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KU0063794 ; KU-0063794

FEmdwsS : MB3438

[REVNAE : >98% , WE mTOR HHIFI
BEEME - SMG;10MG;50MG
ezl : powder

BEXER

oFR C25H31N504

DTE 465.54 [Oj

CAS No. 938440-64-3 N
i -20°C , BB HEIATIR L= T

N DMSO : 16 mg/mL (3436 mM) i T

Igfii) Water Insoluble . Kr

Ethanol Insoluble
TEEN | ARMEEEEETUEN  MREEDE , e mEismE.
HfthiiBl | ATENL LR | B LRRAG—REFERE.

fE@i7T : KU-0063794 2—MEMEY , 1553 MEAY mTOR 5 , 8EMEHDE] mTORC1 #1 mTORC2 , ICso {E19£9
73 10 nM,

%% : Benzenemethanol,
5-[2-[(2R,6S)-2,6-dimethyl-4-morpholinyl]-4-(4-morpholinyl)pyrido[2,3-d]pyrimidin-7-
yl]-2-methoxy-, rel

PR HEARBAEHT
AN ¢ e REBEREHNR
AR DMSO : 16 mg/mL (34.36 mM) ; Water Insoluble ; Ethanol Insoluble
BE e >98%
fRESM - -20°C , BEREEITTiE
st
R KU-0063794 2—FERHT , SERRM , /AT mTORCL #1 mTORC2 AIE mTOR
s, FEFCAREIRIE IC50 £979~10 nM ; X¥ PI3Ks ;2 B1ER.,
mTORC1 mTORC2
o (Cell-free assay) (Cell-free assay)
~10 nM ~10 nM
5 mTOR %51 PP242 #8LY, KU-0063794 B4R MAERITF mTOR, Xy PI3Ks sEfith 76
r— FsES NI ERIE L. 30 nM KU-0063794 {ERT HEK-293 4R @IS IHIER/KEE (Thr3s9)
BEERIL | eBBIERY T-ER5RE(Thr22%) BEERIE , TOIREYIBR S6K1 i&EtE. 300 nM KU-0063794
{EFRTF IGF1 REAIMEY SRR HEK-293 4HiE HDHI~90%S6K1 i&iE, KU-0063794 9
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100-300 nM BY , tEEE&HIFISERRIESAT S6K1 F1 S6 BEBER(L. 5 S6K1 1L,
KU-0063794 i) mTORCL 7£ Ser2*8{ifaBE{L, , tHHDH mTORC2 & Ser22481 {i7safs
B XM ERTR I EFAT M. EILEFER 530E IGF1 RIBEIER T, KU-0063794
1% Akt TEME BiE Akt 7E Sert’3F0 Thr3tq BHMY LABEERIL BIDH Akt R4 PRAS40
£ Thr246{ijeq , GSK30/GSK3B 1E Ser?l/Serdfiimf% Foxo-1/3a #E Thr24/Thr32(\iraiiEs
. LA EVEREIERIBMRIRE. KU-0063794 MIAARE Rapamycin i SGKL &M 7£
Serd22(y paRERMY, |, AMHIEAIERY NDGR1 , 53 S6K1 #1 Akt BEERLFZEEFEIL |, iXFd
VEFFAERIEMKIRMYE | 74T KU-0063794 FDHIHIRARESAI ERK 5 RSK B5ER1LFN RSK
#i&E. 5 Rapamycin 8L, KU-0063794 EE%0ES 4E-BP1 7 Thr37, Thr4ef Ser6>{iir
SR, KU-0063794 HNHIEFAERIFN mLST8- TGRS MEFs MAIEAIK , SRR
HA{=1E G1 HF , tk Rapamycin EREZE,

Ku0063794 £ 5t 2 SApERERIGREIREF |, {HIFVELIF mTOR (58, M, &
ShIEAZRS , Ku0063794 ;&% temsirolimus B3 , BIEEHIEERE temsirolimus 33 iEEHT
MINEEEEER | seERMBEERROMEER , ™ Ku0063794 TR, &

Temsirolimus &MEEAYAMEREAAZALY, Ku0063794 SRRy EhyRR4R4N &/ MbZEA VEGF %1 PDGF,

{FHERT

ECHXFREFESHEXIEIEHREHIEMNER)

