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1.—# B0 RA WAL Y, Has:
iv. REAXR);
v. RBiER; HMELR L,
vi. A,
P % 40 - ¢ JR R BT IA) R ABAT 10 -4F HF ELAE 20 24P IR >80 % .

2. —FrEMVRHmELSY, Lad:
vii. REALR);
viii. /£ H); FERB S,
ix. B,
H R4 A- 4 64 AR AR T IE) R L 6 44T I ELE 20 54T ETE9IE H>90 % .

3. RAVBRIFTA ALY, BB RART254F.

4. BABRIZIPHERE—RFREAGELSY, L LEOLREA, HHE
1% B AT AR LB AR o ST A TR 4 R SR, BR 4R B o) B R

5. MAZR1ZIFERE—RATRNGLEASY, EiL Q4@ RHR/X
He F X EAKAR E 0T 18 9 4 R .

6. RABRKIESYIEE—RTRGAMELSY, LEFMATES
>80 % #4 B 18] TRAB L 204-4F.,

7. BRAIZRI1ECVHER—AEY B MBS Y, LARERBX, £
¥Rk B BEA 3 KpE20 Kpt At &,



200680042900. 6 A B ok P FE2/6m

8. MANBRTATAYEMBELSY, KEAREAHX, AFHAREAFHE
A5 KpE15 KpH &,

9. BA|ZRKSFTA KMo, LABE KT I04rF LERE A
5Kp£7Kp.

10. RAIBRIZIOFEE—FRATRNELSY, LFHERELER)Z
2 BRME.

11. RAZRI0FESEESY, LTHRERERARSE.

12. BA|BRSFTENELSY, HPPEBRSERERSE,

13. RAZRKNENRFEE—RFEAHELSY, EREFAKELS
HBREHBRXGESE, MREAARETARKEDIHRE ., KFAART
¥, 26N R RAE T AKX T 400 pg/mL A4 A2 3R BE (Cran) F2/30>20 % 84 £
RAE5KF AR,

14. BAA)BRIZHREGELSY, EFLChaR&T800 pg/mL.

15. BA|BRIZHRMGLESY, HFHChR&TF1000 pg/mL.

16. RAZRNEISTEE-RAAEGLELY, LaLHNEELEAH
0.15mgE2.5 mgtib A B ENHBEREH X BE4EE.

17. BRAVZRK16ATR LAY, X FAEMNFREAH0.15mg£0.4

mg.
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18. W EMEZE—AMANERFENLELSY, PR EHN2
5-CNAC.

19. WEEE—ARA)ZRFEGLESY, A PAABBARZIBRE
4 B Fo/ R IR L ER

20. WEEE—RABRANERAEGLSY, LTIAEEGHEL QLK
AR AR A o T HEAH F 8 — R Z A,

21. BRAIBRTIEIFER—RAFENHYEESY, EFHERFNE
= 4500mg.

22, WEEE—ARANBRIFEAZHELY, L4

x. B%45E 0.03Z£05€F%
xi. ##L 5-CNAC 5280 FEE%
xii. Avicel PH 102 3 101 0E£70 &%
xiii. XILIR LB, NF 0Z£10%

xiv. A2 fiF BR 4R 0£215FF%
xv. Cab-o-sil 0£15%

£ ¥ HEF 5 A 100,

23. —FrHhipas, Las
xvi. RA)ZR 1 £ 22 PHEZE—RTAENLELSY,
xvii. 24 /), H2 BRI HF.

24, BF|BRIFTENLEAS, L TR LELHFRBAREEGBEBKITH
#,
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25. —HHEORAMELSMAEFTE, FOEHTRA
xvili. BFRERER). HFhFf BHREA, NRGFE—F RS

W,

xix. AEGREE—FHRAY T BEATHLSN, NAHB/E —F
wAeY,

XX. LRI E) B AP R T RAFEER, NBOEFE =FR
Ao,

xxi. HEEZAROWEREEND 5Kp £ 20Kp 95 F.

26, RABRIENFTER—RIFBRGHMBLSMA TFHESLT OF
THERE RN RAROEMHER .

27. BAZR26FTANGER, FFAERRZETRHA.

28. BARRIZERFEZ—RAENHHBGNA THEETXY
KRR THH A .

29, BMA|BR8FTEMEA, EPAAREBLET LT K,

30. —HREARF| B RK1E22P/EE —TRATE L0 04 B M 0
Fik, Lo
xxii. W EH5HATE,
xxiii. $IZS5BATE) 5 & BF 8] 4R K BX.

31. —HFRAAEER QLR EMRLS Ftb BN o RGBS
BT EZIRNE MRS 0 ROFRE (Cra) ¥ ik, EH RO AT
25y 4By &4 J P B 18 e KT M AR 4 W VA s B 1) VAR 7 M R S B P
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% AR AL R 64 B B AR ARAL T RS Bl e K P IRAFIE ST
B RS ROE R

32. RAIBRIARGF &, ETHREURSAESE, Filis
45 % .

33. RAIBRIPTEG F ik, £ F HTE b FOERE KT 400 pg/mL.

34, BAERINERBPEE—RFAEGFE, LPREORHEHLES
M2 vA B F| 6T XAR Ak 64 5 LB A R AR ERA T A0 g A i)

35. RABRIMFTENFiE, L FATRREAH3 KpZE20 Kp.
36. BA)|BRIARISHTEA T E, PR R RRT 1004t
37. WA ERICHT AL F ik, B AR R AT 1404t

38. MABRINVFTRGF &, P TFERRYSEMTEERETH A
4 B R B R A T 6 L A4 F AeNS-CNACR B

39. () REKLR);
(ii) 4EiEA); Fo
(iii) A4 A
A T4 & et R 10 4P e D IR LA .

40. (1) REALR);
(ii) 1FiEH); Fo
(iii) A4 A& )
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R TR &5 0 10 R 10 4P e IRBHEAME B A .

41. 5-CNACA T AH&MREE AL £ F il F RACE ARG 2

42. BRI EXPrR ALY, R TR,

43, R Ao EX TR Tk, B LM,



200680042900. 6 ﬁﬁ HH :l:; F1/3200

P YA

AKPGERAThesdh, FHAROERERGRELRR)IH K
M1 (peptidomimetics) ) 1 fRAS % 69 3T R 2448449,

AEPE—ANERTETRHANZGERA THEITHRF QTR R
FAEN LS REALBR) A O IREDESWF/R KT KAEN LT AER

BEHER
BE

LAMA TRBERA TH AL E B 669 REARR)IFFRF ML
ETEANR(LELSGR. RARELERR): ZREEFLESETL, 4
s 45K, AKEE, QRALEKEEMGH). THAALKEZE (rhGH).
FAERBEFREERLE, A RKEEBEAREFREARATRREE.

FREBEEXPTH T AR TR E G UNREAKNY L KT X,
Bldm AF X, hPTH(1-84), A& &A= 4|45 5808 3% K5 @ e AE M
hPTH(1-84) 8 7 AR EAKR M T HETE K. &S . BO R ARG
4R B, B PTH-ARA KA PTH £44). % PTH K BB FRAZE D 28
A N-R3#%EEF B G644 PTH(I-28). PTH(1-31). PTH(1-34).
PTH(1-37). PTH(1-38)#= PTH(1-41)vA R £ £44%, #)4= PTS893. i%Z PTH
AR 8 —8) PTH XA X% # PTH $41E4T44-.

