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Description

Grapiprant (CJ-023423) is a selective EP4 receptor antagonist whose physiological ligand is prostaglandin
E,(PGE,). Grapiprant displaces [*H]-PGE, (1 nM) binding to dog recombinant EP4 receptor with ICs, value
of 35 nM and K; value of 24 nM. Grapiprant can be used to treat osteoarthritic pain and inflammation in

healthy dogs 1][2][3] .

IC50 & Target

EP4

35 nM (ICso)

Grapiprant (0-50 mg/kg; oral administration; every 24 hours; for 9 months; beagles) is safe for dogs by

long-term oral administration. Efficacy of Grapiprant in the treatment of dogs with osteoarthritis needs to

In Vivo be evaluated in other studies[3] .
Animal Model: 36 beagles of both sexes (9-month-old)[3]
Dosage: 0mg/kg, Tmg/kg, 6mg/kg, or 50mg/kg
Administration: Oral administration; every 24 hours; for 9 months
Result: Long-term oral administration was safe for dogs.
In Vitro:
DMSO : 2 50 mg/mL (101.71 mM)
* "2>" means soluble, but saturation unknown.
1 mg 5mg 10 mg
Concentration

Preparing 1mM 2.0341 mL 10.1707 mL 20.3413 mL

Stock Solutions 5mM 0.4068 mL 2.0341 mL 4.0683 mL
10 mM 0.2034 mL 1.0171 mL 2.0341 mL
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In Vivo:
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Solvent&Solubility
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Solubility: = 3 mg/mL (6.10 mM); Clear solution

10% DMSO—40% PEG300 —>5% Tween-80 — 45% saline

W RA3RAE = 3 mg/mL (6.10 mM, WIRIEARK) [HFEE R
PLA mL TAERCNHT, HC 100 pL 30.0 mg/mL (774 DMSO fifi &3] 400 uL PEG300 ', R&IZE
) B R RN 50 L Tween-80, V&) SRFE4RERIIAN 450 L A /K EA S 1 mL.

20 KT IS AR 7). 10% DMSO— 90% (20% SBE-B-CD in saline)
Solubility: =3 mg/mL (6.10 mM); Clear solution

BET RIS 2 3 mg/mL (6.10 mM, YRR A HIEIHIRR .




PL 1 mbL AR, HX 100 pL 30.0 mg/mL fJ#7E DMSO fif & #{in%) 900 uL 20% K SBE-B-CD ‘L

KA, IREI.

3AFKITFEI IR F: 10% DMSO  —~90% corn oil
Solubility: =3 mg/mL (6.10 mM); Clear solution

P75 ARG 2 3 mg/mL (6.10 mM, MIFRIEEARKN) BOVEIETA, BED7 AN AT S0 A e A A BB R s
DL mL TAERCAH], B 100 pL 30.0 mg/mL [¥)#{ DMSO fi##UnE] 900 pL TR+, REEIS .
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