET
e AR, T K.

S kag B AR A A B %k XXII(USP), EEEMNT, &% 711 &,
AL 2 B~ eg 4542 USP sk 46 AL b ml5X, £ 24 SOrpm 3% 35 5F Aix b £ 4%
AR X A ed A KOH 8 pH £ 4.0 494 0.075M NaCl # 900mL 49 Z 88 4%
A F(0.13M ZE)F T 37 CTitfT, ALy aBUBAL, ARl
T4 (BP i F| B AEAALE )G 6945 58 65 B 3], AAXAST P BB i 6 3
PrAE(—A% 2 &, 10ml)H#id B &) HPLC 4= T 4474 # 4%,

it B AR HPLC 4o T #tf7 & . 3 20ul 69 B £ ARBREASTITA
(150mm % *x 3.9mm # 1% Nova-Pac C-18 42). 4R E M A 0 dhiia 5
Yo 40/15/45 64 R TEB AR Fik, FEALHEAR. KEHLBREZNFR
4o F 4 & (1)4% 2.86ml sk B8k A N B T okis 64 % A 8L 77 BEHA%E69 1000ml
HIBAL T, (QFEH T 3 3.48ml = LR ANBRALP; G)IFH e 2] A
H B AFRA. GIAM T 25 R (40 % )P e HPLC 865 FEL(15 % v/v)
#o HPLC & TAE(45 % vIv). & R4 /5, A iEiRsh485 A 0.45um PTFE
FAB(Lid-X 305, —RME&RY> & BFA. AFH4BARY 1.8ml/min, £
254nm T A UV #5i) 4-dh 4k,

BEAEBGLEKRETSHEAERGEREBELERTTR 5-1(n = 3
B). 54645 4P, 4Q, 4V, 4X, 4Z, 4AB, 4AC, Fv 4AD # R EAR A LA A
KPHGEFE AT E, EAEA4L 4243 RS, BRLRAR
B 0 45 B I R

% 5-1
£ 4-1,4-2 v 4-3 PR 6 FAME RA AEWAOEIE B RER
wA&B | Q%) Qa(%) Qs(%) | Qu%) | Que(%) | Qoa(%)
4P 13.2 26.6 41.4 56.1 70.0 89.7
4Q 9.6 20.4 32.4 47.8 60.2 75.2
4V 6.3 20.9 40.2 54.0 65.1 82.1
4X 8.9 24.8 44.1 61.3 73.7 92.2
47 11.3 25.8 43.0 59.0 73.3 88.4
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4AB 5.0 16.4 28.7 40.4 51.9 70.7
4AC 5.7 19.6 37.3 54.9 70.4 92.2
4AD 9.6 28.5 52.0 72.4 86.2 96.8

Q =X & 3 H 6T e R e 5 e RS 1A,

LM 6

5 A dp SiE 9 A b4 i AR BIAE R (G0 B, B BAM B ERd
R A kS b g e AR RAHAF, @IS ROHE & K IR
W A A 6 A AR A B it o R 35 R L 4 AR AT 0 A IR AR AR R (B At
ﬂh%ﬁﬂﬂ%%@%ﬁﬁﬁ%W@%ﬁ~ﬁﬁé&%ﬁ%%%@%ﬂ%
.

Ef¢ﬁ%&k%mﬁ,ﬁm,%%Mﬂﬂ%$ﬁﬁﬁ%*,%ﬁﬁ
Bk Sk E S RBMAFR 1), A B5EA 100mg & ##kN (Zoloft FE
100mg } )4 5 % — e 200mg 4w A A F( “HR%HA" ). A S0 ZHAK
witig k. BUEESHELEEN. FAHLEEEERARELE.

B, BB 05,1,2,3,4,56,7,8,9,10,11,12,13, 14,15, 16,
18,20, 22, 24, 36, 48, 72, 96, 120, 144, 168, 192 = 240 B Bt omE
A RGN A A d AR, B Sl a Wk REBTNFES
AR WA R 6 dn 4w ARk B T BT L Y il 2T 49 B AR(AUC), %5t
Bk E6 T3 AUC Al 2. Cop &R FOLE S 65 R A A& W AR
B T 25| Cog #9871, %25 200mg 4@ #J5, F34 Cou X 74ng/ml
34 Tow A 6 /N8, dF3 AUC 4 1646ng-hr/ml(15 A% KA 0T 3).

SRS E SRR ). %5 200mg #WHE, FH Cu A
75ng/ml, F3) Toax 4 5.4hr, F3% AUC 4 1744ng-hr/ml(11 A% K H 69 -F
¥). 200mg F|-Fey vy A Z XA £ 2.6,2.8,2.8 Fo 3.8 BFPReE, XV
KENHIERR O ESHH A FFHEA.

U3 Fadi b R AERT, BALEER—AAEL EH—AF] CHN
BT AL LB REALRAE LT SR 6 E i AR
B 0-10 R, Sk EM L4 07 BRAERMEAM “107 35 FIreh T HE
VR, 357 e REA-T 051065 P EaaEA.

EHIOALKEERTHELL, ABAEA I5A 3 T#30 A~ B 6]
SR B —FP R R AL, FRFT 3 900 A B A RAAE ESRE. 3 29

67



10

15

20

25

30

.............

AEREERTHAIN: A4A 14 AR BAA 1S A. T4 30 46
LR AP SR kK, BT 870 A AL ELAR BLF A,

B 6 277 | Pasdil Ry Fie aRE0 o AR
BoRmtA, WTRASAERDHF - HAXLAE(“ PK/PD B” )#
SoE. A AP 15 AgikE, B K A e E SR b R A AR
AR B|AEA B ) S 60 A L0 T3 A WA, Rk, AT A A 1S AR
KA, AN SN E K EAERFSETFY. EEA &
6 T 12 5 (Y Ah)%TAR B 4 B ) % 4G 4 o ke R (X SR AL 3R oy
3288 PK/PD % % K £ B 18 f ik %. B 6 ¢4 PK/PD B &I 200mg H & 7
S CARMANEET. B, MERERE, SOFaAoh e AR
3 o 5 5] B fF 5 EART Coex R4 bR E B AR R KA. %5
Con ~ 7Ong/mD)B, B R4 M BlAAKa01A, KA MG 2R EwHRE
Mk, A B R AT AR AT 6 B E]LE 4T AR ) & do 3 4 oh AR R E T )
12e945 5. M CNRETALE S (R ¢ Proteresis 7 )R-AEZALHG WA, Few
ik S0 B0 B R 4wkl GliEe AR EEAANFRIETEEE Y
b A EREAS, BT REHECESFEEARMX TARARS
WA . A ORSM T E E(0-3hr), vRAHMGEEHARERS B
G HFECHEEELARMET RS BARE, FAZEEHEE
Wb 6 T B AT, T E Bt 3R E N P RS W AR
A5G FpiE AR R Y, SRR &S,

B 1P, BEAE LSRR A f R A R 8 2P R LR
M4t s, E8HE 3 DB RXEBRS, iX 3% 37 o, F- T X e XA
B 69 T3 d B Tow 89 6 EF. ESb, R ORAEEARMEHRARY
L FHK T HHEIE.

jo bk, EHE 2 F, WALRERAEAR. XERRE A EA
BB #9 A~ PK/PD B A HL B MR BT 4G . B, iR o R 4w Ak e B A E
EECEC - -3 N 0
LA 7

b, 52 A B B & A K I e S W AR B UL T R, H 646 R 4k
L 4 E M A HALR], KA A B, SRR A EAUEH & R GRS M
S WAL AP AR FHEE> Imm,
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B RTEAND G RALRLE S Glat GPCG-1 ., Glatt Air
Techniques, Ramsey, NJ)#| &4 #k § Bide. #H bR A 300g & Wik i o
300g Mk e AV AHALH, KIE, WEr AR 3 el d o ek e Ak A
AR ASREAS(HEHRBEL). TABLE, EREXRICAT
TR 5 H AR KA TIKT 2 % (R TRk EX LOD AlR). X&FH
B ARAEE T LA TRT-L T,

