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— M EEREE RN TS K WA &Y KR &5k

TR,
AN R Z R U, HAR S R RS S BRI R S I 25441
a0 ST

BERHER

FIE B — PR AR BRI R A, R TR R R AL B R
TRAA TSR TV G BRI S| COX-2 IR LR, HA &bt 2 by
MR, HEARAKBEMERE. BAT LS & B RIEH
R B B R VR e S0 B SR L PR 7)o ORI s i 7E T DR R
VR VEZE VAR AR (pH 1.2 F1 4.0, ¥EAEMZAUN 0.6 1w g/mL) 13 BRI,
AT RMERIE . G SRR WLPITES I EAR T 2 imic, (HIR
AL T A SR 52 B JEURL 24 T P IR PR, LS 23 e S B AL 0 g . TRIIE, 349
TR I AR N AR E) 115 S U R

W RAMIN A 20, ek, KR, Ba. ks,
Horh S8 B R K i A B R I IR (R %%, OB R HUAMBL, N FH &R
SEF, WAL R I EEE M i SRR B ZED, A2 A 2 S
=MLY, R R ERE EIRERIRINI R g3 & AT IA L,
AR I S IEARIRAE LA JLANJ T

D AR, AT S MEERNIGT . 2P A i oS R K ST I
PORURLIE MRS s T R, BRI, BT, AL Sil ) Tmax
34 5-10h.

2) GeKahH AR B4R T R G RARIHE, H AUC I Cmax 43l
SR I 1.2 £5A0 1.3 £

3) PRSEEE FRERAE . RS T EAH TR RIBEICT R ORI X
TR RMETEEAERE, S S RS RN TR S SRR IR T

4) ALIERE T A G FIASRE A T 2R 2R I SR R, IR T AR A3y
g IR 71 20h, MAKEZIY BN 12h, HFEFIKES 15mg A1 60mg,
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2R AT YERF 2 24h.

5) SR SRR AHEL, SR R KT S R AT G R A SO A
IR RS T AN R, IR, SRIE RN COX-2 R4
A, SIHAbAESEB R A, BRI R K.

6) FEACIHATE S A R RS Shah, THIRHIRNE 2 51 ™ 5 1 5 Wi Kk
BE, RAEZEL 1.9%7.8%. POKEAVES G EVEA G, &R,
BRI BRZLZY, i B2 5 B il . /MRS I A E COX R4S &,
M B A A% G il R AE I B

K e — FREA SR TE PR GON IR B, e — P A RER R,
Gire i, SEGESNREZEE M. CN101175481A AFF T — Fia] v 8 14t e
SR K URL R PN F D — MR AR E A, AR S 4 5 BUE AR
B FEA BRI, 1R TR A .

US9345665 NI 1 — FhSRis B PR MRS, AL S K 1381
FRBURL . RITRIFE A, LSBT, Be R 9 K UL s
ARUTRE, AFRIESIRAEBCE 1 3 3 A H IRV FER A AN, 2
TEHHR R E T

PRIk, R AR e R AE F L S A 0 I 38 ARG URL VR S VB R
WEN

RANE

AR — 7 EHAE T — PR SRS B R GOR R A G, BRH UL, A
SR T — PRI A A, A T S FRGUK TR R A2 2 77,
BT 4 A i A 2 DB 571

Horbr, B T REAIH1 7 AT LA B 2 el BOE 7 F R a8, i, W
B R 2 (IS 2, 300, B 2 B 400 T 2 600 J 2. 4000).
AEA. BN RPEFYERM. REE- B -FORR i —Fha LR,
AL R B e T —FEU LA, SEALE H . SR )
T AR PR AR RO EE, B LS BB R A AR RNTIE .

BTk (1) 26 34 5 e 5 P DT R 7R M & LA 1:0.1~1:100, 1%
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1:0.1~1:50, FEARIE 1:0.5~1:20, L% 1:0.5~1:10.

