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1. —HEBIRANE, 2HHFAN X R)-3-N, N-RKT R
E-8-f-3, 4-— G- 2H-1-KHir-5-FBREXLHF ETELHE
Fo / BAKSBHRBERNCHEDEEHTE, AAREG I/ &7 TR
5 BEGREAAEAHEFEIL ALLHATTYNRAFTRLLEY
i, B8R FE Kb X REGE R E Y RFHEERBFTARE RS
Baagad e & 5 4E.
2. —FEBORANE, SFHBRY XM R) -3-N, N-RIEKT R
E-8-F-3,4- — K -2H-1-Kfuewh-5- TR A A F ETHLHE
10 Fu/RKEHIENKH, RARG R/ REFTREAZEERES
HEGEFFELNL, LA HRBMHE MRT 2V 2R LR FHPYARER
iy 34,
3. MRERABER 1 f 2 HE—RAZRGERCRAE, z‘ié\
HEV—HEBRBRRGRSWAELEGEY A =R, BEMN.
15 BAYH. BANKEEHFRYAH.
4, —HEBHURMNE, SHFHERBRAHBRTY XN R) -
3-N, N- K T RE-8-A-3, 4-— 8 -2H-1-KHFnh-5-FoERLY
FITREHEA/ ARKOWI BN, RE5EV—FHRRERY
Bodhf ek R, BEMN. ZBEATH. BANRALCHFRY
20 FRA, hbEEMNAELHAERKZ 24 JEregerE AR EEYR
AP B RABE AR EREGRE (ta) 2V 2 OBRAFRERDFHRE
RATIEAF O o B 542
5. RERAZR1-4HEHBORANEY, R ta 2V A I DH,
6. —HEBHORMNE, SHHELBR A HERE X6 R)-
25 3-N,N-REIRTRE-8-R-3, 4-— &K -2H-1-FHvbvh-5-Fathk, HH
FETHSHEF/ R KEGBRENLY, LEH5E) —HHREERY
BRAoMmfERGBLH. BAEN. ZEATH. BANXLSHFR
HHres, B3 EMNBALAN, REQERDRFHFEHEE
(MRT) £V ¥ LEFEHHAKERDL B ATIFEGMRT 6§ 3 42,
30 7. ARERFER2F 6 GEF 0 RAMA, A& MRT £ 8-15 ) &
Zia, thik 8-13 Jut.
8. —HEBYURMNE, SFQGEEMR A HEBE X6 R)-
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3-N, N-RHTRAE-8-#-3,4— =5 -2H-1-Kifwtwh-5-FBEk, £
FrTRZHES/ BARKEBDREMNH, EE5EE ) —FYRRKY
RoPAEge e, BEMN. SHEBATHN. BANKLECHFK
HAms, AFEMR G- E LA B ESMRSE &, pl6. 8,

S RAEARBRREE, AESSOENRERNE, HEIIHERY I0-
T15% g5 MBEEE, 12 JHEXY 60-100%5H, 24 JHEXY
80-100% &%,

9. MREBRFANFR 8 HLBFRAE, HPiaHBepfkitz
h A B ARRE AR, pH6.8, A ERHRE XK, UES S0 4

10 REBE, HA 4 PHEXRY I0-55%QERBFEE, 12 00EK
24 60-90%E, 24 M EKEL 80-100% 4.

10. RERFAEZLR 8 HEBORAY, AbEhBeEiksta
oA B AR E AR, pH6.8, EAELEHEERUFS S0
ERME, HAELINBEXRY S50-T5%ERBRES, 12 JHEXY

15 70-95%&d, 24 pHEKY 90-100% & 4.

11. RERFER 1-10 HE—RABZLHEF O RAEY, £+
(R) -3-N, N-RX IR T R A -8-F-3, 4-—&-2H-1- X rlbvh-5-FBLAR 4
#% % (R) -3-N, N-RIR T RIA-8- -3, 4-— R -2H-1- EKHbwh-5-F 8t
B (2R, 3R)-BABAH.

20 12. REAFEZR 1-11 GE—RAZRAGEHF O RAMNE, L
(R) =3-N, N- IR T R A -8-#-3, 4-—£-20-1- FHfwbwb-5-FHtAc
32 (R)-3-N, N-aUEIR T R & -8-f-3, - =& -2H-1- X ebvh-5- F &t
B (2R, 3R)-BABEAE —KESH.

13. ABRERFAZR 1-12 9E—RABZRGEHF O RMNE, L+ %

25 MEBEBORSGHLEATETASE K. RRALLE. BLASSRXK.
BRETRLA%E (HPMC) . FTRL S E. TRAHEEX. RLHh0%E
R, R, RAA LR AETH.

14, REBRFEL IHERIRAE, ATV HBREKRYGREHE
HPMC, & ##5E A& 3000-21000cP Z 1], 4% 7500-21000cP, HEALk

30 11250-21000 cP, Ffik HPMC ¢ F ARG ERKRE N 19-30 T %,
% 19-28 EF %, 4% 19-24 £ %, Ak HPMC ¥ E A AREARKRAE
AH4-12FF%, RERBZT-12FEF%.
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15. REAFNEZR 4GS HF TR A, £ HPMC 5 1% 45 5 45 HPMC
AR A, BT R AR HE B 69 HPMC # 5h 3. 75-140 cP, 463% 11. 3-140 cP,
RAE 37.5-T0 cP, BHLEFHFTEEANRNKEA 19-30FEF%, #%
#H19-28 FEF%, EHRL 19-24FF %, BRAAAGRKRES 4-12 &
T%, RRARRT-12FF%.

