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HEYEE

Pemigatinib (INCB054828) /&l B A M ARG MERY), E45¥M: FGFR #4155, X} F FGFRI1, FGFR2,
Description FGFR3, FGFR4 ] IC50 4344 0.4nM, 0.5nM, 1.2nM, 30 nM. Pemigatinib & ] T 0/ 78
1o

FGFR1 FGFR2 FGFR3 FGFR4

IC50 & Target[2]
0.4 nM (1C50) 0.5 nM (IC50) 1.2nM (IC50) 30 nM (1C50)

Cell Line Type Value Description

Antiproliferative activity against human AN3-CA cells
AN3-CA Glso 0.132 uyM harboring FGFR2 K310R/N549K mutant assessed as cell

growth inhibition by CellTiter-Glo assay

Antiproliferative activity against mouse BaF3 cells
BaF3 Glso >5uM

assessed as cell growth inhibition by CellTiter-Glo assay

Antiproliferative activity against mouse BaF3 cells
BaF3 Glso >5uM harboring TEL-FGFR4 V550E mutant assessed as cell

growth inhibition by CellTiter-Glo assay

Antiproliferative activity against mouse BaF3 cells
BaF3 Glso 0.005 uM harboring TEL-FGFR3 assessed as cell growth inhibition

by CellTiter-Glo assay

Antiproliferative activity against mouse BaF3 cells
BaF3 Glso 2.073 uM harboring TEL-FGFR3-V555M mutant assessed as cell

growth inhibition by CellTiter-Glo assay

Antiproliferative activity against mouse BaF3 cells
Cellular Effect BaF3 Glso 4.495 uM harboring TEL-FGFR4 N535K mutant assessed as cell

growth inhibition by CellTiter-Glo assay

Antiproliferative activity against human J82 cells harboring
182 Glso 4.286 uM FGFR3 K652E mutant assessed as cell growth inhibition

by CellTiter-Glo assay

Antiproliferative activity against human KMS-11 cells
KMS-11 Glso 0.232 uM harboring FGFR3 Y373C mutant assessed as cell growth

inhibition by CellTiter-Glo assay

Inhibition of N-terminal GST tagged recombinant human

FGFR2 (400 to 821 residues) expressed in an Sf9 infected

baculovirus expression system using
S19 ICso 0.4 nM

biotin-EQEDEPEGDYFEWLE-amide as substrate

preincubated for 5 to 10 mins followed by substrate

addition and m

Inhibition of N-terminal His-Avi tagged recombinant

human FGFR3 (447 to 761 residues) expressed in an Sf9
SH ICso 1.7 nM

infected  baculovirus  expression  system  using

biotin-EQEDEPEGDYFEWLE-amide as substrate
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preincubated for 5 to 10 mins followed by substrate

addition a

Fi5 FGFR2-CLIP1 @& HI4NI% Pemigatinib & (INCB054828; IC50 {HA 10.16 nM), Ti#s

In Vitro
i NS549H RAFWYIMINS Pemigatinib HAFMZjPE (IC50 {4 1527.57 aM)[3].
1 B S
Solvent&Solubility DMSO H B MEE < 25 mg/mL (51.28 mM; A BhE (<60° C); WIZM DMSO X 7= & iR

WER, WA BT E K DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.0513 mL 10.2564 mL 20.5128 mL
Stock Solutions 5mM 0.4103 mL 2.0513 mL 4.1026 mL
10 mM 0.2051 mL 1.0256 mL 2.0513 mL

STEARAE = S LE AN TENA R o AV R BES PR A& VA T 5 90 — BLEC UL, 18 0 2 ORAE,
ST R R I P P R

AR A T RANWIBR . -80°C, 2 years; -20°C, 1 year. -80°C f&A7I, 7L 2 EERAH,  -20°C fi&
T, AR 1 ENRE .

YL

TR SRl AN 2577 20 IR PRE 1 T R T R

DUV R 7 B e I In Vitro 75 SUECHITEE R BRI I Bh 7 77«
—NPRAE SRR A R AT FETE, WIS A S T DR AR AR A 1, &R AR SRR ARV, 2
WESLHIES, 2R,

DR VAR AT R I B 29 LU R 4R VA FRFE SR ) i P IR 5 B e AR v M BT S AT
BLG, AT DA 0 R/ P R T B

E S

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

Solubility: = 2.75 mg/mL (5.64 mM); &35

L -

R FA IR AAET): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: 2.08 mg/mL (4.27 mM); &, 875 BhE

SE77 %A 348 2.08 mg/mL ¥ AR, S ki Al T UIRAIE IR A

PL ImL TAER 9B, EL 100 v L20.8 mg/mL ffJ¥#iE DMSO fis£&#ns 400 wLPEG300 #, &
G5 B ERERPIA 50 uLTween-80, JBAHILI: MRIEHERLEIA 450 wl AEHEK &
AE 1mL.

AT K TS B 0.9 ¢ B, WERT ddH. O JEERZE 100 mL, AT LSSV % W 04 ¥ 4k
TR -

HR =

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

Solubility: = 2.08 mg/mL (4.27 mM); 35 E

T RA3RAG = 2.08 mg/mL BRI AR [EHRR.

PL ImL TAEMC 6], B 100 »L20.8 mg/mL 334 DMSO fif##nEl 900 »L20% ) SBE-B
-CD AHEAKER &, REBH.

2 g SBE-B-CD (FT Mk B-FWKE) MAEAET 10mL AEMEKS, BEBMEEHTEN.
F%E N

EIRF AR 10% DMSO  —  90% Corn Oil
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Solubility: = 2.08 mg/mL (4.27 mM); ¥ &AM

LT AR = 2.08 mg/mL CWRIEERHD AL SbJ7 SR 5288 AI7E 4 H UL B s 55
FItE AL o

P ImL TAERCAHI, B 100 uL20.8 mg/mL [I7E5H DMSO fE#0ME] 900 wL Tk, 1BE

B
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(=4 N
SRR BRI R -
TEARLHE 7 i LS IRV 77 T BV R A PR A 0 R VA R TC ) . — ELFC ARV, R 20 B ORAE, 3 G S ST AR RS AR 7 i 2R
T RA7E )7 SRAARR . -80° C, 2 years; -20° C, 1 year. -80° C /2, 5 2 EAMEM, -20° CflfEnf, &4 1 4E
WAL .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.0513 mL 10.2564 mL 20.5128 mL 51.2821 mL
5mM 0.4103 mL 2.0513 mL 4.1026 mL 10.2564 mL
10 mM 0.2051 mL 1.0256 mL 2.0513 mL 5.1282 mL
15 mM 0.1368 mL 0.6838 mL 1.3675 mL 3.4188 mL
20 mM 0.1026 mL 0.5128 mL 1.0256 mL 2.5641 mL
DMSO
25 mM 0.0821 mL 0.4103 mL 0.8205 mL 2.0513 mL
30 mM 0.0684 mL 0.3419 mL 0.6838 mL 1.7094 mL
40 mM 0.0513 mL 0.2564 mL 0.5128 mL 1.2821 mL
50 mM 0.0410 mL 0.2051 mL 0.4103 mL 1.0256 mL
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