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PP 242 ; PP242

FEERERS : MB3457
[REHNE : >98% , IEEEMEAY mTOR IR
BEEME - SMG;10MG;50MG
ezl - powder
BEFXER
2FR C16H16N60
STE 308.34
CAS No. 1092351-67-1
R -20°C | BRI TE VAR
. DMSO : 61 mg/mL (197.83 mM)
TR Water Insoluble
(25°C)
Ethanol : 18 mg/mL (58.37 mM)
IERER | ARMEEEENUEN  MREEIR , TSR ImEARE,
HfttinBl | ATENRSTREER | SFLRRAERIEFERE,

&7y : PP 242 ZikiFEM , ATP 5258989 mTOR HIHIRY | ICso /9 8 nM, PP242 1) mTORCL 1 mTORC2

B9 ICso 38105 30 nM 1 58 nM,
R : PP 242; PP-242;
2-(4-amino-1-isopropyl-1H-pyrazolo[3,4-d]pyrimidin-3-yl)-1H-indol-5-ol;Torkinib

PIETHINRAEHT
AN 2 e Sl=ESSIElLES
ARERME . DMSO : 61 mg/mL (197.83 mM) ; Water Insoluble ; Ethanol : 18 mg/mL (58.37 mM)
BE o >98%
FETFESRE : -20°C , BOLIEEATIE
EiEtE

Torkinib (PP242)2—FZEM4AI mTOR IR , FECAIRNIe IC50 79 8 nM ; EB[EEFT
F=emfEid F mTOR E&1K fEFBTF mTOR LL{ERETF PI3KS g PI3Ko/B/y 1HE#EIES BIE 10 £5%0 100

{li:l:o
151 FE—itlA mTOR A9 ATP & 8L s IHIFIZ —.

mTOR pl106 DNA-PK PDGFR
o (Cell-free assay) (Cell-free assay) (Cell-free assay) (Cell-free assay)

8 nM 0.10 yM 0.41 uyM 041 uM

PP242 {EFEF mTOR LUFRTELth PI3K ZikEES |, tbal p110a, p110B , p110y , p1106 ,
NS #0 DNA-PK(IC50 9808 1.96 uM , 2.2 uyM , 1.27 uM , 0.102 uM , 1 0.408 uM) , FKIH

BEEMAEEN. PP242 33 Ret , PKCa, PKCP , #1 JAK2 RILH—EAUMNEIEME |, moxt 215
MEMESHIEEEREMEESE, AETF rapamycin , PP242 FEEFHI% mTORCL #
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mTORC2, 7 BT549 4Hih , PP242 j477(0.04-10 pM)LAKIEKEAIA D% Akt , mTOR
JEE¥ p70S6K , FIE iR S6 AUBEERL. PP242 Bul4 PKCa , IC50 J3 49 nM, ik
& PP242 il Akt S473 BEERIY, , B EEB D HIHIPR S473-P HhaY Akt T308-P, PP242
YEAEL rapamycin EEEY mTORCL $HIFI BETHIHIRA MEFs 4HiEAYIESE LAK 4EBP1
£ T36/45 1 S65 LAIBAERL , LE rapamycin BE%]. 1EIItl rapamycin 3 [EEEEKFH
4EBP1 #0 elFAE £54 , PP242 B3UDH cap {KEEENZE , M rapamycin FTItb{ER, PP242
B p190 FKAY/NE, BM ,SUP-B15 1 K562 #AHZE5E ,GIS0 28I 12 nM ,90 nM
085 nM. PP242 thaiiIEARBMER4RAREZER , 4N SKOV3 , PC3, 786-0 , 1 U87 Y4,
GI50 £33 049 uM, 0.19 uM , 2.13 uM , F1 1.57 uM, PP242 KEfELY rapamycin B
MitfEZ LB EEEMM)ZRER DFIET.

FE/NEBERSFORTAR S , PP242 £A75RE085S 2% Akt 7 S473 F0 T308 AUBAER(L, PP242 (R
ERSINHI B BRI Akt BEER(L , FEEXT T308 BEER(LASHIHILLRS S473 A , REHR S
24D AEBP1 0 S6 RUBEER(L. PP242 MRLAABXGESE O MR/ EIEE IR , FHHE
ISHIH S A/IMREHEFAT mTORC2 #1 mTORCL &L , ESHMEHIR, PP24254578
Ml INB AR 8226 MRV,

FHERT

ECHXFREFESHEXIEIEHREHIEMNER)

MB5645 AZD8055
MB1596 BEZ235 (Dactolisib)
MB1449 Everolimus;RAD001
MB3525 GDC-0084