% 7-1
kb dim TR B RSBk S FaAmAe 22 T LA

55648 |4 o #R*| Avicel | K | #-FikE | A FEA 5, RS A
5 (£) | (&) | (&) | (pm) | (¢/min) [LOD(% H,0)| #(pm)

7A | 300 | 300 | 1100 | 640 15-20 49 1200
* BEBEBXEHRE
k) 8

o 5 H A5 9508 ) & A K PR e SR AR 4 Wk B BB 69 7 ik, A ARRR
AN, KGR TESORNEE. Sk OEOARXEMEL LT
%ﬁﬂ%ﬁi%%ﬂﬁﬁﬁﬁﬁ%ﬁﬁ%%ﬁ*@ﬁ%%@ﬁ%ﬁﬁﬁ;
#mﬁﬁi%mmﬁaﬁnmiﬁmﬁﬁﬁﬁﬁTﬁﬁ§ﬂﬁm%%ﬁ%
AE,

MR A H T3 AW 8 A R A T & (Glat GPCG-1 . Glatt Air
Techniques, Ramsey, NJ)#) &4~ #k § UL A, %8 ¥ E A 300-500 T2
d 4k 25 Ao 0-500 %0 8h 4 4 E AR AHALAL e AR, e 2R T
£ 4 % 4 (Opadry™) 3R Lk B (Povidone C15)H& & (10 % ]
KEM&%R*E%EQ%%%M&%%&&i{LEi%ﬁﬂ%ﬂ%
itz g, e EAR AT 100-1400um . STAHIHLE, Ao 3 s K RAUR T
BEAY SBAAIERGEEST 2% (F#% ¥, LODME) A KA
R AR B & 00 $ B A 09 AR89 B g iR T K] 8A-RF & £ 8-1 . |
JA W 7K Pk Opadry 3, Povidone i 28 F. 69 Fh A F) 1 i AE A AR A 6 1% ) ) 4
%ﬁﬁ*%%ﬁﬁﬁﬁﬁ,ﬂ%ﬁﬁ#%ﬁi%ﬁ%%%ﬁ%%é%%?
% #4) 8G-8S # & 8-2 ¥,

% 8-1
m#Wﬁiﬁﬂ%ﬁ%ﬁﬁﬁﬁ?ﬁm%%@ﬁ%ﬁﬁﬁﬁﬁﬁﬁ%@ﬁ
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LA |2 k| Avicel | K | #HTiRE #% & LOD(b)| R4
¥ v | ) [ R) (rpm) (g/min) | (% HO) | 4#(um)
8A | 300 | 300 | 1340 640 13 39 320
8B | 300 | 300 | 1340 640 41 470
8C | 500 | 500 |2950| 640-585 13-15 42 465
8D | 335 | 165 | 630 630 36 510
8E | 300® | 300 | 700 630 37 370
8 | 300 | 300 | 1060 630 45 600

(a) *K4T 4R 094 b Ak 8 8% 3 <10um

(b) LOD-T R X Z.

% 8-2
A F R A A R ey de st ki R P AT A
84tk 5 B A R A ] & R
246 | &% |Avicel | #54 | BTk MMEFRA| H0ER | ZAR |(THE
% ()| () | A | E@pm) | (¢min) | B(T) | E(Pa) |#E(um)
(10 %)
8G | 500 | 0 oC 640 5-15 33 10-14 | 530
8H | 500 | O oC 640 5 34 10 130
8 | 500 | O oC 640 5 32 10 205
g] | 500 | 0O 0oC 640 10 27 12 270
8K | 400 | 100 | OC 640 15 30 13 320
8L | 375 | 125 | OC 800 26 31 20 680
8M | 375 | 125 810 21 37 10 340
8N | 375 | 125 | PVP | 800 25 33 8 Ko
80 | 375 | 125 | OC 855 24 36 8 1400
8P | 375 | 125 | OC 855 25 37 8 390
8Q | 375 | 125 | OC 855 24 36 10 510
8R | 375 | 125 | OC 855 24 37 12 360
8S | 375 | 125 | OC 855 24 36 11 430

OC 3% Opadry™ Clear, 3¢ #eyHAEFTRLFHEF
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PVP 3% Povidone C15, 3## &% L& b 89,

£, fAk st A (Glatt GPCG-1, Glatt Air Techniques, Ramsey, NJ)
F Rk 6L AR 6Lk 2 ik B BB (i SD) A B A BT B (B X
%), MR P, RiEORGHEEL 25 % BARGEBN RS EE
(Sureleasem),-g;;‘%ii&ﬁv?'é%]ia‘?’}gﬁ-fifﬁﬁ:(Opadrym, Colorcon, Inc.)4A 5, &
St 85 % Surelease™ 2F 15 % Opadry™ . H4i% €, R 2| 4z R K4 B
6 S BEHTE LR O REFAT Swt % 5] 25wt %,

3364 9

WS LPH SR BRI TRETRE. T EAHEDREGHR
THAS B4 S Ad s, QR kAR ARBMES: C)AitRs
HASERAE, H (OB RLGRSWEN . A — T R A PR
IR KRN T Z B R R 694 B ARR IR AU AR,

A2 kA 100g #9pt &, A Turbula 3k#D4L & S(Basal , 3% )&k
i s b ik T RIS AR R ERARE 10 04, 4F, K
FiRA AT 40 B A BRA S 54 KB, MARIEBAITRG S 2%
A Manesty F-Press,(Manesty Machines, Liverpool, England), W AR TR AR,
B H, BT RS HEA 13 RFs R d 2:5 644 R Flm T T A
Wil AR ES R A AT A el 127TmgA & HH/ A SRR T
T£09-1 7.

% 9-1
fi F-Press Lifiit A4 EGATH eI FFH 12TmgA/ R
BT RN AAEH

% 4w #hALS4" | % Ethocel % L% % MgSt | B E(mg)

33.7 40.0 243 2.0 420

'Ethocel™, Ethylcellulose NF Standard Premium, viscosity 10, Dow Chemical
" Hm A X eERiLemE
B LA 5 PRk e AR e R SR X B X R sk ey SR AE TR
mp . BEFTAOL M - | A), sAETHERA RLEH A E A
KK # TAHTF R,
. 9-2
£.9-1 ey iR TR A A ESH 0.075M NaCl,  pHA.0
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at

45 900ml 0.13M .8k 345 & T 37 C T &34k sh& ik
4% S (fE B A k1% E 4 S0rpm & USP AL # 2 ')

Qi(%) | Qu(%)

Qs(%) | QA %) | Que(%)

Qu(%) | Bikik £ (mgA/ ]
&)

6.2 13.9

23.1 28.5 33.8

41.2 2.2

Q = £ el B IRE1A % KA — A
Tyg oy F 80 % 69 BAUEA A LA 24 I eTehnl R A, 4ok kbt FKT
24 J i BYE) B i

34 10

P AR A LB A A At B iR AR ey B M AR . B
it R BE TAKF, g EEERERPRIT TN GHREREE) 8
JE @ik, K5, @id HPLC oA bk P4 AR R, SLikie
#R5 T FA10-1F. BRI 6 KRR AR & T oA E

