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Derazantinib(ARQO087) ; ARQ-087; ARQ 087

YRS . MB0936
RENVE : >98%,BR
L IMG;5MG
R BeEREBEK

BXREE
N C29H29FN4O
nTE 468.57 HN@V\H/\/O\
CAS No. 1234356-69-4 &= N)m
|
ferEse 2-8°C , BT TIE i O‘
&
N~ | F
AR DMSO: >100 mg/mL O
(25°C)
FEEN | BMUEEEEENUER  NREETE , TJete/mELBR T,
HithiBE | AT ENRENEE , B iRHE—IREFERIE,

7" : Derazantinib (ARQ-087) f2 ATP ESSRUMEREAABESHIAIA ; IMHLBLENE FGFRL-3 9 IC50 (&5
B 4.5, 1.8 F14.5 nM,

A& : Benzo[h]lquinazolin-2-amine,
6-(2-fluorophenyl)-5,6-dihydro-N-[3-[2-[(2-methoxyethyl)amino]ethyl]phenyl]-, (6R)
IR RIS -

L [SIZESR=TElES

UV Amax : ............ 239, 324 nm

SRR e, DMF 30 mg/mL ; Ethanol 30mg/mL ; DMSO30mg/mL
AR e, >98%,SMYD2 SN

RS : 2-8°C, BEBEEITTIE

EEERIAFTHE

FHBMEEKEFZR(FGFREEY 18, RETMEEMSESESHNARCHR ZHEEGF. 8. IPE.
FEREEIETEE. ARQO87 B—Hrtied. BAE ATP =S, I\DF. SEEHDHIFI , X3 FGFR it
SRR A AIMIRPEM, £40 3 £ ARQO87 B9 FGFR2 9 IC50 {&79 1.8 nM, FGFR1 1 3 A9 1C50
879 4.5 nM, TE48,10%) FGFR FGFR2 auto-phosphorylation fIEffttE R R R HA0EE(FRS2a, —FEH
#iEg ERK)ARQ 087 jarRIRKBAE. BREIEIEARERAA . ARQO87 7 FGFR LERaIAIME R R EEHIEE
M BIEIE. BIEFRE. BKF FGFR2 ERARANARENARESR , ARQ087 ESH G1 4RiEEHA
FRiHFIE R SES N ATCEFEERRIKR. I, ARQO87 7£ FGFR2, SNU-16 #1 NCI-H716. Ffhiz
1EEER P EEIIEIANEERKIER | BEEERY IEHRMEIER.

Derazantinib (ARQ-087) 2 ATP RHANIBREEREESIISEIRY ; MIHARBE FGFR1-3 A9 IC50

FRIE | ek 45 18 F145 nM,
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£

FGFR1 FGFR2 FGFR3
4.5 nM (ICso) 1.8 nM (ICsp) 4.5 nM (ICsp)

MRS

£l , FGFR2 BEBBERAT TF FGFR &2 ( FRS2a , Akt , ERK) SPEIEfhERERUHIHIZEE
IXERI R Ear FIRMNTBRERT. BIEIEIErFiZREE |, Derazantinib 7£ FGFR K ( B1&7 1.
BT BRI R EETISE RN, Bk FGFR2 BRI R TR EHEAATTRE |
Del #1B8@iESHY G1 MiEEAHAR G SHEERIETIES2IEEX, DelaZANTINB F£9 100 nm A9
EC50 &34 FGF2 NMSAIERIFIH /£ 500 nm AbREIENZIBBRAISE. Del 2 TnB BEHDH FGF2
{EFRASREEEETE 750 ~ 500 nm Zj8). #HIB/RHE FGF NMSAMMIBIMERERINE SR EHIE
TER&E. DelaZANTIB i FGF N SAYRBMEIES AR BIEFTRUDEWER. KRBT
FGFR1-4 , {EfEBIEAESIE N B R Z AR RERAES. HAIB/EilH) FGFRL #] FGFR2 5838
RSB EX. thiERE/ NS HEEF B/ NR SRR B E PR FGFR M SRIBS
®

{FHERT

Derazantinib 7Ei%l FGFR2 225, SUN-16 1 NCI-H716 fIpEEKAEEN , EEEREY 15
RESHSMBEMEIERE, ASHNMIRRINERERINERE (81.3% ) EEAERiT5nNE
5 oIRE R THIRIRAF AIRRAEE. BERAEERE , EAMART FGFR IDHAEIERE |
REBFREOR/NERIGHR N |, S{BRERK.

