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Ziritaxestat (GLPG1690) +& 6l #7f] autotaxin (ATX) #0171, 1C50 F1 Ki {EH4 %A 131 nM 1 15

Description
nM.,
Autotaxin Autotaxin
IC50 & Target[1]
131 nM (ICs0) 15 nM (Ki)
Cell Line Type Value Description
Antiproliferative activity against human A549 cells
A549 1Cso >15uM
measured after 72 hrs by MTT assay
Cytotoxicity against human A549 cells assessed as
A549 ICso >20 uM inhibition of cell growth incubated for 72 hrs by MTT
assay
Cytotoxicity against human Hep3B cells assessed as
Hep 3B2 1Cso >20 uM inhibition of cell growth incubated for 72 hrs by MTT
assay
Antiproliferative activity against human MCF7 cells
MCF7 ICso 8.32 uM
measured after 72 hrs by MTT assay
Cytotoxicity against human MCF-7 cells assessed as
MCF7 1Cso >20 uM inhibition of cell growth incubated for 72 hrs by MTT
assay
Antiproliferative activity against human MDA-MB-231
Cellular Effect MDA-MB-231 1Cso 6.27 uM
cells measured after 72 hrs by MTT assay
Cytotoxicity against human MDA-MB-231 cells assessed
MDA-MB-231 ICso >20 uM as inhibition of cell growth incubated for 72 hrs by MTT
assay
Cytotoxicity against human NCI-H1581 cells assessed as
NCI-H1581 ICso >20 uM inhibition of cell growth incubated for 72 hrs by MTT
assay
Antiproliferative activity against human NCI-H2228 cells
NCI-H2228 ICso >15uM
measured after 72 hrs by MTT assay
Cytotoxicity against human H2228 cells assessed as
NCI-H2228 1Cso >20 uM inhibition of cell growth incubated for 72 hrs by MTT
assay
Cytotoxicity against mouse RAW264.7 cells assessed as
RAW264.7 1Cso >20 uM inhibition of cell growth incubated for 72 hrs by MTT
assay
Ziritaxestat (GLPG1690) £ Fzh [ 41k 536 7 78 J& CYP3A4 TDI F[%Mik hERG 1%,
In Vitro
IC50 A 15 uMJ1].
Ziritaxestat (GLPG1690) PAMFE Mgt 7 20l /N R K RAME R A M ATX %51 LPA
In Vivo 18:2 7L, IC50 {43519 418 nM. 542nM Fll 242 nM.
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VIR ATE . Ziritaxestat (GLPG1690) B ALIMKIEFR2E (0.12 Lihkg) e EWRIHE (63%), #—
SGAESE T H RAFR 254880 71 45 ME 1]

Solvent& Solubility

20 S5
DMSO H¥EMEIE : 41.67 mg/mL (70.78 mM; M BhYE; IR DMSO X /= M A iR IS A % 5%
R, S AT DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.6987 mL 8.4933 mL 16.9866 mL
Stock Solutions 5 mM 0.3397 mL 1.6987 mL 3.3973 mL
10 mM 0.1699 mL 0.8493 mL 1.6987 mL
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FE

ERF IR 5% DMSO  —  40%PEG300 — 5% Tween-80 —  50% Saline
Solubility: = 2.5 mg/mL (4.25 mM); ¥ IHTER

HHE —

R F IR IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (3.53 mM); ¥ & &

77 AR = 2.08 mg/mL GRAIEERED M8 HER-

L 1mL TAEWCAS], B 100 1L 20.8 mg/mL KIEE DMSO f##WME] 400 uLPEG300 1, &
H¥5: T ER RPN 50 »LTween-80, JBEINA: ARG HALIMAN 450 wL 4K &
A% ImL.

AT ERKIECH]: B 0.9 g SALEN, WMAT ddHz O FFEAZE 100 mL, AT ARG 5 B 4 B 4L
KB

TR =

KA I AER:  10% DMSO  —  90% Corn Oil

Solubility: = 2.08 mg/mL (3.53 mM); i A

W HFT 358 = 2.08 mg/mL CHURIEERKD MBI, W7 R 9508 e LA A UL LR34 se5
Bt .

L 1mL TAEWCAH], B 100 1L 20.8 mg/mL ¥ DMSO fi##&BiinEl 900 nL FKild, ®E
5.
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Solubility: 20 mg/mL (33.97 mM); i, 5B,

15% Cremophor EL  —  85% Saline
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Idiopathic Pulmonary Fibrosis. J Med Chem. 2017 May 11;60(9):3580-3590.

[1]. Desroy N, et al. Discovery of 2-[[2-Ethyl-6-[4-[2-(3-hydroxyazetidin-1-yl)-2-oxoethyl]piperazin
-1-yl]-8-methylimidazo[1,2-a]pyridin-3-yl]Jmethylamino]-4-(4-fluorophenyl)thiazole-5-carbonitrile

(GLPG1690), a First-in-Class Autotaxin Inhibitor Undergoing Clinical Evaluation for the Treatment of
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.6987 mL 8.4933 mL 16.9866 mL 42.4665 mL
5 mM 0.3397 mL 1.6987 mL 3.3973 mL 8.4933 mL
10 mM 0.1699 mL 0.8493 mL 1.6987 mL 4.2466 mL
15 mM 0.1132 mL 0.5662 mL 1.1324 mL 2.8311 mL
20 mM 0.0849 mL 0.4247 mL 0.8493 mL 2.1233 mL
DMSO
25 mM 0.0679 mL 0.3397 mL 0.6795 mL 1.6987 mL
30 mM 0.0566 mL 0.2831 mL 0.5662 mL 1.4155 mL
40 mM 0.0425 mL 0.2123 mL 0.4247 mL 1.0617 mL
50 mM 0.0340 mL 0.1699 mL 0.3397 mL 0.8493 mL
60 mM 0.0283 mL 0.1416 mL 0.2831 mL 0.7078 mL



http://www.shyuanye.com

	产品名称：GLPG11690
	CAS号：1628260-79-6
	产品货号：S88449