16. REFEAAZRL 1-12 HE—RAZRLGEBORMNEY, L4 8
SRR EERREGEE. R HHE. RAES%LE. BLH
B A REHF.

17. RERAZR 1-12 §E—RAAZBRGEHBaRMNE, L+H
AL RIBBRERRK. RBRLATORM. BIBEK. B -_8BiEs
.

18. RERAZR 1-12 §HE—RAZRGELORMNEY, LPH
AATAEGIE. HER. LA, SRE. B28e. B8, KX
REFE. RUHRELW. AKRESY. LA R 5 PR LB,

19. RERAIZK 1-12 GE—BRFERGEERMNEY, L d5
AR RS ZRAE,

20. REAFIEZL 1-1IHE—RABRGEBORMNY, LdiE
HWHREHRBEIRGWH A 1:102) 1: 60, 4k 1:30 £ 1: 60,

21. REAFERL 1-19 §E—RAZEHER O BRAR, L+2
W R G FAMG B ZM1: 0.5%) 1:5, 4k 1: 0.7,

22. BERFAER 121 9E—RABZRGEBE I RANEY, LFiz
MR AR T HHE NIRRT 10%w/w,

23. REBAFERL -2 9 —BRAZ LRGSR RAA, Lz
MBEFEHEORE, CRECORO Y ERELHF. R -_BH
1K F5 . HPMC K 4%,

24, BERFNEZR VIHBHEORMNAY, AFORESRAA S
M. FEH. EE. BRANFREAN,

25. RE|EAAEL1-22 GFE—BA)ZRGEHERAY, LI R
aRe.

26. ARFARA|ZR 1-25 GE—RAZLKGEH O RANE L4 E5F
GA/RERTRNZEGERPEAEFEL, REE, 0FETH
EHMBERG BT GAL.
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27. RERHNER26WAR, ATHRGR/XAEF S-BEENT
4 7 45 Ao F 2L
28. RE\EARAER 26 HAR, AFTRGA/REHFIHAH. BEM
WL, wHMERXGFERER.
5 29. RELFER 26 AR, ATRER/RAEF ST EER
A E i R AEA.
30, RERAIERLI6GAE, ATHRG /R ETBERESHTE.
31. BEBRAEL 1-25 HE—RABZRGER IR, A FH
A/ B bR T RAZEGEFRPAREFEL. A hEFE2EH
10 #EFFmEK.
32. REBRAAZRINHEBRBORANE, ATRGFR/REFT S-F
&ﬂ%%«?é‘:ﬁ:ﬁﬁv%&
. BRERFAEZR I QEF RN, A TR F/RE79A.
ﬁﬁéﬁmaru%ﬁ WA XEEFRER.
15 34, REARAER 31 HEBORHNE, AFRBGF/REHFh
FRGEAKIE HiERKFIL.
35. REAFIEZR 31 ALBRAE, B FRGF/RE7BK
EFHHLE.
36. — A THRGR/RAEAATRAEZEZEARRAXESFFE
20 . iR ATBEEREFNBERG TR, QEFRERFAER
1-25 P AE—AF)| B RGP R TS Ao/ R 577 A B E B 0 lon B 4
BT E2AMMG A/ RATOFEILDY.
37. RERAZRKICHFTE, ATRGA/RET S-FEBENT
84 #4 5 Ao FHL.
25 38. MERFAER 36 HWFk, ATHBA/REHFHM. BEF
WL, WwHEXEERAR.
39. RBRAER 36 Wik, AFHAGFR/RAEAFSREL4E
%Fe § il A FAL.
40. R|EAA|EZRICHFTE, ATRG A/ RAETEMREHTE.
30 41. REARF|ER 1-25 GE—BRAAZRGEBMN B GFEF &,
EAEA T,
Fik A, @FUATITR:
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Al) FHBREHBRBRREGREH, ERHBSNBAFN, BX

R A A R E BB R RAE,

All) BEFH TR RSB R—FHESEGEERMNE, o

Aiil) s AN B GTER;

>

F & B, QA THFR:

Bi) MR EHREBRYREY . HFixEN e BKE A

e,

Bii) ¥ ArdRA ek,

Biii) #Ei& FIRATRF A,

Biv) Bk b5 L v BHAH RE;

Bv) K[ THREBHBR—FSEHEERNEY, Fo

Bvi) £ KA A B HATEK;

s

FikC, &k THIRK:

Ci) FHHFTEHRBERGREY . FE QSN C B A

BB,

7.

Cii) ¥AERAMH4E,

Ciii) 4Fik T R ATRFH AL,

Civ) EHIBELZIRAMGEEY,

Cv) BB E%Y, HH5AECREHNRSE,

Cvi) RERHTHREGBER—FSELEEAMNE, F

Cvii) 4 RFHANBRFOR,

42. BEBERF|ER 41 &id8E, AP HRFERBIi A Cii ARPiH
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HREHE T RA A

FOR AR 3%,

5 AEPFBR—FERARMNEY, AHZEFEHIAH R)-3-N,N-R
FRTRE-8-R-3,4-—H-2H-1-FHmtwh-S-FEE, HHERARY
FETEZHLEF/ RREGIBEHNCHGE X, AUAREG =/ x4
FPRAZE% (CNS) mERELAGEFFEIL, HAHR S-BE& K
(hydroxytrytamine) M &R EMREL . EHHNNE, FLAUP A

10 —FHEBETRMNY, ARBT —HBPAKLRESAE, HREHNE
RAMEHERD I AELRFTERMBRESAS. KXAR—FF
BHEERAMBESGF R, EEMNB AR FHRAEAR—FEA
LEMB R A/ KRG ST NS mEfef X EFEFILSGFT %K.