#.i% &9 PTH A B & PTH(1-34).

g TR F AR E T B A W R AR RA TR RS BRI AA
BRY AN ZHF R HAKRBRERA EHREF.
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PTH &SR FTRATHRABFTEHANE, FETARE. X—
KE ST RAE ARG AB X BRI FRIL. IETF RAmeM
R EAREFRAITER, 122, SAEEL TS ARG HE, BEKT
TARKTFATARE, BF, TUARRNELERLTFEARKE. Hi504Y
WAL EEMA QR EEAN, PTH HELEEFLTHTEARE, FIA
PTH #) . TA A RKABHRAAR ot F iz, 2R, —&mT,
# 0.001 pg/kg £%5 10 mg/kg SHHARE, Kk 1 nglkg £49 6 pg/kg AR EH
BRETUARARFLOABENLER,

RiBHEFUFZHZFTUR, FHANRAEESEL. B5FLR XD
b HBFHA, LEA TR G FHAFLEFTHA TERFREH
. BB RGN T RER. BBEE, . (Asul-7)-8 & RA
M4t & R fvE Ish i ) TRARIR AT @it fe B fo & K6 S MR okt kst
BREE. BHESERYR, Qits. BHR &R ETELH LEZ
KRIFHELERATAFFRESER. SHNBYEHLSHFT R, FTiE
Bet5ETARMETESE, QHEARR. SRRELRRUARS /A
Mde 1,7-Asu-8 458, TRBAMTACSE NS4S ERBIFRS
S EGEREES. RENSEETRGRNSEREE,

Meih & TR L H LEREFRETUA Lk HE K.

BEEUMNGEATAHATAREANTEANE, Sl HAKE,
122, SFENMALUN, RERETRTAHAENE, BF, TUARR
FERERALTFEARE. HHAGHREBHEFEN ABEEK, &
PH GRS M BT HTAKE. FTAFERANEETTURRREALA
NektyikkAmE, 1228, BARLAGESHTALIA KRG8 4
M FABIAE R FERF], B, TUARKERTFAABEAN TLE5H XK
iR RAG T TR EHERNEH TR, BT RIKFHE 6k KR
FalR & TTAER .

W B A TS E M E BN F LB RIEARIE S 3ol 4828 9 45 F K E il
ERHANTERERBTEN, 2R, —KAET, AL 0.5 ugkg £4
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10 pg/kg MR E, Kk 1 ugkg £4 6 pgkg AEH B F T4 FHE A K
AL B EREABENLER,

AL KBEMGH(RARAEKESIAKRRKELE)R —F b EE KT
abeg 5 BRE, AR E R (L £ RE A IR A KB F BRI
HARE R FH AT E .. BRI FlE £ KR8,

hGH #) & X ¥ L 3R sh¥h I £ K & Fr R RRA BRI T+
AT —FF, de SN RERERREFEDOEDERKE.

F
CRAHSRBNERE, B AREYAQTIMEAN AR, &

RARGROEERIRA, T RERFASHA,
BoRAERATHAR, BAREOEARELP L.

F7 8 4] A

B2#ATT REF A RRARELR) KAk G Fl R E R,
Liailh, SERPRAETORE EFAMAEEME, IRBRALETFHIR
BRYAENSKEE, RUTRALREFSR, CRERMEORFGHY
4889 F m N AR B3 H] ) 7T A B ER(BRABR) Bl 4o & & fo kB it v R
2 8B

188, FRMRAXEFTEFTERBEEBHRPFUARFLIABENY £
RERFZONKFE, REEZREBERY KT LEY TR F S
AT AR T ARBLE TR K R B R e B X Wir R4 5
FOBGENLE TR,

MesS ERMRBAAEZFFEL, FTREELMNARE, HiKke
foit iR 2R RS, AR B A ORERFE. fast AR HH BT LR,
MRSt FRE#HBFRAMT, EZMMARES.

10
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AL ey

Et, REPRBET —FHEHasy, H86987TREiE o Ry
BRAZARENEY, HHARARELR) PR, KM FEE, Bl
WE BN BBANERINT X T L AR,

AERR—FRET —F o REDESY, LO4RELR)EMA
2 Bl REE, LPaBmaEsmepmetaf/Ra bl E£RE, K
AR R E R R,

E—AHEZHFE, AEPRET OARREAFERBRYI N B L
Y, L LMW R R R AR S 10 24,

AXPALRBET BB R ARS 30 047, #ldeR S 20 54+, &
FTARE 10 245 MmEs M, ik H R E.

B, REPARBT —FF L2 B5EEHE R RS H Lt E A
5-CNAC #9864, L iZBMmia R A TR K E 0 O IR A W H)
RAEW st THASEZFRRAS M ERBEAAFBEXRMENG O RAY A A
JEYR 77 XA = 8.

“E AR BEPERKRGTE NRERALEFLZARLEEH#NF
WA FHH BN T o, EF BB, ERBMKIEH F B8 359
K F HAFE R R LB B BRI E S, ETE L WF) R BB
84 HR AR T F T AR B KRR,

BN B B EBA R R B 42 2] e A SR eh 8t
HEE;, ARETHAEGERAE LN, ARMASFRIKEERT LY
frig &

LAMERTERGWARRE N B LB WHTHA A G DFTE T
EFRFE, Bk, ERHEDEZAL LR EREFEFTFHRAAEAF
BEREE.

ERELPHTEER, LRAALFREL, ALAGHEHELHAEA
AR Bl 4o B PR AR, AR AERKAE GRS T TGRS,
ERY, KETKRREGQRFTZOQHIRLCHBEM.

11
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Bt, REXPH#—FRET —FERERE ZMHIEORIAREEIP 5 F 6
WA TRIOREFHERREGNHHASY. B, E—LTHFE
¥, AEPHLESYAREHE ORI IKREBIHF, R _FHRRE

4oiX RRFIK, KA ESESTHHEMEESWTR TER f/FEjf- R
BRI RER KX T XRE.

BE—ANERFTEF, RAATER B REHLEESY, Las-

i. REALR);

ii. AEA; FiELbad,

iii. B
Fd iZ 40 4 A R BT E) RABAT 10 445 ELE 20 4P AR >80% ,
JARRT ) 44 A2 RABIL 6 4P S BLAE 20 4P BT H9IE $1>90 % .

RE R HEES MR REA R 2 4P 0 B fErT ).,

BH—ANERFEF, RLPHELSWECLRBA, ¥ AL HiE
15T A8 45 #877) (superdisintegrant), 4= 3 BR 3R 42 BR 2% 3R 44 AR 44 AR AR Fo/ K
'C AR AR SR BT 8 69 0 T, ) 2B L S0 Fu/ R H € A N KA B2 BT 19 69 4
.

BAREPUF —ANERTEF, RBET—FEFTNRFELE>80% 6 8F
8] R T 20 5P e B EEe.

AKPR—FTFE—FRA . BAZERERAHB NG S HESY, L+
FZRAANEA 3Kp £220Kp, #¥7R5Kp £ 15Kp, £4 52 5Kp £ 7Kp
MR

E—ANHEHRAEFTEFY, RLAAHESHOLEREE, HHIAR
Bk, ERANRSEREE,

HBREHRXNGEEETRANRANETAKEALY, AR KA HHHE
B, HANRBFARA, ZREE 6 DEHARSET TMKT 400 pg/mL, 47
& TM&T 800 pg/mL, #4552 RIKTF 1000 pg/mL #f K&K E (Cpay) 2/
R R 45 K FE1K>20 % .

12
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BEREPHH—ANREFTEFY, BRET A4, Le4HNELE
A015mg £25mg, HAHZ015mg £ 04mg ST ARKENHERYE
BHRESE.

AL PHEEWET LA EF 5-CNAC Fo/RUEAHHBA G XBE
LEERF /R IRBER, SLIL, HEAWTT LA —F RS FHEAN . A
FHAH.

ERER—ANRAEFTEY, ZAHDESNRAEEH 500mg #9 4 F
T XAR SRRk,

RPN RZHNEATETY, RET —Fhassh, Las:

a. 8445 % 0.03£05EF%
b. ##r4L 5-CNAC 5280 EE%

c. Avicel PH102 101 0Z70EE %

d. RIEKFK 4B, NF 0£10%

e. ANEER4E 0£15EF%
f. Cab-o-sil 0£15%

E 28 F kA iX 100,
AL AT —F s, Las

a. MXATAMARLKPELY, F=

b. 4%, AL BRKIFFFRLEREEE K WF4HH.
RREH—NRHEFTEF, BET —FHEREDESWAF ik,

Lo I RAe
a. BREAR). BRPFHBN RS, FRE—FREY,;
b. £ IEEE —F RSP P RATHAN, AASEE R

AW
c. kG IZE RO Y P RARLZH, MRSEE =R
W,

d. WiZE = HREMEERBEEH 5Kp £ 20Kp ¥ A #).

