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TGX-221; TGX221

RS MB7274

[REVRE: >98%, KEEMERY p110B DR
BEEHHE: 10MG;50MG;200MG
R solid

BFEE
DFR C21H24N402
DFE 364.44 K\:)D
CAS No. 663619-89-4 = OW N
iatai -20°C, BEEEREEITIE # | Mol
DMSO: 12 mg/mL (32.92 mM) p2 = M
EREM \©
Water Insoluble
(25°C)
Ethanol Insoluble
FEED | AEMEESETUEN, NREEIE, TSR,
HbiRA | ATENLRSMEE, BELRRHE—REFERRE.

fEf: TGX-221 B—a=xaey. EEMRY. iERSER PI3K p110B #1%5, ERTEERT.
B : 4H-Pyrido[1,2-a]lpyrimidin-4-one, 7-methyl-2-(4-morpholinyl)-9-[1-(phenylamino)ethyl]-

YIBMEIRRIEIR
AN HeESEEEIK
BN DMSO: 12 mg/mL (32.92 mM); Water Insoluble; Ethanol Insoluble
BE e, >98%
fEESME: -20°C, BB EZATIE
EYNENE
. TGX-221 24FHMERI p110B H0HEIF, 1C50 9 5 nMAERTF p110pB LLAERTF p1100 iE1F4%:
PR |
= 1000 {z,
B PI3K p110B PI3K p1108
IC50 8.5 nM 211 nM
fEFEEZE p85/p110, TS PI3K 3C8&, MRE TGX-221 fEAFARIIIEATEM, TGX-221
BRESEEFEEER p110B, fEFATF PI3K p110BFNPI3K p1108 AT, IC50 4358198581211
e nM, ME,TGX-221 {EFTF J774.2 EIRAME, BERREIREZHEIFSAY PKB 7E Serd73 ks
Bift. TGX-221 {ERTFRIMBEINECC)HER, M/ MR-ECC HHEVER, M/VMREEEE, O
INR-RIRRES. BFWRERA 0.2, 2,51 20 uM TGX-221 42 PC3 4HHE, HH1LE,
BEFRRMEE p110p PI3K TFELAGEM.
BRAR | ERTUMRRZARZAR], TGX-221 1% 1+1(49+13.9%)F0 3+3(88+10.6%)FIEAIE/NEAEEL,
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30 e, IRESGAMIMRE. Ltoh TGX-221 3% 3+3(FF9(E 1560)F1 1+1 (1305)FIE4k
#, RSEHMmAEBT)MFISH BT.

IHIE TGX-221 2EMATIRISEMIEAY PI3K p110p LN HIF
KX Rt (ESEXE RS E M ER)
| MB3869 | GSK2126458 (GSK458) |

Mgk RAR, ZNATo FEYSE, HIEFSRALE, FRERATARK. T6X-221 2—HMExm).
MR, ARRERZIERT PI3K p110B 0%, BRTEEST, AmrARTEXTURAIRHAE.
fiEREcE

f# g
W M 1Tmg 5mg 10 mg

1 mM 2.7439 mL 13.7197 mL 27.4394 mL

5mM 0.5488 mL 2.7439 mL 5.4879 mL

10 mM 0.2744 mL 13720 mL 27439 mL

50 mM - - -
SHSCINIRE ((UHSE)

PR S S ESEas:
siEgI ERNERSRESEME, & PIHERRMINIE ICS0{&()EER 100 uM JKERATPHE 10 uM, (i)DMSO

HTEL=HMLN, B PfZoHTUE 1C50 &,

WREEJI 1%, (ii)ERA[y-3PIATP & [y-32PIATP, (ERRCERG(GIMNE TLC ik, ERAEEEH

Cell lines: PC3 48
Concentrations: 0.2 E| 20 uM
Incubation Time: 24-72 /g

MEFRHHIRYIF SRR,

Method: JUTEETE AIBEEFPAE 96 FLIEFR L, BE 2 4, IREIIR, EABIEALHT, 4BAEF0 TGX-221
HHRESEIE | RS 24,4870 72 /\ed. IEEAIRTANER BT SR ERELLEIERMIE. I 100 pl 2.5%K
ERMARRS, AEEEE RS 30 2. RITBE PBS WRFIE=IR. MRk, ZAFIIA 100
UL 01%BFTEBFKNERRBREE, AEEEETES 20 9%, BEBFKKERDE, %
BRT RS, REBTR, AEIBRENAMAE 100 uL 10% ZEh. FRBSIRYIE 570 nm QhEfE

