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T FT R b ) 75 1) 3800, B e A A, 2 290 . 05ug 25 Ong ) 2 E0 N 25, Bk 3 4 /8 H
2 T IR 5 B s A o I T (3% 422 ke

2. BRI SR LAY, Horb B S0 A B K A v L

3. BRI EE R VB2 4 -E-4 » F v BT 3 (5 4 TR A4 B 1 b 6 0 76 B JHL T e 24 3em B B /D
BT oV A At W7 S EZ N PN B

4 BNV ESR -3 T — TR A A4, R AEAE T B P09 n] A R B Rl s i3 328 R 8 1
EZIN TR BARE N T0kg Y B WMLy, DL A & T 15+/-3pg/ml (19 5 200 2 1Ll
W

5. BURNELR A A AW, HAFAEAE T Frid B ol A 2= A AN | T 10+/-3pg/ml [ £ 2N
JE 2 MR

6. BRI ESRARI AN, FERRAEAE T i I o] G 20™ A A & T 7+/-3pg/m 1 2 &
A IR 35

TRV ESR LR AW, LA AL T i 3 2B UL v A A850Hh 38 0 150 16 2 8 1 25 U e R
Z AR 36k I B I LR, L= A A & T-16+/-3pg/mL I L 2N 38 IR & .

8. BRI ELR T AW, HAFAEAE T Frid B ol A R0 A A | T 10+/-3pg/ml 1 L 2N
JE 2 MR

9. BURIESR TRV AW, FERRAEAE T ik I 7] A 20" A & T 7+/-3pg/m 1L 2 &
B2 MR

10. IR BOR) R A AT — T 2 A4, e b i 0 e 540, 2 490 . 050g 2 1. Ong ) 254
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REMERMERSD

[0001]  AHIE R HEH N201046 H15H JHiE 5 N “201080036875. 7" K ZHFR N “&
M EZMEREGA KN LRHRIER S ZHIE.

[0002]  AHICHRIIERT 5| H

[0003]  ANHIE AT JF ER 200946 H 18 H #2281 38 H fm I FRig61/268, 954 LSBT, H
AT TR BB 5HE R 7 RN A S

BR G
[0004] AR NP L 1T S W45 7 25 I I 2R DA AEAE 5838 44 A 8 3 LA PR AR T (il
JELE) [ A P ik £ 3 AR AT HILAE 1) ] B PR s IME AL S AN L

BEEA

[0005]  EEIMER (1-EEE-S-D-FERMER, dDAVP®) £ INEREUY . 5k
FAHLL , 2 EUNE 2 2L A B AR A I I 36 T 5 L3N B A R, JE B R 2 AN A,
FEGUNER ZEAS 235 M 8 1 32 A ) 5 o 3% 4345 25 20N R 22 mT BAAE I IR B AT bR i
AN R B SR 3 . 22 ZUIME R T DA 2R R TR T 5 3R 15 1 BLIE A T R R
PEAR 8] 38 FRAE (PNE) AN eh AR 14 FR ARAE

[0006] BN 2 A8 — Rl Ik IF HLASIE A& AE PR F 2 22 o N ¥a T 7% S 5 995 491 G P 2 I
E , 22 ZUINE 2 AT KN SO N 45T, FEA F R 100% F AR I &2 24 A O IR 5 R A
B0 55 45 25 1) 7 B R LR B, AR MR R 2 . O IRGRI R GL ) R IKT H 22—/
DA RE, 77 AR TV 22 DR 2R 1 22 A4 2 W MILVB0UAK 32 5 77 A 0 % 5 S8 [) A 5 R 47
FURAEH R R T AR R Z ) EZ s R G2 B AR O &l HTIRIT
PNE, {H A2 B 11 & EAT AR 16 AT A7 5 Minirin™) FT 00 AR AN 224

[0007] RN HILAE A& — FrH v 5 v 0 B B IR (812, I T~ 29 1 35mmo 1 /1) F9RSE o 7™ B
(ARG IRE 7T 51 RS FEL A BT 5, L AT S ECOHEVR T O R AE R R AR B R k25
T RN FIRTT I S R K E B 25 20N 30 I H P B W AR K R A
BT i 88 5 DRI A o X Al ——{HR St —— B ML 58 7 1815 e < P B Bk
Bee I, IR J P PR 2 4 o 8 FH 25 200 e 2 07 B8 1) — S A AR SR il FHZ 24590 i R A
7 AN I AE o LAt N AEVRTT 77 58 AR 5B Be st ™ A2 B e « 181 5 2 » KB ILRE Y R AE
TEARKFRE AR AE PR IR 1) 25 ZUME 272 R B LRI E H , AN Rl 7R 25 ) ke A A
FHI 8 G I AR SN A P

[0008] T SR AR AR By B P8 T2 O 4% IH PR T 78 £ 200 s 2= 1 sz ma T [A] Is ad 23R BOK « B
FIX 2256, S £ 5 25 0 B FE R I ok B 4 48 IR T IR 1% 46 ek 25 & IR AR A, 2
FUINE 2 AS T AR B SR T S 8 (9] 4 Ji e PEARC )38 JRRE (PNE) ) » 9 HLEL K 1 25 9)
“HAMEFRIVE” (Black Boxed) o TS 5 FR “ UL B2, WA DL AT R PR E) 38 SR OE (PNE)
2SR AR ER ] SN HIFRNAT IR LE , B R AR w5 30000 & /E BT T2 1 7™ A
B TILRE 1 AU
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[0009] i, X FH T8 I7PNEMK & Py 25 T 11 25 SN K 25 10 A% AERR 28 AR W T3 1l 770 04 AR
R BER3-5% FF H WK 45 25 10-40%0 5 - FI TPNER) 2R R F H & W 7l & (20u
g, B BAL10ug) ATIARIR P2 K2R/ M5 R JE (Cuax) NEADZ120-30pg/ml , 2 T3-5%
YR JE 6 2 10 A5 5 T« AR 1 T iX Sl RS NORERT , B 18 252000 Hs 22 19 il 77 2
BEUE SN TVF 2 B35 RN, (H2 BRI 25 2R A AN MUE A28 2 5 kAR
PEAT G Il 51

[0010] SB[ % FIT,405, 203 A T HAPRIEIT B EZINE R AR LA HF T T
AR S AL 25 0N 25 10 0 R) R A FH G R R 2 9 P2 A (R T 291 . Opg/m 1, I HE 5
BT ZMEELE R, Bk L R tH ik F g I 205 Ao il 28 A0 AR 24 ) &= 25 20 25 77
R, Frag ) B m] 2 A 4 BT 3 B ALY L AS A 300 ) RGP IRE A o 1% 2l i 2 T AR IR =
(2540 SEELE , Frid 71 & 2 DAK M3 A 1 25 0N R 2809 5 4 oy 28 130 es v T L BRI (g1l
£70.5pg/ml) , AR ERNLIT. 0 L4110, I HAE—28 B Hhml B8 =ik 15pe 259 /m L LWL, 1H
kA E T 2110pg/ml o AR IAZAGIKRE 2 LA 5 357 a2 (8] FR H A2 3 106 2 AR 18
FH o DRI 0, 25 00 s 28 70 (R R A P R P L0 A 5 R0 2 260 40 2990+ B 1 - 32 3, mT T il
FIrid 25 Wil PR “SR P 9% (of £ switeh) ” AT R 1l970 Ak A 50 82 st ) o 3 {3 AH 32 3t ik
DT IXFER) AT Ret , BUAE BT IR 2540 B A A 3 2 M 1 1) e ) 5 o 2 8 A 45 14
AR AR P RS WL e ] 3 ELML BN R B R 22 A8 7K o

[0011] 45, 7E A JR i (AR 1) Y HEEAIR wh R DA B (9967 v, ] 7R REE D2 25 - 7= AR 491
5-Tpg/ml ) ML FE AR A & o AE A BIZ) 2/ (one hal £ hour) FYRFAI Y, 200K 29K
FEALT 2 Tpg/ml ()5 K&, I H IR AE RS2 BIIH] BN (AN 52 80 o, 2R R
JERE 2293 .5pg/ml , 7E3. 5/ (B8 AN 32 1) B, R JE R L1 .75, 7E5/INEF I, IR PR 4
0.85, 7E6/NI I, W LR 235 A BB (FEVF 2 &3 1R N SN 290 5pg/ml) LA I H G IR
PR R o AN R AE TS AP 11 OO0 B, WIAE 55— AN 7S /N JH 18] 8 35 JL-F AN P AR BOAS 77 A R
W, MR o 251, I BRI S L HE R B ph 30 52 Bl o BB 1275 50 25 A7, JRAE KR
I HAE— B /NI P s BERHE R - /B9 5 — AN S8, 28 B 45 7 BOd I 28 R B8R P T )
25T /N E (Z)2-3pg/ml) AIAEWKEE I8 PRAE AL RS 3 R A TR IR 40 =/ Nt o