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

BigRiEE - BHHAR  TZNAToFENSY  BEFERASE  FEATAR. KU-0063794 2—F
BHA , FRMAY mTOR IR, BEFEHPHE) mTORCL #1 mTORC2 , X4 PI3Ks j@B1FH. ARERTZME

XA,
gkt E
f om

— P 1mg 5mg 10 mg

W
1mM 2.1480 mL 10.7402 mL 21.4804 mL
5mM 0.4296 mL 2.1480 mL 4.2961 mL
10 mM 0.2148 mL 1.0740 mL 2.1480 mL
50 mM - - -

SHSTISIRE ((NUHSF)

mTOR S&YNEEsHGNISCL:

HEK-293 ‘MREFREEAMEE Hepes 3R . B 1(1-4 mg) BiZ5 5-20 uL G EHRYIR
fEvER RS S RRAITA I9G BB MMSTER. RFMIEYS 5-20 uL G EERVTAEREEER
2 [ 5809 5-20 ug #1 Rictor &7 Raptor HifARY S&ERITIUA I9G iRE. FiBHiAMEaE!
BA G ZEAHEERR L. FEiRkahEE A L 40C T RETUE 1 /. R Hepes &

RERERRTUENIIDR | FEfS(ER Hepes #iE§ buffer /hi%mIR, /A Raptor BEITIE

YIBSER(L S6K1, FRRMIERINIEEESF | buffer & 0.5 M NaCl , FHRER(EHESEE. 1B
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YEAY HEK-293 fRBER B GST-Aktl 5 PI-103(1 uM BT 1 /N\EH)iEE., MILEIE
#9 HEK-293 #RpEAh4i{rAY GST-S6K1 5 Rapamycin (0.1 uM ##47 1 /\B3)iEE. A0 0.1
mM ATP #1 10 mM MgCl2 FERERE KU-0063794 1 GST-Akt1 (0.5 ug)ak GST-S6K1
(0.5 pug)TFAERT , FF4A mTOR ML, RME 300C TEMRENEERA L3417 30 £5%h , 2R/
N SDS HAREMRAEILRN, RESEESYITE 0.22-pm-FUR AN Spin-X iTiEss HidiE , #
AP TERIKGE | A EREENAEHTREELTD .

Cell lines: BFAERIFN mLSTS HRFEES MEFs

Concentrations: i3F DMSO,&ZKE N ~3 uM

Incubation Time: 24, 48, 172 /\gd

Method:

{853 KU-0063794 SbIR4MRE 24, 48, #0172 /BT , B 24 /NITEIE—RIEFRE | IOINFEES
B89 KU-0063794, AT MEMIEAL , 5 PBS kMK , RES 4% (v/v) ZRH
EEfE PBSIRES 15 2%, RKHE—RG , FRET 10% 28K 0.1% ZEREXHERE
20 ok, AFAKHR=R, A 0.5 mL10% (v/v) ZERNMIE-FHIREERE 20 55,
RIS HBURIEK IR 110 #88 , AS7E 590 nm ASNERSHE. AT NEMEEES T |
B RELEM I ERWERE | ARTE PBS utik—iR , BEFTIKE 70% (v/v)ZEEH.
HHREFE PBS #0 1% (w/v) BSA FRHERIR BfE PBS #1& 50 g/mlL HBMEANER] 50 g/mL
RNase A §90.1% (v/v) Triton X-100 shgefs 20 454h, R FACSCalibur Ez4RRE(FN
CellQuest ¥4 alZRE+ DNA 8, E&MRE LB ERE(585 nm) , #ATHKHEE
ESTETHRRNUEE. (£ Flowlo A NIELIEEEIS 1.

HRRSELS

Animal Models: Nu/Nu #E

Formulation: one part DMSO and then diluted (200 pug/100 pl) with 4 parts PEG1500
ENYDsCEs (50% (w/v) in 75 mM Hepes, pH 8.0

Dosages: 8 mg/kg

Administration: i.p.

CE=]
R AT RAIFEERL  ERTAIRES  BRAMIUNE , RERRAE , SNSSEEE.
oHBD T MIEEHNEIRMEDER | HEAMREFTREREMURN | USRS ETRARZ 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% LIB 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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