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FoREREIRET (CoA)

R A KeyTec® FGFR2[R612T], N-GST
5 = PT1HI00525/P1HI0052L ; %: 10 pg/100 pg
#it 5 G130530012 7 i F & -80 °C

* B 8 MR: BEWRZAE, 1 FRARIEFREE (EFEHEFETRE, BRREKR)

—. Fomifid
KeyTec® FGFR2[R612T], N-GST EAHZEHM N iHEE T GST iS5 Kk TEV BT =, £
GST EMEM4, 2313 TR-FRET J53AMIHE, Z#X FGFR2[R612T|EHEBRSHNESEM.,

=. YERSH

S 2 & F5): Uniprot: P21802, R399-T821, R612T

¥R = N-terminal GST tag
7 F B 74.6 kDa
o =5 Human
X & @ K Sf9
EQRE 0.65 mg/mL by 0D280
“ E: > 90% by SDS-PAGE
i & Liquid
M R 50 mM Tris, 150 mM NacCl, 1 mM DTT, 10% glycerol, 0.05% Brij35, pH 7.5
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M, RELSR

A: SDS-PAGE
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B: FGFR2[R612T] E§/EIRAE
FGFR2[R612T])&3d TR-FRET FiAWIE B RESERS. 4§ FGFR2[R612TIEH. ATP. JE¥ITE 25 °C 5 60

min, AN TR-FRET g5 25 °C 8 60 min, {EREEIRXE) TR-FRET #23REE 665/620 HtL{E,

Infigratinib titration in FGFR2[R612T]
TR-FRET assay

FGFR2[R612T] titration in TR-FRET assay

25,000 120-

20,000 90

15,000 604

10,000 304

% Inhibition

Ratio(665/620*10000)

5,000

0.05
FGFR2[R612T] ,nM

0.10 0.15 0.20 S5 4 -3 -2 -1 0 1 2 3

Log [ Infigratinib ] nM

A. [BEBEFRY

FGFR2[R612T] %!

Green: GST; Red: TEV; Black: FGFR2[R612T]
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MSPILGYWKI
GDVKLTQSMA
DFLSKLPEML
KRIEAIPQID
SQPAVHKLTK
DPKWEFPRDK
LVSEMEMMKM
NRVPEEQMTF
INNIDYYKKT
ELFKLLKEGH
DLSQPLEQYS

KGLVQPTRLL
ITRYITADKHN
KMFEDRLCHK
KYLKSSKYIA
RIPLRRQVTYV
LTLGKPLGEG
IGKHKNIINL
KDLVSCTYQL
TNGRLPVKWM
RMDKPANCTN
PSYPDTRSSC

LEYLEEKYEE
MLGGCPKERA
TYLNGDHVTH
WPLQGWQATF
SAESSSSMNS
CFGQVVMAEA
LGACTQDGPL
ATGMEYLASQ
APEALFDRVY
ELYMMMRDCW
SSGDDSVEFSP

HLYERDEGDK WRNKKFELGL EFPNLPYYID 60
EISMLEGAVL DIRYGVSRIA YSKDFETLKV | 120
PDFMLYDALD VVLYMDPMCL DAFPKLVCFK | 180
GGGDHPPKSD ENLYFQGSRM KNTTKKPDFS | 240
NTPLVRITTR LSSTADTPML AGVSEYELPE | 300
VGIDKDKPKE AVTVAVKMLK DDATEKDLSD | 360
YVIVEYASKG NLREYLRARR PPGMEYSYDI | 420
KCIHRDLAAR NVLVTENNVM KIADFGLARD | 480
THQSDVWSFG VLMWEIFTLG GSPYPGIPVE | 540
HAVPSQRPTF KQLVEDLDRI LTLTTNEEYL | 600
DPMPYEPCLP QYPHINGSVK T 660
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