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ML221 s&—Ff apelin (APT) #:biifl, #0l apelin-13 /-3 APT HIiE4k, 7€ cAMP iRIGA1 B

Description
-arrestin SEHH, IC50 fH4M510y 0.70 wM Al 1.75 uM, EC80 ¥4 10 nM.
IC50 & Target IC50: 1.75 1M (APJ, cell-based)[1]
Cell Line Type Value Description
Cellular Effect Antagonist activity at APJ receptor expressed in CHOK1 cells
CHO-K1 ICso 1.75 uM assessed as inhibition of apelinl3-induced beta-arrestin
recruitment after 90 mins by luminescence assay
ML221 & —FH 301 apeli/APJ ThREVESSE PR, AT40H] apelin-13 M~ APJ B#UiE, £ cAMP
WEEHT 1C50 79 0.70 uM, £ B -arrestin WEFH 175 wM, JEHMHNESE EC80 79 10
In Vitro nM. ML221 FC4Ufh 2 )M 0 I Rk R 11 &L 1 (ATL) 4k (IC50, >79 wM) HEFME 37
Bl L. ML221 X% — &% GPCR RILHA RIS X Rk, (H x -Fif Jy 25 098 — 58 5L i %2 4k
(<50/<70%I, #£ 10 uM i) BRAM1].
4H S
Solvent&Solubility DMSO MR > 31 mg/mL (80.45 mM; WRIRH) DMSO X 7= 5l VA MR AT S5 5000, 18 4 DB

FFH¥ DMSO)

* ">" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.5950 mL 12.9752 mL 25.9504 mL
Stock Solutions 5 mM 0.5190 mL 2.5950 mL 5.1901 mL
10 mM 0.2595 mL 1.2975 mL 2.5950 mL
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T, VAR 1 AENAER .
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EIRF I INEFER:  10% DMSO  —  90% Corn Oil

Solubility: > 2 mg/mL (5.19 mM); &4 0

SE7 A 3RS > 2 mg/mL CHIRIEERAD IREVA I, SbJ7 R sge A I7E /S A L LI s s mots
.

PL I mL TAEBCAE], B 100 uL 20.0 mg/mL [{7EE DMSO fig & inE] 900 uL Tk, JBEH
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ﬁ%j\cﬁ [1]. Maloney PR, et al. Discovery of 4-0x0-6-((pyrimidin-2-ylthio)methyl)-4H-pyran-3-yl 4-nitrobenzoate
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.5950 mL 12.9752 mL 25.9504 mL 64.8761 mL
5 mM 0.5190 mL 2.5950 mL 5.1901 mL 12.9752 mL
10 mM 0.2595 mL 1.2975 mL 2.5950 mL 6.4876 mL
15 mM 0.1730 mL 0.8650 mL 1.7300 mL 4.3251 mL
20 mM 0.1298 mL 0.6488 mL 1.2975 mL 3.2438 mL
DMSO 25 mM 0.1038 mL 0.5190 mL 1.0380 mL 2.5950 mL
30 mM 0.0865 mL 0.4325 mL 0.8650 mL 2.1625 mL
40 mM 0.0649 mL 0.3244 mL 0.6488 mL 1.6219 mL
50 mM 0.0519 mL 0.2595 mL 0.5190 mL 1.2975 mL
60 mM 0.0433 mL 0.2163 mL 0.4325 mL 1.0813 mL
80 mM 0.0324 mL 0.1622 mL 0.3244 mL 0.8110 mL
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