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SCH-772984 ; SCH772984

TS MB3432
REIRE : >98% , ERK1/2 451
BEENE - SMG;10MG;50MG
@iz - powder
HAER
PF C33H33N902
DFE 587.67
CAS No. 942183-80-4 7® o
) o ol N - N WAl
R -20°C, R EATIR B OO
N DMSO 14 mg/mL warmed (23.82 mM) | = =
RRE Water Insoluble
(25°C)
Ethanol Insoluble
FEEDN | ARMEEEEE NUEN  IREBELE , TS mEAREME.
HithikBl | ATENZ2TREE |, BELRIRHEXEFERE.

&7y : SCH772984 B4l ERK1L F1 ERK2 &M , ICs0 9

>8I 4 71 1 nM,

74 : 3-Pyrrolidinecarboxamide, 1-[2-ox0-2-[4-[4-(2-pyrimidinyl)phenyl]-1-piperazinyl]ethyl]-
N-[3-(4- pyridinyl)-1H-indazol-5-yl]-, (3R)-

PIEREAR R IEHT

AN : e REEEBMR

EIRME DMSO 14 mg/mL warmed (23.82 mM) ; Water Insoluble ; Ethanol Insoluble

BE >98%

R - -20°C , BHLDAREATIE

EYEE

FrER SCH772984 2—f B S 4Ry ERK1/2 405 , To4RREIRIe = IC50 55079 4 nM 1 1 nM,
XIEH RAS 5 BRAF SeZER0EAIE R AR AR,

514 SCH772984 AE1zih#| MEK1, MEK2, BRAF, Y CRAF E&/&t4E,

me ERK2 ERK1

(Cell-free assay) (Cell-free assay)
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1nM 4 nM

SCH772984 2#rR! , kiR , ATP 53R ERK1/2 #0I5), SCH772984 1 ERK JE#)

isoMaRET | POO RRHEK S6 BB ( T359/5363 BARRIL-RSK ) RIBEER(Y | IXFMERFAERIE ML,
SCH772984 thaeiHl ERK BSEMIATIAEAIREEL. SCH772984 S RINEIL) 88%7F0 49%
BRAF 2835 8a), RAS-5RATEUEAAIEE , EC50 {H<500 nM,

SR | SCH772984 RIS B amEtRal | ESMESRIR. SCH772984 {EFIT 1 BRAF

MEK #IDHFIAEEY , BxUDE MAPK (SSH04BIEIEE.

ECHEXFRIEEF (ESEXEMHREFDEMEER)

MB5899 GDC099%4

MB3652 TIC10 Analogue

MigRiER : RBER , IERNATHOFEYS |, HESERAAE , T2AT AR, SCH772984 22—
Frhgn AU SR ERKL/2 D405 , FTREidie s IC50 S804 4 nM #1 1 nM, %347 RAS B BRAF 3525
HEEEER AT,

figiREcE
(S & E |1mg 5mg 10 mg

e 2 i
1 mM 1.7016 mL 8.5082 mL 17.0164 mL
5mM 0.3403 mL 1.7016 mL 34033 mL
10 mM 0.1702 mL 0.8508 mL 1.7016 mL
50 mM - - -
SHTISIRE ((NHSF)

ERK2 IMAP HigsCag:

a2 [

SCH772984 {EFITF£ELAY ERK2 8% ERK1 , #&—(FNIHHT 8 mieiRiL, ESRINZISCL
W, SAYIRS , ARV ATP &K, 384 FURPEFLINN 14l FERAYES
(BERRIZ 0.3ng &M ERK2), LHiIREREERRESHF  AEEREFES 45 9. N
A 60ul of IMAP &A1 (IMAP BR1E 1X & E Mk i% 1:2200 FHR)&IFRRN, S8R
AEEZRTHERES 0.5/ 6t , FREIKS IMAP SRR E. RETE UL D i,

#HRESCIS

Cell lines: BRAF 2835808 RAS 282 AU AdEEZR

Concentrations: ~10 uM

Incubation Time: 5 X

Method:

£ 96 FUAR T THHARIEIECL, HAEIREFL 4,000 MOEEREM, B 24 /S £R
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DMSO 4bER4ARE |, 9 3 IC50 %% (0.001-10 uM) , DMSO &iREH 1%, A Vialight
BRAFIE S Ke  WEREEH. ARAFENRNG , 5/ SCH772984 S IR4HiE 4 X |,
SRISHAT CellTiterGlo AYLARMEE A,

Animal Models: &5

EhisCos : Formulation: --

Dosages: 12.5 mg/kg, 25 mg/kg, 50 mg/kg
Administration: J§fEF5

CEE]
o KA mAILERE , ERTHRES  BRAMINE  RERRAEE , SNSSEEE.

oSO T MEENEERMEDER | HAMREAMREEREEN | LA EEIRNHSERAR A,

A SR EIEEEIR

1 FRP%  BURIEYERIFAEECHITOE | BADEME. BEMHNEFRRTESED BB
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANEMELER. MTHESE |
KHIREERN |, BSLEHREIY |, &Y Parafilm HOMK | FHIEREREFRMAGER. MRMEREE
K, BT mENE  @EEHRB , LIRnsEiaRE.,

2 (EERHIE | ABOHFRBRTIVRERRE | BISCRANANERNSH. NEHSEEER 18
EAGIERT  IEEFESIE DMSO , ERHETHREBTE T 80 BEEMT , —RIULISER
f£3-6 MRLALE. EERRT  BXMERHITHRE. BREERREFRM.

3 REFTIERNE | BRIECAFTEERHERE  HRESANEEEANAREET/FR. BTX
BOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FATRRT , AIRERITHINE | PBd A RS
BE ARG, WA DMSO {E/9iaR |, 5tk DMSO REEERIRE <0.3%, LIE R Mmigs

.

KRES , FATENET 0.22UM RIS | BRBRS , PEAHESEXESR , Bl
L EWEYE | EERIAEEESEHIRELE.

4 BANMSEIRMA - ATREUSMREEAEN , TR TIEREHLE | TREFEMA—EEA
FRWERENER  SIER , CMC-NA |, Hifi% , BAFESFERERSEIRE. 6ER DMSO | 5
R DMSO RIEIRE < 5% LABRBIEER. LHFIERITIHE , JUSE TR
SWRRERRSRGHERER

e (RE(KG) (AEEAM2) |[Km %
itk 12 0.6 20
7] 10 0.5 20
¢ 3 0.24 12
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g 1.8 0.15 12
liZ4= 0.4 0.05 8
KER 0.15 0.025 6
[455] 0.08 0.02 5
/NER, 0.02 0.007 3

51 A(mg/kg) =514 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km £

5 XFF-mI BRI

BWEIFRE | BERER MBS  FAER TN, NTRSMEN M, HERT
500MG R, FfIH) BI#BRMRILIERAERRN. BT~ nERIEEnIETRE  NmSE~5R
MEAEERES L  XIMREAESITHET  FEAUMERRERIT | ErRinfEER. YRR
PR, ATLAE 200 #EARFBELD , EREERIK , NTBRIRK,

FRirEEESE—EIRE £ NI EEAYETREIESTEE  EAM

e 2T =2 B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFOERETH  MREWLAmAVEIFRE /) | BRAL R TAIE B e
tEREEN—E , JEMEARERINEE. BULIINEESER ( SRIBMFFM ) FRIEERES
ez eeing.
T EERECERIN R RENEMRECNRE | RIENECRSEEHERERZEY TR
BGEMRNEY  ZEESSPIRBUKS |, EIRER | S REEREE RSP RE.
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