RGBT A R AL 2.5mg/ml).
£ 10-1

B A X ey A A R E (mg/ml) | 4wk A E (mg/ml)
D,L-¥ R B 900 21
AT 600 20
St IR BR 400 19
oA 14 12
oy 700 6.4
L- XK A28 10 5.5
B B 1400 5.5
L-5-8BR 12 5.4
T LR 11 3.1
i 2000 2.8
D,L-% & B4 600 2.2

KRR, AEmAERE, ATHE FRIAE I
%0%*%’bk@ﬁ@,ﬁzm%b@ﬁﬁﬁi%%&ﬁ%@ﬁﬂ&ﬁ
%%&of%£ﬁ¢%ﬁﬁﬁ%ﬁ%ﬂﬂ%m&ﬁi%&%ﬁ%iﬁoﬁ
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F AR i o & T e 8 A LR R AXAE
LA 11

o 0 A i R AT LA 10 R T 8% 30y 5 kiR A ALER AR T
SewhLBAGEREGRS. KU, BT 7R A AR R R 5
FF A 11-1 d. A FEXEEXR, aiETHA P E B meMRLBES
B UE 64K R 6 BOR IR B, IR R, AriEg, FLER, RARE, 5

£ 11-1

B 75 Fil W& 7t A 3R (mg/ml) 493 #h % M E (mg/ml)
FoIR o 85 400 > 425
F IR B 400 > 330
ATHEBR 600 146
SLER 213 > 294
RARBR 7 110
52 12 108
o 500 > 92
RRBR 150 72
R0 85 77 28
A - 64
e 12

S, oA B L E A T A 10 A T 28R 3k g A kAR PR A ALER A =
%ﬁﬂﬁ%%%&%ﬂﬁﬁﬁ%?%ﬁﬁ%%ﬂqﬁ%m,ﬁﬁ%ﬁﬁﬁ

& K A A & fe e ARILER SRS T T A 121 %, Ay MR FLER 3 R K
#%%ﬁﬁ%%um@mgTﬂﬁ%i%Aﬁﬁmﬁﬁﬁﬂﬁ%ﬁﬁ%ﬁ
= F 125mg/ml 647 ik 64 4 W Ak FLBR A, OB, R, RE®K
iriEs, RARM, SRR, 0B Aot SR BR. FIAY, iXeER P AR
%%%ﬁﬁ&ﬂﬁ%%ﬁﬁ;ﬁ%ﬁ&%k%ﬁ&a%@%ﬂ@ﬁﬁﬁﬁ
JAE R, SRR B ) SR A AR B LA U

£ 12-1

i o A gy | & d LB M
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(mg/ml)
T 14 360
F R B 400 > 217
RIEE 150 > 202
AT R 600 162
RAABR 7 > 155
52 ER 12 > 125
2 R BR 42 > 116
RIR B/ K AR B 400/7 116
RARER 400 102
LE S 250 66
B kg 200 < 59
B A BR 1400 12
S L 11 <9
g3 3 <9
SUBRAS/ FL IR B 50/400 160
A5 A BR 45 10 165
B B AR/ IR . B 50/400 176
£ - 125
L H] 13

LSRRGSR AARSASURTHRELESAETRAFE
ARSI R A ik T o R EE R PY, FAEALERS
T8, RAEAMABBRKMH, AL THRRREELALEALABTH
& AT HUBS Fo S ) 4w Ak LR SUM R, & Ak FLBR B B R (1R Y 3T BE)
F 5k g I F) — AR T, KRG, AARACHAIE A e )L
SR R REREEARS, TAARHMNAA A, WASREE
SRR AE R POABETA S, HRHMNEFE. T I3-1EANZ
kK ey B R, A AR 69 ALK K T A 34 38 e RALH iR T & i R
E.
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£ 13-1
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B I A BAH | NaClg A& | 448k | NaCl le N5 8y
% E(mg/m)| (mM) |RE(mgml)| BELEXR
i - 38 22 BRI
FIR M BY R AR BR 400/7 152 162 EiR
RAR B 7 114 162 Bk
7 152 100 BAX
FOIR S BR 400 100 102 IR
37 b B8/ SLBR 45 400/50 150 165 ik
1 I o 8K BK B8 45 400/50 150 170 P LA
AT AR/ SLBR 45 600/50 150 162 R
R B 42 150 110 BRI
T 3645 14

55 % AT AL A (38 ) K 4l AR SLER B B SR & ALy K
P HERENRSY. MAL TS BRILBR I ERGEEMNARK S
BTN KRERTY. AVSEXBEERPLelRLEeRE
F) 84 e 14-1 B, A PR EAREMEA, K5, A NaCl 2ligie
FoR R T M R A GBS, Rk REEREE TR 141

.
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EHP| 15

5 3645 56,08 - ol bk 4 3 IR A LT 3 e a- s dkeg g ik & 1R R
F 2oy HoE ik R ey R AN BR Sy, EikeGIIERY M URE
Btk T 89 28 BTG e A AL Ao B i H (2o 38) %] 1.8ml B S F A,
Bt 5 APV 14KG %54 58 S a4 R S8 K. e 150ul § &9
8 4k PR R A F B RS, REAMER ST L L4KG
etk 2 o4, KB, NEBOHPHEESELA TGS E 485k AS
. F AR R T a4 )E, AR TAS IR, A HPLC
LA VAR Al AR

ML ) e IR R A MOR BEAR A IE R e kT 44 A ag aT ] 89
& # ok B ik A (mg 4 H/ml-min), 3K R i A feR] 2 e B R IRE
BT FA 151 . wiiw, 5EmGSaHRMLtS &R a
AR, JLEA R A R AR B E(H X R E &) E bt
ik &,
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L #H] 16

ST LI S SRk R Mk, K AEREERAA B ORE
B4 A4 pked BB, A 6.5 Rt ABeAH, AiERBAMEARE
(Avicel PH102, FMC)F#h#f 4 di sk s s & 10 747, %5, F &) 4) B
60 #3558 A% B AEAE 4 T AR, 4 ol bk 3k A R AT BB AT £ AR XY
BB ESILA 85: 638: 237: 4; BREEAIOAL EXAEN
FF 3/8 35 v73L4G 5 ik 49 5 5 F 7 T (Dayton #]3&)F F 2500PSI £/ F 2
Frkb, oM B R, 470mg B, BRI K Aleg KA 3/8 R B feA 1/4 3 F
B. 7 LDCS-20 % X, &R &(Vector Corp.) A& 4-4F 20 #4575 ik, AUBE
b 40 CAe 2 A K 40cfin, FFEHER(Z 96 5 6 A 10 BARRAAH A
R AR A AR B b 00 B A 60 £ B & A b i No.397,974 Pk s A 31 &
AL, OQRERES10% § 5 B4 8 4 4 % (Eastman Chemical , CA398-10),
2.5 % % 2 —AE(BASF, PEG 3350), 15 % AK#=72.5 % A#F. X A7 A& 50
CTFFRIZORGE — I, FHRE, AAGERMAHGEEH BETH
154 % . iXib R Fl4 S0mgA/ K Fl &6 & 8.
b 17

B A b5 Sk 16 ATk 68 & B HiAe e R T AR € R B Z AL LY
FF ik &h A B . A E A R R RAL T AR 16 i A
Me(dek 17-1 FTF). £HH) 16 51 T & 17-1 VIE PeER, PRyl Bed e
BAE A awHAAE, HEMNOELFFE, ABRBEMG ER T,
338 & B A 455 F) (Avicel), 19 7B ) (BEAY B 4E) o 3 5 ) 0 AR AF B AT
H) B ARG A, Xk B A4 SOmgA/ K R 6T S E Ak
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E A4 18

e T AP EA 750ml 655 & Ao WA E & A 100rpm s, 55364
5 R e R LA 16 Fo 17 AR e e MR g o B E £ B
F 694t kg 547 % it B AR & 2Uk AR &3 (RP HPLC)R .,