FEHLE s 77 :Urp, PR R AR E AP LAt e, B+, BB
PAVE B P A WIBER T ER, B SR el . R IR FRTA LA
iR MR 80, VHIEVPUE. 15-FRALEENEIRIR L RElS. BUEEAR. Mn iU IEERAN.
NEEREN. T e MR e .+ be AR AN T i — R B Al

A RS PRI AR E A AA R TR AR A4 R (HPMO). K2
RIS SE R . VS VL. HhR-80. FIRFLIF AR IR IR AL R IR ER 15.

A B S R AR AV BRI T —E FL R i (DOSS). T4t
FEBEIREN . T fRAEREREN (SDS). 2 FEEREN . HEERENAN i A NE RN -

A B S R AR E A EFRAA IR TR G AMEEGY . F-N-F it
eSS, BRERMLIE IS S, BIA S, R, BBEAR. ROmkn:, X
ROH RPENGRFE =R AR R (PMMTMABD., CUEH A= AR
1k# (HDMAB) FIEE 2 EnE S5e -2 — B H 2, R LT A 1 — FP A AR R 26

AR FROREMOFAARTEAR. Bk WEETESY
AN PE S F RGN 9, Blanm] DOR B RBEnGL. omie. FIHRSE.

FITidk (¥ 2 T A 5 7R AN 0, 25 v

Forp, Prak 20 & B S Ik R A2 A B E LU R 0 1:0.01~1:100, fLi%
1:0.01~1:50, TEALLE 1:0.05~1:5, ALk 1:0.1~1:1,

FERELCARE (R SEREM T, P i IR 22 I RS 8 7010 25 B8 — R T AR e R AN S 3%
MAsE R, HosE—RmfEfn RdEEFEm IS FRERER, likH
R OIFWE TR R AR iR 80 WS VPA . 15l WRIR < T RElE.
SRR SE, ORI SN bEER . s Vb, kil 80s B AR IIARE R TT LA
Wl FREFEA, kA AR HERN . T h i mafan . |+ ekt
TRERENAE, i BN NHRREN.

Hop, R HREIASE —REREMNNESEILA N 1:0.01~1:100, Lk
1:0.01~1:50, TEALLE 1:0.05~1:5, Bk 1:0.1~1:1,

Forr, & RS A S8 R IE A E I EE LR Y 1:0.01~1:100, fLi%
1:0.01~1:50, FEALE 1:0.01~1:5, HRIE 1:0.01~1:1.

FERELCARGE M SEREREIh, OLi% 20 & 46 55 — R I AR 8 AL 1 2R L Antng
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Felil, BRI E A B EURER S, UIREIIHIAE B H . RO, 2
CHEER P FIEU LR, SRR

AR B BT IR 1 S 38 BRI IURL (7 40K 42/ F- 2000nm, 1l ] DL/ F-
1500nm, fEi%/MT 1000nm, AL/ T 500nm, mHLLENT 200nm.

AR B BT (R R S I 2 A e PR SR A, B A A B 1
K ShAKIAETR . R (IS AERFD R HLAR (B2 B, HTEE, ©
B2 D 25, figoK.

FEAMAEYH, Pk SEi& RN S =N 10~100mg/mL, ik
10~50mg/mL, A% 15~35mg/mL, L% 25mg/mL.

FEZA GV, Prk b bl & &7 LU 0.1~100mg/mL, 1% 0.1~50
mg/mL, FELi% 1~20mg/mL.

TEZMHE AR, Pk sE—R IR E S 24 0.1~100 mg/mL, ik
1~50mg/mL, SEALIE 1~20mg/mL; Ak 55 — 3R 42 E 713 &4 0.1~100mg/mL,
Pk 1~50mg/mL, FELi%E 1~10mg/mL.

AR G TR T — PRV ER A G, B (1) FRERE
AARRIRL. (2) ROSRULRLEER . (3) R EUNEMREN. (4) DIREIIHIFIAG) K,

Horb, FRRYTRAME] I A Hl . B2 R, B2 R — R e LR,
PEAEH s BTk 383 5 BRGSO (¥ P 28R 2 /N T 500nm,  fLi% /N T 200nm;
BT ik 3536 5 B2 5 BT UL B 770 (9 B & LE A 1:0.5~1:20, flLIE 1:0.5~1:10; FTik
FERE RS RIS R B2 A 1:0.05~1:5, ik 1:0.1~1:1; FrikEsk
RS AR N E R LN 1:0.05~1:5, ik 1:0.1~1:1.