[0012] B N2 2 — P 5l NI 2585, R A NEEW R Hl— Fhn i & — R =4
7 2035 FI)Hh B 22 1 B 75 15512 Y0 1R P B3R 30 1) 25 200 He 2R T VR 1 5 P R 28, 1AM
M5 B E ) R AR 232 0 e B A B B, IF FLBTIR 25 ] 22 4 HJ7 (8 A A, DA 22 4 b
TRIT ™ H H R PR o RS A SUE AN 5175 4 b 038 Q0 e] i 4w P 9 AT S
V52 AU PRAE AR & B 8 25 20N 25 60 50) (R AR ) & N RN AL —— M — IR 25
RN —IRGEZIF AN —ZE 5 —H—— a4 — ™= A AR 2 1 B A I R 3 3 A
(19 MLV o A 75 R )3 P = i DA AT FH (2 IR GA 25) B ML /D » BT i s FH ] 5 3503
s} (R K BRI R > 91 BT B8 5 BUR AR IMLAE « BT BN 239 7= i AR N S Rb b 1) 22
Sk, s iE M BRI D SR IR R H AT K2 A R, iR A A
FH R W SR DR AT S5 3 L DR R e 1T ¢

RARRE
[0013] AR ER$RAE 17— M I T-4E B AR &8 NFER B S A4 P75 3 ORI PR A P [0 A B A P
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R NFE B BRG] B 2 R AR AN HHURE 1 PRURS: 1) 7 (68 L 2 4 () B 9 B I 38 A O 48« Pk 43
BC2R 6L 55t A7 4 FIT IR i A7 28 P B A & 2 DA R 2 AN 25 7 1 2 2 U s 25 Al 57
A8 AN IS FE RISV Frid g A 2s 5 H DOAEIE , R A =, ik ZRiE T —k
PEAT R 2R (disposable pump) , 7 HALE R F3)LR3) manually actuated) B4R, 1 a0FF
JE SRR S 1) 73 FL8s , BASEL -T B3 10 A 28 28 . Bk 22 [ 49 R 6% M T I8 i 47 2 3 i i
HIk 2N e E&REUBENERESI R EEN— N BB BN, EEE
—HHIFIE VIR BN B e HoAh R I o ik T AR E O (seal) , Brid & O ] 7ERE I
— IR ZZINE R G LB 5 gt (1 A = SR S BLAs .

[0014] Bk Z A S KEME (droplet) , ik B AP I 346 7/ 20um G TD 10) &
£1300um ChFFD 90) [V PN & 3% 2 F5 2010 % 1 00 B2 /T 2920um 3 H.90 % ¥ 0 LA
/NF300um . FRHR I E R S A — 2 EEMEEINERIREESHA50.5ng R
IEZ /T o B E A E R 7ong B ZUNE R /BT 5l B R 5 i, — IR 5 & 464
0.05ug % 5. 0ug L ANMIE R, EE R T 31 G P A Fe R IR AE R e 75 RS2 (0] o BTk 5
T (R AE 2 22 U R 2= AR R RS K T 295 % , B, BT 40 51 vh 295 % 4225 % (K75 1t 1 45
SR N BT A R ML A AT R 2 A I EL R SR 24 e i e ik Y A A E R B B
il o T, — URIBE S5 (K AR W R FH R R, 7 A8 B B PN I B VRB B3 11 25 U R 2 kD
IRZINER S B bR B3 N B R R P B — Sk 1) B AR 2520 2 S K R T (Caay)
[0015] > Fip ok i 55 751 5 (1) 38 AN BT 3R 4 TEC 2% 1) Pt B8 w3 555 HE B e AT DT G RIE » BT i Ak
AN A AR PRV 2R St T A2 T e i S B HE T B4 R0 o b A 5 P Fli 8 R A 2
15043 B 5 1 A T EESE VT BT IR B HER) S JE RS By, AT 45 B 52 44 o g SR A7 A R TR H
e BT Pk (5 HE k0 77 ) 3600 o DA 7 2, 8 0 P o [0 HE T e (Pfr i vt 2525 . ) 5 o A )
— BOEEES (19 01 = JHEK) (34 52 B AR R Py ot 4 00 e 2 ol — Ik ) PR B 5, L AE e o
Y3 2D i R 43 FE 3 AT AE A0 JE o £E R 22 B Sl o, R B RS A D 2 Ak oA BRI, AR
— T PR IR (5] A 1 SR T DA AR ) o FE H 262 2 1l o S 10 R TR AR AR ) A L R Bl Y 25
T 2258 55 A A2 3 5 5 o o R R L0 1 42 R B ] 0P A 0 FH o

[0016]  MRIEA K W, Frikiss 55 4 o8 S B S 4 S M B &, 149 &8 55 71 =
AT A R kb PR 1) 26 3 g Hp BT AR ) 2 I 2 IR B —— AR T s R il —— 2 A AR
8 W] S DT S TR AT — S0 B TR) R i ) o R SR AR R I [) o 40 5 2, A I SR 11 58 55 711
T B B PR B (1% 245 ) e ds A R A P R AN — B 2 20 e FR ) G o 0 T 45T
FHIF I AE R 53 B2 ) 354 ) & s ik R MR N A E M A EA 2 T100% , ik A 2 T
50% o AT 73 FIL 25 1 748 S R A AL T 3d ok e vk AT S IR 1R E A5 Cuax ) 25 2R 28 R B
T AVE = A Coax B 5 R B DL, 95N T 2055 55 77 A DAJE Ik B8y B 7 =R AR N 1
SEIXFER) 2 2NN 2 ) Cuax RO BT 25 20N 25 1 Cuax AE B I B FH TS IAHTE B B Cuax )
FENH F A LE N IS BT A ) Coax B 7 B 4950 % Z N, BEARIEZ)25% 2 N o

(00171 Z A=) F 2 ) — BOVE B S A AR B 73 B A8 8 o — PR b, B, e AT T i
28 B PRI IR I 2 ia ok A B R L S AT R TR B BRI LR INE R &
SR b BB L 1 2 0 e 2 LR S X e VR BB BT R I B RRAE K E B B
5E o B, 22 ENNE R Caax fEZI0. 5pg/m1 222710 . Opg/m1 [ Cuax 5 ] P4 5 28 B 45 1 2N
JE W 2 E BB
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[0018]  E F Cuax W BUE A2 AT AR 1, FLEU R T Br - TR A S M v T35 S SRR
(i) IR P14 57 S8 ] (1) o 48] 401, B v P T 780N [) A 1 IR A R 0 ot 49 7= ot T s U ok F TR A K
T15+/-3pg/mL ¥ Cuax o A1 , T8I 284510 558 B 1) 07 2K, ) LB Lot 778 7 it AT B A7 20 %6 1)
AW FH R I HLRRR B 55 1 25 2N R 2R 3 N0 . Thug Bl 750ng . IX B FR 29 150ng [ 25 V044 21|
KB LT, 7 H R 4833ke (—~758%) 1) LEAFIE B Z15pg/m1 I B #5 Caaxo AHIF 7= 5 1 55
—SLE T E TR FI0% AR HEHF B BRI EN LA MERBENL. 5ugi
1500ng , FF-IR AE 2 ML 7= AE 29 150ng Z M A2 15pg/mLIF) B F5 Cuax o 75— 7 M8 12 7 i ] 4
Btk F T 3-4/N JR b 5 HL T 3R AN KT 293pg/m1 ) Cuaxo B0, ik F3260kg (~130%5)
(1) 41 A P T U U B3 S8 7 i R A 25 6 (1 AR AR 3 LA R 250,45 250ng & N R R
R, BU5 % P AR H I AR 50 5 350ng LA ML R & AL FEN T, £
A H RIS R 250ng 2 ZUNIE 2 5 3 H TR Cuax %) 3pg/ml .

[0019]  BF, R 40 245 5t 1 I T B AR 4 A8 I, Rk 55 368 15 461 41120 0n g B 50 0n g )
BN 73 TIC 28 —— 1] G e o T b o A R R 5 2 S T 3R T T 25 A —— T A TSI, 44
W, 2E R A 0 PR G AN ] S5 482 8] B 7E 75k L B 8K 150k B A HH 70 ) Bk 1 4 1) 465 45
I 0 o 3%, 7E45 T AR H A A W5 212050 8, fEIE M7 MR N B B0 P 2 HE IR =
PR AR T 294m1 /43, ARIEART 20 Iml /438t , 35 HL45 B8 7R AR G R R 42 BT 75 (1) I () B, 491
WI18043 4 . 2404351, 30048 . 360> #hEL420 73 % . 45 2 J5 ) — T4 b, JR e oy FIB B IR IR
KT 21300m0smo | /kg I HL45 B8 7 iR 15, Fr SR I 1) B ] Dy B =i 18 18043 . 2404311
30043 8 . 3603 B 4209 B

[0020] A< B FRIZRY (1) — > S B I LB B P o AR AR B A I ) Y AN R = e N
R 55— SCH 3 128 e K HILVALAR 52 A T 3 e B e /N AP SR 326038 4 3 S 00 B8 R 0 1) Bk
1B PRI R A L AE (1) T B PR (R EOR R & o A8 SRS A R0, — Busik, iz TR 54
T R S 4 T BRI R BT B A TR KR & 1 25 N 21 I iU 8 1] 14 5 R SR ABL )
O TE N A2 P S o IR — ORI e M F EAA B A R R R BE 2 2 eI S O
HE R L A ) A R E A5 % AR R A0 10% BRI E /0 15% Ak H 2 S A
I FRE o B v ) AR AR R et R R R O e i B3 R 57 i A SC 4
FFmE 55 H SR A2 TRE M SE I .

