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NE 52-QQ57 ik, A RGN GPR4 #5415, 1C50 25 70 nM. NE 52-QQ57 R A&

Description
o
IC50 & Target IC50: 70 nM (GPR4)[1].
NE 52-QQ57 effectively blocks GPR4-mediated cAMP accumulation (IC50 26.8 nM in HEK293
In Vitro
cells)[2].
NE 52-QQ57 (Compound 13) shows a significant anti-inflammatory effect in the rat antigen induced
arthritis model after oral administration at 30 mg/kg bid for 20 days[1]. NE 52-QQ57 (30 mg/kg bid po for 4
days) also prevents angiogenesis in the mouse chamber model as well as pain as demonstrated in the rat
complete Freund’ s adjuvant model[1].
Animal Model: Female FVB mice (8-10 weeks)[1]
Dosage: 30 mg/kg
Administration: Oral, 4 days, bid
Result: Treatment at 30 mg/kg p.o. bid starting on day 0, the day of the chamber
In Vivo implantation, showed a statistically significant reduction (46.8+10.6%)
of tissue growth by day 4. The blood levels of 13 on day 4 at 2 and 16 h
after compound application in this model were 9.03+2.87 and 0.09+0.06
pMI,
Animal Model: Male Wistar Han rats[1]
Dosage: 3, 10, and 30 mg/kg
Administration: Oral, 20 days, bid
Result: Displayed not only higher exposures in the rat AIA but also lower
plasma protein binding in rat (95%)!!
A ST
Solvent&Solubility DMSO H I f#IE : 20 mg/mL (48.02 mM; ultrasonic and warming and adjust pH to 5 with HCI and heat

to 60° C; MRIRIY DMSO X 7= fh VAR RE A W& 520, W5 T3 1) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.4008 mL 12.0042 mL 24.0085 mL
Stock Solutions 5mM 0.4802 mL 2.4008 mL 4.8017 mL
10 mM 0.2401 mL 1.2004 mL 2.4008 mL
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RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2 mg/mL (4.80 mM); V&% ¥ il

BT RAI3RAF > 2 mg/mL CHURIERAD EHER -

U 1mL TARRCAH], B 100 pL 20.0 mg/mL FI7TE DMSO & W% 400 uL PEG300 ', R4
Bi5); B BRI AT 50 uL Tween-80, VB AA]; ARG HEAEEMA 450 uL AEBEK EFHZE 1
mL.

AEFRER KNI 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 mg/mL (4.80 mM); V&% ¥ i

BT RAI3RAF > 2 mg/mL CHURIERAD EHER -

PL I mL TAEBCAE], HC 100 uL 20.0 mg/mL [{7EH DMSO fig#&iinE] 900 uL 20% [ SBE-B-CD
AEFERAOKEIR T, IREBIN .

2 ¢ SBE-B-CD (Mt [ 5t B-MAMIKE) MAEAT 10mL FIAEEIEKY, BEBMEEEEN.

FR =

EIRF I INEER:  10%DMSO  —  90% Corn Oil

Solubility: > 2 mg/mL (4.80 mM); V&% ¥l

BEJ7 ARG > 2 mg/mL CEAMEERAD BRI, M7 SESE0 FINTE A H LR sh Y e se fo s
.

PL I mL TAEBCAE], HC 100 pL 20.0 mg/mL [{7EF DMSO fig#&iinE] 900 uL Tk, JBEH
4
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ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.4008 mL 12.0042 mL 24.0085 mL 60.0211 mL
5mM 0.4802 mL 2.4008 mL 4.8017 mL 12.0042 mL
DMSO 10 mM 0.2401 mL 1.2004 mL 2.4008 mL 6.0021 mL
15 mM 0.1601 mL 0.8003 mL 1.6006 mL 4.0014 mL
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20 mM 0.1200 mL 0.6002 mL 1.2004 mL 3.0011 mL
25 mM 0.0960 mL 0.4802 mL 0.9603 mL 2.4008 mL
30 mM 0.0800 mL 0.4001 mL 0.8003 mL 2.0007 mL
40 mM 0.0600 mL 0.3001 mL 0.6002 mL 1.5005 mL
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