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GLPG1837 #—FH M, Al¥f CFTR M35, %f CFTR #1 RAAK F508del M GS51D K
Description
EC50 fH4351% 3nM #l 339 nM.
IC50 & Target EC50: 3 nM (F508del CFTR), 339 nM (G551D CFTR)[1]
GLPG1837 is a potent CFTR potentiator, with EC50s of 3 nM and 339 nM for F508del and G551D
. CFTR, respectively. GLPG1837 increases the conductivity of the G551D CFTR channel with obtained
n Vitro potency of 181 nM[1]. GLPG1837 is reversible CFTR potentiator, with a the apparent affinity within a range
of 0.2~ 2 uM[2].
4Hp ST
Solvent&Solubility DMSO I ARE > 250 mg/mL (717.52 mM; WRIRHT DMSO 7= 5 MV RIS A RE 0, S H
FITEY) DMSO)
* ">"means soluble, but saturation unknown
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.8701 mL 14.3505 mL 28.7010 mL
Stock Solutions 5mM 0.5740 mL 2.8701 mL 5.7402 mL
10 mM 0.2870 mL 1.4350 mL 2.8701 mL
TR 7 i R RV AR o ARV A A B S VA R RO 00 — BRI, 1 4 28R AT,
ST R R I P P R
i WA DR A7 J7 SUAYIER : -80°C, 2 years; -20°C, 1 year. -80°C f#ifF, ffE 2 EMMEM, -20°C fif
T, AELE 1R
EZ 3N [1]. Van der Plas SE, et al. Discovery of N-(3-Carbamoyl-5,5,7,7-tetramethyl-5,7-dihydro-4H-thieno
[2,3-c]pyran-2-yl)-IH-pyrazole-5-carboxamide (GLPG1837), a Novel Potentiator Which Can Open Class III
Mutant Cystic Fibrosis Transmembrane Conductance Regulator
[2]. Yeh HI, et al. A common mechanism for CFTR potentiators. J Gen Physiol. 2017 Dec
4;149(12):1105-1118.
SRR R YRBCHI R :
TFARLE 7= S FE AN TRA 77 o VA R BE A PR A& IR VA I TC I A 25 — ELTC UL, 5 20 B ORAE 3 G0 S 53 VR R S P 7 B
e
i F R GR A7 T SCAIIR . -80° C, 2 years; -20° C, 1 year. -80° C fiffFlf, 7L 2 SFWAEM, 200 CHEAFRT, TH7E 1 4
WA
GIpineS il JRE 1 mg 5 mg 10 mg 25 mg
BHHER
W
1 mM 2.8701 mL 14.3505 mL 28.7010 mL 71.7525 mL
DMSO 5 mM 0.5740 mL 2.8701 mL 5.7402 mL 14.3505 mL
10 mM 0.2870 mL 1.4350 mL 2.8701 mL 7.1752 mL
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15 mM 0.1913 mL 0.9567 mL 1.9134 mL 4.7835 mL
20 mM 0.1435 mL 0.7175 mL 1.4350 mL 3.5876 mL
25 mM 0.1148 mL 0.5740 mL 1.1480 mL 2.8701 mL
30 mM 0.0957 mL 0.4783 mL 0.9567 mL 2.3917 mL
40 mM 0.0718 mL 0.3588 mL 0.7175 mL 1.7938 mL
50 mM 0.0574 mL 0.2870 mL 0.5740 mL 1.4350 mL
60 mM 0.0478 mL 0.2392 mL 0.4783 mL 1.1959 mL
80 mM 0.0359 mL 0.1794 mL 0.3588 mL 0.8969 mL
100 mM 0.0287 mL 0.1435 mL 0.2870 mL 0.7175 mL
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