13
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BREFH—NFRFET, REAFEELFEMGREL PG E L
MR THEETERTOERIERG LR, PleT RER. X9 ELER
RERXFTRGAHMAEA .

AL R — R —FF R L L ATR 6 AL R R A B 6
%, }ad

a. M B 4-HET )
b. ¥iZ 480 8] & 5 o 1A AR R BK,

BFH—ANERTET, REAG R TR AEE R QEPTEZ RS
Fatb B H 6O RENBASMHRATET N EE RN FTRRS G R ERE
Coa)¥ 7T, TRATURIHINRESF, ERANRESRSE, E5%
QLIER T L AW LA o A R BT 18) Ao/ B 7 ML ARS8 25 o B 1) AR A VB
BRI b 5 RARA )6 B M AR ARALTE AR 2 0 B e e o ¥
P IRIFIE TR R E R R FERE, R FRET 400 pg/mL # b
R

Bk, TTeABiE &g A A F mA 5-CNAC R4 T2 AR
ES eE s fE A A6 B IRE.

E—ANFRAREFTETY, BRET—HARNEERSERA T REHAE
BT EH RN G R RE (Cra) I F 35, PR REHEA
WRAR R XAREGF LB EREARNBRESR AT EHER, B A
BB A ZAETF 3 Kp £ 20 Kp 6958 B A Fo/R 357 3288 et 8 4KTF 10 4
4, BRI RAKT 1 54T,

ERAF—ANZHRFEY, KREPF A

(i) RELR);

(i) HiEH ;e

(iii) A4 A
AT 4 &EA R 10 55069 47 AR BT 18] o/ o 0 8] 64 0 AR5 44864
B .

14
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FARIPE, TTUA 5-CNAC R A 445K 09 55 ALK #169 § M
A,

AE A migid

AEPRBT 0L RELABR)ERRIFI KRR EGH I REY
oY, T EAMBENABBIIE A FEERSRIEFTRBETFERY
B IE) .

AERH#—FTRB/T —FHOULEREAELR)ZFHRASFI PRI EGH
FRzhdhin o, L ¥ iZhMmBeMmEdEELHFENRSEKRBFRSS;
YR Hi &,

AER—FTRB{T —FLSREARLBR)FHERSFI KRR EGH O
TR B EY, B iZhWaa Ao A FR AT 18 Ful i i B ARGRAR B M SR
FIFRBUIETHER.

X B e fag B AR, BPAEN AL L, BAH AR ER R
BidERAME, 128, ERAZBAREAA, A LITREITA LR
RO EERARFRIAMEERRS LV LERBFI P ETHET KA
WA T ) 84 48 3 6 7B M AR AV 7T K F

B A ST ERRSN L RENE M, B Th&ERE S RELARIHF
RS Y MR AR, REANESMTRAEZLAMAES 0E
MRS R, ARREFIFHERE ERAGEIKY AL, MELERKT
EEZERAT BRRA LR A L EZRA FHF RSN M R,

LI, KK WAL HRBET —F T A FE B A S 4976 77 KF 4l o
e RREN Tk, B, SERB. BEF/RERRIVLEREZ AL
KM RAF R X AR, 7T oA B k43 S 4% T A AR B 18] Au/ A IR W A 1)
8 % X L0 A4 R TR AL AT AT 45 52 B 1) 6 B2 8 i ROR K

Bk, RXPAZLQE—NEESME, LFE5u09EH TR HKIH
R RA BB B, —FRENASMECA RN E, LvuEg—4
FEH RFI AR E, Hl4e3 Kp £20Kp, 432 5Kp £20Kp, #4435

15
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Z5KpE15Kp: ERAERSKp ETKp 9@ E. E—ANFAY, &5
B &R R Bl he T e BRI E. B4R, HBH . BEH. BHAK R
HEF @ RE .

AL PR OIE—FEAGHE, LFEASMT REEBFNTEA B
F BRI e

—Z @, REXRRBET —FaRGMEE4Y, HLisd ot X8 gati
Z—REREAARS 10 5°4F.

AERARBT — 2044, AIE M H A A 0.1IN HC1F= 0.01 % »+E-80
BEEANRF A USP I RE#tATRl &, HEBEH20% £ 100%.

FARWHE, £ 0 £ 60 4TI HAA, FleE 0. 1. 2. 3. 4. 5. 6.
7. 8. 9. 10. 11. 12. 13. 14. 15. 16. 17. 18. 19. 20. 25. 30. 35.
40. 45. 50. 55 F= 60 H4FR, RAAKLESHER 20% £ 100%, Flde
20%. 30%. 40% . 50% . 60% . 70% . 80% . 90%F= 100 % #5k & .

BEREP—ARENF &, do LATEGE S oA Folf b B 5 B R0t
1&T 10 4T 89486 HAR %,

BEARE P —ANERFET, LAY A AR AT 10 24P5
AL 20 54F0FE H>80% , A AEAT B 45 2 R 6 4P F LER
it 20 S4PERIEE>0%, EFRMNR T ER ok,

EREH—ANFHRFET, BASWA BN RART 10 24P LE
20 S4FET H9E >80 % , HAA AR A 46 A R RAR L 6 447 F ELE 20 45-4FeT
BEH>90%, EFRNE T ER o,

BARARKERZHZ RE G ALK A B AR O BRF] ) 449 48 #2618 %
Bt i), PR AM L3

o FIA (HldeiRERA F)
& M B9 AR &
W Ao Bl hedEH R . BARRER . BHAA . BEFA . HEH L
B B E (b))
o ¥iFE

16
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o HFAE

B b, RT a4 —28 A 69 A T 2 LA 38 2 A4 i Fo/ R IE b 0 18] 84
iR At BERFT A e e Rk, RE i, RAABEAARL
A i€ 4 iR Ao g R B B LA A ST AT 6 b B 1) Ao 4 AR AT ) 4G 288
M. ATBLESL, KPR TERSARFH B E Fals b 69 69
5.

Ab o~ 4 5 b B 1) 5T 68 FL4E R R 2 A 9] 75 ME AR - 0 o SRR .

Ht, KK\ OE—FEMRBHESY, Losd:

KAL),

AR Fa

1o RE B EE LSRER;
F P Z R A M b B AR B 1A R AR AT 10 454F.

AEPHA R OFE:

BAFREABR) 2R E G HHESY, Lad

()R AL

(ii)4% i 7|

(i) A5 7 )
R Fizmeh s d g ia R 10 54

AERLL3E:

—# A FREABR) G 0 RiFi£ ) B GHa o4, Lasd

HREAAR)

(i) # i A

(iii) 44 A% 7

(iv)#F B A
P % 4R -E W 0 AR AR R RAR AT 10 4-4F.

P iR B ARBA- T A R R X, TRAA R BTR 6 5 XK E4H K 7,

Frid R(BAB)TRARMETRALR) Y, vl aREaA
B, ETURELEHFHERIFE T AAEGEMRELR). E—E£EE

17
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BB GEASYT, BREALR)FZRE, Hlrd KB ETwrEE5E, 4
s E45 K, AKME, QREALEKREEZOGH). THAL KK F (rhGH).
FAERBEREAREE, £ RBEBREETFAERTRRYE.

%R (BB )KL IR —FF 28 7 MRS

HRATHNEAR, LELACLITEI, RNERHELSYEAIRIK
Al B F BRIE A E R RGBT BTGB E, £F ¥,
XFESKRREFOH TFTERQBRLCHEME LEGHE.