Animal Models: B FeCl; ESHIEIBKMISE,
Formulation: TGX-221 3T 10% Zf2 10% &K, 10% N,N-—HEZELR, 70% ZXiEK

= shils

EhsELs Dosages: 0.3 + 0.3, 1 + 1,3 + 3 mg/kg + mg/kg/hour
Administration: 3:pKiE57

GE=E]

oA RAIFEERLR, ERTARES, BRAMIUNE, REARER, SNSSEEE.
oI T RIENNEEREIOEE, REMRLARMAEEAIMEME, U EIRNESEZRIARZA.
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A SR EIER SR

1 FRa%E: BREIRMERFAERCHTOE, BADERE. 8RMHSFRETESHED BRI mE
B WIEEEHREEER, BEITBEIMRSHRNZROETENE, SAMBMELRE. WTHER, KPR
(e, BSLEHTEYF, BN Parafilm HOME, FRBENEEREER. MREENEETK, B mn
B, #WEEFWE, LRFIMEaRE.

2 EERHE: ABoIFRERT ERELERE, B RENBMENS. WFHEHETR, BERAS
&R, MIREFRESIEE DMSO, BERFIETAEBTET 80 BXKEMT, —RAULUSERFE 3-6 ™A
AL, TEEFRT, BXItESREITHE. BRiiEiRE kR,

3 HEISFIEREIS . BREMAFTELHHERE, FRESANEEEFHAREET/FR. AT
WEMEISAMRY, FRLAERZKIEAR (40 PBS) #RERT, WJRESMTHE, FETEREERENER, £+
SXILRFAERE. WA DMSO BRI, i8HatR DMSO REEERIRE <0.3% LA RMIESE.

KREHI, FBEWET 0.22UM RERTIRLIRE, BZXRARI, HESESEREL, GUSImL
aiEtt, BEERIAEEESEHRELE.

4 (FRENSEIERIA: BT RESUSYREEAEN, ST TIFREHKE, TREFEMA—LHBEREN
fEJOBNARI, WMHE, CMC-NA, HifE, BRFEESFERBXXEURE. WEER DMSO, itk DMSO
AOLEIREE <5% AR RS ER, AARRIZITHINR, TS ETER

SARERRS G B ER

b (KE(KG)  (ARERAM2) |Km ZE
g 12 0.6 20

by 10 0.5 20

bz 3 0.24 12

2] 1.8 0.15 12

iz 0.4 0.05 8

KBS 0.15 0.025 6

G5 0.08 0.02 5

NER 0.02 0.007 3

¥ A(mg/kg)=z1¥) B(mg/kg) X z04 B B9 Km R/ A 9 Km &L
5 £FERIELERI

TWEFmE, BREERFRIERTENE, FSERTRIA. NTRSMEN R, HERT 500MG
A9, BAL AERMIEERSERRN. BT~ REXTREERIETHE, NMSE-miETEEEEs
EETL XIMREAESGITHEF, FEMRERRH, Er-miFEER. YTRiEr=m, "JLTE 200
REAHFEBELD, BERIERK, MRk,

rhirSiirEESE—EiRE, £ NICERYETRIESTEE, EEMN

R E RO hezsm
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

MHASERFREFRETHN, WREWIRFRIEIFRE/), FEREEFREATRITRET TSR L
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R —2, TREREIFREE. BALINEEER (SRREEH) FRmaEEtr e
B,

XIFERER A AR SRR, RiRERAEEHEERIAY; MTRER
BMHAY, REESSTARICKS, SIRER, KM REENEE TSRS,
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