R R A IR AT
Shanghai yuanye Bio-Technology Co., Ltd

=1 I HLTE: 021-61312973  f%H: 021-55068248
ll? I] P4ik:  www.shyuanye.com
(A1} HR#: shyysw@sina.com
FEEh&#R: JNJ 63533054

CAS £: 1802326-66-4
RS S$88501

HEYEE

Description

INJ-63533054 s&—Fif sk, e, BB ORGSR GPRI39 #ahi, XA GPR139
EC50 N 16 nM. JNJ-63533054 %f GPRI139 [JiE# M m T4 GPCR, B FHiEMEIZEA.
INJ-63533054 A LL#F L I 5EFE (BBB)o

IC50 & Target

EC50: 16 nM (Human GPR139), 63 nM (Rat GPR139) and 28 nM (Mouse GPR139)[1]

Cellular Effect

Cell Line Type Value Description

Agonist activity at human GPR139 receptor expressed in
HEK293 EC50 16 nM HEK?293 cells assessed as calcium mobilization by FLIPR

assay

In Vitro

INJ-63533054 7E452h 5% (EC50 4 16 nM) Fl GTPy S Z54 (EC50 4 17 nM) il 5 A S 1k
WiE N GPR139. INJ-63533054 i LIARALRI R 7730 R EURIZNEL GPR139 24k (KB EC50 N 63
nM, /M EC50 A 28 nM)[1].

7EANZE GPRI39 (AR T, MEEHI[3H] INJ-63533054 (VLA SEM S5 & 058 (Kd N
10 nM). Bmax {4 26 pmol/mg . K GPRI139 FI/NE GPR139 FIHLAI G786 T HI 1A
JEFE AR Kd 5 (4518 320M Al 23 nM; Bmax=8.5 pmol/mg &[4/ A1 6.2 pmol/mg & (4 /#)[1].

In Vivo

INJ-63533054 (3-30 mg/kg: IR%Z5: —K: SD KR) ALFRALL —AN/IN i3 7l ik s
EBIRD (1]

ZIRBNIIHAE R R PRI T INJ-63533054 ((LEH Te: 1 mg/kg FilkiAd: 5 mg/kg po). IV IERRE
N 53 mL/minkg, Cmax A4 317 ng/mL (~1 nM), t1/2 A 2.5 /N, INJ-63533054 %5k I o 57 [
(BBB) fisi i 2%tk (b/p) A 1.2 [2]-

Animal Model: Male Sprague-Dawley rats (350-450 g)[1]

Dosage: 3 mg/kg, 10 mg/kg, and 30 mg/kg

Administration: Oral administration; once

Result: Induced a dose-dependent reduction in locomotor activity in the first

hour.

Solvent&Solubility

20 S5
DMSO HHJVARIE > 50 mg/mL (157.84 mM; MRIBM DMSO X 7= fh HOVA R A 825 5, 1516 %0
FEH ) DMSO)

* ">"means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.1568 mL 15.7838 mL 31.5676 mL
Stock Solutions 5 mM 0.6314 mL 3.1568 mL 6.3135 mL
10 mM 0.3157 mL 1.5784 mL 3.1568 mL

SRR = S TE AN [ A 77 R KV AR REE PR I I VA IS G 480 — ELRCHUOBTI,  WRAE,
S VR R R 7 it 2R

il S BRAT )7 ATHABR . -80°C, 2 years; -20°C, 1 year. -80°C 17N, H7E 2 4EMEH, -20°C ik
TP, THLE 1 AER A

YL

ARG SR AN 2 2 SR PE  TE RT R
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VU7 SR Se % R In Vitro 75 SUBLHITEE R0 BRI I Bh 7 77«
DIPRAE SR 28 R AT SE T, VBT R S T R AR A7 2 1, & PRA7 s IR SRR ARV, 2
BSR4 RAE A

[ S R T AN (N S = RE A i ¥ N T 2 73T G R N AN A O P C G DU s el B/ TR/ i
LR, o] LUE 0 /s e 7 s %

VI S

R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: > 2.5 mg/mL (7.89 mM); ¥ & &k

W RAHAG > 2.5 mg/mL (R ARKD HIETHIRT.

VL 1mL TAEWCHE], B 100 pL 25.0 mg/mL B DMSO f## N 400 uL PEG300 1, VR4
151, Hi B ARSI 50 uL Tween-80, JRE YA RIGHAEEEIIN 450 uL AFHAK EHE 1

mL,

AEFRER KT 4 0.9 g FALEN, BT ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR ER K
L

e

WK IR N FMYAR:  10% DMSO  —  90% Corn Oil
Solubility: > 2.5 mg/mL (7.89 mM); ¥ i &k
BT RAT3RA > 2.5 mg/mL (HRISERED (IEHIRI, hJ7 9058 R A A UL s s s m

TR
P ImL TAEM 9B, EX 100 pL 25.0 mg/mL fJ¥%7E DMSO fig & 900 uL FoKMH, RAY
2.
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TEEAE BRI R -
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 3.1568 mL 15.7838 mL 31.5676 mL 78.9191 mL
5 mM 0.6314 mL 3.1568 mL 6.3135 mL 15.7838 mL
10 mM 0.3157 mL 1.5784 mL 3.1568 mL 7.8919 mL
DMSO
15 mM 0.2105 mL 1.0523 mL 2.1045 mL 5.2613 mL
20 mM 0.1578 mL 0.7892 mL 1.5784 mL 3.9460 mL
25 mM 0.1263 mL 0.6314 mL 1.2627 mL 3.1568 mL
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30 mM 0.1052 mL 0.5261 mL 1.0523 mL 2.6306 mL
40 mM 0.0789 mL 0.3946 mL 0.7892 mL 1.9730 mL
50 mM 0.0631 mL 0.3157 mL 0.6314 mL 1.5784 mL
60 mM 0.0526 mL 0.2631 mL 0.5261 mL 1.3153 mL
80 mM 0.0395 mL 0.1973 mL 0.3946 mL 0.9865 mL
100 mM 0.0316 mL 0.1578 mL 0.3157 mL 0.7892 mL
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