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Rofecoxib
PR MB8193
JREFHE: >98%, COX-2 I
WM : 50MG;200MG
Fea A solid
HEFR
731 C17H1404S
ST 314.36 ‘ 0
CAS No. 162011-90-7 s Y
b1 2 AF W, B P ]
DMSO: 63 mg/mL (200.4 mM) 0 CLS G
VA fRE(25°C) Water Insoluble T
Ethanol Insoluble
HERED | WRMEREZRTER, WAREER, TR HE RN
HoAth i B N TN Z AR, 18 % S RIF— R T Bk,

B PIEEH Rofecoxib & —FAH R, A HARI COX-2 5 M.
M4 : MK 966; 2(5H)-Furanone, 4-[4-(methylsulfonyl)phenyl]-3-phenyl

PE PR K AR«

AW e T 0 G 0 ]

AR DMSO: 63 mg/mL (200.4 mM); Water Insoluble; Ethanol Insoluble

SR o >98%

REFFRAE: IR, RGBTSR

A

PR | Rofecoxib f&—Ff COX-2 i, IC50 A 18 nM.
COX-2

R
18 nM
Rofecoxib #fi A\ B AR 40+ COX-2 #&iffitt PGE2 17=4E, 1C50 24 26 nM. Rofecoxib s&—
FLiAL i N E 4L COX-2 H R A A4 401171, IC50 A4 0.34 uM. Rofecoxib 5l#e4lifk i) A COX-1
A AR . 78 A4 k6, Rofecoxib 16tk 30 i 2 4% 519, COX AiT2EH) PGE2

AT | Sk, 1IC50 {50 0.53 uM, AHLLIMF, i fLEER 5 COX-1 AT AL Mk 3 B2 45k, 1C50 5
9 18.8 uM.. Rofecoxib & JZ 1] phenacetin O-flit Z.3E4E FH, 1IC50 Ny 23 uM. 51ckifAF1 NADPH
TREFR 30 7r4h, B3N Rofecoxib H4Mil/EH, 1C50 24 4.2 uM. CYP1A2 j#iid Rofecoxib (¥
JAE T NADPH, J£HLL4.8 uM 1 K AR

P Rofecoxib # &4l f RIS R MK, A XCERE 1 R 8, LUK 2 B S 1

JiE, 1C50 43 %14 1.5 mg/kg, 1.0 mg/kg 1 0.24 mg/kg. Rofecoxib 14 fH I 5771 S F 4,
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IC50 >}y 0.74 mg/kg/day. £ KR 4& N, Rofecoxib %44 7117 S i & FBr 46 My 45 B (418
F. Rofecoxib I iRZ:Z5[FKH CCI4 4b2E 8 FIIK R IMIE ik E. kA, 78 CCl4 A KR+,
rofecoxib %5 248/ 351k HSCs %R, 7 PR =AMaM AR IRE A, EHEEH, VEGF 1 CTGF

A I 2 K
RO MR (F S A S S HMH FIE R B NS E R)
MB3613 NS398
MB4600 o %

P& Bl RRRAA, T2 R T A, RESERET T, PR TR, AP 4E#EE Rofecoxib
R MR, AT ERE) COX-2 R PEamflF), 7T A TR R U AR S 56e »

fERECE
i &
- P 1mg 5mg 10 mg
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

SHTRBAE (UHESH)

PRANEALAN COX-1 Fl COX-2 A=Wk FI 24 B 23 AT 70k 56

FHYN COX-1 Fl COX-2 IHTHOkL A ] 55 A A= 95 /75 7:-COS-7 AR IL RS % . BN COX-1
1 COX-2 TEFFIRIF 53-S9 Al h ik, FRRERFAlAk . T 1 1 S 5 e A ) 0 S5 7 3L e v
R A AR ) R A SR FE IR I . HPLC iR56, F TPl 0.1 pM 1848 DG BRI ik 5

B Rofecoxib X4tk COX-1 4], COX-2 #1 Rofecoxib H-& Wik it HME, BHHIE 4
WILEBEE PEYK 2R MR B R A, 58 % Rofecoxib ME & VK2 Htn 34T . Rofecoxib
HPLC 73 #T H3 5144 5 9 15:85 MeOH/BEERH /K IFW(1 g/L), LA 156%-75% MeOH L4 2 B it
25 4344, £ Novapak C18 #_E LA 275 nm ¥l
Cell lines: A\ P4 R A ELRE U937 “Hliy
Concentrations: 0.5 yM, 8 yM
Incubation Time: 15 434

