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INK 128 ; INK-128 (MLN0128)
FERfmS : MB4285
REFRE : >98% , LR mTOR HIFI
BEENE : SMG;10MG;50MG

R : solid

HAEER
SFR C15H15N70
DFE 309.33
CAS No. 1224844-38-5 o ~’<

& b~ N
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DMSO : 62 mg/mL (200.43 mM) = I
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Water : Insoluble M™ MHz
(25°C)

Ethanol : 2 mg/mL (6.46 mM)

RSO | ARMEREAEE TUER  MREEIR , ATt mEARE.

HftbinB | ATENRSIRE  BFELRRA-—XMEFERE.

&7 : INK-128 (Sapanisertib) 2 ATP {KE4AT mTOR IR,

3 : PIAEE ; INK-128; MLN0128 ; 1H-Pyrazolo[3,4-d]pyrimidin-4-amine, 3-(2-amino-5-
benzoxazolyl)-1-(1-methylethyl)-

PIEREAR BB
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BN DMSO : 62 mg/mL (200.43 mM);Water : Insoluble;Ethanol : 2 mg/mL (6.46
mM)

BE >98%

SR - -20°C | BOLDhEEIATIE

EYEE
g Sapanisertib (INK 128, MLN0128) 2—#HE89 , 1% mTOR {517 , ERMMEIHIGH
ﬁ““ " 11C50 39 1 nM ; 3315 PI3K TRUGERIAERAT 200 {214 L , |5 Rapamycin 18EL , Hi5EimH)
mTORC1/2 , EXHEEREREUH. Phase 1,
= mTOR PI3Ka PI3Ky PI3K5
~ (Cell-free assay) (Cell-free assay) (Cell-free assay) (Cell-free assay)
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1.4 nM(Ki) 219 nM 221 nM 230 nM

opeR | INK 128 RIS mTOR ESAIDHIEIEFRT PI3K BESHUIERIEEIT 100 45, £ TORC1/2 4D
5 #IF , INK 128 #p# TORC1 B9 Tils/ESD S6 F1 4EBPL FUBEER(L., LEHh , INK 128 tBER T3S
BIRERZ PI3K {HIFIMTZ AR R AT B R,

AT | 7E ZR-75-1 IIRESFRSIEERD | INK 128 ( 0.3 mg/kg/day ) ROLMEBEZRIN 7 fhyeaaE <)
%5 MR, ESHEEMERG | SHORGZ INK 128 NEIME 4 mAIELE .

ECHEXFRIEEF (ESEXEMHREFDEMEER)

MB3438 KU-0063794
MB4287 LY-303511
MB4503 MHY1485

RigRiER | AR, IZNBETOFENS | BEFESRAE  ERTAMK. INK-128
(Sapanisertib) /& ATP {149 mTOR #HIF. NG el TR AYRIFFSEE,

figiREE
(S & E |1mg 5mg 10 mg
u]
RE = L
1mM 3.2328 mL 16.1640 mL 32.3279 mL
5mM 0.6466 mL 3.2328 mL 6.4656 mL
10 mM 0.3233 mL 1.6164 mL 3.2328 mL
50 mM 0.0647 mL 0.3233 mL 0.6466 mL
(E3=) |

KA MMIFAEEE  ERTHRES , FRAMIWNE , RERRAER  SUSSEERE.

o BN MIEENEERMEOER | HAMREAMREERAENY | LU EERNHSERARZ .

AR EEERIR

1 FRP%  BUEIEMERIFAEECHITOE  BADEME. BEMHEFRRTESHS BE
MR ; EERHREEER , BEITMHRSHNZRAKEE , SANMESMELER. WTHESE |
KEBRGERR , BSUERELY |, X Parafilm HOMR , FHREBEMNAEZRMAER, MNRMERED
K, BE~mB  @EERWE , DR HsKeRE.,
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2 (EERHIE - ABOHFRERTIVRERRE | BILSCRAUANERNS. NEHEEER 1B
EAGIERT  HIBEFRSIE DMSO |, ERHIETHREBTE | 80 BEREMT , —RIULISER
£ 3-6 MRLAE. TEEMART , BXEERETHRE. BREERRERE.

3 HRIEATERHE | BIRENAFTELHITERE  wEESRESEERAMAREETFER. BTX
BOUEYEISBMR | FRLAERZKIEST (40 PBS ) FAfRERY , AIRERITHINE | vIBd A ERIRER
B, ARITRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LARAIRES

.

KRES , FATEET 0.22UM RERTIESIURE | BZRBRI , FEAHESEXELN , Bl
T EWEYE | EERAEERSEHIRELE.

4 FANSEIEMA - BTREUSMREELEN , TR TIEREHLE  TREFEMA LA
FRWERENER  SIER , CMC-NA |, Hifi% , BAFESFERERSEIRE. 6ER DMSO | 5
R DMSO RIEIRE < 5% AR BIEER. LRFIERITIHE , JUSE TR
SWIRRETRSRGHERE R

Wy (RE(KG) (AEERM2) |Km &E
e 12 0.6 20
efa] 10 0.5 20
£ 3 0.24 12
2 1.8 0.15 12
[5G, 0.4 0.05 8
KRB, 0.15 0.025 6
(15 0.08 0.02 5
/INES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X sh# B B9 Km RKE/z04 A B9 Km RE
5 XF = mEIE IR IRU

BEIFmE | ERERmAVERTTEN | FRIER TN XNTRSMEN M HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ nEXRTRECnIRETEE  NNSE~m
MEEEERESFL  XIMRERESITHSET  FIEAUMERRERIT | Er-RinfERlER. XTRE
7o, FJLAME 200 #AGRHIERLD , ERKEERIK , NERIRK.

RS rEERE—EIRE A NEEERNYETREESTE , 2B

(ANANEEh=pien2) RZ B
1-20MG 0.1IMG
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50-500MG 1MG

>1G 3-5MG

AT ALERFGFRETH  MREWSLAmAVEIFRE /) , BREL - RAEF T B EEE
LHREEN—E | ATREMERARmAFE. BILUINEEER ( SRIBMEFM ) FRIEES=%
Ez Bk,

XTFEEREGRRRIR T IR HTRE N INRE | F(TEVERSENERERARzUEY TR
BGEMRNEY  BEATSSPIREUKS , BIREN | XM REEREETERPRE.
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