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Macitentan (Endothelin Receptori5$il)
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SD2447-25mg Macitentan (Endothelin Receptor# 1 5) 25mg
= &REN
> WEEEE
-~ 5-(4-bromophenyl)-6-[2-(5-bromopyrimidin-2-
44 o .
yl)oxyethoxy]-N-(propylsulfamoyl)pyrimidin-4-amine Br N
fETFR Macitentan T\A
, O N,
54 ACT 064992, ACT-064992, ACT064992, Actelion-1, N (@) T \I

Opsumit

4 i

AN C19H,0Br,N40,S

NI E 588.27

CAS% 441798-33-0

g 98%
AR | Water <lmg/ml; DMSO 100mg/ml; Ethanol <Img/ml
SmgfilN0.85ml DMSO, B(%:5.88mgfil A 1ml DMSO,

PRI | bk 1 omMIg . SD2447-10mM I DMSOREA.
> EYMER:

FEaRAIR | MacitentansE — R CUIRAG 2401, JEAKS, ETA/ETB(HN ) receptor X 517, 1C50°40.5nM/391nM.

5% | GPCR & G Protein

L= ET-A ET-B — — —

1C50 0.5nM 391nM — = —

Macitentan{E F T BRAX N S0 7 45 WL e, 41 $0  BT-1355 5 00 40 M o8 45 5 7 34 n,  1IC50°8 1nM .
RAMHFFE | MacitentanfE FH T B4R 19 K B2 sh KA BB AR 1) K R R, 20 BN HIET-115 S U 46 BLS6c 15 F Ik
95, pA25 3 N7.6515.9,

Macitentan kb B 1E 5 (il R KB, 30 MAKET- 1943, #FfI&E LBosentan {1045 . Macitentan&h 2 & Ifi
JEDOCA-#R KR, BRACPaINKE, XFERAAERERENE, 1% 10mg/kgif EALBIE B B RBER, K-
26mM Hg, ED5041mg/kg. Macitentan$% i KA R EACEE, 1Ml e [ RLFRFEE RS (3] 2740/ . Macitentan
FI AR AL P2 Y B A B 15 5 i v ot s KRR, A i sh ik e e A O R R, ORI 30mg/kg/day, X
P FHAFAE R E MBI . Macitentan®s R4%30mg/kgifl S A8 M I IRAC I ET B G015 SRR, BERE42
RAAFZ (Macitentan 5 % B 2H 1705 26 883 550%;  fE42 RIET-F [#{K66%). Macitentan®f K 1%30mg/kg
7 A HEEE IR ZE B R 5 T OB R R RO B 24 /N B, 3o H0 A O U AE . FEBE NS R =
RAHEFL | Macitentan3 il'E/NERUEE 2, FERRARIEIE /34, H AR FVE NE - R AR, & RS R
Macitentan® K 4%25mg/kg | & [ iR b B db/db /N B, FRAR'E AE, O BEFAIAE M BEET-1. TGF-B1. VEGF.
FN. EDB+FN. RJF&EHo-I(IV) mRNARER I, FEEMEIFN, RIEEH, KIEHE IR T S INF-xB
Wi . Macitentan &b FIX SERE PR /NG, B W 50 B /AN R R EY 5K, O IDEEAR A, HIINANPHIBNP
1% . Macitentan(100mg/kg) 55 Paclitaxel(Smg/kg) Bk H, AL FESKOV3ipl BF L AL, L5 Bl {8 A Paclitaxel
A, BRMR R R, Bift— PR T MBI E R IE K KA % . Macitentan 5 Paclitaxel B, #11
fill ETRs [ i iR 4k, L. J8 it FR (K pVEGFR2, pAkt Al pMAPK [¥) 7K ~F 177 $0 #1] i 83 40 Ffg i A& A7 38 2% o
Macitentan3§ 5 Paclitaxe X JIf 8 40 B 70 Z4 R0 T2 5200

ImARSEE | N/A

RFE N/A

> MXREBBRGERERE T AT, B RIFARIEHF -

il AL S 56




v NRET-ARIET-BAZ R [F)cDNA, T, 75 [ 4 5 U0 A0 A e ol B Rk o WO S 2 i v ) 4%
JEo TESR MG R B AR BT SE R A A 5050, IRFLF N 25mM MnCl,, 1mM EDTA, 0.5% (w/v)2F
I3 28 1 (ZH 50 V) F150pg/ml 4-(2-283E 2,35 ZE L S 19200u] S0mM Tris/HCl 223095, pH 7.4. 50.5ugE
Sk FI(ET-A)50.2ug & F(ET-B) I 5 16pM 1251-ET-1(8000cpm) Al B A W i3 hi i) AR bR ic B S2 364k S e =
B TR E 2N . fER A A 100nMAARILIET-1Z7ER, 20 31 e AR 1 i s A Ik gs & . IRE2
AN, B R B A A GF/CI B2 B0t b b o SOulARIR S P in N L, Sl ugb B T 5
LT . SRR E AR, WRE, JRIIANEISZESH, T DMSO, DMSOZKEE N2.5%, KILA
T 5
Y1 SE 56
EllRER N/A
WE N/A
AhIERTE | N/A
WaRES N/A
EIL/ES s
SHPIFERL | N/A
fic ) N/A
Zilli=Es N/A
B | NA
> BEHER:

1.Iglarz M, et al. J

Pharmacol Exp Ther, 2008, 327(3), 736-745.

2.Sen S, et al. Life Sci, 2012, 91(13-14), 658-668.
3.Kim SJ, et al. Neoplasia, 2011, 13(2), 167-179.

BERBEE:
e k] = i 2 FR 3%
SD2447-10mM Macitentan (Endothelin Receptor# #1711 10mMx0.2ml
SD2447-5mg Macitentan (Endothelin Receptor #7) 5mg
SD2447-25mg Macitentan (Endothelin Receptor i 5) 25mg
— ARE 1473
RERME:

20°CHRA7, &b

—HEH R Smg25mg WA LUEIR RS, BN HA K. WRETAEDMSO% ], #ill 7% )5-80°C

TRA7, Tite ™ AR

FREI:

> KPR R U, A TR WEGaTT, AMEH TR RS, AT EEEEN.
> N TR AENMERE, 55 KRR R AT R

B8 :

L YSCEI 7 it 17 57 RV 2 R W P 417 (R 2 PFORAE o ST AT AT BAAE2,000-10,000 250 BOFD - DU A B0 R 78 70 T E 28 i e

I HEMHEA.
2. AT 10mMIEW,
B JEHH

BB 0T A, TR AN i (A AR B S PR32 R L 7 A R v A P 25 YR (B

3. BARMmAE TARREEE S B AR U A RS A i AL SE R ARAR OGSk, BB iRAE 5250 H 1, DR RE 9% 14 41
MORIZHZR, a0 AT B R AR

4. ARSI B ACHE AR R AR (1 56 800 B R G S I N W T
http://www.beyotime.com/support/animal-dose.htm

Version 2017.11.01

2/2 SD2447 Macitentan (Endothelin Receptori i) 400-1683301/800-8283301 ZE%=K/Beyotime


http://www.beyotime.com/support/animal-dose.htm