[0021]  fE—SEiETy b, Brid o Bods nl gt — D& T RIS ik & IR R % 5
B T, 80m TR — RIS R a2 55 (B, & T 22 B 4 & T 2910-12pg/m1 1 LR
JERI &) 4553 L 58— KGR & 5 BR8N T0UE I 18] 18] b o 1K v A FF T 3R | LRI 7, 335,
186 H (1) 155 Z5 ATLAG R 1AL ke 4 B b S IR, B ik & R A F P 25t 5 1HIE ) 77 AN AR S B
& T B E I EE—— I H v b 5 B B A3 T A P ) R A U SR B i —— T B BUR Y
B —AAFE LN, Bk M4 B O s vt T s 88 0k 5 B 2 40 1 i e 1) s 46
WIB/INI BRAE6 /NI 23 24 /)N 22 [) [4) 5t — B[] o 3 RATLA) ] BELAS 7 & (40 3 FH O 33— DA i 3
AR B E O S PR R AVE FER S m TR i L s /b o

[0022]  fEZANSLi )y &R, ik 4 B ds nl 4 e il FH T 78 B A 3 AN i S B0 R/E H
FF B2 (B T 6 /B W FE2 2 A/ NI 2 [8) VBRAEAZ T /NI 22 (8] o ASHHE F2 48 R0 R PROIR A5 i L)
) 2 T 298/INif o Bk B bk 838 ABERT Ny, a0, JLE AR E /D T-35kg i JLE AR HE 358
5OKg I JLEE 5 BAF 2o Mk AR S50 22 Thkg 1) £ 1 s AR 53 14 AR T 970 2 85kg 1Y) 55 PR B4
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% T-85kgHy JI Tk

[0023]  AKBIER 7t R ME RN 22 a2 b, et 7T H TR EZMER#EIE
2B R SR T ) W53 55 R0 o B SRR A 2 RGP e U R I 2 & IR = =R R
AW, e I e 5 7B W51 55 25 B I T 28— AN 7] 1] B et 1 o BT oA SR 9m B 6 — MR AR I
a0 , B iR o 2L 5] B 2 — AN B A v Fl AL T 55 55 265 8 st I A 1% T i %) () TR AR A
S A5 2R 128 T00 i 24 3 JBE KBS BE /A 0 (1) 2 1 Ak (530 4 T2 A AR %) b % T P 226 b T2 S i 1) 20
DRI 2 o I 3 [0 B4 TR A4 R PR 1) Al 285 S 3 0 T Rl 10 7 ) 3400 o A BT 3 B[] ) 8 341 1) T2 e
I O s 4 HE 0. 050g 5. Oug ) E QMK R, (H 2 FE A LR AEAT 547 18 B 7] 584
1) 20 308 77 2 350 9 R T 2K o RO ) A P a2t FH 7K By L YBOR B s T B 4G — PP E 2 Fhis iE (R
A I HAT IR A S B T A

[0024]  HATOLIERT FH T HIRIA B (L BE) 3 "Hsieh enhancers” (ZWU.S.5,023,252) ,
H. 7] E CPEX Pharmaceuticals (Z BiffjBentley) ,Exeter,New Hampshire.n] FHT 48 & B
il % 14 il ot P T Hs 1 eh 39855 R R LI ) 2 A TR L R|7, 112,56 1f10.S.7,112,561
e, BT s A A A H TEE L HT,244,703%, 6l 03+ 7N B
(cyclopentadecanolide) , LT b 44 NCPE-215, A] fif FIVF 2 HoAth 385557,

[0025] A PC fil] 2 2 0 s 2= 2RIV DA F T 2Rt st d8 /2 8 1 25 200 Hs 2 22 A Ly , A i ™
A Fir 5 BV 25 2 00 e 2= L0k (9 a0, A KT 15+/-3pg/ml . 10+/-3pg/ml \BL 7+/-3pg/
m1 R M VRIR ) o B b 538 AT (BEAE HoAR N 38 B0 E 25 20N R 2R B0 ) ] A4, 4
1, 44 # Ay 35kg K JLE R E N T0kg I N A4 H /DT 35ke ) L& A4 H Y358 50kg [ JLE 5
FAFE 2 PR R B3 1 AR 50 22 Thkg ) 2o Pk AR EE D T0 42 85k ) B P AN AR HE K T 85kg ) B
T BT BTk E As N B, 748 1 R = Ya L (R, Rl g TRDRE RN RV ) 5 U s = 1 s &) 7]

FF5, 290.05ug 5. Ougt EZAME R, 290. 2ug 2 1. Ong I L Z N 2, 290 5ug L& &
2,090, Thugl =2 NEZ .

[0026] AW BE— DR AL T Il & A 4T T /B W B PR R 25 NS Z R T AL TR
AN T UM AR IR S IR 8575 SO VF T RE 45 25 00N 6 21 T A8 263 ML 37 v s
Bz s AT R WA 25 N T BV J3E o Bk T R RGO R R A R I o 155 482 1), B Fp il
FE N 2 R JE A AR, B, 15+/-3pg/ml 10+/-3pg/m1 Bk 7+/~3pg/ml (¥ LI (¥ 25 &
F 2o IR T AR B U5 AT AT Se BRGNS B 8 0 S A PR AR S 0, 20 7K/ B
PR /INES 2 DY /NS R ) , B¢ SE A 1), 1l , 2229 DY /N -/ 2 18]

Bff &135¢ AR

[0027] 1R st B R EE .

[0028] &2 557K th T AR B (1) B 5% 55 2% W V7 = I o [ 2A B R FEBR B0 2 BT I S 55
B E 2B IR H IR S T iA 2% B e Bt 55 2% B I ORI .

[0029] & 32 & R 35 SRV B B 1) — R BB A, L4 T8 B s RN 43 A 3 o

[0030] |42 A% F 1 6% 55 RI T B B 1) — R BB A, 06 T2 B A S o RN 43 it 3
[0031] KE5EBFREN ~EE.

[0032] &6 57 HH SR KR DY Fims 25 6] & (spray pattern) o

[0033] |7 5ot 25 G0N 22 22 B DO b B 2
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[0034]  [E8JE H12000ng & P 45 T B A K B 2 ZUN IR R4S VR TT 1Y 53 YA Lo P 1) P 38 4
PREHFITE] (600438 FI 1] o

[0035]  [=]9 & HIAH R 4% R B 2 & 036 T 7 B 53 P A Lo 1t B ~P 38 IR VB o 15028 R R A
iR o]

[0036] &1 105 7% 5% F 25 EUIN e 2R 1 VBT 25 266 B (1) 7S TR 3K Bl H B ) B = AR ) 5 55 R L
10A-1°C s~ HEAE Sem s FE AL AR K 22, I 10D-10F &7 H AE 6 em g FEAL 85 R 42

BRSE

(00371 RABEAENIN T REA 25 W0 45 25 70 5 b BUEARIR A 7 B MR X, 22
Yoie ik N 45 T I, ARV I 9100 % oAH A2, 228 Hofthiag e (B1an & ) 25 F I, 2 A
FIBE i T AN 58 4 IR SORT A PR 25 11 Bt o RV, AR DR T BE S ¥ T 7 TR PR 2 W) BIE AR M I
HAEZAE FIAL SR FIE AR BB — AN B2 AR 2 22 AR K, LB T I ik 75 25 7 14
e R 5T S 45 2o 12 o 2 A 45 T IO A R 20 B WD) S AR HR I B M R E A 52
FLIIF o Frid I I A B A5 W01 B2 1 SE B B ML A &, BT, s AR ml RN - 82 1
JRORMR A& B8R a1 23 FL PRI B T 2L = 2045 AP il B, LRSS 7 s 7 [0
H A TR IR T UK AP0 R A BE R I H AR

[0038] A ST A AR A2 5 AR B0 Cu2 48 L T 3 bE B BT, A2 S A R 25 7 2R 4 DA AH
[ 75 302 R 45 1 AR I N B S F V7 22 AN TR A NI PR 29 1 BE N L0 A SRR R i 1) 22
SRR — A E L o AT IR Crax Tnax GE$ Cuaxt FRIR[]) BRAUC (ith 2N dA) 1942 5 R B Ho 2
AR N RPN EAL AR HE R £ 5 X LT S AL T I Z R L 3L 0 F , 52 e
W25 ZAHEL , AR 25 WD 13 IOk Y BB 45 25 300K B AT [ AT S BN Co o B2 IS R I 52
25 2 R R AE A ANCA Z I AR HTBE , 10 HLAEAT R A Cv o BRI, B TR G558 25 511 8 P i A 3)
) Coax» 11765 T A5 0 Miindrin® 50155 7 i LA R Co, B MRS I 2-2. 565 I BE, AR
T A IR F 73 2 P 1) 243 0 ) 4 ) A B A A8 3 ] 22 3 ) AR A Y BB R 25 U s
R MLBERE, 180, QA FH Cuax I LIS, H AT HAT N 2 I T

[0039] A% S5 Z R MR P D05 (10 0 vk 2 v 45 310 PR, T AT 0 35 SR A i D &
(373 BT B AR AKE B R 7 A Cv o 5 BA BUIMR ZZ R I U B VEAH L, BA KA iR 224
PR3 S T2 7 A B R P DU o 278 DSV (0 B A T A TR R BEAT I, b i &
RIFRHE IR ZE 8K, BT BTk B v 543 21 Cole e AR IR 77 2045 3 91 AR IR0 0 12 & )
BRI EA R 2 C K

[0040]  ASCHIAE IR AR BB AR #7246 — MW B IR &4 2 5 s Pk (1
025 IS 2R — b e e LA 3 it T RS 8 T ) R 2 e RS R 2 N\ L9 14 73 K
(RIPERT, B, 389 AR MR T V22 1K S8 IE AR B R AN A SO TR 1 CLRN o 8, R B 1B (e i
FUIIANZ BT FH T 5 P 45 2 10 BR 210 570 Py s BTG 2R 1) BRI 2 B0 in 22 /02925 %, 4
W2 /D50% , LIk 221100 % o KL, 25 B AH RN 21 A MR P i & 3 615 DX R 2 A5
UANS AR BE5), M0 415 0285 — FhAAT (0 it o G0 SR AL 5 01— — S s I ——77
50pg/ml [ MR 5 , a0 R4 A 27 A 52 /062 5pg/ml (25 % 1A B0 A LBk 15 , D ik 42
JE AR REFIIN 5 P o DL (B B AR TG 7 AL 29 100pg/m1 (1 MUK EE (100 %6 I ERHE)

[0041] AR SCHHAE FH I ARAE “Kfh (najor axis)” §i ] 4 i N S Fr s 25 ] 22 b i 27 3o B
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BB R H K I5Z , DR AR BAT (mm) T

[0042]  ZRSCPT A8 P ARIE “S3%h (minor axis) ™ 5 AT 4 i N\ 52 Fp 5 3 & 22 JF R 2 iy
A B R s R 5L, DR AR BAT (mm) T

[0043]  ASCHT A IR TE “Bhl 28 (ellipticity) "fa KMl 5 HmIEL 2.