- Method: J& it ¢ 5 53-8 4 T S SR G 8 B, N\ RE AT R e 6 i B 1 R ik COX-2, Tfiok

AL ELRT U937 4H it £ K5k COX-1. 164 DUAER RIS, IXEean i) PGE2 P44y

WIFHME COX-2 1 COX-1 iH 45 47. Rofecoxib 540 i E 7 MLi% 444 1 [Hanks ~F4 25 v

(HBSS)[fiik 7% 5 4 15 43%h, 4SR5 H] 10 uM {64 DUIGER I 10 23 %f, PR PGE2 -2k,
BN R P ) COX it AR A6 A= DU I B A7 TE BN AZAE A b PGE2 IR 1 22 1l 52 S

Animal Models: K B 71 55715 48 (ALA) B2 7
YL | Formulation: 80% PEG 200 778K
Dosages: 0.1 mg/kg/day, 0.3 mg/kg/day, 1.0 mg/kg/day, LLJ 3.0 mg/kg/day
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Administration: 1k

[EE]
ok F] M dh MR AR, A T ARSI, IHIRAT AL, BREMRAE, TS TR
o il i A AL RESR LI ME 2, BEIACRIEITIRGUE B AR, UL BB B2 S0t e 2 H

B A REEEEHR

1R BREIRYE RIFAEE QAT 28, ROV G, EAARSED R AT R 2085 17 i AL
Bt WA RPR G EOR, AT S AT E AR WY, SRS ME SRR BT, KR
AR, S L ER B, @ Parafilm & DB, IR AR R A2 26 H T . I SROBCE I (A, a7 b
AR, EUEERIEL, LRSI .

2 W& KA GO AR e 22, W ILSER BB 77 e Il & A, W&
B, MEREFRKE L HFE DMSO, il % e a1l T T 80 fRIREEfr, — Al LI A7 7E 3-6
P bo FEGEFIRG, FEXbAE& AT MRS 8 St 2 iU R kR

3 YRR Ir TARVR M & IR N E IR TR, R i 2 e B AP R E ARt TR 2y
WEVERGEYER, FreERKYER R (o PBS) MREmS, IR R UIE, wlis i B s i R S i, A
SO SR . W] DMSO E 9, 1 ff DMSO s 2 I <0.3%, LG S 40 351

KE T, BATEBGET 0.22UM L8 AR, 2R SA0, e mit K73, &M=t
EYETE, BERBEIA A 3 BRI .

ARWEHYIEIN A : BT RZAEYRIEENER, S SCie TARMIECHI R, e T 2NN — 2 HI AR
TEONBh), dnnkis, CMC-NA, Hihss, AR E% S ERAMCRE . W] DMSO, iF#fifk DMSO
2K L <6%, LR B IEAE T . SR 25BN %, W BLSH TR

E AR AR SERGH = B 53R

i RE(KG)  [fARIAA(M2)  [Km R%
i 12 0.6 20

i) 10 0.5 20

it 3 0.24 12

e 1.8 0.15 12

i B 0.4 0.05 8

NG 0.15 0.025 6

6 B 0.08 0.02 5

dN 0.02 0.007 3

¥ A(mglkg)=31%1 B(mg/kg) X zh# B 1) Km ZEU504 A I Km &%
5 KT 7 i B B b B K S

TN e, T RN B S A S B, IR B AT A . TR 2 R A . BORART 500MG
(. BATH) G fRE IR SR RN . BT e R ismid R B E, IS B0™ w5 7R BE sl
Friti b, XIS AT G T, WIRA R ERRANAT, T UTRE R IR XA, AR 200
Fe e ARTE G, BRI, T Stk o

PR AR RS —ERE, £ NI E NS ETRE IEE R, 2

b 71~ 26 i o 7 Y
1-20MG 0.1MG
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- IE ftt—t G %'l 5 Lﬁ E‘i :'F G Dalian Bergolin Biotechnology Co., Ltd
50-500MG 1MG
>1G 3-5MG

It A B EROTIARA TN, WREE SR S A RARE /N, RIS ™ i £ R T K e rhoRs R 7 B LR
R — )2, ATREUEE AP i A7 AE . AT USR] (S IRERAET M) i e sl /5 7 v il 58 4
T

X AR BHOR B A S AR MR AR AT BT, BA TR B A d v R s iz b & ;. X TR
BRI EY), BERAET P RWIBUKSY, BRI i 75 S 0B A TR R A7

elcome
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