15 ZHAFEX
— P W A MR AR B B T XA 6 R 8 S
R&EGHfrd, —LaHATHREIFLELSHHNE AR ALK,
stFHl B AT R L RXRELAMBREA S, FREAFHAIK
X &6t RORE o RRESA BB R LB, HRAKEZH, XH
20 FEHHRAHOTHRXIRIXGHARRELZRSEGIMERA. XFFMA
TRBLT AR RESABAAFE EPEGRIGEE R AR,
FIAE6, 7S B R F 2 AR R R KBTI F8E MR A
Ao b R R AR LR R, A F T A 5 IR AP K B R R e e R R
E. R, KR, EHHEHARNELBLE ARG LR K,
25 MFTAXBTACMOERASFLGERBR, XZFNEHG. Wy
AMBEHARN T TUERFIwLE. B, Bk F KA. ARG
Fo/RETF CNS mERA XGEFELN, RAAEGFEHI/RF
HREASHLRRENEBERTNELDA. 2hh IR
#l.
30 BREMNE T AR T 4R A F AR,
BRORMNBEATRARFGFXELFZHYRI| ZR P, AR
AHBF G X RETFRREA S B L. Z8 0 RAE 4 H—14L
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EE, THHROBZHEINTEBA N ELLEANETHH LTS
%, ANTARKFIEYETEERKE 24 Jbegam., XMy,
BHFLEAHEF., W, T RRBARA G Fo M2 /Rt
REARBNARETHBEIRK. BHFRARIERATRS
5 BRMBERHAK. ML, TURVLEFHEXRGER, SldhiE
M R BB G R EE M R M
EBHTHEAXBEORABTLNGHL. ERFBEEARGH
Fl, Hlde, EXRRGEFR/RCRFEARAKRENERD RGO ALK
HEHZEORRE, TEXELELM, 22, ERORNBEPBREA
10 Fsg3, FREHRMBVEEBRME RITEEDT BN ET
AT AR —ABE,. b, EABRBRKRGRLS BN, BFEY
FEHABEBERTHERDREAFREROBRAMNE. 5 —FHAZ
AP EFe/ ZERELFRINRAG T HE A EFHF 4 ol &Y
AR HGERG TR, AR RHGERTIRERA X L4 F A
15 Rfe/RBEHFMR. 5 —APHEREAR XN FHEF (Quoping) , Flde,
K& 69 8 ) 45 0t ) g B AL

& A
BAREAEL PG EHER o RA B T % kR e E A, KL
20 BT —HRHNESCTERHREGERDRAHNEEMNE, .a4ER
HREFEREDE. LRERORSVAERALCHRENGHHRES
B, HERHRGRFEANBFZEFTREY (<10%w/w) . EZHA
TRARARER., REPH QO RAA £ KX 24 S arahnd R A AEKA
RBEMDREARZHBERIAR, b, EHPY R LEREMHRE
25 EAFEBE., XEREEANABEG o RER Y KS, bt T
SHBHRGBEHRHA, RV TIXHESHTEEEAGLRHE. K
ZRBERDT O QEKPFIELTRERDPERHRT—INALR, A
M 38 Ao i ARG B R M,
AERRAGERDREREF LERIFERBGERDE, Bl 20T
30 HATHEG A/ RiEFT (NS REFRR XGFL. AAPHNELST
EABGF R A/ R REmBPRE EFAGHH. FAAFELASGE
HEBYXE S-REBRSAERIA R)-3-N, N-RIEKTHA-8- R~
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3, 4~ =R 2H-1-FHabvp-5S-FREBEXE BN ETHZHER/ XK
AR EMNILH. HHNZ R -I-N N-RETRE-8-R-3, 4-=4&.-
H-1-FHfabh- S-FTRURBABREL. XA BHERYE CEETHAF
X (2R, 3S). (2R, 3R) #=(25,38). X EHXF4 (R)-3-N, N-RHK
5 TRA-8-£-3,4-—&-20-1-XFuvh-5-FBLA (2R, 3R)-BL R &
B RKEY., BAELEHEHE R)-3-N, N-ERTHRRE-8-&-3,4-=
£-20-1- EFkwh-5-FHBE QR NR)-BLBEYE —KEH (J. of
Pharm. and Bxp. Ther. (1997) 283 4, 1 #, 216-225 ®), /£ 25
CEHAKEMREDT0 ng/ul, LR FRFEH . H 1.5 8,
10 EERAHEALT, oRAXANLEBORANVGERHALE, X
Ao 3R E B A ] (ta) 20 R 0 IRE #2554 K E & 69 K F )
B S 4%, BRI te. T 3T NEZE, KEEY 3SE. ATEAF
AEPREBORANBFTREGERDAORERESABOLE LK
Rk TEAR(AUC) . FHAF @ ot (MRT) fedB XA HFIAE (Fa ),
15 FHHHEE MRT RRRT 9 FEAKAGEHFERE. KXAGEEH
RGERBF Y MRT RS2V R LS 0 RE LM KERZRN MRT ¢ =
4. MRT 48:3% 8 £ 15 JBfZ ), £4h:% 8 £ 13 XN, KERES
HEWHIR G KER.
Wb, REBFAEBORANA, TAREPIRMEE Y 24 J B
20 FHBALFTRE, BRI ERIFBARRE %, pH6.8 , A
£E %% (USP Paddle method) , vA&S S04 ERZ, H
A DNHERY 30-15%HERBRESL, 12 S E KXY 60-100%,
24 B XL 80-100%:8 8.
HAR, AEXPFRAEHRORMNE, ATARRE PRAEAZE D 24 )
25 EHERBRETRE, LA ERSABESRE 4%, pH6. 8 ,
R ABHAEEEUFY> S0 EERNZ, HE4)IHEKY 30-55
YeERBREE, 12 SEHEXY 60-90%, 24 S EKXY 80-100
AXRR—FR{EBORAME, X P BLRAGBKAT A, 4o
30 JLAE, REMBRGBANBEHFE AL, RAPRLTRAEHR IR
ME, A TAGRTRBLE D 12 DG ERBRETRE, HAEIE
A EERRE AR, pH6. 8, HALBEREE, AELS0HY
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BERT, AEAIHERL S0-15%BEHMRESE, 8 I RHEXY