[0044]  ASCHTfE AR AIE “Dio” Fa 0 B, FL R AR 1 S VRARAR AR I 10 %6 R/ DN ELAR (
m) IR 2 R -

[0045] A SCHT S B ARIE “Dso” Fa 0 LS , FL AR AR i 1 S YRR AR AR 150 %6 R/ ELAR (
m) PR R . , A R E AL B R

[0046]  ASCHT M A ATE “Doo” F 0 LR , o190 % S RARAR AR AR S RN ELR
m) PR 2 A o

[0047]  ZSCHT S IR R TE “B5 R (span) " 2480 A0 T E M E A, B/ MO B SR AR
A ATAEDR o

[0048] AL AT AT FH I ATE “% RSD” & FRAH X i A 22 1 4380, An HE w22 5% LBk R
B I L 100, HFR A % Cv .

[0049] A BIHR At 1 0k 25 U 2 B 55 2 BN U, HURR AR S 0 B JIE SR 1 e 1K I
NS — 2 H AR 2 2000 s 2 ) E RO G 2R v DA 5 5 LA e 49 I 1aD R il (%) S A PR AR
FH o Bl 35 20517 it A0 25 25 G0N 38 MH T 1 ok Bk 24 4 2 3k G2 A FX R 92 035 2 i3
7 o Pl IS 3 T2 008 5 VA A BRTE TR TR ERR TR 7] (19, 7 8 ) Rl R gk 1) LAk 57 L
FER) BHRA P A IR R AR RN GRS E 2 RENRMEN S EZEEE 1
B B LR A EL AR R R R IR Sl W S Rt &, s E TR BT RS . frd S5t
FAAERT T HEE 2B EFIE, 40, 10- 100D BT 2 AN . Buig 35 a4k 5t F T DL 2 ks
Z o5 TR &, B AP R 55, B iR Bl — IR 5 BUER IR B ZE s B 4R A4 EE L P ) B
AR B A RS AR AR & s B VAR I 28 5 B BRI R A'E FH R 42 TR) 1T 224k

[0050] ¢ 4xWps 352 B (M et B bn o Ok — BUAR E U R =K JE (Frid “BARiR L") i
KA MY, B, 38 A KT R BL A 156+/-3pg/ml ALEAR T 10pg/m1 1 S5 K I R B (1)
B ALV Z G T , rid 2 B 8% 181518 25+/-3pg/m 1 BY B AR A MLV B IO 259010 =

[0051]  fA 3% E AR B AR AR I N 8N 45 7 K (BE 22N 2R) FK H AT 22 (1) 4
VIR FE , IR P2 3 s PRV 2 KD, FF R I AARE) B bR LR B2 o AR ST — 3K
(1) AR FH R 5 0 200 4% i i YR VBT 35 1A 9t PR 245 0 1l A R R P AR VR 58 55 IR TR 0 1) T == (&
BB ARG 48 ik N BB TE () VS D ) & o 3 0 S AT FH 2 0 7 VA TE il BT 3R 24 F e
PEFTIAR 2 25 T S 80 AR , B8 SR IR v MY ) & P L T AR PR 25, B T 55
(R ERZE R, B, 58 HH ) A S DA TR o I o ) W55 25 1) Bl & S LT RS 9 A o 1K e
JOR A, B2 F ks 1) 790 4D A 2 T SO R 5 55 Vi B e Jo 4 o o 78 5 i AR )R FH R ) 3K B PR R N —
0 3 BTG FEL ) T5 PR AR 4 s Dy b 2 e 2o 5 5 a3k N LIS o A PR WSC 1) 285 0 4 6 IR B A o i
FEHAS AW R R o IRIE B AL 588 4T ] J8 o 60 46 70 A 92 1 (R i3k e A B S 264 o
1) F 5 T 35 o 24 R, AS— B W S5 AT A B R B iE AR AE A (H A H T IR 2E A
TN IR E A — B A Be s i, B AR IR 22 AR R0/ BEH N 4 1 H AR R 2 e
()45 FH Ao U B P R gk AT Fa

[0052]  H 3 A I AT I8 20 A R AR SCRIT A FF B B0 v J B 1) 44 B A 158 55 49 PG 28 1T 42 4
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s T LR MER .

[0053] it TR 7 AR JRIE (T HUREAR & IR EEIR) « FH TR 97 LB IRIR (R R PR
() 38 PROTE) BRI LE S SR SRR N PR IR 77 it » B AR I 87 7 B i DR s e S 38 H0 A - FR AR
Hb, T 3R R S i R A R 2 /D T/ BEAR S A /N, IR BT BE A /I
I o B0 F T A8 H IR 30 R A R s 55N (YR 2 R R R s = s D /) (7= i, B
TR A R 82 38 = /NI o AE BT R 1) B8 B0 A I i B AL A 2 Bl - 5R A R B AR 8
I HE A PRV o DR G HE PR Bl AE 4 T SR ) — /N Bl R ok B BN R ER o AR Sk
(R A SR AT (PRI M PE R AR B 1) T B 7% P 2 0 461 2 R R S E

[0054] 44K, Bk Bir i (R 250 0 3 ALLIG , DR A B4 58 A& (0 45 58 A AR s B 41
FIPRAE FH R ST [R)Ke B A — 5 I AS ] 3l G 1) 22 e 1 o HLRE , St AR O BH 189 B O RIAE A A2
TR TR 8230 i 7 SE R BN H A =N B0 R PR AR i i S SR R B AS £ 1
FEPR o B B, St A R B R A F A2 (S B ) R A A TR BE 5 4 H P s ek (5108812
ZINISF) DT S S50 e ) A8 2 T VB 9 T B R AR AL L 1 T B Tk de /MK

[0055] R AR B4 il o 4 T R0 38 104 25 0N R 2 TR0 8 3 4B T ' /N8 v 7Kl T R 38
BIAEL R, 45 T 1% 3 B 2 il A A T e o 2E 45 58 AMAAAR A2 DL 7K 3 3 ) v B o
Fe PRI, I H TR B A2 AR LA 2= T HELO B 0 &, (L an e (6 % 7, 405, 203 A FF I
RGBT ik B A IS AR T 1. Opg/m1, BREZJ0. 5pg/m1 , I H. AT BERE AMCE (K

[0056] 31284 5 B AR R B 22 AN SR il 77 SR K S0 H SRR iE . S E A A%, HATF TiR&E
SR B R PR LR B2 B L 22 A 63 T v RS SR 1 404 B RN A AT B T B0 1) B
VB R B2 18] o BT A 0 HH 18 75028 240052 7 481 P 1) S L AS 243 DA A e R it 2 1) 5 B A 7E AR
LR AT A 1KLL i IBRE — IR S T N R, 2 IR AT T H
1) 770 &8 3 HLIX AT B A2 AR A8 S IR — B S35 19 o

[00571 RPN i 2 1 B IR BB R PR AE FLAG T A 53 AR R AR IR #4167 7K. —
& 87 A 215-8pg /m1 I Cuax » (HLEE— N7 it B A7 10 %6 B9 A MR FH 2 9 HLARFIRBE 55 3335 1. 0-
1.6ngEZINE 2, FIR 9 A 5B AT 2120 % (AP0 B , BT AR IR 2 AN B SR 44—
TG PR . 3 31635 29100~ 160ng ) 251 2 8 MLIR I O S AR PR DA 7= A i 75 19 T
WPE (Cuax) o B PE™ 3L TV JL BRI R « W Y ) L B S 2044 7 g 35ke , WA Bt 22
25T/ R H AR A H 55N 708 9300-400ng HAYI A HI BE 15 % o X 4 1#:1%45-T0ng
(252U He 2R 2 )L B 1 ML AG 30 96 7 A2 T e 1 5-8pg/m LR i, HoR B = BAE IR LA T
SNIEE B BRAL G 20800 25k JE B 2 T8 /N 2 S5 23R AR T BT BRI o 7 8] 1 7=
dnd BTt T ZE B 2416 0ke ) 2o PEAA P 175 55 457 ) ) A<D PR AT 1] o £EIX ARG 0T, 75 211
B 35, 9 AN 20 = /N XA e Y 45 T 2 7 A 1-2p g /m] K Cuax ) 1) B SR SE TR o 12 MLV
J AL 240 RS HE A 15 % AR FH 1 100-200n g 48 5 0 43 e 2% 1 7] FE ik B 7= 55
ey e B 1 vk H T RRARE IR T I Hopth 7™ B R AE60kg 2 ME B 200k 55 TR A4 Y 4
B PR A B AR T 7)o