—RBEANRL G DB E D ODHEBEEAHTHRS. FER@EL
BR)TT VA4 it B R X

REABR)F BB ENAETRARAZHESHEETYN 003 €
ETHE1ETEY%, HAR0BSEZT%Z1EEY, EHANRA0BESTU%E
05 E2%. REAABR)FI BB ENAEZRANZTIRY 005 £ 05
%, Bl 01 £ 02FF%. Hldv, ERELHHNELSHNHEEH 500mg
HEALY, EAETFREALR)FESETHES 0.25mg £ 5Smg.

Fr i A5 3 7 7T A & T 0 R 442 R(ELB)HIETHEER .
B TR, Flde o R A & o945 38 R R T A T A58 4 2 24 27 WA 44T
MR . EE AR R ATE US ¥4 5,866,536 F A &4 bt RAL B8 b #94F
fef—Fr X AL US £ 4 5,773,647 F B ik Bt B B F 844247 —Fb R HAEAT
a4, L& US £#) 5,773,647 #= 5,866,536 4 N A X B AR AR A
ABE,

sust, BTiRAR ) T OA RAEAT LR B R A —hE AR L B
%#ﬁéﬁoﬁﬁ%%é%@%T@ﬂl%%é%u&ﬁ$@%#ﬁ%%

R 0
RS R OH
i
H o)
R OH
R1
NI

18




200680042900. 6 oM P FE12/32m

£ F

R\ R® R’ # R BEIMZE. -OH. -NR°R". H&. C-C, A
C-Cy

R’ BB AR R AMIAR A Cp-Cre BITE . IR R R AIRAK ) Co-Cig
T4 IR ABIRAKS C-Cpy WEA(BF )., AR IR
REGFE(C-C, BRA); H# A

RO R IEIHEL. ER C-Cilnik. £ WO 00/059863 3+ X 1 8
WA B AR LB FaR G- RATT #iE, ERHE T M4
&FH k.

Sef, ABEA T AR AT LR R RE RN AR TR L
FasRoH .

A4 ToAd TERAHBIARAABRCIOF R CBAIERL
RTFBRINAHRAKEG AL R BTHE. BFEL 80 24 120C, %Kik
% 85 24 90°C, ZMikY SSCHRETHATHR., FTRIREELE
26"Hg R EFHHED THATH., ARK=4hE 100% L EAHRRE, ZAK
ZHHBTOARTY S ETFERAKTH 2% E TN TR AR
ZAA BT AR LB AR A) AR T W RRIFANFHER Y FELREEM
4. BRALAMAF R BATH S

BB R IR S b @35 T BR4A. TEAURILEAS. F—Fr4)
HEoMBNFT EREE RN —BEREEHAEILMRE, AR REATE
—4hh, BiLA AT REECAIZ A E IR RORE B RA G R Y
RBEZ AR ABARE XS B Bk, TARIHHRMELTRA T T,
M AT BT R e A oh —4h 3k, BT @ WiE — M RERS
FTRESBZAKR., IR ENTARRAARRKT ContiFik, Hliok
X US & #| 5,773,647 #= 5,866,536 F Frik 4475 ik k#4744 . #w ik WO
00/059863 ¥ AT 64 ARAE, LEFAL D AFFRA| ML O B EFN S TREFS
RN AR TFRETHERNSTFRETLEM. Z LY R R
HABENMMERF MBS TFOLH—ANTELTFRET. #HEFN LT
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BT AR RSN SR T LET R4S, AFRELALBNERT
#1£2450mL ZEBEYHHLAFTHRLEBRTH2E4 10mL LEF., K5,
KiEBER/ LBEREART TFRENMTERETENSME, Flvdt
WM ERATRE, BF, HEREENAE—BERALGHME T, KAKF
Frid TEg sy, EH G F4A 3 AE MRS M 3 S RALSh; BEL4h 4o T B4
Fo LEEA; VARETR MR 1EITH A,

Rk @) TR LERIER T ANE V4 2 BEREFHASRMANE, PP,
BEREZMNEEVHRERMMEET. ZREBFTREFFRIKTF IR
AMERBEEGBRETHAERE THTH. RE, ARAAHERTY L4
W7 R EIE TR, Hlde, BTG RRET RRBTRE, HHKR
BT HRRAEHFREKREL. RE, B KWBEARLT TR, KAk
R TR, 455 R =44 2k 4R T A8 id 4o b BT R ARAE 34 B340
HFIRMNRTE RIKE —4h2, g RK RS RBTH S, Kik
W R4 ERKEY ., BARLKH 4R+ 5EE, AES KA
B RERRE, BARKEY.

Frid KEeTREFTRAAHTIRREEH 50C, RLKLEEEL 30C
WRETREEFEZEY S0%ATBENRE T HITH., RE, TUAAKA
A% Z 7K =4 B KA,

Rk Gy B A Tk B N-(5- 8K 4 B 2 )-8- R A& F B (5-CNAC) .
N-(10-[2-# AKX F B ) RE) R B (SNAD). N-B-2-ZAXFTEA184)F
BNAC)R AR L EFo— &, Hliedshiifo 4. LBy, £
H R REMABRFATFTIAS, o daih e LB R LN e kA%
ABSAEATEA, EFELCH, Wiy, Efi5E. KT 2 UMM X,
TR VAM K KARIRI, 451EF] 5-CNAC. SNAD #F= SNAC & 7KE M ARIR
¥, REREMGBMEES TREMRS, FELLFRZEEFET 90 %)
BB p e+ Rk, MR, XEFSHAERMIRGE, FlAEF PT
TR . PTid A i 7 ARk 3t 2 o 7 X

20



200680042900. 6 oM P FE14/32m

FK PR AR ) — & R AT BTG A S H) 5T RS 09 E & BT )
H¥rh, Hlde, EHKZ 5-CNAC LT, EHZIE, HloiEMmRdk
F, REH X B4 5-CNAC #9442 K% B B B4R 6 TEH X 4= 5-CNAC
BRGRANHELRBETRERRASEASGERREB LR ERR
if 10 4-4%) 9,

B gk, #EAFEF QBT REYN X (H L §FHIRF o+ =M RFEE
BRAT SE40 S T M AR) T 84 B ARS8 SR ik BT — AP,

B b, FEH Flde 5-CNAC XA ETAHLABERREHRELR)
& MR iR B e RBIR A —F A E R R I,

BRI, 5-CNAC #9443 7T vA 4 8 45 £ 0 RO R —FF A A
BRRABNMIRE, Bl TR RREAE S5 E 6RK.

E—EER KL AL H T, Frik 4 H) £ 5-CNAC. % 5-CNAC
TAA BB HRXREHXFELTAGH T8 E 50 £ 5um ¥ FEER
B 42 A%, .

BT i A% 38 7| 34 3 2 Ao X

AR F) , B4 5-CNAC 8 -F H45 E Trlid i st X 5-CNAC #
ATRBFa R E R TR IRAE AR R AT X B P E R 5 5 k34T
. & WO 2005/014031 ¥ #i£ T —F 5L 5-CNAC ¥ 5 %, LAXE
WEIANEA B HHRALELS 10 WA LHH 1, £ T RF 5-CNAC
KE R,

Frid s AEBR LD L WMBLNEEY 5 EET%E 80 €
%, HARIWVEZE%ET0EE%, ERANR220EEZ%LE0ETSY%,
FHANRAWEZT%HNEZOEEY, FlwS0EE%., ERANBEHBELYE
4 500mg LY, EAR S FARKGHASWFTHENAEETH 25
£ 400mg.

sesh, EAEEF R S-CNAC KL EGFEALY, AEBXIEESHL
AWM T HEL S-CNACHEEEFHN 0% EEU L, S5/ 5-CNAC
= shiint, HAFREA.
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ik #9455 F) . 5-CNAC & =44 3.