70-95%, 12 HEXE 90-100% %,
AXAGHNBEOLEV—FHEBBRRRGELS D, ETia TEF

R H. RARARARBREL. RLAHBRE. ERETRASSE. FX

S HgER. CAHSE. RUHARERE,. RL_8. RFXALEMIA
BUE, REBRBRBENEGHZLEREATRLHEL (HPMC) . £ 20
CTT 2% (w/w) & HPMC KiFE& ¥ E /£ 3000-21000cP 2 1H], ik
7500-21000cP, % 4ki% 11250-21000 cP, XSk 4F 4 & &9 ¥ R A MK
BREY%AH19-30FEF %, £% 19-28 EF %, EHKiE19-24 FEE %,

10 PAREMYBRRELLEAH-12EFT%, RART-12EF%.

X AR HPMC 7T AK K5 B 69 HPMC. Fr k¥ B 4% A& 20CTF 2
% (w/w) B4KRERE YA 3.75-140 cP 69# B, ik 11.3-140 cP,
RAK& 37.5-70 cP, HEHEXFGFRAGBRNKEL LN 19-30€F
%, ik 19-28 %%, BEAL 19-24 FEULHERAGBKEL S A

15 4-12FF%, REAET-12FF%.

ALXREBORMA Y, ZEHBR G T RBEB N AW b TR
1: 108 1: 60, 4% 1: 303 1: 60,

RTHBBRBREORSY, ZHNETHEESARERN, FleH.
BAGAT A, BAERN. BHANF. ETHNBENELEREALGRET. M

20 g E. BLHRERR. AR, RL—_8. —+ kB hiE.
BB hE. CEREANE. KEWNRANEERASEE. R
THbeg B (PVP) Aok 8%, BAAKNKET EHLLHY 0-15
% w/w.

ERHRE SRS HIA L 0.53) 1 5, Kk 1 0.7,

25 THRAFHN PREAGECRENZREN, w@BRE. BBRTE
Lgsh., BiRE. Re—_8. AeF. AUBHAT (BB
AN HACBREBATRANLE. TER. LAK. BRS. 28
. A%, RARZTE. RLHREYH. AKRELSY. LRSS
. RU=_BF, suob, TURABEN, ARMNIFHFERN, BF

30 MAEEH 0-55% w/w.

FR B TAXHS S, AZSHBRALMTP, 4o Turbula BAM,
RAFEHRBDR . HREBRGREES e THERGEBA, wdeH .

10
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HAMNEF, RELBEEH LAY HRAY., TEN, ZHNETUA
BEHMNHE. HHORRRESGWTAGEAZETHRANTRLENR
W T RBERGREHFAERGRE A, Sl mEF. RE,
BAMTAME A, ARILCHEERK, Wi, S8, TE.
5 REE, B, fle@RMA LRSS, ARBAERLERAK, B
TR TAETREXRACAT RS TR, RESHELE. #i
ST AL ZER TR TRGISMNIAT. DI BE Tl Rk EL
Bh. ToRas e BREBHN RS, E4RESHHE.
B, ABTATHE: GAEETHE, FIERNNEEW.
10 EIHRGESEHTEIRELE, RESELCHBRER, wleHn. BEF
MApBh AR RE. REFTHHIHLRAFMRETHHNE, FlEHh
MFEFBRAA. AeEadinRAEERE, MAAF.
AELPHA B —FORORE THATARENEZLHRSDH
RARLEE. KEELEARTRAASEE. RL—_8%., &RETH—
15 TasRAN, WREALE. BRAABLEST, BBANRTL-H.
HRBLB=ZTERS, FEAN ALK BAETF. THARBAN, &
BEZRARE. BERFHTUARATEARE. I, GRTEA#R
kA, QRRTUAKRNEE, WL, THEESAREMN L ALLA.
ARTEAANMKTFOLRE, ROREIRRAERBRARKAR #sndg i
20 wHEAK.
AEP—ANERFEFPHEBORMNAZREKRY.
HEZNBGEEMTLATRAKEAFRSIA, Hlde, K 0.1
B SO0mg X M), it 13 25mg, EFFARTXLEXEEE, THEHR
EEHHFEAMNETEARGLBENETWN, R TEFHEFHEN,
25 WwAEWMERREZEN, F8H. KAEHRMR, L TRARTIKE
£,
AEBAFNBTRA TR F/RE5T CNS Rl XHEFELL,
WEREXE, REBE, WEAKESH, HUR S-BEEAFYERMP
EFFL, s, 28 aRMNETA T REfo/R0E 57 H A
30 . WHE, WA PEWRREE. HAWRAE. FYHOHEAN
AR, ARENWABRER, RER, BB ARE. BRE (4
HITHATHEHE) . HABWE. HEZBWEE. SBCERE.

