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EX /e

ERKS5-IN-1 is a potent ERKS inhibitor with an ICso of 87+7 nM. ERK5-IN-1 also inhibits LRRK2[G2019S]

Description
with an ICsgof 26 nM.
ERK5 LRRK2[G2019S
IC59 & Target : !
87 nM (ICso) 26 nM (ICsp)
In Vitro ERKS5-IN-1 (Compound 5) exhibits a cellular EC50 for inhibiting epidermal growth factor (EGF) induced

ERKS5 autophosphorylation of 0.19+0.04 pM[1].

Solvent&Solubility

In Vitro:
DMSO : =100 mg/mL (217.61 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 21761 mL 10.8804 mL 21.7609 mL
Stock Solutions 5 mM 0.4352 mL 2.1761 mL 4.3522 mL
10 mM 0.2176 mL 1.0880 mL 2.1761 mL
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fit % ARA7 7 SR BR: -80°C, 6 months; -20°C, 1 month. -80°C {7, ifE 6 ANH WA, -20°C
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In Vivo:
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VAFIRFF I INAER 7. 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: 2 2.75 mg/mL (5.98 mM); Clear solution

W7 EAI3R1S 2 2.75 mg/mL (5.98 mM, (AR D) RIETE TR

PL 1 mL LAERCNB), B 100 pl 27.5 mg/mL ({754 DMSO fi§4380n% 400 uL PEG300 1, JR#A#%)
) EIR AR A 50 L Tween-80, RG195); SRRk 450 pL AEFEKERZE 1 mL.

205 T IR INAEFNE R 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: 2 2.75 mg/mL (5.98 mM); Clear solution

W7 R34S 2 2.75 mg/mL (5.98 mM, HIRIEE RSN B TEIEWL .

PL 1 mL TAEBCABI, B 100 pl 27.5 mg/mL ()75 DMSO fif# UNE] 900 pL 20% (¥ SBE-B-CD ‘=
HERKKIE T, IR,

BAE KT IR 10% DMSO  —~90% corn oil
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Solubility: = 2.75 mg/mL (5.98 mM); Clear solution
T AR 2 2.75 mg/mL (5.98 mM, TRIEERAT) FOPETEER, L7 EANE H T S26 R AN A B
PRI SE 5 o

L1 mL TAER 6], B 100 pL 27.5 mg/mL (354 DMSO f§ &% 900 L Fokieh, RAe#4.
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KRS%:

Kinase Assay

Kinase activity is determined in an assay volume of 40 pL in kinase buffer (50 mM Tris-HCI, pH 7.5, 0.1 mM
EGTA, 1 mM 2-mercaptoethanol) containing 200 ng of pure active ERK5 and the indicated amount of
inhibitor. Reaction started by adding 10 mM magnesium acetate, and 50 uM [y-32P]-ATP (500 cpm/pmol)
and 250 pM PIMtide (ARKKRRHPSGPPTA) as substrates. Assays are carried out for 20 min at 30°C,

terminated by applying the reaction mixture onto p81 paper and the incorporated radioactivity measured!'l.
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