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TPCA1l ; TPCA-1

RS : MB4260

=
FREHRE - >98% , IKK-2 #IK1

BEHIE : LOMG;50MG

R : solid

BEXER
FR C12H10FN302S
DFE 279.29
CAS No. 507475-17-4 7
EIEP S -20°C , BB TR 1
N . DMSO : 56 mg/mL (200.5 mM) Eo
76%5(25 Water : Insoluble
Ethanol : Insoluble
RS | SRMEEEETNUEN  MREEDR  JRSImEIARYT,
HfttinBl | AT7TENLSMER | BFLRRHEREFERE.

&7t : TPCA-1 2—FERARY , 1ERMERY IKK-2 HDHIF.

78 : 3-Thiophenecarboxamide, 2-[(aminocarbonyl)amino]-5-(4-fluorophenyl)-

YIIBIEARRIEHT :
AN ¢ e, HeEREER
BN DMSO : 56 mg/mL (200.5 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE e >98%
S - -20°C |, BEEhEEATIE
EiEtE
. | TPCA-1 2—Fh IKK-2 #D8HI7 , Z4BIEitIaeh IC50 9 17.9 nM , 14 NF-kB 3@E% , HUAEFD

= miEiR . -

FIKK-1 &2 m 22 3.
s IKK2

(Cell-free assay) 17.9 nM
e ERES P ee B HHRERIRI T , TPCA-1 HI5IA IKK-2 35 , 1C50 J517.9 nM,

TPCA-1 #EBBE ATP 355489, b4t , TPCA-1 X4 IKK-1 1 JNK3 43 5IZEIH 400 nM 1
3600 nM 9 IC50 &, TPCA-1 iREMKERIEMEI TNF-a , IL-6 , F11L-8 f97=4 , IC50 &%
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373170, 290, 0320 nM, TPCA-1 fDHIERERERARREIETE , LAK TNF ESHY RelA (p65)
125 NFkB ki IL8 EEFRIX, EEMNE , TPCA-1 iHI IFN BSHNEERL |, T2
106l MX1 #0 GBP1 HEZRIA , fixd ISG15 RiANEBRIGIER.

{BHEAT

TPCA-1(3, 10, 8 20 mg/kg , i.p., b.id)FBr4LR2 , SBUNEARBRRESMEXR TR
(CIA) TP EREEFI BRI RE. TPCA-1(10 mg/kg, i.p. b.i.d.)SEHEERTAILRE™
BRRENEREEIERSHIXIEZ , etanercept(4 mg/kg, i.p.)ER—KABHMHLEZ5HE
FB#83. TPCA-1- 70 etanercept--IBAVNENFAHRF |, p65 BUMIEZESR , AR IL-1
B, IL-6 , TNF-a , fITFIER-yAVKFERZEME. I, TPCA-1 LHSEARRRFEESH T
MApEIETE R E IR, TPCA-1 LA 20 mg/kg , AR 3 8 10 mg/kg , i.p., b.idiBTiEEss
REE CIA RFETRRE |, etanercept LA 12.5 mg/kg, i.p. , BR—RAHEERBENRN
R

XeRXrmitE ESAXESIFREHIEMNER)

MB4261 IMD 0354
MB5540 IKK-16,35643 M IKK #pii5)
MB5534 SC-514;IKK-2 1N

Mgt - RRAR  TZNAToFENS  GEFERMSE  FERTAR. TPCA-1 2—FE
B9 | SRR IKK-2 1055, RGBT RRERIRHSEE.

figikEeE
R om 1mg 5 mg 10 mg
0
RE = |

1 mM 3.5805 mL 17.9025 mL 35.8051 mL
5 mM 0.7161 mL 3.5805 mL 7.1610 mL
10 mM 0.3581 mL 1.7903 mL 3.5805 mL
50 mM 0.0716 mL 0.3581 mL 0.7161 mL

SHZINRE (HS%F)

2 K

IKK-2 iz38:

BAA IKK-2 (F5E 1-756)7EFRIRRSFLL N i GST iRCHIRIEERARK , EiEHEmE
EDHFRAAIREEEBRBNELE TS, BMSL , IKK-2 (&RE 5 nMEXREINR
(50 mM HEPES , 10 mM MgCl2, 1 mM CHAPS , pH 7.4, 1 mM DTT #10.01% w/v
BSA)F#ERE | IIABEFRRIRENSYE—RETR(DMSO)EIAERIRE 3%)8IFLH. A
SRR 30 pL B9 GST-IkBa JRYI(ERE 25 nM)/ATP (£8RE 1 pM)BIAREL, RETER
B THEE 30 24, ABMIA 15 ul 50 mM EDTA £R1E, IIASE W-1024 $5EEYIRC
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BTAER 2 RS- kBa-32/36 EATTRENUMR 12C2 , FNBBRIERIFCHIH-GST AR
(15 pL)& 4 (100 mM HEPES , pH 7.4, 150 mM NaCl , #10.1% w/v BSA) , RRifE
=R MA—S1EF 60 9. GST- IkBais FIBBRUIEELUSRE 665-nm BEERBESHILL
£, %6 620-nm {55 , (FH Packard FRUESIHMCUE.