11
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NHERBE, ABE, Flio, THEFERF, L (X) B
(trichotellomania), BERREEFF, 4R BA, BEE. RAE, £
gk, BAEEE, HER, BG, BE, BREE, EEHTHE, K
L, kM, WILERA, Fld, 5EEBARGLRRE. F24
5 EEEEK, Hlde, MEREIREAR, REMLE, HASEE, A
k&R F, SWI KX i (hyperprolaclinaemia), ¥R, E3HHEA,
MeAKK, REAT, AR, Gk, REXE, #lx, BRriEHT
B, BLARZ. EREME. BIRSHLH, REFEK, #d,
NEEK. B A& FAHAE, RAMAE REHXE, X
10 REBRELHATIARE, ROFERE, SOEREERUREH
i &% FEL.
AERLFBRFNEEBENE G F ik, RFELT,
Fik A, LIEATHFR:
Al)) FUHBREHBRRBKGRESY . FEHBASH. BEHN. £
15 AP HNFREH RS,
Ail) EBHTHREGDBR—FHESEHEHEMNE, F
Alil) R EFOMNBERTEK;
=,
Fik B, AIFEATFTIR:
20 Bi) MR EHBRREBKGESY . ERHBSNFHECHRE R
R
Bii) ¥ A& RASHE %,
Biii) fE& T IRATRAF R AL,
Biv) B 5 1€ BRH A RA,
25 Bv) #EMFUTHREDE R —FSEGEEME,
Bvi) 4Eikxd AT 69 A B #AT O K
s
FikC, GIATFFEK:
Ci) FHIMEHRBRABY RS Y. FRASAN I ERH A
30 R4,
Cii) BAARSDH K,
Ciii) & FIRATKIF U4,

12
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10

15

20

25

Civ) BFIMERRAMNELEY,

Cv) mEELGY, FHELERBNRE,

Cvi) REAFGTHRESHTY R EEHBAMNE,
Cvii) M RFHMNHEH#TEK,

R “BREORMNY” EERAEToRAEY, AU —F Wi EHYE
BRERDR, BREERALAIANNGE—KREN TL B S5
HEKGETERNTE, S20L4A0EERNR. HEBgER
.

RE FDA AN AEBRBNNFL LR G, K& “RIFEMH” 23
HRATHRAMNEZESAEA 1-8 KRB ARG ERT 250ml K
BERF. KEEMMEK.

% 514

CNS AR AP 2 4

Coss R KX RE (nmol/L)

Cas 24 e R E (nmol/L)
C. t SEERERE (nmol/L)
t miE (h)

tin fo R FRFRH (h)

toss BliAZ Kb ZREHE (h)
AUC Ao R E -B ) #h &%, F @ #% (nmol*h/1)
MRT P g aE (h)

Feol A0t A ) #) A E

n B s KR ) A%

ER SR

HPMC EAXTESSLE
HPC (LF) FARSEE (5 F28EL 95000, HAFH)

PEG BB
ATBC AR B = T B
PVP R T W etk ol 7, B

HPLC B E &N &k

13
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5% 7% %)
AL AR B LA T AR RR A F G RFHHA,

5 ZH&EH1
ATFTRORTAFBREANGESL, H32000 5:
& W4 R 5.00
HPCLF 3.5
HPMC (15000cP) 138. 00
10 HPMC (50 Cp) 59.2
K 110.20
b § TS 3.2
BA—fALE 1.1

15 HPMC (15000 cP) &y #6EE B & 11250-21000 cP, F &I &HIRA
BEAH19-24FF%, RARRGERREA T-12F¥F%.
HPMC (50 cP) #4#:EE B R 37.5-70cP, FREGIBRARE A 28-30
TE%, PRAAANEBRKRENS T-12FEF%.
FEMRAE20CT 2% (w/w) KEEH G HE/E.
20
MR R)-3-N, - T HE-8-#-3, 4-— & -20-1- Xjfuk
wh—-5—-F Bt (2R, 3R) -B B R A — K44, HPC FodHFF R F & HPMC
¥ &it 1. 0nm 4995, -4 Turbla SRAM Y IXES 46 dhid R 2
S4F, BHEXRSHAKETEXNRSW T4 1+1 54, BHREA
25 45C-FRAeF TR 15 S i, $BAK/E 1. 27om HEE., TRHEKRS
WReBs4: (2 0. 5om 75 ) /£ Turbula BAHF il 46rpm &)1k B R4 2
o4F., Bt 0. Smm ¥ HABRS—E4EE, ##— TSRS 254,
RAHHGBRA RSN ATREGLZEA Son FRBRAF LG A
b EF R A A
30 ATRRERDRNRANGBER, EALRHEEE, W4 S0rpn
MR E, TARA MK EE (EBnX, UPS24 F 1941 X ) .
& ) 44

14
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o

B P 5E9/156]

10

15

20

25

B BB Ak, pH=6.8, 500ml, BME: 37C.

RIFATEX:
i 1) BERE %
(h)
0 0
0.5 14
1 20
2 30
4 46
8 66
12 81
18 94
24 105
LA 2;
AFRASERTAHERERAGERL, H3 2000 k.
EHH R 5. 00
HPC LF 3.5
HPMC (15000 cP) 118. 0
HPMC (50 cP) 50. 0
55 o 18. 0
K 110. 2
AR ER 4R 2.7
B A — R AL A 0.9

RE R 1 HGARE TS & REH 28 A M.
R L g 1 B FEERKRGSERDA R)-3-N, N-NEK T &
H-8-F-3,4-— & -20-1-KHFdh-5-FBBE QR IN-BLREA L —

KB

Bl 2 &R B F AR ERE R,

15
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FAFATHXR:
it i8] BEREE %
(h)
0 0
5 0.5 15
1 23
2 34
4 51
73
10 12 86
18 99
%4 3
ATFTBRARTAHABRERANOESL, 35000 & :
15 #EFWHE 5
HPC LF 3.5
HPMC (15000 cP) 200
HPMC (50 cP) 86
K 110. 2
20 FRRSER4E 4.5
G W Y 2 1.5