AR G TI TR IR A 1 — P 3IE E BE RS 2L S il 25 7
FLFE:

1) R EFE R I H B LA BT R 1 5 &

2) ¥ LRI A REATHFES 4 2 s DT Y,

3) AU Ao BUATR S -

T A R B K 2 2 W B A i kAL SR AL RBDI IS L5 43 R
PENUANE Qb EE LA R B LS A BRI N o 3 28 53 HORH IS A LAE AU & AP
JE KA o
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JEAE SIS RGO 5 28 B v N N SR T AR E I RRAE 18 m SE 08 1 e
GASURLAE ] £ AR TR 1 43 B, AR GRRIBURL | R TR B A A, AR EEA
T R &, FERHAMI A rh 2 R AR B TL AR A TR R T R A SRR R R
IXPRAS T KR BRI R L RORI A o AR BB LA LA IO H b SR
BEAFR), W] DA VA RN A B R, 3 SR RO R AR TR, A
B SRS RGO R KA R R b AR e, LRI R BRIRIA

FEARHIE I UL BAIBCRIZE R b, BRaAES AU, S MIA S g A )
SRR A ) AT AU AR N A i BB S e SR, T L R A
AR, NESRAE T A IARIE K 8 SCRIERE .

AR B R BTIA B 0 Pk RN T 2000nm” R AR L E =R, £/ 50%
(KI5 T 400 BR[O R A2 P38 (/N £ 2000nm

A% B BT (TR 1)1 351 R A7 A e AR AT RN 52 S P R P 0
BN ERRL I IR . XRG4 4, JeFAEIOGE,
SR

AR IR « B BRI Z A 100mL A R d &4 BTk sl i 5
B (Hh7 g), BN g/100mL.

RRPPTARE “D10” 38 —MEm I BRI A | 2 80k 3] 10%0) fr
SRLIIRIAE . “D50” J&4R— M I BRI 2 A1 E 43 BUB B 509 Bt B
Rift, “D90”  JEAR— ARSI RUPRLE A0 H 5 BUL B 9091 B xR K RLAE o

LT B CATIEHL” REVRE BE S T RA R A B R MBI R A
ZUl AR ZH BRI R A AR A A B0, TR AU
B R TR AT DAL AT AL, 12 U0 A5 A 5 T Pt 550 0 55 PR A AR

Er UL BRI I o

ARSI R

T I DA S B9 AN S0 A0 1 — 2D PR A U B AR B o 3 2 S it 451 AT SR 4] A
T Ul AP B, i A F T SR A & BH (9 9 B

DL S it 181] F g0 A SRS B VAN T PR AR (RS 0 75 723 HE USP< 788> i@
TR, BMEAENE, SRR E 10pm &L BRI 3000
K, & 25pm S UL ERORIANTEIE 300 i

5
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i HPLC fill, A4 F N ODS-2 ¥ (5
260nm F1 350nm-.

AR SURLYE: SR P 2% T 5
pm, 4.6X150mm), ViaIHH: FEEOK, Rl K.
LR 1
LR AR el v 5 — R Ae 2 ), RANERRIN VS —RimfaEn, o
5 A RUTRERIHRIR, B PORRBURLE SR, BARLL T H R A &R
®1ATTARKHE

" H& BESZ -
PRAE | gappun | wopmm | OE
TR 2.5% 30mg 150g
PVP-K17 0.5% 6mg 30g

i S B R 0.25% 3mg 15g

Hil 2.5% 30mg 150¢g

K s s s
il & I ik

1) AT B PVP-K17 Al SAUNE BRANIE fif Tl 3 50% 7K s
2) BRI ERERIMA RE R T, RAI8;