[0058] %1
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gage | SRR s REIAR | o
MR ?; ,\E %\éf&} 8 1 A s ey Cmax
57 by 116 0 100 g 3§
g pefnd
37k OG-80 2% 116t ng RN
n Lopsfnd
XFhe ARG I3 43 Fng 58
4 peiml
Jhy 1eG 3% 15253 ng 82
Ny paimi
b WIkg o 400-700 2 S0-Hd0 ng 3-8
Kb fy pefml
& i kg 57 e 343 ug S5 140-220 ng 58
AR R nefml

[0060]  IWAE R U BTk 22 4 43 BC 28 1 v 4077, A& () 25 W A7 2 (491 Qo 3B 3 iR AN 28 R 5%
) AT 23R8 I T 20 40 e o AR de b , i 47 28 FHIE 55 21 02 — IR PR o A0 5 ERHER 40 A 4
JE B B F AR KB B R o T G AR, Bl B Pfeiffer of America,lInc,
Princeton New JerseyoiX$8n] T vt o MM 4% il 580 IS 23 A LAV 2 22 Bhopiye . v H
T BN, Bl 2238 5 DA AR 1 25 [ 2 28 100u L) % &, (H 2 7E A K B 24> K it
T G P RERBE B AR AR A B AR 1K), B2, E50u1 FE 15001 2 [8)  VF 2 AS[E X 2K 58 & 241
RV AT AR AR T A B o A ERR il PRS2 1) 01 T 30 [ 414,860, 7384, 944, 4296,
321,942.6,446,839.6,705,493.6,708,846.6,772,915f17,182,226,

[0061]  HH R 1 22K 1 o5 25 ] 58 ] AR O b 52 Mg Py it 328 24 470 ) A2 P ml 0] PR 5 1 = TR« 2]
L 7R, BoAfLJF O AE B s v, 78 Sk 88 59 5 77 BOK IR 18] f5 7 S {1 o & 1 A0 4% “ B
(conchae)” , /& H #i 2 Ja Xl 43 B — R P FGEY) - X L8 B 5T 35 A7 R I 1L [A) 2H il B i
PR RS S ) 3 B o 7 G I (140 220 i 2 PR TS (™) , Hepm) M B R 5

[0062] 25T BTSSR, YA T B okt B b i (B & 3 i H0ee) se i AR H.
A]FER A FH 2R 08 05 5 ZUIN R 28 o 5 2 A e, 28100 IR 508 140 i T e 2 At oy B
PR, A BB R G, RS2 T 10 25 %00 e 3 TR AR R o B 0 38 O i R 1) 5
P IR B R B K AT R AR RE R K e, U T 45 25 M R R 2 5
T B Ak B R B . L 2 A, AR R B AR R B SR S e AR D & R R e R
5l 25 5L, BT o B 25 20N 2 AL M IO AR T B ROk b, AR se 22 S s /b 53— M
s JE A 2 0 He 2R A R0 2 ok MRS 1) 4 s A /ML, T AT R 5 2 00 s 2R R AE S A
FYUSEETNUS %N

[0063] [ A % () 8 55 I 22 2 A, W53 55 6 O 2 L (140 V55 5 155 A Y B e R 1 ) A [ 22 A
ANEE)— Pk BA R R F R (A Z5 B TE) 38 AR (time evolution) AJ 45 BB i By 4 e 25 B pr =
A ) Cuax 22 7 o FH T 000 & P00 JLART JRE IR RHVES 55 ] SR A 45 T Y H Proveris Scientific
Corporation of Marlborough,Mass.

[0064] WEH T AKX B ZHERN REEAE 2P R H B 2AM2BE /R th 78 J5 3
(engagement) Z /I (B 2A) FEZN2 )5 (B2B) B2 4> 3 TEAY 100 22 42 3 L 25 L0 5 fif 47 25
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12— FERX PG LT R H A 3G E2NE R F—— M T AR 123 5t Ede12
) 25 N s 2 AR AR E B I 22 14 M IR BN BE B4R 1A, FoE AT 25 20 s &R 1w 55 1
TL16IE T IR 141 H 1 156 485 55 B 16 B HF 22 14T, 55 55 B0 16 KA W5 7120 555 Vi 16
& HH 22U 2= 6l R SR 2R, FE R PR 5 1 — A HAG v il 2 RN EE 1 25 246 B 5 1)
T R 231 [ A A

[0065] AR BH ) 22 4= 43 E 2 0 VP R B A Bl HH o 6 S5t 5525 3B By 7 AR I RO D 1 PR
JoT o QI 3T BT 73S, S R B 35 24 L () 55 35 SR T BB BOATE G A8 AT 2 R o £E T R
AT (BI3A) , KEI 3 & oo A DL e 1Al B2 3. fEAR e IR (B13B) , FFER T Ak
I AR R B e S 6 TR, S EURR AL A M FLAE (B130) o 28, 7B )
AHA (EI3D) , FETE BB BOI 2 S i BRI 35 9 N RIAL T o0y , B — IR AR TR B 11
[0066] 52 )% , 4307~ H AR BH SRR ) T il o — HLUA s 7 5 T30 7, Tk (110D
FT 98 I A 22 Bt 35 BB 8 70 B3 W W () JLART T IR Ve 7 i A T O Bt 55, 2 H
TE RGBT Bt A B HE TR R0 (B14A) AR T F R B8 55 2% B I e 41077 A I 2R PRV o 71 2
AN I (E4B) A4 fif 0 (B14C0) ZEHF R HETE PIUR , AN AT F R0 G058 55 2 B I 7 o i S i
FE R P T B 2R PRV o 7E BT IR 3 B0 2 1 AW, wiAds s 7 T B 9 B B 3k 5 25 vh (1) 22 B 1 5
T T IE N 7 B T, 5% R (B4D) o AN e B, [ HE T IV 0 TR Bl 3 in 1
FI i Bl i 55 5 5 s A0 R 3 1 1140 4, DR b mT 38 AR R R RN — IR 25 5N IR 4
A2 5

[0067] W55 Z5 P19 i A ot P 3 3k 4 A 55 ] 1T DA o 3 (] 38 ] 2, W 25 ] e a6 o)
TRIE i R AT 55 R0 16 PR A A T 4 T A o et 3 P R s = B AE 5 R o B I
F] A A K 24 F55 Bl 26 FE AR R I

[0068] W57 it b v 6 K VA VRAS 21 6 7 451 12 53 25 I R A IRl 6 R s HH o R IR T SR 7K 25 1 P
RIX BN o Bl #h 7KsT 55 1 155 25 [ 22 W HH 33k 7KV VRAE Pl ad s 25 2RI i B8 AR A i 3550 9
i o

[0069] 552 FH I, 448 FHAHT] 73 Bic 25 73 0 S5 e 451 2 v B ok 1) o) 57 (1B 25 20 300 B
FIr 3R A5 153 55 ] 22 B B AN A, B 79 B o i 1 DY R 7 161 P 3R BT o AS[R] T ] 6 5 ) 5 55 1]
F——H AP R AFAE T B I R AR R T b, 25 0N % 25 2 BRI A ] B B AR
5 PR 58 55 PRI a2 2000 He 3R 22 JEE 502 3R I 5k A7 Bl i St S5 AR LI A Ay JB T
AL, Y5 AR 5K J7 3R AL 1 50 A S M 8 55 2RI FE K HH 0 B /N

[0070]  H WL 5 W MR HPfeiffer of America (Princeton,NJ) H%, HAEN
“Advanced Preservative Free” B¢ “APF” 2R BEATAYE , H5. Oml BETEHRAC £ o H DL A 1) 5t
%5 B S 20502 8 E R 1001 1% & o P 25 A0, 455 15 10Ty 1) 16 Aot 8 28 LAR)T IR S A= 075 G
FIr ik 1] e P Tt o L 2 K B 2 7 A SR AUt A s 7 DA v IR 3 77, LGy B3 I 1 3 ELBIT A o
F B o 24 il 711) & 1) 3663 326 56 i ELURAZR S 773 S i, e Bt P T o » 2 1k — 28
B

(00711 ikt , SR s SEIW— B , Bl it 55 i3 105 DK 5 fl v T QPR ity M ) 5 ok FRlkes )
IR A A 7 30um Gf T-D10) 22 £9200um (K -T-DI0) YRl P o 3% B 45 2910 % [ R0 B2/
T 2930umFF H.90 %6 [ i B4/ T-200um, 7] {8 A FLAR 93 A7 SR/ RGR 2 TR N FF Ho AT &g
BRI BEAN 2 BIAIG IR « K TIOR AT Re AN 2 78 40t 2 0% S AL N i 9 HL AT B 2 i B I A 4
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KX T E R MR CUE MRS 7 %) BRI S8R E & = I BB R AT E 2
(1) B e 24 5 SRR 2 T 1) 422k

