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EEEE - 200MG ; 1G
R : solid
HFEE
ST C16H14N203S
SFE 314.36
CAS No. 181695-72-7 s
-A
it IR, EhEEATE 3
DMSO>60mg/ml =
N el 25°
’ﬁﬁg( Water insolublel
Ethanol>15mg/ml
FREN | ARUEEEEETUEN , MREEHE , TS mE AR,
HithixBl | ATENZEMNEE | BEFECRRHERIEFERE.

@ : kithEE Valdecoxib 2—MExRY . ATCARAY , BEEM4ERT COX-2 fHIFI , /ERT COX-2 0
COX-1 , JARTF R RIS,

A4 : SC 65872 ; Valdecoxib ; {kitt#% & ; Benzenesulfonamide, 4-(5-methyl-3-phenyl-4-

isoxazolyl)

YIEBTEAR AT :

L HeZEXABEK

BN DMSO>60mg/ml ; Water insolublel ; Ethanol>15mg/ml

BE o >99%

EFSRA -
SV

iR, BRI

FEERitHR

B MEEERFNIEEMIERT COX-2 HIHIFY

COX-2 5nM

Valdecoxib i LPS i#SHIME + PGE, 774 |, 3¢ COX-2 iHIFEE T , IC50 79 0.89 uM,
Valdecoxib #IMm%z= TxB, B4 , X+ COX-1 #FIFEEEFAE , IC50 # 25.4 pM, Valdecoxib 5
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COX-2 254 , Ka 9 1.1x105 M/s, Valdecoxib 33 COX-2 FURURRIBREEEMAAN 2.6 nM,
Valdecoxib fTEA LM COX JFE(COX-2 IC50 = 0.24 yM; COX-1IC50 = 21.9 uM)dh , FKIH
HIAEME. [BH]Valdecoxib X3 COX-2 B95EF07] , Ko 3.2 nM, Valdecoxib 5 COX-2 945
BIAFIREMEIEEE , E5IEE/I 4.5 x 10/M/min , fREEZR/ 7.0 x 10-3/min (t12 of 98
min), &fFRY Valdecoxib BIESELTE 15 54 (DP1s)BIRT Valdecoxib & 10.5% , JEZFEKMST
4E4)(VALD-BCd , VALD-HPBCd #1 VALD-SBE7BCd S&41)9 8% 50% , 91%70 93%.

P

Valdecoxib CIRLAZSHNHIAR A SERMEK , ED50 5 10.2 253/Fim. EARIHSERMEX
TIRAEBIF | Valdecoxib ORGZHEBEBMETIEN , ED50 4 0.032 Z5/FR/X. EARMA
REFERSEHRERS |, Valdecoxib MRRLAZREMEIRIHGIRAESMUIRIFIBRERAYF=4 , ED50 /5 0.02
=5e/F 5. Valdecoxib FEREMREXREE F EREEEAI(SEX ED50 = 0.06 =53/
F5e ; Bk ED50 = 5.9 Z5e/F 5T ; IFRMEXTIH ED50 = 0.03 Z53/F5e). Valdecoxib
R RAIRIERIE | 7E 3 /NBdJE | MIHIXSKBESR KBSt 16%. 1k , VALD-BC #0
VALD-SBE7BCd EEYTEARNEEEINER , 1 1 /N\ITEEEINHIREIT S0%H07KM | 3 /e
&, KIS RE S 66%, Valdecoxib (5 Z35/F5a , COIR) SEUA MR AR AR
Mm% AUC 438179 3.58 f45a*/\ad/ZFH0 2.08 #4455 */\ad/Z=Ft. Valdecoxib (5 ZE3a/F5= , O
R) SEUEMFEME KR IARLL AN AUC 58179 12.1 e /\d/ZFHH] 6.42 s /Nd/Z
Ft.