X s B it AT e sk AWK 4R TR 18-1 P, PAFIeg KA A
FA . 18a Fo 18b(H A 16 #= 172), K E B8R R KTFTALPEROEH
Aok g B A A s A A L. X AR A 3 AA 4k (AR AL
B 3 ) o S 40 6 SLIBAE 4 5 i A LR A B GBI AL K 18-1 P AT 5] &9 4]
18c, 18e #= 18h A HERH A HF LHMEANT 2 hHOEH, ALY
8 Lk E, MA 18d, 18f Fo 18g A A K w3 R Ansg A0 AT . AL
W, AR 17(17b-w) P H4red 1A 42 A K BA 6 A5 R e W AR AL

# 18-1

F il ag AR5 2 00 B R R AR A A B B (%)
4 Mk am X% | ®£#4&#)5 |OHr|1Hr |2Hr|4Hr [8Hr| 12Hr | 20Hr
18a 16 0o{o|0}) 0|0 0 0
18b 17a o]0 | 1t}| 2] - (10017h) 12
18c 17¢ 0|6 153562 76 78
18d 17j oo |0 4 |19] 28 44
18e 17m 0| 8 |19|37]60, 73 83
18f 17n 0076117 (37| 54 78
18¢g 17v 0(04] 4 |13 |31 41 53
18h 17w 0| 8 |18|38 56| o4 66
T A 19

SRR A T A& Ak S A, 3 d & A S W AR A KA
E, BOAXENORGSAEER A EREY NG AEMKR. KL
A RE LT DA GREAZAETHET SHY% BEMPRERGA
Y, BB, FEFRAGABGE AGRE. A 45 BT AROFAHRAT
1 B Aotk B 4 4 F (Avicel, PHI02, FMO)S 474, AR5, mARATH 40
b 58 RE BL S (Myrj52, BASF)H-AFE 1 4-4b. A7HEEaT it dh 2F 4 & %7 Myr) #
T 86.1:9.84.1, HEFA 4L, RTHAAILE /4 £1s5h, HRk
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ETHRBES 14 %1, wefks 17 8508 0REGH. LERETH
14:50:20:15:1 ¢54 sh pRSL 8% 3, A8k, FLAB, Avicel R A TIHBA LR
B3 B5(Tween 80, ICI), BiT¥ 200mg 4 2o & E TAR A 38 T8
AR R, KREAR EHME 232mg v R SHAERL L BEIEAN 270mg &
B RO mE & RE B H. KB, AAAE T RES 16 &4 EHEZ
B. R A AR R 38 BT HAR, 12 2T A AMET%ES 16
kBB O FERNBEE L EMTRAEY 5 FTRABHEEFNX
R AR MRABERAZAKRY LT K.
34 20

M 52 40 GERE & G F R AR E R B RS E R AT
k. AWBABWOBE, REATHHAF LRSS TEEME 50-200
HamAE LG A, 250-325 ARFRA LIRS FEAH4 100,000)A % 0-
275 £ BIELHE(SFEHE 200,000); 10-30 -FH4-F AL 11,300
R ASBE; AR 0-10mg MASEAE. EABTPHESE ZENHE A
Fodk A G352 110-140 %£-F354-FEH % 5,000,000-7,500,000 & R IFA L
B 5-25 £ M AFEAA 11300 A TR K 40-70 T EAE A
B 0-10 £AEASER4E. BOEABMERR THEE - E4edHmPE AN
SR THEBEREHBORES, ., KRG, TELERRAEH 70 %-98
% BB 4 A (LB RSB 0h 32 % -39.8 % )Aw 2-30 % o4 P4 45 F F 4 293350
MELoBHYEOROM. AORTAZE MNGSEWRGMLTAE
= A o,
LA 21

A& A 6 Ak kB R, B e RE BFHILAEERT
% B P A AR e A AR e Bl . A bR A 17 AR A ik
M & d 140wt %A uRsLEkE, 11.0wt % RARER, 474wt % &4,
25.0wt % Avicel PHI01 , Fo 2.6wt % A% A% BR4E 40 A%, 89 i (S E S 470mg).
e, AEss 17 ke ik, RAERPTEE 6 % LA % F (Ethocel
S-100, Dow Chemical), 4wt % % Z —#3(PEG 3350, BASF)#» 8wt % /K21
B ERORXEL MR EFORESTAER 704mg(ECRAEL
540.4mg). * F 3 b eg—ik B A, AAEAK BN G RGN LEH 340um
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43 AL R 6AI). MTE_ARH, EFAGNERSEEANAELEN
340um &5 18 ASL(FEAS R F &3 36 A~L).

R S TR e 0.75 A+ LBk B/ B AKE AR XA LR 1 Hlag e
W AR, AR ER 6 4 A e RR AR AR R A A WAk o 2 O i ) 6
FoTFF A 21-1 . BAF AR 6K MR T B R BRAELE, RPHY
HBAREIERAERY, RBAERIS KN, 36 MLRMEIL 6
AFLEY B R R ALY 6 15).

£ 21-1
B 1] A B AR (%)
(hr) 6-3L 5 | 36-3U K #1
0 0 0
1 3 7
2 12 17
4 26 32
8 44 44
12 47 46

F A 22

WEAG B TEKKERESESEERL N, HoeaAhdBER TR
B ILEL B R R ARBRA(SOmgA ¥k 20K 4 T EHRAALK
(PEO-20K)(350mg)Fe 1 & 3% 75 7 A= #| R4, /£ Manesty Type-F3-Press
LR sE A, RAR/LE PR REERTFORZA AT
HEMORME EN 14 % GREEATROR A—Fphfln—al ¥
it RAERGAT AR, BERETH X)2mm HEGI, £5 KoKk #
d, Fitig K HegEA P4 2mm G264,
A 23

LA AR TS EES WA A, Ko ukREN TR
HRAEBmERELARRLEGOMEA £¥WH)E 20K 4T EFHRFATH
(PEO-20K)(350mg)#v 1 & #4 7& 7] Fe 8K # /4 &, It 42 Manesty Type-F3-Press
bR A E B . R 91 RER/PE Y e EREL A A/ RA AT RE(:DE
R EORIZE AR EMORGA EH 15 % RATRLEK
A 24
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WL AR R TR AREEES RN, FewhEBd R L8
XA MERELAAMLEGOMEA &wWik)E 100K 4 FEARIALTK
(PEO-100K)(350mg)fv - & 3 i5 #| #e K H M R45-, JF4& Manesty Type-F3-
Press b33 R A k) B . JA R BR/ LB 6 BEBR A R R AR F 2 AR0% A A
ARE| B LR A EH 14 WO RATRER. A—3gixh fMe)—&
b, Fita k4 RGRETAUK, #EXREEFX)2mm B2, £F 3y
EA R, Filig K e A T4l 2mm 2L,

A 25

B R TR KR AN A, BeuARRER TR
EANBERELARBEGOMgA £ A 20K 5 FEHRITALK
(PEO-20K)(350mg)fv 3 & 3 i 7] Fo B F 4, 42 Manesty Type-F3-Press
RS K. B R E(2S % )Ae PEG-600(2.5 % )Hy R EFE R T 4
A#E(50/60 B)EiFR N EOIGEHA A, QR TR A 2 PEG-600 5K
B EF BN 1112, RRORAEARGHEN 1S %,

