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Description

MLS1547 is a highly efficacious G protein-biased dopamine D2 receptor (D2R) agonist (Ki=1.2 uM).
MLS1547 stimulates D2R G protein-mediated signaling (EC50=0.37 uM in a calcium mobilization assay).
MLS1547 acts as an antagonist for dopamine (DA)-stimulated B-arrestin recruitment to the D2R (IC50=9.9

uM)[T][2].

In Vitro

MLS1547 fully antagonizes dopamine-mediated B-arrestin recruitment to the D2R in the DiscoveRx assay,
with an IC50 of 9.9 uM. Similar results were obtained when MLS1547 was examined for antagonist activity
in the D2R B-arrestin BRET assay, demonstrating an IC50 of 3.8 uM. MLS1547 is found to completely

displace [3H]methylspiperone binding to the D2R, with a calculated Ki of 1.2 pM[1].
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Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.8183 mL 14.0913 mL 28.1825 mL
Stock Solutions 5 mM 0.5637 mL 2.8183 mL 5.6365 mL
10 mM 0.2818 mL 1.4091 mL 2.8183 mL
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W IR IR R: 10% DMSO  —  90% (20% SBE- B -CD in Saline)

Solubility: = 1.25 mg/mL (3.52 mM); &35 K

SRR = 1.25 mg/mL GRAIFERED HIEH R
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-CD AFEHAKEW T, BEHA.

2 g SBE-B-CD (FT Mk B-HWKE) BMAEAET 10mL AEMEKS, SEBMEETEN.
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1 mM 2.8183 mL 14.0913 mL 28.1825 mL 70.4563 mL
5 mM 0.5637 mL 2.8183 mL 5.6365 mL 14.0913 mL
10 mM 0.2818 mL 1.4091 mL 2.8183 mL 7.0456 mL
15 mM 0.1879 mL 0.9394 mL 1.8788 mL 4.6971 mL
20 mM 0.1409 mL 0.7046 mL 1.4091 mL 3.5228 mL
DMSO 25 mM 0.1127 mL 0.5637 mL 1.1273 mL 2.8183 mL
30 mM 0.0939 mL 0.4697 mL 0.9394 mL 2.3485 mL
40 mM 0.0705 mL 0.3523 mL 0.7046 mL 1.7614 mL
50 mM 0.0564 mL 0.2818 mL 0.5637 mL 1.4091 mL
60 mM 0.0470 mL 0.2349 mL 0.4697 mL 1.1743 mL
80 mM 0.0352 mL 0.1761 mL 0.3523 mL 0.8807 mL
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