EeIRXmitEF (ESAXIESEIRLS FOE R ER)

MB3613 NS398
MB8193 Rofecoxib
MB4600 = E

BRI - Rgtn , IOTRATOFEYS  HIESSRISE , TERETFAR, £itE
£ Valdecoxib E—FhEsiny , TOMRAY , WM COX-2 IM4IR , fEFTF COX-2 1 COX-1, TATF

KRB,
figiRAcE
S K g |1mg 5 mg 10 mg
ma i
1 mM 3.1811 mL 15.9053 mL 31.8107 mL
5mM 0.6362 mL 3.1811 mL 6.3621 mL
10 mM 0.3181 mL 1.5905 mL 3.1811 mL
50 mM 0.0636 mL 0.3181 mL 0.6362 mL
SHRISRE ((UHESF)
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Animal Models: #f% Sprague-Dawley K5,
LY Formulation: 0.5%FEA4EEFN 0.025% Tween-20
Dosages: 10.2 Z53/F 5%

Administration: (AR

o KA mAILERE , ERTHRES  BRAMINE , RERRAEE , SNSSEEE.

oSO T MEENEERMEDER | HAMREAMREREEN | LA CEIRNHSERAR A,

A SYIREEEER

1 FRP% - BUEIEMRERIFAEECHITOE | BADEME. BEMHEFRRTESED BB
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEAKRERN | BEUERELT , & Parafilm HOE , FHZIRIEMEFRHER. RMERET
K, BT mERE  @EEHRB , LIRsnEaRE.,

2 (EERHIE | ABOHFRBRTIVRERRE | BISCRANANERNSH. NEHSEEER 18
EAGIEST  HIBEFRSIE DMSO , EERHETHREBTE T 80 BEEMT , —RIULISER
f£3-6 NRLAE. EERRT , BXMERHTHRRE. BREERREFR.

3 HRIEARTERHE | BIRENAFTELHITERE  wEESRSEEREFHAREETER. BTX
BOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FATRRT , AIRERITHINIE | PIBd A EEIARER
AR ARXITWFAERE, WA DMSO {E/9iER |, 5tk DMSO REEERIRE <0.3%, LIERMmiEs

.

KRES , FATENET 0.22UM RIS | BZRBRI , PEARESEXESR , Bl
L EwiEY | EERIAEEESEHIRELE.

4 FANMSEIRMA - RTREWSMERAEN , TR TIEREHLE | TREFEMA—LEA
HWREENER , WNIEE , CMC-NA |, Bl | BRFEESFERBXEVAE. WEER DMSO | iS5
R DMSO RIEIRE < 5% LABRBIEER. LHFIERITINE , JUSE TR

SR RERSRGHERE R

byt KE(KG)  ARERAM2)  |[Km R
ik 12 0.6 20
) 10 0.5 20
iz 3 0.24 12
2 1.8 0.15 12
5 B5 0.4 0.05 3
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KB 0.15 0.025 6
] 0.08 0.02 5
VNS, 0.02 0.007 3

51 A(mg/kg) =514 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km £

5 XFFmB BRI

BWEIFRE | ERERSmAVERTEN  FRER TN NTRSMEN M, HERT
500MG Y, FfIH) BI#BRMRILIERAERRN. BT~ REXRUEERIETRE  NmSE~5R
MEAEERESFL  XIMRERESITHSET  TIEUMERRERIT | Er-RinfERER. XNTRK
PR, AILAE 200 #EARFRELD , EREERIK , NTBRIRK,

FRirE T EESE—EIRE £ NI EERNETREIESTEE  EAM

(A= ==piehs =
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFOERETH  MREWLAmAVEIFRE /), BRAL - REFR TS B EEE
LHREEN—E | ATREMERARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=S
ez eeing.
T EERECERIR R RENEMRECNRE | RIENECREEEHERERZEY TR

BREHRINEY  REESSHPIRBUKSD |

EWMRER XM REEREETIRSRETRT.
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