F 345 26

Mo A R T AR ER AL B A H, B RERER TR
HHLMERELARBLEGOMEA 2 )L 20K 4T EHRAALK
(PEO-20K)(350mg)Ae 1 & 3 i 7| A A 34, I 42 Manesty Type-F3-Press
LR S BEEMR L HA Q2.2 % )F HPC(22 % )4 91 AER/T 8
A EORZE N, ARPEBRSGEN HPC i ES A 11, RN
ORZEHEORGF EH 15 %,

Lk 27

MR G REE T F it P oo U A W AR H F ALK & R ER S KA
F. etk 2 ER 3 K L0 3 R ALER E R R AR BLE(S0mgA & W Ak) 5 Il
Ye, ABRSERAE, ARATAM LAY AL CRAA RS, JE Manesty
Type-F3-Press L/E K. B L L8R LB wEEERaRZhE., TRE,
OARFFREAOLRAEAHEEFTH 15 %, E—HFEANG—RL, F
R4S B GRAEHUR, BUES R4 X)2mm AiEesl. £% —Igigh Al
B it B A b 2mm BRI, S AR R RA XA
Aoy LA A 2 F e AL AL
S #4) 28

84



10

15

20

25

W R A REE T pH 3| L (BpiE €.t ) < 18] 38R A& £ W Ak 7y 1) 89
H &, 4B 4,9,16,17,19,20, 21, 22, 23, 24, 25, 26 Fo 27 H] &4 ik
#BEERBER QR AKB N .

& 28-1 9B ) & 6L R Al

# 28-1
€L A& 7
A 2 ft 6 WT %
Eudragit L.30D-55 s e RAW 16.0
AR = L 3 ¥ 1.6
BB B 45 1 4.0
K B A 78.4

A Freund HCT-30 Hi-Coater # &, R &Kk 2| 4 HR& SR A L, PT
A ¢ 8, % [Budragit B &% + 3B = LB+ REIANTRERG R £ 5-25
%. X2 RE HERG pH TILFRRARAEZES WA, HEBAT
B )& VAL 1R 14 7 K (1mgA/hr-40mgA/hr) B4 81 Ak,
FEHA| 29

M T A LI ) & pH 3] & 64 F A LR Auik B4y Ak § RALEY T Uk

BT 7 Ho 8 PRk A SRS WAk S FAA. A Wurster JRIFHIRR
AR T B (Glatt GPCG-1)76 Fi 38 iR Bk o LR, 3 6 s SR A QL RACF
B~ 5 B~ 50 %, HEBKORELSH 123 % FPEAAHBLRY
(Eudragit®L30D-55), 6.2 % &%, 1.5 %Ar#sk =8 80 % Rey&EF

B FiEa RSk O RTET pH & T 5.5 43R, dibhl&a) S8k
A B4 o AAK pH 69 8 8 &R BB RH, S AFEEHA pH
X F 5.5 641 Fo £ By P 84 6L ARG BURLHE F L
52340 30

Sb A 00 AR R AR S Wi AR pH §) K e R FURZ R F AR
Bt pH 3] & 8 % 16 16 R Amig 45 4 vl Ak § BB M a9 &-07 ik, AR BOT
B M BB AT B R F A R A, Lk B0 &SRR
Sk 3 WAL QAEEHEEE LEARPEOR AAQEF—ARL
A E A, pH #sHE, HEBFHMER,
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HEBHEE EEAS 5 % B8 T & 4 H(Opadry®)g ik o) 5 % A 2]
A 10 % 69 LR,

B L 60 A e T Bk A A IR L R (A, R AR S HAL
MBAE TN 550 %) HRBHRORELSH 123 % FAARBKRY
(Eudragit®L30 D-55), 6.2 % &G, 1.5 %Ar#E=LEsd 80 % K &F
.

A 31

Mok AR R A LA W g E AR pH IR e E LR
Imig AR RA.

4o LA 4,9, 16, 17, 19, 20, 21, 22, 23, 24, 25, 26 Fo 27 #l &-& A
K. %5, £ HCT-60 Hi-Coater®*# i €, & 2 (Freund Ind.Corp.,Tokyo) #,
2B AR = 8k 4 % E(CAP)#) AERE PR O REABE /. A 25 %(EE)
AR =W s = A BS(DEP)H £ CAP . "Rk R éb& CAP 23 s Al LA > &
FREMN TAOROEAEEA SS0WM % HRACLKREMNET.
4] 32

32 35 BEER A A BB &, 64 pH 3] K &9 X A LR CAP-G REYEMFE
WAk H e H &

4 A 4,9, 16, 17, 19, 20, 21, 22, 23, 24, 25, 26 #= 27 P& ] & A
s & A HCT-60 Hi-Coater® % & & & 3 & F & #f 4 & (HPMC ;
Colorcon , Inc)kiE., ik, Max FTREMEEREE, A Swt %
HPMC BFE & R ik B #l. %5, & HCT-60Hi-Coater ¥, F 544 31 AT
i# & CAP 4= DEP % # #)i% — ik QA& A . HiEA L RikAE CAP A
B EAETREMASTTFAORN N 6 5-50wt % ey RN ORREHE.
HPMC &, 4 R 4k 4 #-4- s ) A= pH 408 CAP BRI & 5. LA AR
65 3% CAP &, 44 4o 2 § & 69 1% pH 2038 P a4 i T (R 35 1L), THERA 3
F 4 A 80 A AL PTE ) B 2R By 34 F oG pH AT S|
a4 33

e, S A A5 BLEA A5 AT B I 61, AR 89 pH 7] 6% 72 18] 3E 3R (7 M BEAR A €L ACT)
Tmig #a Ak R Al dH &

x4, 9,16, 17,20, 21,22, 23,24, 25,26 40 27 iR ) &2
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Mg B #. 12 A HCT-60 Hi-Coater , | HPMC(Colorcon, Inc.)8§ K5 &
mE O RESEGSHARN M. HikF, A HPMC &) Swt % (B33 TR A F)
FRaROMIER.

He & 28-1 6 BLTy H) & L R AH AL

F) Freund HCT-30 Hi-Coater # &, R & "k 7% %) HPMC- & R&J 2 B2
M L.

R e R B RS EE T AL BARER ) KM 5-50 %, HPMC
Wik B A 4 itk Ao pH SR80 AR B R RE & R Al 69 B, LB @ R I
5 5 8 WIS 6, R ) o 2§ F 694% pH FRHE T 49 i B (R 551k), ETHEZ
W T4l AR 68 B 42 P 3R  AER 64 BSR4 3 0 pH AT 3] AL
LA 34

M 52 645 BB B 8] 32 3R 64 (R 7B AL 89 ) ik A 0 & i Ak R 69 4] &

Basks 4, 9,16,17,19,20,21,22,23,24,25,26 Fo 27 Frik fl &5 4
Sd kB, KB, 4 HCT-30, HCT-60, & HCT-130 Coater(Freund Inc)
B EMNOREP, AKEMEF/BARBEIEREQMIE ). A HPMC K
BEARORIZL AABANORETTARORAGREAEEN 5-50 %, HE
8 6L, R AL W AR T B AR AR F )W A KAy iR, ARk
B8] Bt S AV B P E B AEMREAM(AEEATRT AL % F(EC),
LB LS E(CA), T8 LB %E)E QRPN A PR i, e, % LRH
#) 5T 95:5 HPMC/EC %] 50:50 HPMC/EC , &, 95:5 HPMC/CA #| 50:50
HPMC/CA 4%, AiZRANMBESMORAKGHAT, TREZATEN
SRR A AR R AR GRS, B, THRERIEAHE,
LB An K 6 RA.