10 3) ¥ BIR VR G A RN NIE AT BB BR (R I L s Ak gk
4) BBUUREHRIN AT, e EARE
5 FIRYK R SHR IR . pH A BB K. ATETERURATG S 5

HATHHEE 6h;

Z=Fabr, g R,
F2 kife. pHAE. BBE. ANEMERCRR 45 $
s ‘ X AN (AN ED
‘Z% D NRLE ‘/i}”#/x
BIiEL Fi [ pH {H | “FXkifE (nm) | PdI —torm | =%
REy/) 7.02 86.80 0.264 17 10
302mOsm/kg = =00 | 6.84 93.10 0.244 16 9
15 R 3 GIRY AR
i [7] SN g
UG 0.132% 0.324%
40d_10D | 0.164% 0.367%

RN, VL 2.5% H il DT RNl R & AR SR B IS A, 2N
40°C A N IBCE - M), pH AR R AEPERCRAT A P i L B 5424k

VLIRE L I E

20

EREY/S

SEhE R 2
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LA PVP-K17 N3 —RIAE R, MRS “RImAE R, HMfE ik
TR, RGBT SR, AR AT e B

R4 TTHBRSIE
H= BESZ ‘
/—r l\ =R
PREE | mewa | aomm | R
FI R 2.5% 30mg 150g
PVP-K17 0.5% 6mg 30g
i S IR 0.25% 3mg 15¢
Hil 5% 60mg 300g
K s s s
il & I ik
5 1) 477 8K PYP-K17 AHERREAVA A T 4 T 50% 7K

2) RS E R ik R, IBEH5;
3) # LRI A RN TS OHE TR AT EE DL AR th BEATIHES 8h
4) LRI LR, e R AirEE.
F L IR YURBRLE SRR pH A BE R AE RO AT X 5t
10 SEfRbs, RIS RWTR:
®5 ke, pHAE. BB, AETERRIRIZ R

— ‘ PR AEPERRE (A0
. A i o PdI
BIEIE FfIE] pH 1H (nm) Z10em | =>25um
s 7.01 86.03 0.256 14 7
21
621mOsm/kg 40C 10 K 6.79 92.10 0.243 17 11

F 6 HRY TIN5 R

i [7] BONERZR | M
REy/) 0.138% | 0.343%
40d 10 K | 0.152% | 0.328%

S5 RGN, LA 5% H A T B R A& e SRS R RS HUE . RN
A0 CHRAFTIE —E I, pH fH. Kife. ABETERURIAA S i o 2
15 ALk Ul BRE R IR E TR R I

LTt 3
BRAI W AN R R At R B g KO L S D ke Be 77 P
RIAK R ZH A W) b 255 A LR BRI RS 2.5% 3R E R 0.5%PVP-K17
20 A1 0.25% i SAUNIREREAMIAS [FIASE AT F & RDTREAI SR (PEILER 7D, SR SEHtf)
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1 A [H) Y] 2% D7 VR 2 SR BBy E S, R NaE Rk 7.
R T ARG RS R R
MRC BRI UEYS ASECE S5 T AW
H& 40°C 1M 25C 1M 2-8°C 1M
5% H #& 1% DN DT ER/58
10%H #& B% DN DT ER/58
5% JE ER/58 DT ER/58
10% 47 DN DT ER/58
30%JE M Mt s Mt i R AT
10%45 e I 40 BT I R AT
10%H i ER/58 R UF ER/58
20%H i ER/58 R UF ER/58

LRGN, T AR TEAT R, R R, R R AR E
BRAT, AR B A 0 R B 77 L AT S AR e AR

LI 4
O AR it AN YA PO ke 25 B AN [ A SR PR U R ) U 8t o BT I
GUKRLAL S LLE SRR 2.5% 536 B 0.5%PVP-K17 1
0.25% i 2 N ER B ATAS [F) R A0 H S R UTRE A7) (PEILR 8). 40°CIE 15d
10 R IM FIASVE RS I 25 R R 3% 8 il
R 8 AT R ST 7 A M AR 1) B

o o 40°C 15d ASVEPERCk: . et D A
LM R K ( ,@g PEBRL | g0 v vk ok (A0
B HE >10em | >250m | >100m >25um
10%JEE M 121 18 197 30
30% i 110 14 AL RTA R A
s 97 (JERE B | 10 (ERR F i
10% T 40 123 48
o4 HEARAT Bl ) | B )
5%%% O FETER 59 16 57 20
10%H i 75 7 70 7
20% =il 64 4 53 13
P /‘t/z:: - -
100mM gg A 107 25 RG2S LRI
10% 1 FE+100mM - -
o 171 28 YRR 5 L B A I
ey VLR A 2 VLR 2

