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

FEih4#R: Ralinepag
CAS 5: 1187856-49-0

il YR

S88286

HEYEE

Description

Ralinepag #&—F %A, wl AR, FERTSIIE RS prostacyclin (IP) receptor FzN7, X AFIK
RIG P AR ECS0 fE4051% 8.5nM Fl 530 nM, *F A DP1 22" EC50 {f~ 850 nM.

IC50 & Target[1]

hIP rIP hDP1

8.5 nM (ECso) 530 nM (ECso) 850 nM (ECso)

In Vitro

Ralinepag is a potent non-prostanoid prostacyclin receptor agonist, with EC50s of 8.5 nM, 530 nM and
850 nM for human and rat IP receptor and human DP1 receptor, respectively. Ralinepag (5c) has potent
receptor binding affinity at prostaglandin receptor, with Kis of 1.2 nM, 3 nM, 76 nM, and 256 nM for
monkey, human, rat, and dog IP receptor (ligand, [3H]-iloprost), and 2.6 v M, 9.6 1M, 610 nM, 143 nM,
and 678 nM for human DP1, EP1, EP2, EP3v6 and EP4 receptors (ligand, [3H]-PGE2), respectively.
Moreover, Ralinepag shows no effect on cytochrome P450 enzymes (IC50 > 50 u M for CYPs 1A2, 2D6,
3A4 2C8, 2C9, and 2C19) or hERG channel functional activity in a patch clamp assay (IC50 > 30 1 M).

Ralinepag also inhibits the ADP-induced human platelet aggregation, with an IC50 of 38 nM[1].

In Vivo

Ralinepag (30 mg/kg, p.o.) markedly reduces the monocrotaline (MCT)-induced increase in pulmonary

arterial pressure and pulmonary vessel wall thickness in rats[1].

Solvent&Solubility

i ks
DMSO ¥R > 100 mg/mL (231.53 mM; WRIEH DMSO X7/ fh I AR A B & e, 1516 A
FITEY) DMSO)

* ">" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.3153 mL 11.5765 mL 23.1530 mL
Stock Solutions 5mM 0.4631 mL 2.3153 mL 4.6306 mL
10 mM 0.2315 mL 1.1576 mL 2.3153 mL
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Solubility: > 2.5 mg/mL (5.79 mM); ¥ & &k

SR RAHRAS > 2.5 mg/mL GERIERFD HEHER.

U 1mL TARRCAH], B 100 pL 25.0 mg/mL FI7ETE DMSO & W% 400 uL PEG300 ', iR&

-20°C fi%

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline
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Y1515 Hi B A RF I 50 uL Tween-80, JRE YA RIGHAEEEIIAN 450 uL AFHK EHE 1
mL.

AEFRER KO 4 0.9 g FALEN, M T ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR ER K
a3

L -

IR IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2.5 mg/mL (5.79 mM); ¥ & &k

SR BRI > 2.5 mg/mL GERIERFD HIEHER.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7EH DMSO fig#&iInE] 900 uL 20% [ SBE-B-CD
AEFERAOKEIR T, IREBIN .

2 g SBE-B-CD (BT 5k B-PRMIAs) MiRwEA T 10 mL WA KAF, TRBEMEBEEN.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.79 mM); ¥ & &k

SE7 AR > 2.5 mg/mL CHLRIERSED BRI IbJ7 R 9 e A UL s Y se 3w
TR

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL {7 DMSO fig & inE] 900 uL Tk, JBEH
5.

EZ 3N [1]. Tran TA, et al. Discovery of 2-(((1r,4r)-4-(((4-Chlorophenyl)(phenyl)carbamoyl)oxy)methyl)cyclohexyl)
methoxy)acetate (Ralinepag): An Orally Active Prostacyclin Receptor Agonist for the Treatment of
Pulmonary Arterial Hypertension. J Med Chem. 2017 Feb 9;60(3):913-927.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.3153 mL 11.5765 mL 23.1530 mL 57.8824 mL
5mM 0.4631 mL 2.3153 mL 4.6306 mL 11.5765 mL
10 mM 0.2315 mL 1.1576 mL 2.3153 mL 5.7882 mL
15 mM 0.1544 mL 0.7718 mL 1.5435 mL 3.8588 mL
DMSO
20 mM 0.1158 mL 0.5788 mL 1.1576 mL 2.8941 mL
25 mM 0.0926 mL 0.4631 mL 0.9261 mL 2.3153 mL
30 mM 0.0772 mL 0.3859 mL 0.7718 mL 1.9294 mL
40 mM 0.0579 mL 0.2894 mL 0.5788 mL 1.4471 mL
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50 mM 0.0463 mL 0.2315 mL 0.4631 mL 1.1576 mL
60 mM 0.0386 mL 0.1929 mL 0.3859 mL 0.9647 mL
80 mM 0.0289 mL 0.1447 mL 0.2894 mL 0.7235 mL
100 mM 0.0232 mL 0.1158 mL 0.2315 mL 0.5788 mL
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