EHHR R)-3-N, N-XEHR T RE-8-R-3, 4-— & -20-1- Kk
oS- BB QRI-BERAE - KA Y, LBEH X,
25 HPMC(15000cP) #= HPC-LF #)if 1. Omm &9 5%, JF4& Turbula BA#L¥F
BA 1054, BRABRSDAKE—NBARSNTH 2 540414, B
Bl A ASCTTRAETTBR 15 Ii. ARG MENF L 1. Onn &
Tk, EEBRESRE—REFREIEESE (T 0.5m ) £
Turbula BAIERA 2 54F. RAWNHIBRREBWES LA 4 A

30 MPERAN, EMBEELEZ Inn FHE XK+ %,
®R L5 L8 1 AR F &K, KEERBR R)-3-N, N-RFEK T £
A-8-F-3,4-— S -2H-1-K Hfobwh-5-FBLAE QR, 3R)-BEM AL —

16



02816710. 4 oM P FE1/15m|

10

15

20

30

KA M EEH] 3 WA A b 6g RSP B a4

RFATEHR:

izl BRE
(h)

0 0
1 13
2 22
4 35
8 53
12 67
16 16
20 84
24 90
g8

MEHB) 1-3 SRTUESE, ERAKXAGAAT, EWBHTRE
TRt 24 PHAOFEGERE,

554 4
ATRORTAHBEAREANNGESL, B3 5000 /-

XXy 5

LB R 90

HPMC (15000cP) 72

HPC LF 3.5

A 110

BA—fta 0.9

ARG B 4E 2.7

EHP 4 FRHREES EHES 3 AR, HISrREFTLAERZRS
gmm.

AT PREMBRNR AR, BLEH LD HEEEK, S0rpn

17
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WAk B, TRA A egARsMEE (BFhalX, UPS24 % 1941 1) .

1% ) &A%
B g%, pI=6.8, 500ml, ZE: 37C,
RIFUATEXR:
5 BE (h)  BRE%
0 0
1 28
2 46
4 69
10 6 85
8 93
10 98
12 99

LA 4 HEFERER T, "B ABEIA T AR TRING
15 BBk, M20-24 JBE 100% 64830 E 4 10-12 H a5 100 % & 8aK.

KA 5
ATERIERTAHAEBERERANOEL, 52850 4
X ¥ 5
20 HPMC (15000cP) 250
PYP 25
s 100
FCEIEIN Y 55
BRAZAMAE 1.6
25 BIBAT LERMA 3.3
&R
HPMC (6cP) 4.2
PEG (6000) 1.0
it i 974 4% - 3 1.2
30 K 115

HPMC (15000 cP) # kAR EZ 11250-21000 cP, FRAEMHIRK
BEAH19-4FEE%, FREEXYBRENT-12FF%.

18
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FEEAEZE20CH 2% (w/w) AKHEA G EAE.

EHAA R)-3-N, N-RFETRE-8-RA-3,4-=4-20-1- X
wh-5-F Bt (2R, 3R) -B L A — K44, HPMC (15000 cP) #=R T
5 WemeB Bt 0.5 mm 55 (S aFF HPMC #= PVP, R|it 1.0 mm %),
K G F Turbula BAM P L 33rpm 641k B R4S 10 047, R K RAH
EEARSNTERRKGIEFTAKEE, FH50280 2 0. &
FHEEASCTTREY TR L1000, $FRLEERDHMEMNTF A 147D
gyig kit 1. 25om fe &k, ABRASEAN oo A K68 A b iz
10 FhEERBGESGY. Z/ESEHEAL 4on 5, KRG8 1. 250n FH &
B. FEENBRE MG E RS-SR4 (I 0.5m ) A
Turbula BAHLP¥A 33rpm &9k E R4S 6 24F. @iL 0. Smm J5 A ABE
JBRE LB, Sgi#t—FRE 254,
RAHHHQRAMAERSEEAZA 10nn FABERF (G ERNTY E
15 RAMN. ifERMNeRNFREFGCKR, FTA L HPMC (6cP) #
PEG6000 FrFik ) ) R EMN —EHKN S KOLRBF R,
AT R EEREBIR R)-3-N, N-RER T HRA-8-f~ 3,4-—5-20-
I-Ffabeh-5-FBEQRI-BERAE —KSGBHMARE NG H
A, A USP Rk, vA 50rpm 932 B, TARA MRS EE (Edn
20 3%, UPS24 % 1941 /) .
wat. BBk %, pH=6.8, 500ml, BE: 37TC.

KA TER:
BE  ERBRE%
(h)
25 0 0
1 16
2 25
5 44
10 63
30 15 76
20 85

24 90

19



02816710. 4 oM P FE14/16m

A4 F A E
AE18 LB EREY, AT —HENEHH FXIIH L WA
AEAR. 3 R)-3-N, N-RILTRE- 8-#i-3, 4= & -2H-1-F %t
w-5-F BB (2R, 3R) - BEMEE —KEWHIF LR GERY i
5 HTHRE. BLUAHPAEIBREE—ABAT (R)-3-N,N- RIZKT
RAE-8-A-3,4- =& -2H-1-F b -5-F8uA QR, 3R\ -BERA L
—KEHKER, BoRRARE LG 3R 4 HEHLEBRFN. F4
BE-BE—RBESLTENE QR-3-N,N-NKTRA-8-F-3,4-=
S -2H-1-FHFwh-5-FBAE QR VD-BERAE — KA WG KE
10 &, BFoRRBREZKES 3 HNENERL, BAHRAR (FRBAE
2R) . 2REZT—AELERA Sng R)-3-N, N-NHKTRE-8-
-3, 4-— & -2H-1-KFabh-5-FBuE QR, ) -BFaBMANR —KS
B B A, RAHF 2.5 ngR)-3-N, N-REFK TR A-8-£-3,4-—&-20~
-F b -5-F R (2R, R -BEBREAL — KA KER., HIRL
15 HZHART24 )T EH LR, A HPLC M Z o & (R) -3-N, N-
IR T E A -8-R-3, 4-— & -2H-1-K fnbwh-5- FBLA (2R, 3R)-A &
A % —AKAY. HHE®) -3-N, N-RIKTRE-8-£-3, 4-—5-20-1-
K Hvkvh-5- B (2R, 3R) -BG B 8,3 — K A% o R E 2} AL Bt 1A
W W % T @A (AUCes) « KA R RE  (Conr) « R AR RE 6 REH
20 §d] (tes) . FHAEG R MRT) Ffefaxt AR E (Frel) , £RXEN
ATEHKA F= BF,
A A RAZERAIHERNBEFA G FHE.

