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Description

Emavusertib is an orally active inhibitor for IRAK4 (IC50=57 nM) and FLT3. Emavusertib
inhibits NF-kB and MyD88 signaling pathways, reduces the generation of pro-inflammatory cytokines
like IL-6 and IL-10, thereby exhibiting anti-inflammatory and anti-proliferative activities

against cancer cells, leading to cell apoptosis. Emavusertib exhibits antitumor activity in mouse model
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In Vitro
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In Vivo

Emavusertib (CA-4948) f£Z) ¥ #5 B4 op 3R L WK HU b e o6 1k, B35 & A MyDS88 & [ J8 A% 1) i g .
Emavusertib 7£ FLT3 ¥ A4EBUF1 FLT3 RAFR SPERETE A M7 (AML) /) BUBLEL h B oR H Bt (A I s v v
[1]-
Emavusertib (25-150 mg/kg, FUR, &H—K, &L 14 R)ard-Sh B A K [3].

Animal Model: Mice bearing OCI-LY 10 tumors[3]

Dosage: 25, 50, or 150 mg/kg (once daily), 12.5, 25, or 50 mg/kg (twice daily)

Administration: Orally, once daily or twice daily, for 14 consecutive days

Result: Induced tumor growth inhibition. Emavusertib administered as a
twice-daily divided dose was equivalent to the corresponding once-daily
dose with regards to antitumor activity, i.e., 12.5 mg/kg BID versus 25

mg/kg QD.

Solvent&Solubility

41 P S
DMSO [ f#EE : 50 mg/mL (101.73 mM; 8 7 BA; WG DMSO %™ i iR VA il BE A 35 5,
1718 FRT T3 19 DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.0346 mL 10.1729 mL 20.3459 mL
Stock Solutions 5 mM 0.4069 mL 2.0346 mL 4.0692 mL
10 mM 0.2035 mL 1.0173 mL 2.0346 mL
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SRR R 7 R R
it R PR AT 77 ATIIBR : -80°C, 1 year; -20°C, 6 months. -80°C i f7If, 7L 1 ML, -20°C fif
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RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (4.23 mM); V&35 K

SRR = 2.08 mg/mL CRRIFERED MR

U 1mL TARBAH], B 100 wL20.8 mg/mL HI¥EHE DMSO & EM#E] 400 uLPEG300 1, i
G5 B ERERFIAN 50 L Tween-80, JRAIS): R/EHALSIMA 450 wL AEFHK &
A% lmL.

AT K TR B 0.9 ¢ B, AT ddH. O JEERZE 100 mL, AT LSSV % W 04 3 4,
IKIEW

L -

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

Solubility: 2.08 mg/mL (4.23 mM); &kitil; 875 Bh

SE77 A58 2.08 mg/mL ¥ AR, Sk Al T UIRAIE R A

U 1mL TARRCAH], B 100 1w L20.8 mg/mL HIEE DMSO &N 900 uL20% f# SBE-B
-CD AFEHAKEW T, BEHA.

2 g SBE-B -CD (FTHEEE B IS MAERET 10mL MAEFEHKF, TEBEMEBHESEN.
FR =

EIRF I INEER:  10% DMSO  —  90% Corn Oil

Solubility: = 2.08 mg/mL (4.23 mM); V&35 K

LT AR = 2.08 mg/mL CWRIEERAD AR, SbJ7 S50 A I7E A H UL B s 55
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DMSO

1mM 2.0346 mL 10.1729 mL 20.3459 mL 50.8647 mL
5SmM 0.4069 mL 2.0346 mL 4.0692 mL 10.1729 mL
10 mM 0.2035 mL 1.0173 mL 2.0346 mL 5.0865 mL
15 mM 0.1356 mL 0.6782 mL 1.3564 mL 3.3910 mL
20 mM 0.1017 mL 0.5086 mL 1.0173 mL 2.5432 mL
25 mM 0.0814 mL 0.4069 mL 0.8138 mL 2.0346 mL
30 mM 0.0678 mL 0.3391 mL 0.6782 mL 1.6955 mL
40 mM 0.0509 mL 0.2543 mL 0.5086 mL 1.2716 mL
50 mM 0.0407 mL 0.2035 mL 0.4069 mL 1.0173 mL
60 mM 0.0339 mL 0.1695 mL 0.3391 mL 0.8477 mL
80 mM 0.0254 mL 0.1272 mL 0.2543 mL 0.6358 mL
100 mM 0.0203 mL 0.1017 mL 0.2035 mL 0.5086 mL
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