fifd BIRB ., LS 6 MR iZ O RB SRS B HRIER In B A
P A GRS AT E ARk EiR, BRE, EEUMEEN VA
F Img/hr-40mg/hr & ik R F 498 4k,

F A 35

Po R A LA S & 0 B A R TR ARG A& mRILE R
WP e EEE k. AR B TR PAEEGEEHNEN K REQE
13.8wt % A-d MR ILER 2, 11wt % L-RAH B, Swt% LER4ES, 29.5wt % f#
Bt s F Ao 382wt % ARSI K HALe, KREBIBRENIHE. RE B
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EEF MM YE 2.5wt % RS BR4E A A AR T F MR K L E(Kilian
T-100)#1 & % & % 470mg o K B A RAHH, AMA o EXCRE
(LDCS-20 , Vector Corp. ) ¥ bt R AT #R I & K (3w £ B £ 4] 5,612,059 A7
®)HAE] A L A4 10wt % BEBRAF 44 398-10, 2.5wt % PEG 3350, 15wt
% 7K, Fa 72.5 % FEAG 6 FE & VA 20g/min &k Rrfip e R B R LI K
LA 10wt % ERE.
L34 36

Bb AR IR R & O AR A R EN RO RS4RIl %
AWM ERAFE. AHASLLPHRANREHNEAE, RAGCH
13.8wt % 2w hsLdksh, S % % AHBHwE, 1wt % L-RARK, Sw
% LBEAS, 27wt % Bdh A e 35.7wt % RS N MO R el &0 L T
5, A HEEEESD 14wt % B AR R LER(95 % A R kR AR A
HATE R4 . FRAMEE, BRL LERMN(OEATOARITIET)
BA, RERBENHE. KRG, Wi BaHIE 2.5wt % AR
RA VAT AR T A% LA K AL E(Kilian T-100)#) & & F % 470mg 69 A 8%
Y g A AR, M A e e X @R B(LDCS-20, Vector Corp. )4 Fiftk
T AR 6L R (4o £ B H A 5,612,059 ATk )M B A B 58 10wt % BaR 2F
%% 398-10, 2.5wt % PEG 3350, 15wt %7K, fo72.5 % AEAM LRER
L 20g/min #ik e R E B b, #Hl&—WEA 10wt % ARG A FDAR
—hbB A 20wt % &R R Al
%345 37
LM LEE 4 Sml BB T HS B Hak(H & AA f9iLad,  200.2mg)
7 F B L ESQQ00p]) . Aw A sk 8% BR(41.200) B H 4R BEH o & i AR R
$ . A B ok S00ul 6 2.8k LE MR T, LKA B RE WA ERT Ak
5.8f, it Ek, A 10ml LB LEKATREEATRA YT 40 CFHR 20
Q. M ESERA 16 %, mpl26 T,
645 38
LAk LB 8 10ml BLAFL P 4 ARE(H) & AA WS4, 200mg)
B F e tn(1.5ml) ¥, Mgk £ 40 T, AwAKERER(41.201) 5] & s
b, LB R A EF R A R | e REK, JPER
P40 CF72 06, ME FEAH 90 %, mpl2e T,
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LA 39
LT EEE 54k sk 3(125g) (1 A TH(Q2.S )RR A F
%, Ao NaOH(25 % K&k, 35ml)., #H4whssii MY, 5
EOIE. BOREGm)ARERKE, 4 TIE g Ems T
B B 50 C. MmAKBEER(23m])E] 4 s AR . 50 CF AR AR
L8 30 4-4F. ARIERERASHBFRFERTHRAER. LRKHEFTA
BkAh 250ml M TR RK, AATHTT 40 CT FRIZE R 48 ]
By, &% 89 %, mpl26 T,
34 40
BRI XS5 METRAMS FHAEFESITT RIRAV ETHL &
M F o4 X-$44 245, 6300 Enterprise Lane, Madison, WI 53719-
1173 b4 1 e #BE E. BFRMEERA X-HEBRFHEAFL X
HEBKERRA IVH, £ 55, 99 4= 149 W, Birmingham Kynoch
Press, 1974 . SHELXTL %% 12 7 F7H % dh 4k % 3 F(G.M.Sheldrick ,
SHELXTL 4% /A $ #F, Nicolet L33}, 5225 VeronaRd, Madison, WI
53711, 1981), f& %8 T M4 A A ATAHLEUIE. T A& 40-1 £4 TARX MK,

il HAE kAT TR AH, TAMMERBSH. AFERHATE
—EH LA EK, ARV AGA EHA 025, FTHE, HHAMLE.
@it £ % Fourler A RAL P A AR o9&, A4k EA. PPN 3
B EHBET LT, ERIBL, B R AR e RATE P R
WA A A A T AR B AT MR £ 09 0.1, e R-I5HH 8.97 %. Rt
£ % Fourier £ 88 £ % % 8§ A58 b, F 5%

FFE 1 #9424k 4 A A% SHELXTL 4% A 5 #4157 7 89 SHELXTL 4% B
EHE. Ry,

# 40-1
ol bk ZBR B 8 SRR
LN C-H;sNCl, * C,H;0,” - 0.25H,0(371.3)
B LR 7K
&4 K /J~(mm) 0.10 x 0.16 x 0.22
1 a = 15.629(8)i%

89
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b = 8.695(3)%&

c = 15.048(3)%

o = 90.0°
B = 110.45(3)°
y = 90.0°
V = 1916(1)4%
ja) & A& C2
oF /30 4
HHEGERE, gom’ 1.287
SMWHEKEF, mm' 3.144

2402 BFAAR(x 10Ykse R ates A508 7 < 10)

X y z Uleq)*
C(1) 8321(14) 10711(22) -3626(12) 79(2)
C(2) 7559(13) 10583(20) -3227(12) 66(2)
C(3) 7581(14) 8997 -2770(12) 83(2)
C4) 8453(11) 8847(21) -1902(11) 67(2)
C(5) 9260(11) 9344(22) -2182(12) 66(2)
C(6) 9268(14) 10390(22) -2917(12) 87(2)
C(7 10033(16) 10928(24) -3028(14) 103(2)
C(8) 10898(14) 10516(24) -2347(14) 91(2)
C(9) 10883(16) 9557(24) -1637(14) 97(2)
C(10) 10115(12) 9074(21) -1513(12) 67(2)
C(11) 8555(14) 7256(22) -1473(14) 79(2)
C(12) 8418(12) 6975(22) -625(12) 66(2)
C(13) 8514(14) 5542(25) -215(12) 89(2)
C(14) 8760(12) 4314(21) -708(18) 90(2)
C(15) 8861(18) 4526(27) -1587(15) 132(2)
C(16) 8763(14) 6002(22) -1905(13) 88(2)
N(17) 8112(9) 9728(19) -4522(10) 65(2)
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C(18) 8616(14) 10130(25)  |-5161(13) 98(2)

C1(19) 8377(5) 5313(12) 862(4) 127(2)
C1(20) 8816(6) 2473(13) ~178(6) 144(2)
C(1A) 9993(16) 5929(28) -3685(16) 157(3)
C(2A) 9026(12) 5594(27) -4223(12) 83(2)

O(3A) 8771(11) 4331(19) -4476(12) 119(2)
O(4A) 8464(12) 6651(19) _4306(11) 116(2)
O(1W) 1000037)  [2700(33) -5000(37) 132(4)

LM EMEE U AL A ERM Uy R EFHR BN Z 90—
3] 41
SWMARTEBESEN

SRS LIRS GEORA L ER A HREOARG S S BHRTHE
W EEMBEE Gk, ARG ILPIRANREHNEN . AFHT T
RAGIE 14wt % oW AR ELE, SOwt % HIrfmBk, 20wt % FLiE, 15wt
% B A A Iwt % B L BEAR iR e A (Mgrj 52, Sigma Chemical ,
StLouis, MO) ¥ B4y, Hi%asHH M T3 3EE R AU L(F-Press)#]
& 5EH 470mg 9 K, AMA o &KX ERSZOLDCS-20, Vector Corp.,
675 44th St. , Marion, TAS52302)¥ ¥ it R sH AR & R (X B % #)
5,612,059 FRik)AE K b, 34 6wt % LA 4F S-100, 4wt % PEG
3350, 10wt % 7K, Hv 80 % i ARAY €L AR & A 20g/min KR Rk O R 2
A LEER EHI A Loy 10wt % LREF.