EHARSHAAEAGILFIRILIS 125 £ 1/400, #FRA 1/50 £
1/300, F4F72% 1/100 £ 1/200, & sCT/5-CNAC LA45HeERF, %
#R.i% 89 BE 4] A 0.5 mg-1 mg sCT:200 mg-300 mg 5-CNAC =44 3,

JRRR T ik B AEATR BB RR, Flde, B BAKBIKAESRESY,
AP TRANIGARZBRRBEFAFRER. HRHNGELKREOH KR
%P, JR4E. Explotab 3 AC-Di-Sol. E—XRiL4HEMBAMT, B
A A RBRRLER, TRREME—FOTFESTREFT 1,000,000 44 N-
T A -2-rB S BRI (ARAR A 1- T R 2-wbrB R AR A A R R BE 3 ) .

A8 LB PR T R T VAR K FF8 1 R R AR A R KAE A RE TSR0 R
BT HEBRKERBIKE, L0 E MR 24 K.

IR ST VAR B AT S0 e/ R B T X KR AR ) 6 S R .

AR B EERLG BYEENETH0NREZT%EI0ESY,
HARO2EZTHEIOEEY, ERFHNRI0EEXESEEY%, Fldw 3
FEENETEED, iS5 ET%. ERANIENALSHEEH 500 mg
QELY, HAASETHENSHESD 0.1 mg £ 50 mg.

B k2 KAF ) RBER 4B €.457F A ISP #) Polyplasdone XL.
Polyplasdone XL-10. Polyplasdone INF-10, 4§ &8 BASF Corporation #J
Kollidon CL. 4£i%#) XIKIK 452 Polyplasdone XL, B4R —F40F
T F A 2,500 £ 3,000,000 &y KR 1- T8 A -2-wbeB 0% BR AL F 28 R 494 A%,
Reth., THLRMFYREFMEIEFH BASF Corporation #] Kollidon
K-30. Kollidon K-90F =% ISP #) Plasdone K-30 #= PlasdoneK-29/32.
A, ETAR ity AR,

AR T vAZ B3 Avicel PH 102 2, 101, VA LB A4 Ak, #BH
MBEETTURS AEHEAMA 0 ERT%, RETIUALRAEE W
Fo RFRRALSELYWRERHEMER, LB TARS 600mg, ¥4
500mg. ¥AF G HFEEREAEEAMH20ET0EEY%, Hlied0 £
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0EFEE%, HlImS0EET%. ERANBWHEESMETH S00mg L HFALF,
E A8 L F 440 100mg £ 350mg 4 E.

EREP- ARG EATEY, HBEMNEMLLLEE.

A NFAE T K AR 7 ) 64 B B 1)

&R BRI T R A 6 R

@1 B F) P ANBY AT KB FF T R RS E R E, KKK
RARCsn L REATEFRA PRI, RIBEE LMM., RIEHMISF
BB

HA BB A 5

KB B Aol B T A4 USP <701>Fe<711>F FAAENL, LAEXEH
HP NG F =

ALK R G < R 1B VAR IR AR A 4 B F (RS )W BN B AR B
AL E) R P AT E BT . R B IR R AR IR A SR e RS R T
T, AZEBRY, NZENEAIKXZGERTOENKE.

Hide, “TARiE USP XXIIT 2%, /A USP & KEEE 2 /£ 50 rpm
TRZEESE.

A KPR 9B BB IR (“DT) AL IR AR b B ) 69 2 o (BP B SR A
BRI TRARBIEAETHE G R, ST KRNI &8
ARAR T A AR A 8 A

Blde, HEEASMNERMNHXAHFELPY, AR RERZA FRARIEZ X
DHAETE G RTIE . R R R AT K E AR R A RS #ATESE
FFREGEESFRAERABEAGERERE.

AR OR B My 4B A My ) A R R R) AR AT 10 048, Bl de BT RAB 1T 9 44,
H A fan B REER Z A 8 547, Bldm 6 24, Bl TIKT 8 04F, &
H T4, BEHR—RAEWEESMT, DT REH 554, b1 £ 445
4o 2 S4F. EF—KBMusYhy, HHBEEIKT 2 548, Hleh 1
24t R E K.
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Bb, ERZRAKS—F &, ZEASHEARS 10 547005 B w1,

B, REPESMYHBEITEH 1. 2. 3. 4. 5. 6. 7. 8. 9% 10
DA AT —FF RAEATT 4L, Fl40 10, 20, 30. 40. 50. 60. 70. 80.
90. 100. 120. 130. 140. 150. 160. 170. 180 # %,

BRI DR 38 A A R m A (F e BT 0.065 cm)8 it
2, IHTRTEAHDBRNFELTBEAANRY HHEZEM, RIE USP
<701>, —FFHBHGRBT HRBLE 37CE2C)HREF KRR AL
100 % BT MRE B . FldeR 24 21.5 mm. BZE %2 mm. ¥ 7.75 cm
&4 [ &) B7 6 3T 69 B 18 SR AT 8

AWM AR R TR EE B EA X, B LERRSERT
BARAR P eaT 1, it UV R HPLC 94738 h #h47 %M, R4t T
W) T AFEKPTE W) KABLET ]

HRBT HEe Ml e R FHERRSR— A RBRREFTHRE
M. AR ARET R K& Rk BB RART B #; 124 R 424 R A AR AR IR
i B

ABAERZ REEH —EKA, S TFALAKEASIRT, TUAE
bt e AT R X A S — R AR, ERLAMEES T, E
AR RR BT R ARAR, EdARR, mAMEEAAK, BB, &K, 1K
THhFET 6 44 BT RAR S T /& 20 S4PET I H>90% , 9 4Pe) i fg
A48 & T2 20 H4FeriEt ~30%.

EREPA—NHRAERFET, H5HHE LR SH0M8 0%
R E A EMRXA, XM, ERLZVANS—F &, TARESHNE
fRet RS E B E . R4, Al odria b el
¥, AT E R4 0 B RRET 1),

BBEMAR AT XGEIT, AR B Efe a2 W £ 2
AR, EXE, BBNREEAANET PHARNE. Bk, LT
RA®ra kAR A BEE, Fldeh HEE TR E R E S e,
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B E T AR AEBIE T, B, RAGEHRAHZ—FL b
FH KB ERY TR E WY R LD o R oy R,

E—RABRTHHFHART, —FH @4 08 mg 45 EHHAE 6 it P
FRERIKT 400pg/mL #4 d 5 R E (Cpuan) Fo/3>20 % ) M 345 K- &
K.

B sk, T8 18 8 AR R A &4 A AR BT 18] RARSE T B A/ R R
BME R A/ RBEE., EA—ANEH, ELEMHFHNGELT, Bl T
Bt AF R ANRERATEMFAE. XIH, FHHRSORTH/EHK)F
BA B EGEE TR Y ARLPLESD P IERRSNEDFRE.

BERLZRH —RASMT, BMELSMARERHX., st FEXMHH
AME, ARRGEREAG S E 10 THGEE.

