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R-428 (BGB324) ; R428 (BGB324)
FEERRS : MB3917
REMVE : >98% , Axl &7
BEMHE : IMG;5MG

R : solid

BEFER
SFR C30H34N8
DTE 506.64
CAS No. 1037624-75-1 %
E2 S -20°C , ERERTEIER TR A
N . DMSO 6 mg/mL warmed (11.84 mM) | =
76%5(25 Water Insoluble
Ethanol Insoluble
FERER | ARMEEEETUEN , MREEDR  JRSImEARYT,
HfttimBl | ATENZEMER | BEFLRRHAEREFERE.

fEeT : R428 2—FEHIE AR Axl PHIF.

7% : R428; BGB324 ; 1H-1,2,4-Triazole-3,5-diamine, 1-(6,7-dihydro-5H-
benzo[6,7]cycloheptal[l,2-c]pyridazin-3-yl)-N3-[(7S)-6,7,8,9-tetrahydro-7-(1-pyrrolidinyl)-5H-
benzocyclohepten-2-yl]-

YIRTHIRBeEHT

AN 2 e RKHBEEBER

BERME DMSO 6 mg/mL warmed (11.84 mM) ; Water Insoluble ; Ethanol Insoluble
BE >98%

BEESREF - -20°C , BEETEAEIA TS
ST

R428 &2 Ax| 114 , IC50 39 14 nM, {EFBT Ax| EL/EERT Abl iR 100 =L L,
Fmimid | (ERT Axl SR ERT Mer #1 Tyro3(5 50 2 100 %)X InsR, EGFR, HER2, #1
PDGFRB( 100 fZLA )&,

= Axl
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IC50

14 nM

{EIMERTE

R428 [EMT Axl BHEFIRTEEEME. HREE/RYR R4A28 HH AxI SEMEFHREMT Ax| AREANT
12, BfE Akt BRI, ZLEREARNRIARERARE FE. RIE—IHATZRE Axl D
5 RA28 FH/RA M CLL B ZRREALIE 24 /NedfES IC50 £979 2.0uM |, TS TIE
HHY B 40k, T ZAREFIEARAAM(NK) 7E R428 (2.5 uM)iRERHR B A EAYRESE T

{BHEAT

HIRFTAFRIAOMR R428 a7 BRI AR E RIS &R R 70 L B REE L
HIEERATIETF Snail (NFRX | XMMEREEFIEXEUSE. R428 IEARGEMPEEE
BUhHIMERE | X257 ZBI—IA5R. & MDA-MB-231 /0WF0 4T1 JRAFLAR
FEREB/NRIREIF | RA28 (AT Rl LURGR BRI B e R A TR (SRIRRA 52 K
FBEEP A TFHEATF 80 X, P <0.05)

E X RIEFE (ESHEXEIEREFTEM=ER)

MB4543 TP-0903

B BRI : Rk, JOSRETO FEYS | HERSESRIAAE , m2EETFAK, R428 E—FE
MR BRI Axl 1, NS FEFEXSRRAR IR,

AR
& B 8 |1mg 5mg 10 mg
|
R 2 _

1 mM 1.9738 mL 9.8689 mL 19.7379 mL
5 mM 0.3948 mL 1.9738 mL 3.9476 mL
10 mM 0.1974 mL 0.9869 mL 1.9738 mL
50 mM - - -

SHCIOIRE ((ULSF)

SSNEEBS:
LI . | AR E ST RA2S TS, EERIES RIS AX,
Mer &1 Tyro3 f95#F. FIFS Z
Cell lines: MDA-MB-231 & 4T1 {Hig
SAHISES :

Concentrations: 0.03, 0.3, 3 uM
Incubation Time: 3 /\it
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Method:

£ 37 *CEMTE MDA-MB-231 8 4T1 4N ERENEE 24 FL Transwell 1E7HRAY 8 13
KPR 20% FCS |, iTiBATE) 16 2l 24 /\it, SFRITFBENMIEF IEERERME, 2
NBARER 4% BPEEERE, 1% SEEREASEERTETHEIER AX o1, AiRkS
R428 FIFE 3 /\BT. Transwell 15552 BRI FERERION R428 .

Animal Models: {:itp3&% MDA-MB-231-luc-D3H2LN 4RRZAIZNIMETR

EP4SELE - Formulation: 0.5% 2REREFHEZE + 0.1% IR 80
Dosages: 125 mg/kg
Administration: OfR , —X@x

()
HIFRALEEE , ERTERES , SIZAHIRE , RENEAE , FUSSEEE.

oD T MIEENEERMEDER | HAMREAMRSRAMENY | LA EEIRNHSETRAR A,

A YIREEESR

1 FRP%  BUEIEMERIFAEECHITOE  BADEME. BEMHNEFRRTESED B
MR ; EREHREEER , BEITMIHRSHNZRCKEE , SANMEMELER. MTHESE |
KEBRGERR , BSUERELYF , X Parafilm HOMR , FHREBEMNAEZRMAER, NRMERED
K, BT mE8E  @EEHRB , LIRsnsLaRE.,

2 (EERHIE | ABOHFRBRTIRERRE | BISCRANANERNSH. NEHSEHEER 15
EAGIEST  AIEEFESIE DMSO |, EERHETHREBTE | 80 BEREMT , —RULISER
f£3-6 MRLLE. EERRT  BXMERHTHRE. BREERREFRHM.

3 REFITIERNE | BIRIECAFEERHERE  HRESANEERANAREET/FR. BTX
BOUEYEISBMRY , FRLAERZKIMEST (40 PBS ) FATRRT , AIRERITHINE | PBd AR ER
AR ARG, WA DMSO {E/9iER |, 5tk DMSO REEERIRE <0.3%, LIE R MmiEs

.

KREHT  BAENEN 0.22UM REESIEATRE |, IBZXRABRI , SHEEESEREL Bl
L EYEYE | EERIAEEESEHIRELE.

4 BANMSEIRMA - AT REUSMREAMN , TR TIEREHNE | TREFEMA—LEA
FRWERENER  SIER , CMC-NA |, Hifi% , BAFESFERERSEURE. W6ER DMSO |, 5
R DMSO BILIRE < 5% LIS RSB ER. LATIERINR  AJUSETE
SHWRRERSRGIERER

e (RE(KG) (AEEAM2) |[Km %
itk 12 0.6 20
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i) 10 0.5 20
iz 3 0.24 12
) 1.8 0.15 12
iz 0.4 0.05 8
KB 0.15 0.025 6
] 0.08 0.02 5
VB, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X 04 B B9 Km RE/z040 A B9 Km RE
5 XFFmEI s IR 38U

BWEIFmE | ERERmAVERTTEN | FRIER TN NTRESMEN M, HERT
500MG B9 , FfIH) R RRIEEMRSERRN. BT~ REXTRECIIETRE  NNSE~m
MEEEERES L  XIHMREAESITHSET  FEAUMERRERIT | ErRinfEER. XNTRK
o, FJLAME 200 #AGRIERL , ERKERIK , NERIRK.

RS EERE—EiRE A NEEERNYETREESTE , 2EM

(aaANE=K=DIENcs| R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFEFRETH  NREWSLRmATEIFRE /) | BREE - RAEFT AR EEE
LHREEN—E | TTREMBRARF=RmAFE. ETLUIINEEER ( SRIBEFMN ) FHRIEESES
ez eeing.

X TFEEREGRRAIRI iR HRE N IRE | (TR ERSENENERARzLEY TR
BGEMRNEY  ZEESSPIRBUKS |, EURER | XM REEREE RSP RE.
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