L 3] 42

B ] LI A T AL R T 22§ TS @ ke IR
R ug § e &k bk QMM EALRNESHARTRE S M
#; ()AEAR LAERERP G SR B EE—BRLEERFE =& pH
B MR B AL O A,

B A A 3 F 35 A dh o9 A 1L R dm T B (Model GPCG-1, Glatt Air
Techniques, Ramsey, NJ 07446)4| & & 244 5 BALAL. R T 4 E VA
400gA 4l AR5 M0 (4 W Ak L BR 3L, - R SLER 3 X 4w Ak R AR B 3 A2
5 % B(F W BR 8BS, %% EL T B)(Eudragit®NE-30-D), 5 % AR FET
£ 2f % #(Opadry®, Colorcon, West Point, PA 19486)F= 90 % 7 #3557
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WA S %I B F2 B A T A 4f 4 (Opadry®) 9B iR ik 2| AR ) 4 3
HHFHADGAEAR L FHRORGER L P EOARERT R
YL IR K 8, R AL B A HE

B R L6 Al B e T 5 36 0 3 R A 0L R(— &, A RERBHAFA
FE 550 %) HREABAORESA 123 YFEAAHRRERY
(Eudragit®L30 D-55, Rohm GMBH, Darmstadt, Germany; U.S.Office;
Somerset, NI), 62 %#&.G, 1.5 %A#EL= L&A 80 b K69 &iFR. &
4 75 g Sk B34 $ 4% A 45 300um 6% 3R B B WA,

23] 43
Ak L-2LEg 3 A& 10ml 48R B AR P & dham(F & AA #9Le,

200mg)i T 28 B (00u) ¥, # L-JLE(E 4, 68.5mg)¥ikiE T LT
BS(100pl) . 15 Al B A B S HH T den L-SULERIE % 3| 4 b MRAsUs &
t EEA WA L-SLBE RS WARBER TG 2 o8N, WER LK,
ibiZ B R RA A TR T Hd &8 at). SEEHFA Iml LR TEE
EakigEAk, EATHTT 40 CF-FRZEK 20 I8, THAFEET
BagE AWk L-SLag ., MEFEAT2%, mplS3 T,

L] 44

Ltk L-3LES 3 A SOml B RIEALT, 44 dai(#& AA HiLa,
1.0g)i% F 2.8 ZB5(20ml) P I A ik 5 & £ 40 C. & L-5L8R(342.5mg) ¥ 14
KT LB LEGM). VE 5 kA L-SUBE RS R R ER SN
B RiE P ma ., £ L-LBERMmAE, £ 40 CTHE LRSS VI
2 B, KB, ibiEA RS WA EERFTIEZE K. A Sml LELER
AEEAAELTTT 40 CF%E 24 I, S REFHROEAASEMHRL-
LBk, HHEZ~E£48 %, mpli3 C,

EHAF] 45

St L-SLAEE £ 500ml [ RSEAL T, 4 4t A a(10g)% T 5+ % B5(150ml)
A e EE R E 40 C. 3 L-5LER(G4g) R i T LA LE(25ml). V&S
KA L-5LER AR B R B 33 SR G R o | AP 0905k, £ L-3L
B T e, 4L 40 CTH A RAWHI 408, KRG, LEARRG
Wb EF iRtz Bk, A S0ml SR AZEKRFALET T 40 CT
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mpl53 C.
3B 46
sk L-5LE 154 Ak A HLEL B (750g)E K (3.9 ) A LB LE(G.9 FT)
RO PE R, AFixEatE) 15 C, AeA NaOH(25 % Kz, 250ml)
23] pHO.6 sk, WoewAHERS AT B LR LKA A 5 sheh
34 H LM LEEEBURE. R 39 ARARSHHLHBIEE AAETR
452 Ao o PRAREY B8 B B SF T IRVAT I R, Jon L-JUBR(155g) B s
P, BB T AR RA S 20 . REEA, A 2.8k &5 (400m! ,
Hok)rhik 4 K, AE T F40 CFig & B £% 84 %, mplS3
c.
34 47
Sk L-SLB 454 v Ak R AR 3 (300g) K (3 F)Ae LER L EE(1 HT)ad 311
BAM R RIEE. Ay 1 FF IN NaOH i ikHi% ¥ b#9 pH AT 2] 8.0.
Wl Mt B AR BN B AR .l bk U R R B AL
RSB EE. KRG, HBLBRLEESA 3 BT REAHRAR
FEEF. AT TREASS KM EALKTE LT 300ml ARkEAE
Wk, AmitAa Mk LB OEEEARE] 40 C, F L-AEBE T LRTET
B 7SM ik, HERET U F S R ALBRERE &R T, LKk
AR AR R (16-20 AN ). iR R OE A FE(200ml, HR)TE
Bk 4 k. AEHY 40 CTFRigbkiTA. F£497 %, mpl3
c
F k) 48
B X-SEH R T KA &K E ST RIRANV ATAHALLK
£ 1 BBEEBEGEL sin 04 =05). RTHEAEFRA X-$t Z sk F o
Ak, X-HELAEEEREA, VA, £55, 9% 149 1, Birmingham
Kynoch Press , 1974 . SHELXTL 52T A e SRS (LT
G M.Sheldrick . SHELXTL 4% A F#t, Nicolet L& 23], 5225 Verona
Rd. Madison, WIS3711, 1981). &£ 5 T A AT ITHSLEE. T &
48-1 B2E TARF SR, BOBICEARR S

£ 48-1
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id &, C7HgNCl, * C3H505(396.3)
AR R L8 LB
& A X ] (mm) 0.07 x 0.07 = 0.1}
FL1% a = 8.660(5)%

b = 24.43(1)%

c = 9.382(3)i%

a=900°

B = 91.94(3)°

y = 90.0°

V = 1984(2)%°
DIEES P2,
-F 143 4
HEGEE, gom 1.327
B F, mm 3.101

Wi AR TR 4. FARLRBEN, FTHR HE
S4:E. @it £ZF Fourier B R FAAAEME LG A, HASHMA
SR E R, A2kIRsh. R T RER ey RAMAIN T g4
BAFIKT AT G IR RBEN 0.1 . R RIEHA 549 %. RAEF
Fourier £ 88 £.% % ) R4 6 & -F 25 .