FEXEAAY T, TR 7 SR R R AR R 2 25 4R A4 49 AR AR BT 1)
AEPHEXRAACEZLI, RAMRGHHEESY, hFNEESL B
ZEERFEHXR. Bk, REPKFH—F @245 WEA W6 5 BRI
RBTFRANEE., EERMG, TABTRFNPTESE R F) 6 E R K4
SE_HY AR FE A 18]

R AR

BEA 520 Kp. AR LS FRERENHHNEFTHELAIKT 6
457 64 B 30 18]

Je T EER 1 F 2 ARE 3524 F7F, RAGREL KR 648 B
EEMmX,
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£ 1:

0.6mg

i& & :197600 K /s

B, 27 rpm

| E¥ |EE (BRE BE |BRE

(KN) | (mg) |RSD |(mm) | (Kp) e B DT R
55 1500.58|0.58 |4.95 |5.88 57-6.1 |30s

6 504.15|0.89 |4.86 |6.79 57-7.7 | 40s 0.73

7.1 [503.68{1.01 |4.6 9.41 8.3-10.4 | 2m30s-2m1Ss | 0.25
8 499.68 | 0.69 [4.52 |10.24 9.8-10.9 | 3m40s-5m35s | 0.52
85 [502.04/093 447 |[11.7 11.2-12.8 | 4m30s-5m46s | 0.25
9 505.7410.62 443 |12 11.7-12.6 | 6m15s-7mSSs | 0.14
10.2 | 504.8 |0.57 (431 13.74 12.8-14.6 | 7Tm19s-8m8s

£ 2:

0.8mg

% & : 329400 K /B,

45 rpm

7 'TF |¥E¥F |(BE |BAE |BRA

(KN) [(mg) | RSD |(mm) |(Kp) |EH DT MR B
1.1 (AR

5.1 1497.01 |0.67 |4.88 (294 [2.4-3.1 |20s FE)
0.38 (%

6.4 149797 |0.75 |4.66 422 |3.7-4.7 |30-35s TRA R

7 499.49 |1 4.5 526 |4.6-6.0 | 1m10s 0.44

8 496.66 |0.57 |4.43 |6.51 |6.0-7.1 |2md2s 0.14

9.1 149756 |0.55 |4.31 |7.87 |7.5-8.3 |2m35s-3m59s | 0.1

10 /503.16 |0.71 [4.25 |834 889 |3md40s-4m30s | 0.05

11.2 [503.21 |0.66 |4.18 [9.65 |9.3-10.1 | 5m40s-6m55s | 0.03
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A
RSD R AT AR AR £; Fo
DT = A3 f& b ¥
Bk, SHEH M, B F2EGY LGRS NTHEIZAHA
Aty ) JA R BT 1)

W Aa A4

B FH—RBAWTF , % BWLRE-WT Q.4 B RH Ao/ RAL T Fo/ BT #5
AF.

Bst, E—RHBEMESMT, HHMWAESWT A BAN.

% B iR T £ )%= cab-o-sil.

AAMOBEEETRACEEMNERS 1.5 EE%, #lv 0.02 £ 05
FE%, w03 ET%., ERARNHYEELWHWEEH 500mg K HFLT,
AHETFRE 7.5mg KK E.

EFH—RBWBANT, ZHHEASWEOLARRA. BEMNA e
AR R B4R,

HERGEEETAAELEGHHFI 05 215 FF%, Hld 0.75
E125€EF%, Hlw1 €. AERLNHYAESHETH 500mg 69157
¥, £HLTF 2.5mg £ 7.5 mg K E.

X 2T R A BRSO, B X EATR AR/ RO RL
AL T HHEE T LIS, #ldo WO 94/26778; US 5,359,030; US
5,438,040; US 5,681,811; US 6,191,105; US 6,309,633; US 6,380,405; US
6,436,990; US 6,458,776; WO 97/33531; US 5,912,014; US 608,618 F= US
6,479,692 (A F A X EZREFRFIAMEALRD)F AN XETE,

AL P LFEH &R RF A Fo B ey 7 ik,
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BB, RARP R —F &40 B8 RRE 10 94F69 R F ey
%, EH ke

a. FREAR). HEMNFHBENREI—K, AAHR—FREY

b. @i RAY T ANFER ST LT RA

c. SIEFMBITESE,

BHELTHEROETOHITRZ—:

1. % a. 3096 Rl AT T5 4

2. BFR b BN RBH HHITRA

3. AR ¢ ZFATAARE R A/ RN AA .

— BT R T @G RARE 1 F AT

, g A L BETEAS F+
S 1 RA 50 R | *
2 B # PR - 5-CNAC (I)
TEA 116
A\ 4
F I 2: A4 A 0.25mm PN
7% (60 B)—AMHa. A : 2
o F ‘/‘ i-]
5-CNAC(I) 7 & 7 rewitt 7% &
A
. . X IR A
T3 BERTETY AT < ﬁiiﬁ%;
RABRFFI LIRS THORA B - ] i
KRt BT HHLR y#Re B Aerosil 200 PH + Avicel
150 %% ‘ 101 (), —AMA 0.85mm 7%
5% 4
BB 4 FRA G AHA i 5 11 f&?gﬂ%
0.85mm /% (20 B )% 4 Frewitt 3k 3% %
\ 4
TS5 ¥l F ey AR B R < T o T 69 AR g B4R
450 3 100 % 150 VHRe B (0.85mm )
\ 4
HH6: Y B 48, Fette 3090
12mm B H-F &y, FH &L HFELH
NVR/984 /&4

v

W R THERAHFHRIHR T
R W& E. HDPE #

28



200680042900. 6 oM P E22/32m

ik A

ELEFEH-NERFTEY, HERSMERANFEFTRAES 5
£ 20 pa 89 R FHF iz & R FBA RABIT 10 54569 41 MRt ]

e LA, BRERBR)ZAESEN, RXANHATATEFETR
WRE, BB RERS. TREBIRERARXTERE, FlF XY
K. b, BRE|T —H G R/AEATETEZLNEFZNERKREF/RELT
RARENF &, LOELITRES AL AR ENRL R HYELSY,
AP RELB)RFEREH AN E, SlostBEE4Ligdhas
M6 B AT B R % 10 24F.

b, BESMEREALAR), HleBB5Er, KLAGHHELY
B AT T EEF *:

1. —FEAEEZNIZTHHRET TEHRRMAEKE TEFE
BEFTHG T, HOBLTAEFRANETAREARLANEHEL
4.

2. —FE HBRANBEH AT ZLEARENEFHRT BREHE
Fo kMR BTk, HOBLMARBERRMEARTKEGRLAN G
o,

3. —FP I E BT G B GBEEEE A2 /R REEE M F
k, RORBLMARERAETARETNARLAYGHHELSY.

4, —FFEA F B0 B AR A AT R S B RAE Ao/ BB & BN A RN
ReFik, LOLEEERRNLAARENALAHESHELY.

5. AR EEZNEAFTMATRETENEEIRELRSH AN S
%, LOBLHREBLZARNETABRENRLAGHHELY.

6. —FHAEAFTZNELTHRATRXAEIR, REFHPHARFILE
RBlIef 2 Bk, BEWEA. MIRMEHE (swelling stiffness))is 35 ¢ 5 ik,
LOHLIARHEHRNETAREARLAAEHHELY.

7. —HEATEHELETRRX T BB TN T %, LaiEesii
BHAARETAREORLAGHHELY.
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iR

ERZRHH—7 8, RLPQEHBEMTIAEF —FEHHHKEL
3, Pt adf_faY, EPHREAE - RHEYRGIE —FETR
MArEIF . BRRBRERERYGEHY,

ERLZAHEHELDEF_F. BEMREOFHFEH—RLHT,
A FARALAGES YT E, SR TABIRIILE I, 240405,

EENE AN TOLREREARBRNGEISE, Hliott, (Asul-7)-8 46
BABSE. BEERVMRAFITEY. SREE, FloRE. o0
BWERHF R E-F LS. SERMGEERBEEE LA )l 0F
BEF. HEEH. TSE-424. FC1271. % 4) R(Livial 0). 445 D X i
X a PTH. PTH kB PTH #74£ 444 PTH(1-84). PTH(1-34).
PTH(1-36). PTH(1-38). PTH(1-31)NH2 =X PTS 893. —M%ER K (#4744
BEER . FIRBEER. LR BEER. AR ), BABIWEIA, FlarEd
B4 B H (RIL LR F G B K #7417)); PTH #3K; SARM (&R BEEZ
R5-F); MMP ¥4 F3(£BE G BwHH). FHBRE. COX-2 #HH,
)40 F £ %A (Prexige(E)). E £+ H(Celebrex0). ¥ iF#H & (Vioxx(D). %
3o # & (BextraS)). ¥ 4% ¥ (ArcoxiaG))RRAE COX- 1 # COX-2 #74)
F, Blhe R,

Ht, REFERALAHX—F 8, BET —FHHpas, Lasd:

a) F—HYR, Lo—FHeABBEHXRBEHXN(MRETHAND
JRAE# T X) G E45E 4l sk . (Asul-7)-88 & RAFEASE . 5357 Fo 7 A7)
WM ad, FrEBymuami maeRR S h 10 248

bykAHA, ERERKTHN . FHREDIERERGWR, H
o L@ AF MR .