[0072] E TEAH/PHAAWE S LZMER, B APAIREER (Anti-Diuretic
Hormone) , -2 -8-D- 5 & B2 N JE & , BUADAVP . Ho oA+ 8 41069 . 23 7K & T i i &
AU 25 (drug grade) AT KL AT DL Z 8RR TE 302 1T B3R A3 10 o AR ST IR
EREINE R IR - A -8-D-FE A IR N s 2 B A o JRIE 1 1 i A At 282804
ALHE NI 2R 36 S AR 5 , 7 HARE HALEA 2+ .2 WL, B1a0US 3,980,631 A
US 4,148,787,

[0073] B ik 1A Wik e A A IS E AR A 2D — i oa, B, 3800 B B s 2 ok
s 28 LI 0 B 4L PRIV 15 IR S 38 I W o VR 22 98 1B R 3R ) e A4 b B i, 9F HAA
% 77 X FH R 25 WD TEC 113X S 154558 7) DA {8 280 I A 0 R0 FH B & 8 0 AT g 7 5 Ja ek T
FES 1 57 4 B 1) T R 5 ez i AR, AT R VI 7RI I3 N FFd ik Frrod e

[0074] AT T KEFFFRININE BRI AEMFAE, BT HRESZNENS
2.2 0, BIU.S.5,112,804H1U.S.7,112,561 . 3K F 1% L8 5l S 1 #05m] T 1) 2 &0 &
FAH AW ERE IR A R B o 85, B TR e 1 3 2% 3 1) 309 56 77 m] B A st el
BRI 2 F N AR F R DR 5 20N R 3R B AR IR 2 N T R figs
B FEAE, F HEZIMERZE/DN 2K MY 1069vs.5808) .

[0075]  FH T4k BHZH A Wi 5 02 (R 30 70 P 46 5 IR 45 25 A e 25 ELIR 2E i Ik 5 &
B AT A T S A o I 26 1) B9 5 77D 2 BT i i Hs i eh 35855 . 2 WU S. 5,023, 2525,
731,303.7,112,561 817,244,703 03X LL 358 714G K EABE B8 Mo Bl Bk Bk o
Be Bl AR BRI EA BE PR ORI A 2 A 2 D AN R T LR I R
INHT5,023,252807,112,561 P HIFA+ TN EE (cyclopentadecanolide) « B BICIEIA+ 1L
M HliE (Cyclopentadecalactone) BOIA 75Kl , 2 W7, 244,703 B ATILIE R PRS2 A1+ T
N BE, H AR R CPE-215 5 CPEX, Inc of Exeter,New Hampshire.

[0076] AT o 23 FF (8 R FH -T2 300 b Rl R 4 23 o e (497 2, iz Bk - G 138 B L Atk o
D) FRI3EAT 1 22 At 25 /P10 348 149 8508 7040 P A 5 e DA FH T A 8 B 19 77 o SR PR i e s
510, 45 JIEL 5 R0 HC A T U 2 A T EORE B 9 K BE T D R ) LW AL SR B (B WL, SR & R
5,122,383.5,212,199H15,227,169) ol FH 7L BRI I 107 B I 1 6 (R JBR) 2 & I s A T
U.S.5,154,122,U.S.5,314,694 A3 1 W Ee I (B0, HAERE LR BIBS ) H . I g H
(K953 AR I R AN 25, 451 R 60N R PRy 60 A 52 SO MR R AN 2P Tk it S MR 6 L 2 AR
BN AT A R BEER AN (sodium taurodihydrofusidate) \A-TiH ER £5 A1 5 2% I U N 1R
AR KGR R (chenocholate) (G E A NBER L SRR £ (ursocholate) SR
ANRRR L A AR £R 2 SRR £ . H B PR EE (glycochenocholate) (A= Ted R AR L £h
(taurochenocholate) FlAE-TARE 22 U E R Eh o th ] 8 F A 12 (R 3E 7], 5+ e S i iR
B (“SDS”) - F R AN (“DMSO™)  H kS I BN b AFURE AN Y 0 T 7 R 1) Sh A LA AT AR 40
S ME A IBER A BRI R B RAR B A I RTAE A US 5,719, 1228 FF 1 o] FfEZ
FATRE RN 2 BEEE A (polyglycolysed) [ H JHEE I AL HH Cs—CosH IR AR £ B BR4H Ak
() 0L TP 22 0 T A f S S L 40 B0 AT & Ge lucire RTM. W43 H g , 4 fnGe lucire
RTM.33/01.35/10.37/028%44 /14 ; 4 Ci6~CaoH MR IR £ B 8 2H 5 i) ANV A ) 22 W e i
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() VS , 1 a0 AR o & Labrafil RTMIASE)H B, il @0Labrafil RTM WL 2609BSELM
2125CS 5 LA B VL[ 22 W A 1K) Cs—Co N VTS , 491 201 DA R i 44 Labraso 1 G436 H il » m] fi
FIBTIR 2 S T 1 H I s VR &4 #lfiGe lucire 44/14FLabrasol .

[0077] & FH-T-FC i 222G T3 13E N L 8 A 25470 1 700 4 98 3 A2 338 774 T 9 7 b Ay deads DA FH
T AR XL ER R, AE R G M AR A FF T U.S. 200302320781 FE A2 3 77, 41 1
L. JEVY .18 (EDTA) s JHERIBFAR 357, 70 Lok AR 8 s F1 g iy RS FE A 357, 49 T SR PR 4N
FARERREN RN BRI IR RN o5 1R 5 I 22 PR Bl , 091) S 0 g 1 PR i Al S Ik PR) 25k 1)
R PR EEORT R PR B DA B OK ER R/ £, B WK A BN L 5 FR AR R K A R T AT R
FIKEEEEU.S.4,548,922H14, 746 , 50818 A F T — AT P I (8 R K EE 12 E (2 377
(40 , % PEHL R AT A= 47) JE Ik £ P B Ath 28 T i s A 8 326 Bl 1 SR 22 IR0 A4 &R A T A 3
TR 25 W s R R 2R I K A3 20 s T A PR & W) —— I /K B —— e e sz v] fl T
ZRE A TR E (BRI 2 N E RS E R 5 2) 78 AP 1 BN B IE , IF B 7 b A
TFARR WAL

[0078] AR X Tt Wik ofr 165 55 716 T 25 58 29I FIAS e i o 0 T B 2 2= B i 3 o
I R (04 S B 80 77812 P AR TN SR BRI ot Bl (481 2, 88 R K BRASEZEY) 1)
B AR SE AHEAEAR R HIF AP B EREFNN EFEEANIEE X RLA30EEY
Y] DAY o 398 51 PO A A8 P O R B A P AR 1Y, FLEG T, 49 0 e R 0 455 e v IR 77
o ISR R A ), B e T BT il 35 o oAt 28 20 T 5 R G, ZE 250 5 95 B AT E 5
(147 ¢ T A4 5 710 4D 205 8 T e A8 o 900 70 PR 149 I R e R s el B 1 2 P A FH B0 e 1)
SIS AL T 15 S o 7 2540 A0 o PR 395558 7R e e A T O ot 3588 R

(00791 B ik 20 & 49y mT T 1) o 25 0 e 25 1) 7 54 110 0 DA A A 1 ) ARV VR, G5 A K
BB FER RS FREZ A B ERH LG 503, Bk 2440 m] B i sl B A 5K A
SRR A PR 2R o 2488 , BT 4G4 m] A8 At 3 B 4, 461 G 2L A 7R B0 T i 12 741) A
A BT A2 e AR i3 ik i 55 W 8 & ) o RO SR T 1l s 7 5 7 DA 42 i i A7 PR B fo VP 2 1R
A7 s B B ) e FIBIE R AR ) GR) 5 LGP i B G I A 51 o AR 13 42 300 o 771 A
UFHARA, o AT T2 25 5 1A A 1) R0 2y Tl ok B8 N 45 T RS B8 sh ) (48140, 8 BROK B T i A
B, BRI Y (1 R AT IR 2 J5 8 6 P L T B P9 25 7 28 N 2k i BA DA« Ty 14 5 A
RAENG 078 AE25 25 Ja AN RN ) i (1) 25 2000 e 3R DA AR VP v B Cuan R At AR 5 DL S AE
A AR A 5 3 I I ) & [ MLV B ) iR R — UM

[0080] kit f5]

[0081] Szt {41 1 « i 7RI 7 S 1) S it 491

[0082]  iZ SRt HEIA T AT B4 5 A 12 1 7 P 5 R JBE 2 i 1) 25 2 o B DL 15 K
PRIZIFE AT ) N7 BT 2 A4, B & DGR = S 2 E SR R 3 N L ) £ &
TN 25 16 4080, A B2 A A0 ) FH G e o ok A S [) 34558 70 () 9 B ARSI (Pdentti ty) (84K
M.