7T A 3 ey ket M B ¢ SHELXTL 45 8 £ 45 B, #3149 # A 1@ 4d Tbers
Fo Hamilton #) 7 s&(Hamilton, Acta Cryst, 1965, 18, 502-510 #= Ibers =3
Acta Cryst, 1964,17,781-782)R %, X-#&%&sr#AF4 L-SLsSHE.
BF 475 T & 48-2 &,

482 BFAMR(x 10948 e R F A8 A HCE S x 107)

X y z U(eg)*
C(1) -4173(13) 4373(5) 7866(10) 44(2)
N(1A) -4127(10) 3773(4) 7483(9) 47(2)
C(1B) -5542(14) 3455(6) 7614(12) 69(2)
C(2) -2556(12) 4576(6) 8220(10) 54(2)
C(3) -1658(12) 4605(5) 6877(11) 55(2)
C(4) -2328(12) 5027(5) 5834(10) 44(2)
C(4A) -4064(12) 4979(5) 5658(10) 45(2)
C(5) -4860(13) 5273(5) 4565(11) 49(2)
C(6) -6411(15) 5250(6) 4430(12) 68(2)
C(7) -7291(13) 4981(6) 5430(13) 68(2)
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C(8) -6563(13) 4705(5) 6491(12) 56(2)
C(8A) -4955(12) 4700(5) 6662(10) 39(2)
C(1") -1539(12) 5015(5) 4411(10) 46(2)
C(2") -1022(12) 5517(5) 3816(12) 52(2)
3" -308(13) 5493(5) 2508(11) 52(2)
C1(1) 243(5) 6117(2) 1757(4) 91(1)
C(4) -9(13) 5024(6) 1820(11) 54(2)
C1(2) 972(4) 4996 258(3) 81(1)
(5" -486(14) 4545(5) 2414(11) 56(2)
C(6') -1219(14) 4538(5) 3694(11) 52(2)
C(1X) 495(13) 7219(5) -5303(11) 47(2)
N(1XA) 648(11) 7826(4) -4926(9) 50(2)
C(1XB) -814(13) 8109(5) -4598(12) 58(2)
C2X) 2126(14) 7016(5) -5601(12) 67(2)
C(3X) 3130(13) 6938(6) ~4263(11) 64(2)
C(4X) 2437(13) 6525(5) -3240(10) 53(2)
C(4XA) 702(12) 6586(5) -3183(11) 46(2)
C(5X) -45(14) 6304(5) 2112(12) 55(2)
C(6X) -1610(15) 6299(5) -1995(13) 65(2)
C(7X) -2501(16) 6604(6) -2945(14) 80(2)
C(8X) -1807(13) 6890(5) -4024(12) 56(2)
C(8XA) -206(12) 6900(5) -4117(10) 39(2)
C(1X") 3233(13) 6545(5) ~1796(10) 49(2)
C2X") 3944(14) 6083(5) -1250(11) 58(2)
C(3X) 4642(13) 6084(5) 101(11) 52(2)
C1(3) 5554(5) 5501(2) 743(3) 85(1)
C(4X) 4732(14) 6569(6) 875(11) 62(2)
C1(4) 5695(4) 6600(2) 2528(3) 78(1)
C(5X") 3978(14) 7023(5) 350(11) 62(2)
C(6X") 3293(15) 7006(5) -982(11) 63(2)
C(1Y) 1318(16) 2575(6) 9581(14) 106(2)
C(2Y) 540(13) 3113(5) 9839(11) 57(2)
03Y) 103(10) 3150(5) 11268(8) 87(2)

95




10

15

20

-------

C(4Y) -786(14) 3217(5) 8778(12) 49(2)
O(5Y) -479(11) 3255(4) 7509(8) 86(2)
O(6Y) -2081(10) 3239(4) 9294(8) 65(2)
C(1Z) 6352(15) 8746(8) -2633(15) 110(2)
C(2Z) 4677(13) 8843(6) -2407(12) 66(2)
0(3Z) 4349(11) 8757(5) ~1000(8) 101(2)
C(4Z) 3602(14) 8483(5) -3343(11) 50(2)
0(52) 3800(10) 8497(4) -4676(7) 66(2)
O(6Z) 2594(10) 8209(4) 2782(7) 60(2)

A0 % g BlE & U A SUh ER A Uy ik e #hili(trace)d) =45 L —.
F A 49

Ak L-SLag s E h

B 52 A6 LR 4 & €38 G R A E M R AR 6 R ) &6 Ak L-3LER
Lo B A RER G ARSI L PRANRENERH. RGOS
13.8wt % &tk L-2LEE 3, 1lwt % L-RARBRK, Swt % L#45, 29.5wt
% B L oF e Ao 382wt % RAed B AR, RERLRENIHE. K,
Wi Ea AL 25w % RIERERSABAA TEFRER Lk
(Killian T-100)%] 4 %% 3 470mg &4 K 69 R REGAH. AMF v o & X
&, &R Z(LDCS-20, Vector Corp., 675 44th St., Marion, [A 52302)# ¥ &M R
s AR 6L R (4e £ B E#) 5,612,059 Arik) A B K b, K4 10wt % BEEg 4T 4
#398-10, 2.5wt % PEG 3350, 15wt %K, #=72.5wt % 7 BR 6 6L RIE R
VA 20g/min 89 i Fek A 6k B A L EB R LA 10wt % BREE.
g2 345 S0
AWt L-SLER B ER

S A LA ) & 045 6, LA B R R AR 6L A -6k DAL
oy B Heh kR ek, A H T P AR E N K& HE R . KMk F
B & & HERH R ES(S %) 14wt % bk A A VA TER(95 % YW 3 i% %k )
Yok A AT IR h B ke, TR ARBE, BBURE 13.8wt % & A L-3L8k 3,
1wt % L-F AR 8, Swt % LBR45, % shed 13wt Y% 4 & YA Ao 357wt
% RABRA. MALHMSE, HERERERENARE. K, iZ At
B AL 25wt % RSB R S U ARA TEFREHR #u k. (Kilian T-

96




10

15

20

25

100, Kilian & Co., 415 Sargon Way Unit 1, Horsham, PA 19044)%) & % ¥ 4
470mg & K 6§ k& ey RS M. A A oe & X e RKE(LDCS-20, Vector
Corp. ) ¥ & b Rt AR 6 R (4o £ B+ 4| 5,612,059 ATk )36 A 2]/ £, 4
10wt % BB 4F 44 398-10, 2.5wt % PEG 3350, 15wt % /K, fw 72.5wt %
B 69 6, RIE R VA 20g/min #9ik Bk R E A L. HE—BFH 10wt %
GLR 0 B R LR — S A 20wt % LR A R AL

) 51

Sk L-5L8 3 69k AL R A A 42 Capmul MCM"™(F 85 3 Ao S H- i B
FoE8, Abitec 23], Columbus, Ohio 43219)% vA 75mgA/ml & % B ) &
Ak L-5UBE Bk, L 0.67ml MR R AR EH AR TR EZER, F
%) 50mgA ##EAH =,

FAH] 52

Sk L-EALESE S @ksBEREHE& AA e, 2003me)E T L&
Z.B5(800ul , B KAaFe), H L-RAEKBR95.53me)RF T LR LE(GmI,
A KA. AR ALR A RIS GERFHERERT. BHHARLR
At 24 ab, DREER, AR LBLEREFEAZRT 40T
F-Fe 48 B, AR L-RARBBMEN 94 %. mp247 C

# & AA

SR E R e WAk EaR B (Q2.5g)E T A0 ). AmAPTE 247 IN NaOH
B hia b AE) K usked pH AT A 8.0 . BAMREAMKIALETAK
(50ml/ %, B )ik, £ AE P 40 CF F 1Rk B4k 48 /) 5. MR A 98 %,
mp 67 C,

%4 BB

LA B Ak e vk H 88 3 (300g) £ K3 A LB TE(L A8 311 R
L b a . Aty 1 IN NaOH iz g 4ted pHIEH 4 8.0. 4
AR E BN LB LB AR P . 8t bk AR R B # L M
RABEM. RE, #BLBRLEEFR 3 BT ARERRALER
B LT R A e W AkaReY R A LB L85 B F) 300ml VA Mk &K E 69K,
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