¥ KR B e BR w2 KR BB BR 2irer, nx
(Gmg | /KER "Gmg | kEa
{ (2.5mg) (2.5 mg)

#v | 26 | 2% | A% | A% | A%
Ciex (nmol/1) 119.0 45.8 113.0 84.5
toax () 0.67 4.0 6.0 1.1 6.0 " 55
AUC.24 303 512 518 962
(nmol*h/1)
MRT (h) 25 11.2* . 45 3.6 12.3* 3.4
Frel 0.81 0.93

* f£ 4 45MRT

20



02816710. 4 oM P ZE15/156m

ABRAFTHP 4 AHEBNY B FHKE.

A Kixd ERi200] ERjypat
(Smg) | /kEk
(2.5 mg)
¥x | 2 | &

Coe (nmol/)_ | 1490 | 827

s (1) 033 70 6.1
AUCom 328 629
(nmol*h/1) '

MRT (b) 2.2 8.2 37
Frl 0.95

* f5F 4gMRT

BRER T, ALRHERN D AT N AF RRRIBZ G ERY
5 RBERE. H—F BT, KKANESHN D AR ERSF bR
S B B SE K B AR R B (o) . B34 R K i 32 SRR 89 08 1A
(tee) 00 2 0 JRIE PR 0 KB KB ta 89 S 45, B
AZXRALBANBGERB R, LXREMBPOREAZHREBEL.
HRAME R, AT 7RSSR AR MRT, A A
10 A B0 RGEAR R % K 6 MRT 38 T 500 =43,
#—F, YRALLPEBNYQERBIN, RARTANE.

21



02816710. 4 RFFERP AN FI9XBE)  FHIR

1. —HELRORMNY, SHANHBBERBRAHERL XY
(R)—3-N, - T RE-8-R-3, 4-— & -20-1-FKF kv -5-F Bthk,
A F ETHESYER/ AKRSWRENCY, R5E) —FHH R

5 KRGYRSWALRGBLSN. BEN. EHBATH. BAANRKLCH
FRH A RReH.

2. BRERAAEXRIHLBoRAY, L+ R)-3-N, N-RETR
H-8-F-3, - =& -2H-1- KHd-5-FBae A& R) -3-N, N-X3K
THRE-8-R-3, 4-—&-20-1- Efabh-5-F Bk QR, 3R)-BHLE A

10 3.

3. RERAZR1IGEHORME, %vf' (R) -3-N, N- I T &
£ -8-F-3,4-=&-20-1- Fiebwb-S-FEuE#E R (R) -3-N, N-RK
THRA-8-§-3, 4-—5.-20-1- X frtwh-5-F 8K (2R, 3R) -BE B A
& —KeH.

15 4. RERAZR 1-3WE—RAZRGEHEIRMNY, A%
RERGESCHR TLETASEE. BRAAHRE. RLEAKSGE.
LRATAAEE (HPMC) . FEHEF. TEAABE. RUH®%
BB, BL_%. EXALEAARITHE,

5. REBRFNER 4 HEBORMNEY, LPHBRARBYNYRESR

20 HPMC, Jt#:/ & 3000-21000cP X ], 4Kk 7500-21000cP, HRAL#
11250-21000 cP, Ffik HPMC 4 FEEMRAREH 19-30 TEF %, &%
% 19-28 F %, EHE19-24FF%, ERAXRHRREHN 4-12F
%, REET-12FEF%.

6. ARBAANER SHEETRANE, E ¥ HPMC 51K 4 E & HPMC

25 ABRA, iEAKFEE &) HPMC #9434 3. 75-140 cP, 4£i& 11. 3-140¢cP,
Bbik 37.5-70 cP, HHBEFHTFTRANBRREN 19-30FF %, K
% 19-28FF%, FHL19-24FE%, ERARGBRNKE4-12FF
%, L T-12FEF%.

7. ARERAER 1-6 HE—RFEZRGEBFORANE, EF R

0 AMAARARSHE. St BB R, RAHLE. BT
BIRAXLRESHF.

8. MREFEMAER 1-7T HE—RAZRKHEHFORMNE, L+ HE

22



02816710. 4 RFFERP AN FI9XBR) 2l

AL pREEREN K. BHAT RN, ZRR. RL_BHF 2L

.