Cell lines: U87 , MT330, SJ-G2 , #1 GBM6 ARGRIEMIBE

Concentrations: 0-50 uM

Incubation Time: 3 X

Method: kB #EFR(10 mg/mL)AY 10pL 3-(4,5- —FREMEK-2)-2,5- FEMIRMIRE
(MTT)IDN\E ERRERBAIEAY 96 FUHR , F7E 37 °C TIEE 2-4 /MY, &IH MTT BT
100 pL 10%+ ke EHERN(SDS)ANA 0.01 N HCL FRiaf2 |, #R7E 37 °C BRI ET S
7 4 /\BF, HRF 570 nm TIEESHRY LI,

#HREISERS

Animal Models: EERFFESHEXRTIHKAVNG

#pscae | Formulation: 0.9% DMSO |, 7% ZREZBEZEIZ(DMA) , #1 10% REZIMFGERFH
Dosages: 3, 10, & 20 mg/kg

Administration: B ISR , BAMIX

CEE]
oRATMNIFAEEE  ERTHRES  FRAMINE , RERRER  SUSSECRE.

oD T MEENEERMEOER | HAMREAMRSRAENY | LA EEIRNHSETRAR .

B YIREEESIR

1 FRP%  BUEIEMERIFAEECHITOE | BADEME. BEMHEFRRTESHD B
MR ; ERRHREEER , BEITMIHRSHNZRCKEE , SANMESMELER. MTHESE |
KEAKRERN , BEUERELF , B Parafilm HOE , FHZIRBEMEFRHER. NRMEREE
K, BT mENE  @EEHRB , LIRsnsEaRE.,

2 (EERHIE - ABOHFBRRTIVRERRE | BICRANANERNSH. NEHSEEER 18
EAGIEST  AIEEFESIE DMSO , EERHETHREBTE | 80 BEREMT , —RULISER
£ 3-6 MRLAL. TEERRT , BXEERETHRE. BREERRERR.

3 HIIESRTERHIE | BRECAFTELHITERE  FEESANEEERNAREELFER. BT
BOUWEYEISBMRY , FRLAERZKIEST] (40 PBS ) FATRRT , AIRERITHIE , ABd A EEAREH
R AEXISTRFAERNE. WA DMSO {E79iAR | 5tk DMSO REEERIRE <0.3%, LIBRMmEsS

.

KREFT , FATENET 0.22UM FERTIESTHRE | BZRBRI , PEARESEXESR , Sl
L EYEYE | EERIAEEESEHIRELE.

4 FANSEIRMA - AT REUSMREAMN , TR TIEREHLE | TREFEMA—LEA
HWREENER , WNIHE , CMC-NA |, HilE | BRFEESFERBXEVRAE. WEER DMSO | iS5
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R DMSO BILIRE < 5% LIBRBIEER. LATIERIHHR  AJUSETE
EHWRRERRSGIERER

DR AEKG)  (ARER(M2)  Km &
iz 12 0.6 20

dd 10 0.5 20

HE 3 0.24 12

i 1.8 0.15 12

PRGBS, 0.4 0.05 8

KB, 0.15 0.025 6

(£ 0.08 0.02 5

/NG, 0.02 0.007 3

=4 A(mg/kg) =z B(mg/kg) X s#) B B9 Km RE/EH A BI Km FEL
5 XFF-mEI L ERIE

BWEIFRE | BERER MBS  FAERTRIA. NTRSMEN M, HERT
500MG R, FfIH) BI#BRMRILIERAERRN. BT~ RERIEEnIETRE  NmSE~5R
METEESEST L  XIMREAESI ST , FIEURERREHT | £ milFEIER. TRk
PR, AILAE 200 #EARFRELD , EREERIK , NTBRIRK,

FRirETEESE—EIRE £ NI EERYETREESTEE  EAM

(AN k= plelce] R B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT LLBRFEFRETH  MREWLAmAVEIFRE /) | BNEEREFT IR EEE
LHREEN—E | FTREMEARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEESES
Ezeeinmg.

ST EEREGERRN R RENEMRECNRE | FIENERSEEHERERZEY TR
BRI EY  EEESSHRRKUKS |, EIEER | XM-nEEREETIESRPRE.
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