[0083] (AU, M54, AT il 24 E AT DA 4 Rty DU A o] 541)

[0084] 2B 574 54
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[0085]
fuaimit
N HPQ, Gob 16 i 18 16
SRR Goid) | 8 S & 8
PaC] Gl {43 143 143 143
oH d.8 4,9 4.9 48
Har sty SA” 2 mgdod AT 1D mgdmd BT muimd BT mgimd
mgdmd

[0086]  f5 il I L0 L R0 02ug (20ng) (1) 22 ZUINE 2 NG B P IL 4 S —
Jit T = RO R B B R OR BRI — AN AL, Brad K SR A 3 A 461 G £E 225 52 250 58 2 [H] o £F:
BPTHTAIZE 2] f5 10204060 F011 2043 B Al E IR o A58 ML VRASE AR 1 2 000 H 2 94k P52 A FH A1)
WO IR P K pg I 25 2N e 2R LA 2 W8 U B G 3 V2 30T I e o A S8 3040 ]
THEAFAN T Coax > 35 H AT IEAN BT A S A2 A Wb 22 2000 2 28 1 KRR B R B ZH 217
A RO T o A Ay B R AT A8 o 4 R AR R 25 SN R B IR ) IR G
RS B AL g BEAT 33— 2D AR o B, Sl B YRASE 2 5 AT I 5 Ca - AUCTR 25 W0 A D F FH
(1) FeAth & BT o Ok, 3R e B S v il ¢ T THA I PR EG i Il 7], 3 B AR 2 vt —
Fhigz 0 TEES , 29 IE S Al A AT LGS 2 an— = A AR 2 B bRvR FEVE L A G 5 &0
JE R PR

[0087]  SEJita {512 : 7451 1 1l 571

[0088]  FLAUGEIR A& LAV L EE ML FA D I A BB RS,
FHAE60-65°C NIR S RFS159 8.

[0089] 1804 [l 7K 1L Adfs &5 H iR ER (Span—20) /K& (12mg/m1)

[0090] 3047 5K L BLEEREE20 (Tween—20) 7KIEWK (2mg/m1)

[0091] 40047 FEAF I AK PEFL 7 (26. 6mg/m1)

[0092] 60043 3A+ TN EE (CPE-215) /K A7) (40mg/m1)

[0093] /K &AL, 50058 1 S it =

[0094]  YR-A )5, K5 Pk il 70 F i VR A 2% (mi xture) FE6500RPM+ R 2)4k 20-252 B LA AE 1k
/N FLIR o P Z T R PR K T AR R TE T

[0095]  ZZ AR A il AT AR TR % A VL g H EE B A v AR AL A NN R AT PR AR )
s, IEAE60-65°C MR A& 4.

[0096] 62004537k

[0097] 164 FL/KATAF BRI KV (1. 85mg/m1)

[0098] 76 ATHRIREN KA WKIEW (8.9mg/m1)

[0099] 10445 L ALEE G20 (Tween—20) 7K AW (12mg/m1)

[0100]  JinZK 248, 50058 1 s it &=

[0101]  ZZUNEFRER Nfl&EZIMERER /K0 11 ERINER SR =KED
TN Z 2 8511 22 P fid i DA AE 100 . Om L 998, IR P B 22 Bir B 25 0N & 2R ITE i DA A=
Jl EL A 1000g 252000 H 25 /m 1A JE 1R A VAL o 308 4 TR 12 s v 1T ¥l % 1 Ong/m LY ¥R o
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[0102] ¥ 10ug/ml 5 B HY S0 i RE Ik 8 LA VR A B 4 TS S, FF FH SR A AR 3L 770 6 VA
B LU T B AN B B AR, Ko bug/ml EEUNEZ pH 5.5, 2% IR+ FH A ES.
IR TR A Pleiffer APFIRBIZ 280 TCHE EWI S , AR E &R 23X 10001 |
%0 50ng 2= ZUINE 2 BRI IG  #1%500ng 22 &N E &K o TR IR A4S, & Al 46 J0 21 ) i A=
Y. BRI 19 K F5e il n] EFFHIPfeiffer APFRAS AN LIS 5 Al RE#L V5 4Ll =
TR EaF A oS Bl i S0 5 M T R S i == 5 3 N P 5 o =< NG Nl a1 W 1 e
DA BT i (9 5 i s 125 (1) M Y00 S o) PR R 82t 1) L L 294K 8l 77 2 1 R 5 o

[0103]  Sijife 9] 3« Ji 284 7= it 4 e P A

[0104] A bk A BH () 78 9 M 22 4 4y L 28 X 7K £ fir (water loaded) MRAS NI A SZ
- HEAT () W PRAFF 9290 S2 BN 25 T 111500ng 52 2000ng (— %8 PR 5 7857 4k 5 75 8 i b 41
KRR 2-T/INF B ORI R AR o W B MO BEAE 29 1. 25 22 29 10pg /m LG 4 o A
ZARE R ATAT 29 AR B LS BN ) S B

[0105]  Ji 8 43 e 45 14 1 FHANZ5 4 AR ) 77 2% (M FF 18U 25 (open—label) F1B 58 AL
A B3 PR ANZSAN Lo PRAEE R 7K A Ar () S AR R %) 7 R A2 6 3 Hh 4 R DL Rl o TR 1 7 e
1T MEFE & , B2 7 — R TR N 45 2 B s il DIk, B H 45 25 ARS8 — =R R, 5
AR BN S T ISR s 1 A AR ) 2 U R 2 BB 5 R AR BB B R, A2
TR WECZ T 45T IR PRIE T ST (single bolus injection) K& EZAMERAENS
75 38 — IR YT RO BT A 523803 BEAT IR 0% , S VP4l FHZG 51, e 1) B G 2 (s B
R ) , MG A 25 PR i (B4 L3S B S v o FB B R IRED) , IR0 (BFE R E &5 o5
FEEIRSE) o

[0106]  FEEE—R, BRI 523 75 BB 0T AT FORHEIR » 2 Ja 5238 FFiG /K S farid 72
TR B e AR B AN P A R T 2R, R DR e VR B S AR s RN R A oIS
R RENIARIER , e 2 B R AL TIRERNZD1.5% 2 & EIA3% MR
K o IK A AaF I FRAE AT 55— 4452 4R 25 2 BT 200 /NB 46 o BER 32 R 20 7 B HE IR — K
AR FR B2 I K FAPIRAS , 523038 DA SR S U4 5 40 FL R HE HH S 02k o R D8 22 1 450 2R A 4 U
HECE Y 7E S B O AR I PR ZE KT 10m] /min G SCAK SRR ES)
I, FFUR 45 24 o 45 323 4 R A0 DL 25 S (0 AR TR U e dmt AR 5K B K AR IRAS

[0107] SR JE XN 2 B BAfLEUE B LR B N 45 T B 55 il SRR — IR B8 55 (10011
0. 5ugl EEMIER) ALK AL GEZHT 2 D F/N) BG4 552 R R E
TS (FF = YR SE R 2070 50 0 & AR 1 0mL /mi n i J¢ Hk HH 5K ST 38 18) 48 20 93 17 B 14
I FRIBAR AR  AESA 25 BT ANGS 25 J5 2 4 6 F18 /NI & 1L 775 B2 70 9138 4 T 94K 32 R I 7
B

[0108]  FI-T- 294Xt 5 77 2% 00 5 () MLV HR R SR AE 45 24 5 14 1.5 2. 3 A RI6 /NN EAT o 7E 55
AN TE) S P AN T L VB AR o 2 NS 2 P AR A 30 2880 TS e 92 43 B v M 2 o
o A 2L R XS B Y R TR T I 2 R 1 2 N R 2R I P AT A b, e A R T S R AR
B AEWinNonlin™Pro,ver.3.2 (Pharsight Corporation,USA) [ B =¥k (non-
compaetmental method) BEAT 4. 78 LOQ/2" W (KT 2 B MRAA (“LOQ”) I LI iR FEAE, 42
FE T T IZBRAE R E , AT A JE R AT R M v AN B TLOQII B
AT LOQI HUE B 43 B b HRBR , I A8 XM B2 B R P e vt e %
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[0109]  FE5E — WUMINK, ZIXE A TSR IRER EE T — R 2IF HsUinZ il #
FE AT RE T IR — 2P K M5, 26l B K AR BB T — R
IR

[0110] A=K, Wl AR S AL i 52 25 U 2 A8 22 R IR 51 5 (20011
AL SEF T 1000ng ZEINE ) o BRI EACT 240, Frafe P35 58— R IR IR LEAE A .
01111 A TR, a2l B2 SR 92000ng M H &Nk &= (R S/l T —
REWEE, A B G AR Bl T8 kW5 & T RIEK LI AR S
BRI EEARIA o

[0112]  AEEE-ER, =4 T MER =2 Lo PR A2l 3 1252 25 U e 2 iR VLI B0 BR s B P A
(15001110 Sug/mI AW, S8 [F T 120ng M £ ZINE ) » s 4452 5 H 52 Z @Ik &= 1
BRI BN ESS (150010 . 8ng/m VAW, S5 A T 120ng L ZUMIE 20 off TR ZEZ
b, BT REF 3 5 55— RPN I IR EE AR

(01131 Z5Wp A 5l 772 S HORIR B IR A A B 25 U0 s 3R 1) 25 I 25 Ui
28 (R I 1) 1 28, 945 AUCH Cuaco X5 I FEBEAT 1 IS, £ 25 ZUIN R 31 S S5 I A DI R (<
1.25pg/m1) BAN (N BB 50 55 T % o T S AUCHH , £E PSR 23k R 2 18] H B K~
PATT ) RSB B A 9 8 “BRER K™ o AR A0 . Bug 77 B A 78 HEAT IR B2 &2, [R) g ik e ) &
HLH ARSI AR IR CUR o i Tl TH M S 8RR 2 5260 /iR77
A5 T T/ 2BRAUC, R E X T 45 78 5, BRRIRTT IY-F R 00 — BUi . R, R %
=UARIT I ORI A VRS R 2R S IR A2 A ] T AN AN BAT Rl Al R
FEIARIRTT IAUC R RS , X TR 3250, T 5T & R ] (Ave Tuye) , HA XTI
AR AT BAT VAR IR RS AW E T S elE R T R AR
FAT A VAl I~ 3 ] 06 T BRI T AN 44 52 W, m] B vt S0 P 2T fE T SEAUC
[0114]  Br Y — 45 Bk Ak, B AE BRI 70 B Fr A 11 44 B8 35 AE2000ng 77 &K H
#OEAT3. 92 10pg/ml Z [F] UG AE 25 UM R AWK L - Ib A, 114452308 794438 35, 18
8. dpg/ml {25 W BE o 1K b U B A P _E R SR 93 IR 8 I 38 0 I VRO B 8 — 3Pk o i
S AER TR S L 5L V5T BL TN AUCH Coax B o BT V1 B2 B AN 5080 S (078 e RBUERE 5

