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Description

(1E)-CFI-400437 dihydrochloride f&—Ff %) PLK4 (IC50=0.6 nM), FXF PLK %) H At ik

A ®FEME (>10 uM). (1E)-CFI-400437 dihydrochloride #i# Aurora A. Aurora B. KDR Al

FLT-3, IC50 23514 0.37. 0.21. 0.48 1 0.18 uM. EAHIEHIENE.

IC50 & Target[1]

PLK4

0.6 nM (1C50)

In Vivo

(1E)-CFI1-400437 (25 mg/kg; intraperitoneal injection; daily for 21 days) dihydrochloride shows
effective in a mouse xenograft model of tumor growth[1].

The plasma levels of (1E)-CFI-400437 (50 mg/kg; IP; mice) dihydrochloride shows a Cmax of 92
ng/mL and AUC of 190 ng h/mL, respectively. The mouse plasma protein binding measurement for
(1E)-CFI-400437 is 99%, i.e., unbound compound in plasma is 1%[1].

Animal Model: 6-8 week old female CB-17 SCID mice (MDA-MB-468 mouse
xenograft model)[1]
Dosage: 25 mg/kg
Administration: Intraperitoneal injection; daily for 21 days
Result: Effective in a mouse xenograft model of tumor growth. In this study,
(1E)-CFI-400437 is weighed and suspended in PEG400:water (30:70)
and sonicated at rt for 30 min. The compound is dispensed in aliquots

and stored at —20 C° for the duration of the study, and each aliquot was

thawed at room temperature before each dose.

Solvent&Solubility

S S

DMSO H ¥R @ 12.5 mg/mL (22.10 mM; A8 BIA; TR DMSO X 77 & 1 il A B35 5
R, S BT ) DMSO)

H20 FHBME 1 mg/mL (1.77 mM; HH B (<60°C))

Solvent Mass
1mg 5mg
Concentration

10 mg

Preparing 1 mM 1.7684 mL 8.8419 mL 17.6838 mL

Stock Solutions 5 mM 0.3537 mL 1.7684 mL 3.5368 mL

10 mM 0.1768 mL 0.8842 mL 1.7684 mL
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i # R A7 T AR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture and
light). -80°C 7, iH7E 6 AN AMEH, -20°C féAFIT, B4 1 MA WM.
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TBIE 6 MH AR, -20° CEFR, W 1A H .

AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
H20 /DMSO 1 mM 1.7684 mL 8.8419 mL 17.6838 mL 44.2094 mL
5mM 0.3537 mL 1.7684 mL 3.5368 mL 8.8419 mL
10 mM 0.1768 mL 0.8842 mL 1.7684 mL 4.4209 mL

DMSO

15 mM 0.1179 mL 0.5895 mL 1.1789 mL 2.9473 mL
20 mM 0.0884 mL 0.4421 mL 0.8842 mL 2.2105 mL
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