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Description

Pexidartinib hydrochloride (PLX-3397 hydrochloride) f&—Ffif5 2. FA RGN, EFME ATP-
SEPVEIAETE RN 7 1 (CSFIR 8% M-CSFR) Ml c-Kit #0il5], 1C50 fE43%1% 20 A 10 nM.
Pexidartinib hydrochloride *f c-Kit #1 CSFIR HJiEFEIER N HA AR GG 10-100 £%, 40 FLT3,
KDR (VEGFR2), LCK, FLTI (VEGFR1) il NTRK3 (TRKC), IC50 {E% %Iy 160, 350, 860, 880 Al
890 nM. Pexidartinib hydrochloride A LAi% F4HMIIE T (apoptosis) FATHUMIRIIE 1.

IC50 & Target

IC50: CSFIR (cFMS) 20 nM, c¢-Kit 10 nM, FLT3 160 nM, KDR (VEGFR2) 350 nM, LCK 860 nM,

FLT1 (VEGFR1) 880 nM, NTRK3 (TRKC) 890 nM

In Vitro

Pexidartinib hydrochloride (PLX-3397 hydrochloride) A& —Fh L. &M HLEA ATP w5
CSFIR (cFMS) Al c-Kit i3], %t c-Kit M CSFIR (Rt b HAD A8 (0 FLT3. KDR
(VEGFR2). LCK. FLT1 (VEGFRI) Hl NTRK3 (TRKC)) f& 10 £ 100 %, HtHXLeigi) 1C50 4
14 160 nM. 350 nM. 860 nM. 880 nM ! 890 nM[1].

In Vivo

Pexidartinib hydrochloride 7] F T-#E38 /] BRI /IN i o 41 A

Pexidartinib (£ AIN - 76A FRifEARIFE RN 290 ppm, 4L 21 K) hydrochloride 1 fif i 47 ff
T C57BL/6J /INER (20-25 g) K /INR Al kb 70%[5].

Pexidartinib (FEF R 588 600 ppm, £ 10 KF1 30 K) hydrochloride FIf# CS7BL/6J /MR
R /AN FEZ T B R D L 90%( 6]«

Pexidartinib (0.25. 1 mg/kg, MEMiEST, ®RBR, 8 8 K) hydrochloride KT A= /N f /1
R AR BrdU  BHAEZM A i3 B 2]

Pexidartinib (1 mg/kg, #F KPR, #4: 8 K) hydrochloride f/)N & ZH# K caspase-3 FHELNNL
T BRI [2]

Pexidartinib (50 mg/kg; il BFHR—IK, ##4: 3 Ji) hydrochloride ] BN B4 21 EE4H
MK, A S0 8 4 R4 25 [4]. Pexidartinib hydrochloride it ABCB1 H A7 I 57 fi% it 4,
A& A BR7].

Pexidartinib hydrochloride = fit i 1o /o84 &) B8 0 10 L0 A 7 o, 90 40 A il 05 100 N 56 4 1
I 5 B A (8] o

Animal Model: Neonatal mice[2]

Dosage: 0.25, 1 mg/kg

Administration: L.P. twice daily for 8 days

Result: Decreased the number of microglia and BrdU-positive

proliferative cells, but did not change the cleaved

caspase-3-positive cells.

Animal Model: 10-week old litter mate C57BL/6 mice (chow and high-fat diet
fed mice)[4]

Dosage: 50mg/kg

Administration: P.o.; every second day for 3 weeks

Result: Substantially reduced macrophage numbers in adipose tissue of

both chow and high-fat diet fed mice without affecting total

myeloid cell levels.