X E TR RIECHPALS R HE—F U LERRSRERS K
BT EHLOIEERR,;GETESFERLES. KiEBHEELS"R
BEMRSB IS5 F Fo L LB H AL — AR RA Z 09 XA L5
FE&F. RiEEBETALSRIBELRYFl et G5 E LA Ak
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TR T REEA 42 R RF A HELTREE. FITR4a%L8 % F &4,
A g LB AEBERARBT 2 AL eh6 75 A BKFE.

HBHXRTHRAEY XNNEEEH 45T G E & 4 594
F) 4] d 8 &6 BEIP R R Bl oL R B G B K 75 FI R B 25,

ARLA L\ F BA—HY, TRET —F A TFREF/RET TR
KAREA/RRXT RREGERSHHE, B ECLS:

F—FWR, ARBEBHXKXEY XNGE4SE, Hlimét. (Asul-7)-
8o IAESE, AETFHSYESYT, FIERESMEE

HR(EEER),

(i),

(iii) A7 g ) ; S+ A

LA R AR S 10 5-47; Fo

by B A, EREERMIFHF . BTHRHRERKERNHR, Flde
TaAFEHR.

o, ERAETATFLEFROEVI)PEFTEWERALEFE, £
FiZ% ik LEKIE T AR EORLAN B MEESY, Hla BB RLH
AGER B ot E5 K F LABTRRS A 10 AP0 EHBEDFF =
FAMER L, FERE —HADRBEHXREH X 6B RMIrH # .
TR B R ERAE R G .

REZFTRAWHAREBEERLHRRASLHF ARG LBNETHS
BFENEHFLOILPERANRLBTME LB RZRE L HES

;Z

LHBEMARERSEN, BTN E S RIGREF 0 TIRUABRK
BRI HR P ERERBTEL, 28, —&PET, £4 0.5pug/kg
E4 10pg/kg AR E, ik Ipg/kg £4) 6pglkg REH AFETALL
BEEREABENLER. ATREEHVELSY, HlBiSENaRE
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WA TF T H R GAERBH AT OERSUWFAELGLESY, HL
K BT )30 ik 25 4 4884 A AL R P4 R 0 IR BARFA) BY 64 A 7 ST
f64 Bh T B4R O IRALA- M 4 B M 3RBE ) AKX

AFHAERETEESE. FARBEEREBXNGEE, sk
BEENHEHNEELE, WLEARAKNFELTURRITFRS, FEE TR
2R A .

stF &, BlimA, BlePHKRELY 70 kg HARE, KAWEEH
0.15mg £2.5mg, #5204 mg 225 mg 8455 . ERLHHETA 1 mg
Ex, #lie08mg £ 1.2 mg. TRAETRLL 1 mgi22E V2 0.4 mg #95)
. ZRABY 1 mg A Z, #lde 1 mg. RAREGHZ4 0.5 mg £ 1.1 mg,
452 0.6 mg £08mg, 452 0.15mg £ 0.4 mg, LHEZ 0.15 mg.
kR ETARFR—RILHTEEZHLNEE.

Eb, RAPAKEHHEEASMHTR T:

o —FHGR/FETARERZNELZNTRT RNTH, LORLrT
REHEA L 04 £25mg, K14 0.8 £ 1.2 mg, BALEY Img &
EEF RS EFLRBTIRR S A 10 5470 B HasH.

o —FMLA LY, L6404 £25mg, KL 0.8 £ 12 mg, Rtk
% 1mg B45%, Hlirstis k.

o B4EE, HlIstESE ARG T ARG B R ER/R %
FTRAEGHMTHEA, XFAAESHOLKEH 04 £ 2.5 mg,
#i% 0.8 £ 1.2 mg, RHRLEY 1 mg %455, FlestbisE, L5
Frid S5 B IR R AT B R 2 4 10 4-4F.

BROBABEH XAV R FTHERSEGOREENEHESY, £
A

(AVE R AR EG LSS E,

(B)Z oV —Fr A AR B T I8 6% 455 04 2 0 A ) B 84 BN 3R A

Frid 4 AR RT 1B IR % 25 10 £-4F.

3 3B ) 49 4 6135 5S-CNAC.SNAC #= 8 B5 B 4o R B2 4h . Na Capralate.

32



200680042900. 6 oM P 3E26/32m

TARERKEEEEZR TERTRT RABHESYT AL QIR
RIEEAENGIRE. A £h. BH L E BRCIRA R 697 X4,
B A7 3% 86 TS KARYT VAR A B ARPT B 4ot 7 ik R ATH &, BTHRAE
MY ABETEIR S H 10 5-4F.

ARL AR KL G FIF P, ZESMA BT E RS A 10 54F. XK
FRAEET QRS THATEE, £20 04 AL ASHEE 0% 1A L,

EARERFT R — R E T, £ ARG HESYTAEITH k%4
i ) AT B ] 5 R KR LAY IR Ao R4 69 14T LR — AR AT B E e
RIATH E. R, A FIF ikt —F s 4% 8 7 AR 84
1 B | AR ) AL R B I R AT An L, ) doiB 1T 447 M) R 7E
PR LA AFEBF] . RBERLARXRLFF/RLE RSO REYRA, 2
A BAIREY, BERAAIKRE T RARITEE, RE#—FEL
KEGEART, MR H A, Lo, BT AA Bty = R —F B4Ry
Bk, RE#—FRLmTRAHRKE.

AEANHRBFRFNZREF, BG4 AR L TR R I8 PR4) M
Weig”, FAEFRFERILCHES. Bfl, 4. EHRITEK.

BEEANHA PR A BRPE P, REFHAHLA, FNELLOIEE K,
ERARERAAQERFY, RIEFAHA, FUEMRRBRAEETHK
VAR B,

RESETAE, FUNEARLAHREL T B, FHFRX L6 F AT
RAGAFAE. B S, oY, EIRSBRERRFEATH TR
RIEMEECF B REFER T,

E A
R T &4 R 3 —F T RLARATHR S AR AL EHAA
RETEMY. FRRZM XL ZHS)MERF X AL R HATIRS.

el 1: HHEAW 1
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AR ¥ € (mg)
BEfE45 K 0.8
WAL 5-CNAC 228
Avicel PH 102(E) 241
IR 4B, NF 25

AR PR BR4R 5

3t 500

B o
0.16
45.6
47.94

S

0.3

BEE—FRAETRF, H&ki5E, 5-CNAC P RBERLFRST) —
A2, ¥ Avicel PH 102 /4, ¥ EmAZ X R T HEE T RAFE S
TR FATRAES. RE, WMABRBREFERE—NRATRY#—F 2tz
RAWRATRAS . EIZ KA RASY/E R 500mg 49 5 F) FF 8 BTt 4t

ATfE. £ RWBE 5 T,

KB 2. FH—FFHMEEH(3 )

H & EHKL 1 HAARLEAS W, BPEOATERVELSY:

R ¥ E (mg)
sEfE45 % 0.8
Wk 5-CNAC 228
Avicel PH 102(E) 241
REBRALM,NF 25

A% 8 BR 4% 5

B[ att
0.16
45.6
47.94
5

0.3

122, 5846188, EF—FRATEY, B 6 %45 %5 F Avicel PH
102 ®A. RE, EF_VRATVHRY, FE—FRESWYFIA 5-CNAC
FXBRRLR. RE, AREWRATETY, AR,

