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Description ML335 j& TREK-1 Al TREK-2 [i%$6MEGE 7.

IC50 & Target TREK-1, TREK-2

Xenopus oocyte two-electrode voltage-clamp measurements show that ML335 and ML402 activate
K2P2.1 and K2P10.1 but not K2P4.1 (14.3£2.7 u M, K2P2.1-ML335; 13.74+7.0 1 M, K2P2.1-ML402;
. 52+0.5 M, K2P10.1-ML335; and 5.9+ 1.6 u M, K2P10.1-ML402). Swapping the Lys271 equivalent
n Vitro between K2P2.1 and K2P4.1 results in a clear phenotype reversal for ML335 and M402 activation. ML335
and ML402 activate K2P2.1 in HEK293 cells similar to their effects in Xenopus oocytes (5.240.8 1M and

5941.6 1M for ML335 and ML402, respectively (n=3))[1]-
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Solvent&Solubility DMSO AR : 155 mg/mL (415.27 mM; AN, IR DMSO X7 S IVE ff A 3%
S, VTS DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6792 mL 13.3958 mL 26.7917 mL
Stock Solutions 5 mM 0.5358 mL 2.6792 mL 5.3583 mL
10 mM 0.2679 mL 1.3396 mL 2.6792 mL
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ﬁ%}tﬁ [1]. Lolicato M, et al. K2P2.1 (TREK-1)-activator complexes reveal a cryptic selectivity filter binding site.

Nature. 2017 Jul 20;547(7663):364-368.
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 2.6792 mL 13.3958 mL 26.7917 mL 66.9792 mL
5mM 0.5358 mL 2.6792 mL 5.3583 mL 13.3958 mL
10 mM 0.2679 mL 1.3396 mL 2.6792 mL 6.6979 mL
15 mM 0.1786 mL 0.8931 mL 1.7861 mL 4.4653 mL
20 mM 0.1340 mL 0.6698 mL 1.3396 mL 3.3490 mL
25 mM 0.1072 mL 0.5358 mL 1.0717 mL 2.6792 mL

DMSO

30 mM 0.0893 mL 0.4465 mL 0.8931 mL 2.2326 mL
40 mM 0.0670 mL 0.3349 mL 0.6698 mL 1.6745 mL
50 mM 0.0536 mL 0.2679 mL 0.5358 mL 1.3396 mL
60 mM 0.0447 mL 0.2233 mL 0.4465 mL 1.1163 mL
80 mM 0.0335 mL 0.1674 mL 0.3349 mL 0.8372 mL
100 mM 0.0268 mL 0.1340 mL 0.2679 mL 0.6698 mL
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