Solvent&Solubility
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DMSO HHJ¥AARIE : 60 mg/mL (132.08 mM; B BhIA; TIZH) DMSO X 7= S I A A R i),
114 F # T ) DMSO)
H20 H{HfRE : <0.1 mg/mL (insoluble)

1 mg 5mg 10 mg
Preparing Concentration
Stock Solutions 1 mM 2.2013 mL 11.0064 mL 22.0129 mL
5mM 0.4403 mL 2.2013 mL 4.4026 mL
10 mM 0.2201 mL 1.1006 mL 2.2013 mL

SRR = S TE AN [ A 77 o KV AR REE PR I I VA RIS B 48 — LRI, WA,
S VR R R 7 it R

A RA7 7 SRAARR : -80°C, 1 year; -20°C, 6 months (sealed storage, away from moisture). -80°C fi
FEIE, WA 1AEREAL,  -20°C fEAERT, iEE 6 AN A

YL

AR ) S0 B AN 45 24 0 2R B A B R T R

AR VAR DT S S6% B8 In Vitro 77 sURCHIVEE (065 490, FEARVCA I BIE 7

—— APRESEIO G R AT R, VI (O 6 2 T LARIB AR 40, &M IRAE s R SSIRi TAR, &
WS BIRD, 4R A

DA VAU S N 1 T 4 LR 8 A 70 7 A TC ) 28 P PO PR s B FE TR A v s BT L T
TG, W7 LOE I FAE/ s 7 i) 7 A

JE

KA INEAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (5.50 mM); ¥&i& A

B RAT3RAG > 2.5 mg/mL CEABEARED B EH AR

PL1mL TAEGCAE], B 100 pL 25.0 mg/mL 7% DMSO fifi&#in#] 400 uL PEG300 1, JBA
¥157; Fi EiRE RSN 50 uL Tween-80, JREII5T; SRIG ARSI 450 uL AFHK EEE 1

mL.

A KR K 0.9 g FAbEN, BT ddH.0 FERZE 100 mL, TSRS % B 10 A4 B 4R K
b3/

R =

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

Solubility: > 2.5 mg/mL (5.50 mM); ¥&i& A

B ARG > 2.5 mg/mL (AR AR BB IAR .

PL1mL TAEMCAE, B 100 pL 25.0 mg/mL [¥77H DMSO fi & nF] 900 uL 20% [ SBE-B-CD
A EAOKIE T, BEHA.

2 g SBE-B-CD (B T Mt B-AMIK) MREAT 10mL MAEMEKE, SEAeBMEBBEY.

HE =

KA INEAER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.50 mM); ¥&i& A

W7 R ARG > 2.5 mg/mL CHERIEERED MEREER, o7 ZsusH e LA A L L ish e m

R .
PL1mL TAEGCAE], B 100 pL 25.0 mg/mL [H77H DMSO & inE] 900 uL F oK, REH
=

%N
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WK IR IR R: 5% DMSO  —  40% PEG300 — 5% Tween-80 —  50% Saline
Solubility: > 2.5 mg/mL (5.50 mM); ¥ % &k

Yk

WK IR IR R: 5% DMSO  —  95% (20% SBE-B-CD in Saline)

Solubility: > 2.5 mg/mL (5.50 mM); & F
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SERE A & VR L ) 2R
TEAR A S AEAS [T 70 P IS MR R IR PR A G TR FIRC A R — BLCARIE T, VB 0B 0RA7, 38 G I SR RS BRI 77 it 2R 2
%45 W A7 7 SAARR . -80°C, 1 year; -20°C, 6 months (sealed storage, away from moisture). -80°C 7}, A 1 FEP M,
20°C ffERT, H1E 6 AN H .

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.2013 mL 11.0064 mL 22.0129 mL 55.0321 mL
5 mM 0.4403 mL 2.2013 mL 4.4026 mL 11.0064 mL
10 mM 0.2201 mL 1.1006 mL 2.2013 mL 5.5032 mL
15 mM 0.1468 mL 0.7338 mL 1.4675 mL 3.6688 mL
20 mM 0.1101 mL 0.5503 mL 1.1006 mL 2.7516 mL
DMSO 25 mM 0.0881 mL 0.4403 mL 0.8805 mL 2.2013 mL
30 mM 0.0734 mL 0.3669 mL 0.7338 mL 1.8344 mL
40 mM 0.0550 mL 0.2752 mL 0.5503 mL 1.3758 mL
50 mM 0.0440 mL 0.2201 mL 0.4403 mL 1.1006 mL
60 mM 0.0367 mL 0.1834 mL 0.3669 mL 0.9172 mL
80 mM 0.0275 mL 0.1376 mL 0.2752 mL 0.6879 mL
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100 mM

0.0220 mL

0.1101 mL

0.2201 mL

0.5503 mL
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