iR 0T

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

HR#: shyysw@sina.com

FEEL 4 FR: Darusentan
CAS 5: 171714-84-4
RS $88480

HEYEE

Description

Darusentan (Lu-135252) /& —FhigE A B2 K324k A (ET-A) 24R5EHA, 5 ET-A 2460 Ki
N 14nM, 5 ET-B %M Ki A 184nM, X ETA KMk FEMEL ETB 214k 100 £ 4%,
Darusentan £ K f = S0 BKIMLE FE ULATA (RAVSMSs) & A 56 4 45 5 U AR N 2 2, Ki N 13

nM,

IC50 & Target

ETA

In Vitro

Darusentan 7E K B 3 20 ik & T iE WLAIM (RAVSMs) B 32 st A ic I W i R s A, B
R 1%E, RILM Ki=13 nMo FERSA 2 N R R FEZ0AKFRd, Darusentan 6] P 5 32175 5 1) ML
4, pA2=8.140.14. Darusentan (0.001-1 wM) 7ER:F:M RAVSMs il ET-1 HSHIESHS
[2].

In Vivo

Darusentan (53 K IR 30 mg/kg, #FEEEE 3 JARIEE 4 J8) FdifLiEt: Sprague Dawley K RRATE
Norepinephrine (88738l 5 FyESS 2.5 wgkg, FFgk 2 AR 4 J) 51 F 3 KEE3].
Animal Model: Twenty-four (eight per group) male Sprague Dawley rats weighing 175+
200 g[3]
Dosage: 30 mg/kg
Administration: Administered orally in rat food for weeks 3 and 4
Result: Reversed aortic alterations produced by infusion of Norepinephrine (2.5

ng/kg).

Solvent& Solubility

S i S
DMSO [ f#E 1 100 mg/mL (243.65 mM; A BhIA; WRARE DMSO X 7= il (¥ 7 fif A7 .35 5%
R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.4365 mL 12.1826 mL 24.3653 mL
Stock Solutions 5 mM 0.4873 mL 2.4365 mL 4.8731 mL
10 mM 0.2437 mL 1.2183 mL 2.4365 mL
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S VR R R 7 ot 2R

T M RAE 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C fiffEit, 57E 2 EA M,
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ARG SRS 2 2 SR PE 2 TR AT R

AR VAR TT S S6 %88 In Vitro 77 sURCHIVEE (065 490, FEAR VA I BVE 7
——RPRESEIO G R AT R, VI (0 6 2 T LRIB AR 40, &M RAE s RS AR, &
WS BIR, R

DA VAU SR 1 T 4 LU 8 A 7R 7 A TC ) 28 P PR s B PR TSR A v e BT L T
TG, W7 LOE I FAE /s 7 i) 7 A
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Solubility: > 2.08 mg/mL (5.07 mM); ¥&iE I

-20°C fi

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline
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W EATHAG >2.08 mg/mL GHRIERED HIEE AR
P ImL TAEM 9], EL 100 pL 20.8 mg/mL HJ¥%E DMSO fi&ima 400 pL PEG300 ', BA
Y251 A R R IIN 50 uL Tween-80, JRAHIA]; SRGH4REIMAN 450 uL EFRHIK EHZE 1

mL.

AEFE KT K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE 1% I 1 AR B A K
T

I -

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (5.07 mM); V&%

SET7 %A 3RS > 2.08 mg/mL CHIRIEESRAD MRE WL BET7 22 S8 FWIZE AN 1 UL R 3h W seie iy
AL

PL ImL TAEM 9B, EX 100 pL 20.8 mg/mL [ % DMSO fig & 900 uL FoKMH, RAY
5.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.4365 mL 12.1826 mL 24.3653 mL 60.9132 mL
S mM 0.4873 mL 2.4365 mL 4.8731 mL 12.1826 mL
10 mM 0.2437 mL 1.2183 mL 2.4365 mL 6.0913 mL
15 mM 0.1624 mL 0.8122 mL 1.6244 mL 4.0609 mL
20 mM 0.1218 mL 0.6091 mL 1.2183 mL 3.0457 mL
DMSO
25 mM 0.0975 mL 0.4873 mL 0.9746 mL 2.4365 mL
30 mM 0.0812 mL 0.4061 mL 0.8122 mL 2.0304 mL
40 mM 0.0609 mL 0.3046 mL 0.6091 mL 1.5228 mL
50 mM 0.0487 mL 0.2437 mL 0.4873 mL 1.2183 mL
60 mM 0.0406 mL 0.2030 mL 0.4061 mL 1.0152 mL
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80 mM

0.0305 mL 0.1523 mL 0.3046 mL

0.7614 mL

100 mM

0.0244 mL 0.1218 mL 0.2437 mL

0.6091 mL
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