Rt
[0115] %3
[0116]
1088 ng B3 1000 ap AR 328 g 2ag
GRAR Gxad KT EN Ahad
Com il 239 & 144 Ha % 208 I & M 193 & D46
Kl (600 (334901 £23.8%)
AL N=to Nl Nt Ned
P oo 3362 292 HE e 7Y 785 % 421 A6 309
i3 $113%) LORAYRY {S2.6%) (60 455
Tk LA3 2 030 LAY 2 050 200 % 042 136 & 651
{2635 I3 {1545 3590

[0117] 7 X LEH PR BI85 AR 2 2SN 4 THI1000ng
718 25 U 2R 1) Conax 1932 57 22300 (516 96) L EE B2 R 45 F IO IF it 7 AL 5 A AR

17
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IR P2 1 25 2 3R 77 2 Conax R A2 S R BRI 2030 % o I AR K I A EC AL S BN 45 T 1)
2000ng 71 & 22 Z N 28 Cuax 1 I & AP 55 22T (36.0%) 2955 T T 7S Caax 19748 5 AL IX £E
WA AR SRR UL T BE » A8 R B R S e £ T B 5 it - T8 215 2 A 4RI i
TR FER B N E 2R R ER A 5 REH Y Cuax I R R X 5T EHENENE
UM Z TR BT R A L, A8 BTk R A v T3 12 = 43 2 I I VB 2, HeGuax LT K
32 A, Ik A B TR AL AR IR A

[0118] 55—, VER BIA L W] 55 A 0 L (112 il 70 BT 7 A (R AUCH Cuan B DA 770 8 EL AR SR 2R TR
EE 4] o DRI, 1000ng 2 4 71 &7 A [ Cuax 92 . 79+/-1 . 44pg/m1 , T 2000ng 71| & 7 AL (R £ {E
6.24+/-2.25;1000ng & P 1B 77 A IAUCH5 . 36+/-5. 92, 47 & InfE it H 41 inf% A 11.59
+/=T.9 IX B 5N e Z 7] AP SE 20 B A 43 0 DA AT S5 0 kb 1A 1) 450 282 ) 7] 52 R (1 1R JR
Y& TR I 98 A R AT R i 7 R AR ARG ITILARE 1 2 DR RIS, o X 1,36 I 3 8 IR &= 1 40 Pl 2%
A T4 2 IR 55 A1 25 58 38 1k B 2 Ph B R A5 B2 8] o (O AE — P, BRER B — P4y B 25
AJ R DA R 55 AN [F) 5638 N B, 5 A 247 AE T 48 2 Rz AT FH 2 /DR 25 A AEZS 8 AR
7 2 B RSN TR) A 38 4 U Bl

[0119] & W FLI 45 R AR B 7R B AR T B 2 2R 2R B S 4t 1 A0 — 2
V149 AR L 98 3¢ P2 P 53 1) 5 ] B I) 25 WA 30 77 22 280, 9 77 A 5 s 1 7 &= bk 491 1)
Cuax o

[0120] X AE &N 45 T2000ng 52N 3= K 29 VA & W < Wi AIAE 25 24 ) B Rk 2910/ i)
(60043 4) BsF 7] B A U & PR AR tH B MR e 7011508 iR o I8 s th B3 PN 2 P 52 il 3
PR & R TR B, IR HFE B A B (FEAK R AME ) 46 T L@ IR R )G
2043 B N P& A T-8ml /min o JREF HH & 4EFFAC T 8ml /min— BN 8] , B R A 45 24 J5 2940043
B o ] 9 S HH P 8 (1) AH R 2EL 1) 53 MR L VRS2 (1) P R oy T3 E R IR IS AR R B
25T 2ug i) L 2N R JF40 73 BN, JRIBUvE 7011208 IR FE 3G N 22 KT 29400m0smo 1 /kg , 7
TEL YT R INIE R 5 2125073 B N R4 KT 21400m0smo 1 /Kg

[0121] % B AT A PRAE R Al N AR EAT IR 58 — ST 524 58 , 500 H11000ng (— IR BLMI K
BN T W5 1= 04 A R IR IR B A . 5 R 97 ek /b, B 43 44 /3 TR 41 4 5
T B> TR — IR AEBAGITH, MGG 7 TEH PRAA A

[0122] sy fsi4 « % 55 1] R Uk

[0123] AP 22 0NN 25 A0 M8 22 IR K M 5k 4 P I Proveris’ s Vieta 8 F T
G ERAER Spray VIEW(CES o 15T 55 1] S8 A8 48 350 ey - F0 s 110 2RIV /i R P Vs 33 21 A % v 41 e
5 o W55 25 ] 8 D 2 B0 B S il PR R 22 2 2% (inc lusion) <& A\ Dmin . Dmax . 4[5
S JEA S AR AT AR % o BTk e 8 I H Preiffer of America (Princeton,NJ) JF4E
N “Advanced Preservative Free”BY “APF” B i &1 M =4,

[0124]  E[10 W7~ tH & A 22000 25 1Y S5t 55 2% B 7S IR SR Bl 1 RE IR BT = AR 1) 7 461
I 5 1] 22 o PR 10A—1 °C SR HE 7 208 B T3 1= 0y Sem/h U & fry v 35 1 58, I LI 10D-10F i 7R
FE2E B TS F 77 6 cmAb I & 1) s 25 1] 22 o LA s 1R R e S50 1 00 31 1 A A 1 [ 3 FH K £
AT ) B B 2 3N o B AT s ALK 2 170 Rk 1 X 3 FH K €8 N R L I LR B s R0
BN 55 ] 2380 ol 7 HE S R ) 4 T A B A 2 S R v 5 A BRI HP R ) i 2 P I - R4
o E 10A-FIr)mE 55 B R &=1E .
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[0125] %4

[0126]
38 1 NNSE & & 5 Paie Dee 8IS BB Sl |
3 Gy {deg)  mwn) {mwm) {rnn ) {;’;ﬁ?}
g 11 448 618 43,3 133G s 1348 INLLEI0S
BN 273 iy 8050 183 B NS 0 R S R S S T GRRE 13
Colas dma e o Loz WS e e jvas sern {3
B 43 (RS HHR 2 Q3 LHRT LLEBG 1330S FIERRIWE
£ i34 1850 nss 4453 845 822 IE LLEs amsa BT
f RS 318 1417 3138 S8 BENNTE R T R T 5 "Ql’?ﬁ 36

[0127] %5 o H AR I 7 B 25 20N s 31 P A Al RUST 93 A o A 7 Al RS 0 A
HIBOCAT S & o = S A () 13Kzl (4 (shot) ™) JE I i T U
EAEPTRIIWE Z 5 B LD E 3emBX6emif) & AT -

[0128]  “Duo” $RMH ELA2 , 2 AP A it (0 S AR AR B 10 %6 B B/ L AR (um) B 35070 21 1
“Dso” T ELARE » G PR it RS RO AR50 96 FHERZ /N ELARS (wm) [ 3f0m 2EL 1k, tHR A i ==
A7 B4R o “Doo” TR TG ELAR , e R it (1 S VB AR AR 1190 96 FR /N ELAR (um) (1958 4L 1l o
[0129] "5 iR (span) ™ $6 7041 58 LI &, K BUMNOBUA 5B A A <. “%6RSD” $&
FARS R AR 22 T 73 550, bt SR 22 B A AR B ST S9E IR R EL 100, AR N %6 Cro

[0130] %5
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[0131]

WHMAS

R RE

y;i»

&

h/);

Bag

B

Bl

LA

k2

75
%
%

X

18 g 000

AR <

5 »,m

$u
&
i

IME

JOR

.2

&2

iaka4

Q.8

,.
§rin

Qb3

603

23

5

&8

2131

34

> P
s

430

38/R

811

394

438

e

8.7

bl
Pl

380

410

.8

638

138

Q.6

R AR RO RPN B EN B8 e B

Furl g

PRTE

384

147 &

{7

B i s R P VRS PR RN R ]
2

6.7

6.4

183

T

1805

41

P
a it

Lert Bd R PR S Y

{ o
&6

sd i

2422

G2

o
xS
oy

Ham

i»// ?,,}

2.5

EONS

S
acd

313 553 T td
35 % (634 5 5
77 N 5% % 03
Y

Q.3

B3t

sl i

S é; otz taly testioient i it e D i L Lo ot

RAD (%

»»?
’}s

0.
o 3 ) 560 0.8
_§~§ }fﬁ{} 3 8.5 1.7 1113 0.3
R FHE iR 9.8 1644 U4
RSD (%) 228 0.4 6.1 23 529
¥ ;g 307 66.2 a1 0.4

! « g

iR

[0132]
[0133]
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