34



200680042900. 6 o 1 3E28/32m

RE, B INRRHEENRTETAREQRAMWBITESE, AiEF
EARRBEEL 3R A, AR 3 A RE 6 5 #30 ia);

@ODT A 14 10%

(ii)) DT 4 5% 40 %

(iii) DT 24 8 4~ 51 #

L) 3. B —FAMELY
&5 L4 1 £ RAY, REIAN—ZHKEH Cab-o-sil A
BA—F Q4T @Rt 48 a0-%:

A ¥Emg) THH
845K 0.6 0.12
L 5-CNAC 228 45.6
Avicel PH 102(E) 241 47.94
RBRRLE,NF 25 5
Cab-o-sil 1.5 0.3
ARG BR 4R 5 1

it 500

BEE—FTRATHRY, H8EB45E. 5-CNAC RBRLFRA. £
B RATEYT, ¥ Avicel = Cab-o-sil #4775 4544 L Am A 2| B ik iR A
MF. BE, EREHWRESVTREINBEIEBRE. BREHRAMESE
A% 500mg #9 F ). B\ Cab-o-sil XET A A6y R,

F#H 4: H—FHMELSY
o E 3645 3 PTEARAES 400, RAIZELSH a4
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M) 5: 5 — AT H ALY

R ¥Emg) FHHK
t:fe45 % 0.8 0.16
AL 5-CNAC 228 45.6
Avicel PH 102(E) 241 47.94
RIEXR LB, NF 25 5
Cab-o-sil 1.5 0.3
A% iR BR 4R 5 1
Fit 500
A ¥Fmg) |BA
FHEBREE 0.6 0.12
5-CNAC(D) 1.2 0.24a
5-CNAC(II) 226.8 45.36b
Avicel PH101(I) | 15a 3a
Avicel PH 101(II) | 224.9b 44.9b
RILIR AL BF 25 5
Aerosil 200 PH 1.5 0.3
ARG BR4R 5 1.0
% h E(mg) 500 100

¥i5EF(@ + bRk 5-CNAC —MHEH X7 He, LT 200mg
5-CNAC # BBABKRESEE.
Avicel PH 101()Fe(ID#5£/2 € Z(a + b)48 L T Avicel PH 101 #B%

SET.
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Y] 6: F—FrHhMia by

A ¥Fmg) |Fa
FasRSE 0.8 0.16
5-CNAC(I) 4.8a 2.1a
5-CNAC(II) 4.8b 2.1b
5-CNACIII) 218.4¢ 41.4c
Avicel PH 101(1) 15a 3a
Avicel PH 101(1I) 224.7b 44.9b
RERIR LB 25 5
Aerosil 200 PH 1.5 0.3
RRAGBR4R 5 1.0
% b € (mg) 500 100

BlaEgE@+ b+ )R 5-CNAC LB XS 4, AL F 200mg
5-CNAC # B BRHRKLEE.

Avicel PH 101(DF=(ID)#)£/2 € F(a + b) L F Avicel PH 101 ¥4 F
.

L@ A B G kL KA 1 FATASH Q&S EAAM. 21,
TEMET H—FHREEFGEESY, AR ERHESE S 6 HESMY
T

1.#R3% 0.25g sCT DS;

2.5% 184 5-CNAC Bb;

3H61F A IR 2 HRA YR A #60(0.25mm) 7% 75 4

4.7 % 11 3% 5-CNAC F T B 3 6475

5.4 Aerosil 200PH F= 5 1384 Avicel PH101 A #20(0.85mm) B 7% 55 4~
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6.5 Y BIRABF ImA Avicel PH101(F ML), FHAFTRS B 7H 4
M. 5-CNAC(H L34, HATRANHOVR.. XIHEREFFKHE
R 150 ¥

7.8 1% RA % A #20 B (0.85mm) 7% 75 2

8.4 78 A5 BR 42 A #20 B (0.85mm)JF fh - L mAZF A FTHK 7 R
SMF;

9.78 7 50 3%,

10.441% %A 5 % 12 mm B % FFBE K #3472 4,

FrR e TR R E 5 K46 1 FAEAE.

F#H 7 RKEFHSH
R L ARG k5 & T @6 R AR B R L AT R,

FR A

1. 0.8mg, DT 2m35s, /& 77:8.5kN
2. 0.8mg, DT 5m40s, & 7:11.2kN
3. 0.8mg, DT 8m34s, /& 7:12.1kN

FR B

1. 0.6mg, DT 3m40s-5m35s, /& 77:8kN
2. 0.6mg, DT 6ml5s-7m55s, /& 77:9kN
3. 0.6mg, DT 9m, /E7:10.2kN

F#R C
1. 0.8mg, DT 2m, /& /7:8.3kN

EAHH, WEeAREA—AFLAMARN, $LEZLFERAE
ATHREMNT L. BEERAETRERRG—A ARNLHTERT. RE
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#F 10 mL K. ERLHEITRLHEF 025, 0.5, 0.75. 1,1. 52. 3. 4.
5 F0 6 DETIKREFEN RAFE, F RS EE S ER T ESBTF S BT
B R 45K

SNTFERFRE, TENMRERF—AHHAR KOO RESHE
(SCt)s —A#RFa— /AN HFTA BT 69-F 3 f SCtRE ., — ANk Fo—
ANBEHde ¥ SCtRE K47 E1B £ (SD). AR —AN i fo— A0 BB A 12 F
£ SCt REWNFHFAERESEM)FHFLBLELR S F.
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% 3% 50 rpm, 0.6mg, % £ &

120

X 100 »

4 /"/

ha 80 o //4£ e 8KN-11.24Kp

?‘EP 60 e —=— 9KN-12Kp

2 40 " —a— 10KN-13.74Kp
® /
5 20 p————
O T 1 T 1
0 10 20 30 40 50
iR, a4F
B 1: 23 % B@F A e HH 69iE
%% 50 rpm, 0.6mg,  ZKF
120
R 100 ﬁ:ﬁﬁ.—J
f; 80 = A —e— 8KN-10.51Kp
® 60 // —m—9KN-10.95Kp
% 40 —a— 10KN-12.74Kp
/
2 20 +— =
0 ) k] T T
0 10 20 30 40 50

A, 4

B 2: 240 EE A 66 6
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0.6mg & & &
12

/0
10 /
8 a
( / —e— 131700 tph
DT —8— 197600 tph
6 /'A\? 243800?;11

A B (Kp)

B 3: K AEE B EDT, 5408 ¥h
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£245(A%)

=0=—0.6mg / DT 3m40s-5m35s/ 77, 8kN-10.2Kp?

1 —0—0.6mg/ DT 6m15s-7ms5s/ #1, 9kN-12Kp
——0.6mg/ DT 9m/ 73, 10.2kN-13.74Kp
~+—0.8mg/ DT 2m35s-3m59s / 77, 9.1kN-7.87Kp
—a—0.8mg/ DT 5Sm40s-6m55s / 77, 11.2kN-9.65Kp
—a—0.8mg/ DT 8m34s/ 7, 12.1kN-11.5Kp

230

—34J

B J&) [~ B

B 4: K HREST AR F R
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m-
--0.8mg/ DT 2m35s-3m59s / 71, 8.5kN
3004
-#-0.8mg/ DT 5m40s-6m55s/ 7}, 11.2kN
30004
— ~&-0.8mg/ DT 8m34s/ 73, 12.1kN (4B FE5H1E)
- 250
E
&b
200
e
i -
w 10004
) ;mw—
s} 000
0 1 2 3 4 5 6 -6-0.6mg/ DT 3m40s-5m35s / 77, 8kN
B8] [ 5] 00 --0.6mg/ DT 6m15s-Tm55s/ f1, 9kN
) =-0.6mg/DT9m/ 73, 10.2kN
5
2 =
N ®
BT K P RBR g
& s
1000
5004 \
0 v - i —f
0 1 2 3 4 5 6

B [ af]

A5 RKESHLH
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