9. ARB/ARAEZR 1-8 YE—RABZRGEHFORMNE, L+ H
AATALEANLE. HYEB. LA, 845, 2R, o8, 2 E

5 TH. BERETR., RUHERGY. AHRRLSY. LAH %54
RTL B,

10. MREFERAEZR 1-9 9HE—BRAZEGBETRAR, L+
A AR SR,
11, RFERFHEZR 1-10 §FE—RA)ZRGER O RAY, L F%

10 HWHFEEHRBEREG A D 1:10 ) 1: 60, ik 1:30 F) 1: 60.

12, REAHNEZR 1IN0 E—RAZROGBETRANR, LPE
MR G HARM GBI EMR 1 0.53) 1:5, 4Rk 1: 0.7,

13 REAFER 1-12 9 —BRABRGEE RN, L PiE
W R AMNE F KT HIKT 10%w/w.

15 14, RFEPBAAZR 1I-13HE—BRAZRLRGEHF RN, L Pix
BT SFORE, OREVARAVEARGEE. RL -84
&5 HPMC XL RA W ¥,

15. HREBFAZR 4 HEBORANE, A b OREMLH LAWY
fl. HEM. £F. kAR EMN.

20 16. REFERFEZR I-13Q(E—RAZRKGEBFRANE, L Z X
LR,

17. BREBAER 1-16 GE—RAZRGEF O RANA A4 4
B Ao/ RGN T RABERAARFAXEFEL. FAE. T EE
el 4l B ARG BB T RAE.

25 18. REBAEKR1THAR, ATHRGA/RAER S-LEBNS
B I A F L.

19. RERFER 1THAE, ATRBGA/REFHM. BEM
WL, wMEXEERER.
200 RERAIZRKITHALE, HTRER/REFSLTERLER

30 mAFMERAEFTL.

21. RERAERK 17T AR, ATFBER/XREFBREFH L
)

23



02816710. 4 RFFERP B AAFI9XKB S H3W

22. ARFEAFER 1-16 HE—RAZ LN EHERAME, ATH
GA/ RiGT T HRARLAGAARFEXEFEIL. AR, B2 EH
BEHRMELEK.
23, REFEAFEZR 22 H9EBRAMNE, ATFREBE R/ RE7 -
5 BEMFHRERTL.
24, REFEAER 22 QLB RMNY, A THRGF/RE7H
AR BEMILILER, FMFLXEERER.
25. RERAAZLK2L BB ORANE, AFRBGR/REHF SR
THRAKE PG B RLTL.
10 26, REKFZR 22 HEEORMNEY, AFRGR/ I EFEBER
EHiLE.
2. —HRATORGR/RAETTRNBEGERAXESF
. LB EBEARENANBEKRS T, CEBRERAER
1-16 PAE—MA|ZRQGX ARG Ao/ REFTARKYER O RANRT 2
15 BHFERXMNRGA/REFGHILSY.
28. WREAMEBR2IGFT X, ATFTRGA/REF S-LEENT
4 g Fa FHL.
29. REBRAFNZRK 2T 8 F%, ATFHRG A/ REFHM. EEF
R, wMAERXEERER.
20 30, RERAAZRLIGFTEX, ATRAGR/RAEAFSLE E25E
A B Wil & s FE L.
31, AREFEARAAPER 27 5%, ATHRGR/REF7ERZE ST
.
32. MREAAER 1-16 HE—RABRGBBEMNAHHEF
25 %, RBAEAT,
Fik A, @Il TFTHEK:
AL) FHHIRER RBEBGRESY, LRGBS ANBFN, BK
B A e H A A RS,
All) BEROTHREDHR—FSEYEAME, Fo
30 Alil) M RAGHNB #TEK;
e
Fi%E B, L THR:

24



02816710. 4 RFFERP AN FI9XB R FH4l

Bi) MBI REHRBERNRASY . FRGELSF e RE A
R
Bii) ¥ Ffid RA- w4,
Biii) ik FRATRF 64,
5 Biv) ¥Bakh i MW M Rb;
By) #EFHTHREUER—FHESEGEHEMNE, Fo
Bvi) fEi T RAT 6 A B 4T & K
FikC, AT FEK:
10 Ci) FMHHMREHRBERORAS Y. FERGELHN L TEY A
e,
Cii) ¥ rrkRAaHH ik,
Ciii) fE& FRAKFHIBE,
Civ) EHBLEEZRANGERY,
15 Cv) B EHEY, F+5ELEREBMNRS,
Cvi) EAFHTHROUHBR—FLEHEEANE,
Cvii) M ERMAGHBIHITERK,
33, MERAEZRN2HIL, L PHEFRBIi A Cii AKT#
7.

20 34, RFEAAZRL 1-16 §E—RAZRHGEB o RANEY, L iz
MBGFE RSB G SR AEHRRE 4%, pH6.8 , RALEHEE
, ABES S0 ERNZ, HE4PEHBRY 30-T5%HEEHR
B, 120 BXY 60-100%%H, 24 BB X2 80-100%5h.

35, MERFMEZBR M GBBEORMNE, L PiaH B pga4stn

25 BAOABEBRSEA R, pH6. 8, BAELEEHRELER, UL 5058
RERE, HE4DPHERY 30-55%GERBMEE, 12 I HEX
£ 60-90% i, 24 W E KL 80-100% 5.

36, MERFAIEZR M HERORAY, L FEH B e ksbE
o BASRE TR, pH6.8, A EEBEEE, RHEL S0

30 RERR, ALEALIHERYS SO-15%HERBRESR, 12 PREX
#T70-95%Fd, 24 0HEKLY 90-100%5H,

37. RERFA)ZK 1-16 GHE—RANEBRGEHE RN, L4z

25



02816710. 4 RFFE R P B AAEI94 KBS H5H

B EBENAKEA 24 DGR RAABRFTEDR, P EARK M
RREHNE (te) 2V R OBATLFMHRGRERTIF tu ] S
1%,
38. AREMFEZR 1-16 HEFE—BRANZRNGEHF O RAMNE, L
5 ta 2V A 3K,
39. BERA)ZR 1-16 YE—BRAZRKGEHB O RAEY, L vk
F)R Bt EY - G N (MRT) £V BEATEERHAKRER
4525 PP A MRT &9 3 4%,
40. MRTERAELR 1-16 HHE—RAZRGEHF o RMNE, L+
10 MRT £ 8-15 JNBFZ 6}, 4£ik 8-13 /.
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