GEREIN, RHTERE. 4 FErEET 40 FIRE RS Sh o M /B T IR RIS,

AR ST R IM BN PE RO R INAT TR, iy DAH il A T R

HH
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G, AEERR R D, GRRIRL R RS E TR R AT

LI 5
AR RN R0 7 AR e PERIRE I . i FE I AR ORL 2 S 3
A UVHE SRR 2.5%38 1 5 BE 0.5%PVP-K17 F1 0.25% i B BANFI A [H]
FhZAT A & T REAIHIF] CFEILR 9. 40°CHI 60°CIE 10d () pH . KA
AN ORI 25 R T 2R 9 Bim . il 25°CIE 1M, SN SR ansk 10 B
RO pHH. R FA TR 45 7

DLRERI 5 ‘ PHRiE | PAL | ANBEERR (DNED
i pH {1 >10um | =250m
ey 7.01 (234°C) | 86.03nm | 0.256 14 7
5% H i 40°C 10d |6.79 (262°C) | 92.10nm | 0.243 17 11
60°C 10d | 6.85 (25.0C) | 98.56nm | 0.235 28 16
ey 7.02 (23.5°C) | 86.80nm | 0.264 17 10
2.5%Hih 40°C 10d | 6.84 (264°C) | 93.10nm | 0.244 16 9
60°C 10d | 6.86 (25.7°C) | 99.98nm | 0.232 13 8
ey 7.03 (24.0°C) | 86.44nm | 0.267 11 6
2.5%HBTERE | 40°C 10d | 6.93 (26.6°C) | 93.58nm | 0.252 17 10
60°C 10d | 6.88 (26.1°C) | 98.81nm | 0.239 21 13
0 A [RGB ) B RE i = R RCE 1M A
PLRER 57 Fis [ AR
5% H i =iH 1M ORI, PiFE, SRR I
2.5%H i =iH 1M ORI, PiFE, SRR I
25%HBERE | FH IM | REEILIE, AUk, REH I E A R IR E R

GEREIR, 1 VL S%HE L 2.5% H A 2.5%H 2B UL FIE 40°C
H60°CEAF T A 10d, pH EHABA K 2) 40CHMFTHE 10d, % 5%H M.
2.5%H A 2.5 H & B RURE S ANEPERRL LA K, 60°C oA T E 10d, &
5% MR 2.5% H e B HRE G BN IR IS, B8 2.5% 5l foke St o B
Bile 3) ZEBE IM, BL 2.5% H 8 BEAE f A DT B 790 (e R ot e 30 HH B A
RO, 1 DA A S B SR (R A S 0 R o DAY St B4 ot 70 )
P AR EE 2.5% H e B AR 9T R 41 0] 607 ot B A PR BE AT

SEHE% 6
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Pt 1 A RIGRERLE S AT (25°C42°C. RH60+5%
(2~8C) MIZMTHE 6 NMH, MAREES K E

PCT/CN2018/101924

ZREIR, BRSNS IR,

TR,

£ 11 IR R

e CAD
0 3 6
FIEEE (%) 0.21 0.26 0.28
pH & 7.0 7.1 7.0
P-4 100.4 110.7 112.6
aE (%) 102.9 103.7 104.5

12 KA 454
6t - M -
I EE (%) 0.21 0.22 0.24
pH {& 7.0 7.1 7.0
ot JE 100.4 134.0 103.5
aE (%) 102.9 103.5 104.1

FasE T R AT

10

) BLA
M, BRINFE 11, 12 Fin.