XCHXTREE

CL-10413 BAY 1000394

MB3667

BAY 11-7082

MB5336

BAY 11-7085

MB3424 BAY 41-2272

MB3571 BAY 80-6946

MB0935

BAY-598

MB4296 BAY-876

MB4136 Pritelivir (BAY 57-1293)

MB5106 Regorafenib(BAY 73-4506)

MB2190 FIEEFEIT , BAY 63-2521

MBiERR RHAR | ZNATS FEYS  IRFERTSE AT AN, Derazantinib (ARQ-087)
E ATP RRANRSERMEEIER]. SRETESHEMRET , FEMERE. IPHMEERSHEIRAM

AT,
figRECE
f " og

- # o1 mg 5mg 10 mg

KBz
1 mM 21342 mL 10.6708 mL 21.3415 mL
5 mM 0.4268 mL 21342 mL 4.2683 mL
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10 mM

0.2134 mL 1.0671 mL 21342 mL

ZHITINRE (URSF )

HAEBSELS

Derazantinib A 3 {5 5E DMSO il , RREEXBF/KHH—E#HE 10 5 BEIRE
89 DMSO i&REH 10%. FERMRAIEMFLPIINATR ( 2.5p1 ) FOXERRREEIA. 1§ FGFR1
8¢ FGFR2 ZAUIIAZIE N FLARURE TR | A8 17.50L , REREDS 0.50 8 0.25 nm,
£ E 30 Dih/a  FENEEITAR (Sul) FIIN ATP FERY) , &E&RE 0~ 1000pum ATP
0 80 nm AE¥IERM PYK2 | S8 RAHATRA 250L , FE=IE TS 60 O , AR T FERIET.
£2H EDTA FUEET&RFION 10pl Z1E/AENRE:

{HRESELS

£ 96 FLAALUEFART |, B 130pL 17 EEMARE | &0 4RER 3000 ~ 5000 MAM. 154HIE
EIZR , BE/ELA 100um B9 3 EFRRRIEREERIRNE | SHERRE 37°CITEESRE 72
NEF. MTS SEERAEIESE

Derazantinib Eg#lpk DMA :Cymoloor EL :AZEZ :0.2 M ZEsENE %k ,pH 5( 10:10:30:50 ),
/NER I NCR NU/NU ZNER( SNU-16 )ak CB17 SCID /M&( NCI-H716 ) BB RIFEIZAY( 400
mg ) R T IES F B ORI R B CEEN =], MIRFMPhERmIERRRIERE 4 )\,
Derazantinib OfR4GZ5. 4525879 10 ER/ 28K 0.1 =7/ 10 =iRE,

(=]

oA RAIFEERL  ERTHRES  BRAMIUNE , REAREE  SNSSEEE.
oI T RIENNEEREINOEE | BREMREFRAEEAIEME | LIRS EZRIARZA.
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B EMIREEEER

1 FRa%E  BMRIEYERFAEECHITOE A SRR, 8FMHERRTESE S BRI mE
R AEERHRERER  BEITWRHRSHRNEZRAKEE , SANMEMELER. MTHER  <EK
(EFERY | BB EEIIT | @Y Parafilm HOMR |, FHEFREMNMETFROER. WRKENEEK , B m
B, EWEEHBE , IR RE.

2 (EERHIE | ABPOIFIRTERIZVEEERE | BISCRANANERNS. NFHEETR  BEAE
BRI HIRIEFRESIEE DMSO |, ERHIETAEIFTE T 80 BEXEMT , —RIULIRERE 3-6 MA
PAE. fEfERRT , B IEERH TR, BREERRERE.

3 HRIEAFTERNE  BREMAFTELHHERE  HRESRIEEZBHREETFR. BTXHY
WEMEIEAMRY , FILABERIZKIESR (40 PBS ) #RERT , AIRESTHIE | BT EAEERENE® &
SXIEFAERE. WA DMSO 1E79iER | iS58tk DMSO R&ERIRE <0.3% LIg Mg St.

KRETIT , F BB 0.22UM SRS IURE | IB2XRAEN  PEHESEXRESN  SUSFIN
BnEd , EERIEENSERIRKE.

4 (FREISEENA - BTREWCSYIRIEAMEN , IWSTR TFRECHIKE | FTRERFTEMA LA
fEZBDER , WNIEE , CMC-NA |, HiliE | BERFEESFEREXEVRE. WER DMSO , iR DMSO
ROLEIRE < 5% LABERBIEER. ARFIERHHR , AISE TR

AR ERFAFIRIRER

Wy (KE(KG)  AEERAM2) |Km R
LS 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liz5s 0.4 0.05 8

KR 0.15 0.025 6

=)= 0.08 0.02 5

/NER, 0.02 0.007 3

#) A(mg/kg) =21 B(ma/kg) X 0 B B3 Km ZRE/ZHD A B9 Km ¥
5 XF SRR ERII

BRI RE  ERENERFRIEETEN  FINSEHITEIA. MTREMEN™ R  HERT 500MG
9, FANE ARRIEERSERRN. BT REETEzREETRE , NMSE- mifEEEEEs
EETL  XIMREAEGITHEF  FEUMERREHT , - minlEEEk. WTREmE , JLIE 200
HREAHFBELD  BRIEERE , NTTBRRK,

rRirErrEESE—EM TIRE A TECENYETRIEIESTE , 2EM

(A k=it iR B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ASEEREFRESH , IREWIN~ROEIFE/) , ANEERERTHISIEPHMEEEE L
FEBN—R , TREMERZTRIEFE. BILUINEEER (SRBEFN ) FRitsErRR%Ez T
B,

XTFERIREGHRRIR - RREEHTRE B IRRE | BIENERSE S ER A% EY | ITEER
RIS EEEESPRREUKS  2WRER | XM nSEREETERTRE.
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