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HEYEE

ERKS-IN-2 52 —FP BA FRIE M, WHERET, WPtk ERKS 4015, % ERKS 1 ERKS
Description MEF2D ] IC50s 4}%lj& 0.82 uM,3 uM,ERK5-IN-2 AR5 BRD4 45K AH H 1] - ERK5-IN-2
OV Ji R S P RS AE AR KR B AT AN B A A R (DFGF) 923 I 5 s 2 0L 57 1T A o
1CS0 & Target{1] ERKS5 ERKS5 MEF2D
0.82 uM (ICs0) 3 uM (ICso)
Cell Line Type Value Description
Inhibition of HA-tagged ERKS (unknown origin) coexpressed
with mutationally activated EGFP-MEKSD and Gal4-MEF2D
HEK293 ICso 3uM in HEK293 cells assessed as reduction in MEF2 transcription
by measuring luciferase signal after 20 hrs by luciferase
Cellular Effect reporter gene assay
Inhibition of recombinant N-terminal His-tagged human ERKS
(2 to 409 residues) co-expressed with GST-tagged human
SO ICso 0.82 uM truncated MEK5DD lacking N-terminal 11 residues (13 to 448
residues) in Sf9 insect cells assessed as substrate peptide
phosphorylation using
ERK5-IN-2 (compound 46) (I1fl#: 100 mg/kg; CD1 /N 7 KA CD1 # (nu/mu) /MR 10 K) B
A HUMAE A2 B P AR B (R I 20 R I 1]
ERKS-IN-2 (ki S sk TR 10 mg/kg, FF4E 0.083-24 /) EANBRVNRI caco-2 4lfii5iE
PN 52 v FR I L AIG A FE 37 S R el AR AR EE (BR)[1].
Animal Model: Female CD1 mice (8-10 weeks old) with Matrigel inoculation and female
CD1 nude (nu/nu) mice (8-10 weeks old) bearing A2780 human ovarian
carcinoma xenografts[1]
Dosage: 100 mg/kg
In Vivo Administration: P.o.; twice-daily; CD1 mice for 7 days and CD1 nude (nu/nu) mice for
10 days
Result: Tumor volumes were significantly reduced.
Animal Model: Female CD1 mice at 8-10 weeks of age[1]
Dosage: 10 mg/kg
Administration: Lv. or p.o.; 0.083-24 hours
Result: The terminal plasma half-life was 38 min, with a plasma clearance of
27 mL/min/kg, and oral bioavailability of 68%.
o e S
Solvent&Solubility DMSO H AR : 250 mg/mL (644.01 mM; 8 7 BhA; IR DMSO X 7= 5 iVE iR A B &5
R, S AT ) DMSO)
1mg 5mg 10 mg
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Preparing 1 mM 2.5761 mL 12.8803 mL 25.7606 mL
Stock Solutions 5mM 0.5152 mL 2.5761 mL 5.1521 mL
10 mM 0.2576 mL 1.2880 mL 2.5761 mL

SRR = S TE AN [ A 77 o KV AR REE PR I I VRIS G 480 — BGRB8
S VR R R 7 ot R

i A7 7 AR . -80°C, 6 months; -20°C, 1 month (protect from light). -80°C i {5, 57E 6
ANHPEA, -20°C ETERE, 5EE 1 ASH A

YL

ARG SR AN 27 2 SR PE 2 TR AT R

AR VAR TT SR SG% B8 In Vitro 77 sURCHIVEE (065 490, FEARVCH I BYIE 7

—— APRESEIO G R AT R, VI (O 68 2 T LARIB AR 460, &M IRAE s RS AR, &
WS BIRD, 2R A

DA VAU SR 1 4 LU 8 A 7R 7 A TC ) 28 TP PR A s B PE TR A v e BT L T
TG, W7 LOE I FAE /s 7 i) 7

iz

KA INEAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.08 mg/mL (5.36 mM); EiETER

W7 RS >2.08 mg/mL (HRIFERKD MR HEET.

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥151; Fi Bk RSN 50 uL Tween-80, JREII5]; SRIG ARSI 450 L AFHK EEZE 1

mL.

A EKIIEH: ¥ 0.9 g FAEN, BT ddH.0 FERZE 100 mL, A LAFS RIS % B 10 A4 B 4R K
b3/

YIE

BT IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2.08 mg/mL (5.36 mM); ¥EIETER

TR HRAT > 2.08 mg/mL (HERIEARAD IR EER

PL1mL TAEBCAE], HC 100 pL 20.8 mg/mL 77 DMSO fifi & NE] 900 uL 20% [ SBE-B-CD
A ERAKIEW , IREA.

2 ¢ SBE-B-CD (A T E:ft B-MMIkS) MAREAT 10 mL HAEEKY, EEBMRBIEEY.

TR =

R F AR I AER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (5.36 mM); EiETER

W7 R ARG > 2.08 mg/mL CHIRIERAD MEEER, M7 55250 FITE A A UL I3 sesbm
A .

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL [¥77H DMSO & nE] 900 uL F oK, REH
5.

[1]. Myers SM, et al. Identification of a novel orally bioavailable ERKS inhibitor with selectivity over p38 a

BEER and BRD4. Eur J Med Chem. 2019 May 25;178:530-543.
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A R A7 7 AR : -80° C, 6 months; -20° C, 1 month (protect from light). -80° C f#fE, W§4E 6 > H A, -20°
C A, 57E 1 AN A PIAE
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 2.5761 mL 12.8803 mL 25.7606 mL 64.4015 mL
5mM 0.5152 mL 2.5761 mL 5.1521 mL 12.8803 mL
10 mM 0.2576 mL 1.2880 mL 2.5761 mL 6.4401 mL
15 mM 0.1717 mL 0.8587 mL 1.7174 mL 4.2934 mL
20 mM 0.1288 mL 0.6440 mL 1.2880 mL 3.2201 mL
25 mM 0.1030 mL 0.5152 mL 1.0304 mL 2.5761 mL

DMSO

30 mM 0.0859 mL 0.4293 mL 0.8587 mL 2.1467 mL
40 mM 0.0644 mL 0.3220 mL 0.6440 mL 1.6100 mL
50 mM 0.0515 mL 0.2576 mL 0.5152 mL 1.2880 mL
60 mM 0.0429 mL 0.2147 mL 0.4293 mL 1.0734 mL
80 mM 0.0322 mL 0.1610 mL 0.3220 mL 0.8050 mL
100 mM 0.0258 mL 0.1288 mL 0.2576 mL 0.6440 mL
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