PEIR. pHL K. RS E55Y
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BRI R S

L — Rl EEMZMA G, BE KBS RPORBR AR mEE R, A
AT, Frd a0 SRe A S DIREAIH ], e i (DT R i 7705 5 =l
HRE. RO, AEA. BOEER . RPRFLERMN. FREL- B -FH
R —BhE LR, Ll RO B SRR ) — R EU LR, AL
HeH

2. WIEBCRIEER 1 Frid g &4, HEHMEA T, Frdises SRS B
RYTFEANHI I E & A 1:0.1~1:100, L% 1:0.1~1:50, FEALIE 1:0.5~1:20, &
L%k 1:0.5~1:10.

3. MRABRBCRIER 1 Bk A&, HEHMEAET, Frid R iz e flik
AR CIGUEE iR . RO EE . RN PR 4R iR 80, Wigvb . 15-Fkk
WREIR T 2. B EG. SREERE. MREIREREN. RSy, + e tmimdn. + ket
T B I — B ol

4. WIBCRIEER 1 Frid A &), HEHMEA T, Fridses SRS ik
FHAREAMESE A 1:0.01~1:100, % 1:0.01~1:50, HEHLIE 1:0.05~1:5,
BALIE 1:0.1~1:1,

5. WUEBURIZR 1 s Z5P0a s, SUSAEAT . PRARE R R a
Bl

6. MRIEBAZR 1 FrikggMmAGY, HEAEAET, ik iR im ke e e
BRI RS E AN R RS E A, Horh SRR e i AR R T B Tk
BT RIFE R, R LIRS el . B 2B, Fe LA iR . kil 80,
TP a ., 15-FR AR IR I £ I BR . UVBEARSE, SEULIETR LGNS HERR . A
WU R 80; S5 ARMIRRE L A B R IAE R, DR iR RN
JEERAN. + TBR R REIR AN . T AR AR, SE e SEUE R . RN

7. WRABEBRIER 6 FridIZAMA &Y, HEAEET, Bk & RS g
B LWEBAENKESELRN 1:001~1:100, L% 1:001~1:50, L%
1:0.05~1:5, Efik 1:0.1~1:1; FriRRE B RESITRE R e MEREILN
Al A 1:0.01~1:100, fLi% 1:0.01~1:50, HEHLIE 1:0.01~1:5, HALIE 1:0.01~1:1.

8. MRIBANZR 1 FridgyMa &, HEFAEAT, Pridiseis & Rgk
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WKL YR /T 2000nm, fEi%/NT 1000nm, FEACIE/NT 500nm, FAGIE
/INF 200nm.

9. MIABANZR 1 Fri’dgyMA 59, HEAEAET, Prid A &vie
BEWAEN B, IR BUE H K KR AEFRl. O, TR, ©
B £ %, LK.

10. WRIEACFIELR 9 Frik A H &), HEARET, LIS RS 24mA
BV E SRR, IR & RN S &N 10~100 mg/mL, ik 10~50
mg/mL, M 15~35 mg/mL, &A% 25 mg/mL.

11, —FAESKIZAMA Y, B (1) RGERPFRL (2) KMk
EAEEA . (3) AR, (@) YIREEIFIR (5) K,

Horp, FrdyiEsFE e  Hil. B2 8. BRoFEER PR —RE LA,
PLde s PR SRR H BREGKRUR I 25R0 /N T- 500nm, A& /NT 200nm.

12. RIEACFIER 11 Frk A sy, HAREAE T, FridElE S
RUTREAIHFIEEA 1:0.5~1:20, L 1:0.5~1:10; FriREEERS R LM
W R BE R A BE S EE N 1:0.05~1:5, B3 1:0.1~1:1; FridZEis £ 8 5 2R BRAn v
HEeE N 1:0.05~1:5, ik 1:0.1~1:1.

13, —RPifl & QIBCAZER 1~12 Pk nlE s AL S WIS % 5%, 2
1

1) RRRIEAE A V5 B LS AR TR TR s
2) A LRIR G AR RBATUE G % 2 HE s LS,
3) AU S LR BUA RS .
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