AigRfER - RAR , ZNATOFEYS | BEFERALE  FERTAMK, Torkinib (PP242)2—
MHZEERIERT mTOR 1HIFY , $EEIERAT mTOR E&1K , YEATF mTOR LUAERT PI3KS & PI3Ko/B/y i&HFIE
23S 10 f5%70 100 {5,

feneE
f om
K # 1 mg 5mg 10 mg
1 mM 3.2432 mL 16.2159 mL 324317 mL
5 mM 0.6486 mL 3.2432 mL 6.4863 mL
10 mM 0.3243 mL 1.6216 mL 3.2432 mL
50 mM 0.0649 mL 0.3243 mL 0.6486 mL

LHTINRE (URSF)

EEBsCIS -

&5 mTOR (FRAPL)ZiBESIHIG:

E%H mTOR 5 50-0.001 uM iRESEEIRESE 2 SRR PP242 fEIdIE PR P TIRS |
ik a 50 mM HEPES ,pH 7.5 ,1 mM EGTA ,10 mM MgCI2 ,0.01% Tween ,10 uM
ATP (2.5 pCi of y-32P-ATP) , #1 3 pg/mL BSA, XEREZH PHAS-1/4EBP1 (2 mg/mL)Fd

{ER¥). BEIAE 1 M NaCl/1%HBER (KLY 6 JX , 8K 5-10 )RR d AR 4HER _E s
KIFRN, BiRAFTE  ERIRETIEEEE R GRERE. 1C50 (B Prism REEEEERE
AR S I B R NS TITEL,
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Cell lines: MEFs
Concentrations: £ DMSO $hiafi# , ZiREA~10 uM
Incubation Time: 72 /gt

Tlss : Method: {RiEFZEMENNRER PP242 1£ 96 FLAR bR 72 /)i, 4038 72 /Madfg & 10 pL
440 uM TJREBMEIAZIEFLS |, 18 /M\iYfE , BFLPAIR R E A TREEEAIR R
EERRTE 530 nm EUAIRI<HN 590 nm REHKEK TNE,
Animal Models: fafa/\is pl90 #HM=5 AR I%RY BM EERIEIR(Balbc/)) /NG, FI5:
BXiEST SUP-B15ffLuc 4RREEL A Ph+ = MRS/

EhipsCEs - Formulation: ;5F PEG400 G2 ")
Dosages: ~60 mg/kg/day
Administration: [fR3ERE

R ]

oA RAIFEERL  ERTARES  BRAMIUME , RERARER , SNSSEEE.
oIBD T RIEHNEERMEDER | HEAMRIEFRAEREEM | A EERNESETRAR A,
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B EMIREERER

1 Fmp%E  BKEIYERFFAEECHITOE  RADERE. 8FMHERRTESE S B8EHm3E
R AEEHREEER , ITEITMIMRSHNZROETER | SAMESMEZRE. MTHSERE KX
(e, TS LEHTHYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , Bdm
B, EWIEEHBE , LIRFImLiaRE.

2 SRS | ABDRAER ARELRE | BUTRANARENSR. NEHSHETR  BERE
&R HIIEFRESIEE DMSO |, B RHIETAEITTE T 80 BREKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRE xR,

3 MRIEFIEREIE | BIRENAFEERUERE  BRESRNEERAHAREETFR. BTARNS
WEMEIBMRY , FILAMERZKIMESR (40 PBS ) iR , AIgEStTHIE , @ TEAEERENAR &
SXILRFAERE. WA DMSO 1E/9ia7 | 58tk DMSO REERIRE <0.3% LUB M St.

KREHT  FABEGET 0.22UM RERTIEASIURE  B2XRARSI  SIESESEXRE L  GUSFBL
aiEtt | EERIAHEESEHRLE.

4 (FRIEINA - BTRSUSYIRIEAEN WL TIFRECHIRE | TR FTEMA—LZ5 AR
fEZBDAES , WNIEE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , 5t DMSO
HILERE <5% LABRSMHER, SHFIERITENE , TLISE TR

EWARRERRS B AR

byt (KE(KG)  (ARERM2)  |Km &2
s 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZMD A B9 Km &

5 XFFmElRERIEIT

TR mE | EREERRIERTEN  FNEERTA. YTREMEN ™R  HERT 500MG
8, Bl R E2RIEERSELEN. BT -nEETEEndETEE  NSE - RRETEER
EET L, XINRBEAESITHSET  SEUNERRRT  Er-RinEAER. XNTRE=mE , FTLAE 200
REAHFBELD  BEIERE , NTTBRRK.

FRirSinEESE—EN JIRE | £ NI CERYETRIEESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEEFREFRETH , WREWIN~ROEFE/) , BRNEERAEATHISETHREEEE L
FEBI—R , TREMERETRIEFE. BILUINEEER (SREBEFM ) FRiEEFR%EZTE
B,

T ERRECHRRIRY - RREEHTRE B IRRE | BN NERSEIEHER ARz EeY | W TEER
EMRNEY  EEETSSPRREUKS  ETRER | XM aREREETERPRE.
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