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TAPI-1
FRwS : MB2814
REFRE : >98%,BR
BIEHINE - IMG ; 5MG
R - BeEEK
HAEER
oFR C26H37N505
SFE 499.60 e
CAS N 171235-71-5 i AR TP
o. -71- 3
N -~ p———— % | Hown NHb»_)LN&rN\/\NHl
e It -20°C , BRI TR g Iwh w1l
- DMSO 99 mg/mL (198.15 mM) 2 |
BRI #
(25°0) Ethanol 99 mg/mL (198.15 mM) b |
Water 60 mg/mL warmed (120.09 mM)
FEEN | ARUEEEETUEN  MREEIE  vTstamEL AR,
HithinBl | ATENRERE | SFLRRAR—REFERE.

&7 : TAPI-1 2—Fh ADAM17/TACE %I, EX4mEFSAEIEIER.
A& : N-(R)-[2-(Hydroxyaminocarbonyl)methyl]-4-methylpentanoyl-L-naphthylalanyl-L-alanine,
2-aminoethyl Amide, TNF-a Protease Inhibitor-1

MIBTEIKRIEHR -

LIS BHEER

AR DMSO 99 mg/mL (198.15 mM) ;Ethanol 99 mg/mL (198.15 mM) ;Water 60 mg/mL
warmed (120.09 mM)

HEE ¢ e, >98%,BR

fEFSRM - -20°C , BECHE=ATIE

EYEERATEHRE

BRI BEARATEMHFRIARE ( APP ) B—MSIEERR | TEEIE/MEPRE  BRAA M N-Rik . ( SAPP-
a) X—EENEENREETY (BRAXNERERE ) KEKN=1"5/KKR , ADAM9 , ADAM10
ADAM17/TACE ( BREEIASER F-od& LEs ). BMEIRSEEF-o R EEsHIHIF ( TAPI-1), 2 ADAMs HIFIF] ,
£ HEK-293 4BfHRTFRERIA M3 muscarinic 24K FEHE T EAMMRINAEESZARIEAY sAPP RITERE.
A , BUEXS TAPI-1 (IC (50) =8.09um ) LU/ (IC (50 ) =3.61 oK ) BEAEUR , IXFRIFIXLIIFEDTHE
EHEARNEEEEREN S, £ TACE BERATEEARIES | LHALEY SAPPoRERIGIN T JUE , FEXMIEINS
TACE RIARKIELY, 1HR , SERZAREIEN SAPPoREITE TACE S RRIFIEEMES. HEER APP (695) 19
TACE Rt AHIRRHZ TAPI-1 308 , IC (50 ) 9 0.92um , EESERTFIC (50) S, LUDHIPRMESD WEE
N SAIE SR SAPPafiisE, 55E3RRE , TACE BEfsfE(r APP AT asyIE , BT SR+
MR RTTRENS: SeAP-alpha £ HEK-293 R RAI PRI A RIS MBEARR AL,

Fmii® | TAPI-1 2—7Fh ADAM17/TACE i, EXSHREFSAEIHENER.
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i f ADAM17/TACE
TAPI-1 B LERSEEA0FN PMA ESHIEIAM TNF-alpha , p60 TNFR |, F1IL-6R ME#ZAIEER |,
THP-1 ,LAR ASMNEMEZAAE TR, TAPI-1 #0%] TACE K4 4E R BIHEEESE APP(695)H9TEH.
BIMAT | FEASMTARIEE L1I90 &, TAPI-1 /58 Ang 11 iESHY EGFR RTUETEFNAREILTE, 7E pSS ER
BRGTAERY LR RS |, TAPI-1 5 EGFR 5% AG1478 {# AREG/EGFR/ERK {SSiEIREE , iRl
IMER MR TR,
ECHEXFTRIEE
MB11996 BREEIATE R F o - EeiBE8(ADAM-17)
MB11689 P75-BHEEIASER F A B
MB10210 [lle76]- \BHyeEsAFERE F-a (70-80)
MB12006 APFEEIATEEAEF-(10-36), A
MB12007 FEEIATEE F-o (31-45), A
MB12008 FYEEIATEE F-o (46-65), A
MB12009 AR FEE F-a ( 71-82) A
MB12010 PiEBIASE R F-o ( 72-82), A
MB12011 FREEIATEE F-a ( 78-96), A
MB11680 P55-BhEEIASEE TS24

BBk « RERAR |, ITENATOFEYS | IEFSRAE | T2EBAT AN, TAPI-1 22—
ADAM17/TACE 0I5, EXTMERTFZAEINGEIER. o AFHEXARAISAHAR.

fiERECE
fh 7oz

‘ ?FE " 1mg 5mg 10 mg

W
1mM 2.0016 mL 10.0080 mL 20.0160 mL
5mM 0.4003 mL 2.0016 mL 4.0032 mL
10 mM 0.2002 mL 1.0008 mL 2.0016 mL
50 mM 0.0400 mL 0.2002 mL 0.4003 mL

ZHITINRE (URSF )

HRESELS

Cell lines: L190 Zmfg

Concentrations: 20 uM

Incubation Time: 60 /)\id

Method: T+ MAREHEFRE] 96 FLik  EMIRNEMEE CellTiter-Glo AR YCARMEMENE EITAE.
PREIS 24 /\idf5 FASMMDHIFIFZBHFIFERL S BT RIS 4R Ang IT4E 60 /Y,
REERISNFFPIMANERY | FREREETTH TR,
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KA MmNIFEEELE , ERTHRES  FRAMIWNE , RENRAR  SUSSERE.
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1 Fmp%E  BURIEERFFAEECHITOE  RADERRE. 8FMHERRTESE S 8EHm3E
R AEERIARERER  BEITWRHERSHRNEZRCKER , SANMBEMELRE. MTHER  KEEK
(e, TS LEHTHYF , i Parafilm HOMR , FARBENMEEREER. NREENEEK , B m
B, EWIEEHBE , LIRFLRRE.

2 SRS | ABDRAERIRELRE | BUCRANARENSR. NEHSHEER  BEAE
&R HRIEFRESIEE DMSO |, B RHETAEITTE T 80 BRXEMTF , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHE. BRfEERRE xR,

3 MREFIEREIE | BIRENAFEERERE  HRESRNEEEAHAREETFER. BTARNS
WEMEBMRY , FILAERZKIESR (40 PBS ) #RERT , AIgEStTHIE , @TEAEERENA® &
SXILRFAERE. WA DMSO 1E/9ia7 | 58tk DMSO REEERIRE <0.3% LIB M St.

KREHT  FABERGET 0.22UM RERTIESURE  B2XRAESI:  SIEHESEXRE L  USIBL
aiEtt | EERIAHENSEHRELE.

4 (FRIEIENA - BTRSUSYIRIEAEN WL TIFRECHIRE | TReRBEMA—LZ5 AR
fEZBDES , WNIHE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , i5tfifR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TLISE TR

ARSI RIRER

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

) 10 0.5 20

iz 3 0.24 12

2 1.8 0.15 12

liZss 0.4 0.05 8

K5 0.15 0.025 6

&= 0.08 0.02 5

NER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km ZREY/ZMD A B9 Km FE

5 XFFmElR L ERIRIT

TR mE | EREERFRIERTEN  FANEERTIA. YTREMEN ™R  HERT 500MG
8, Bl R E2RIEIERSELEN. BT -nBEEEndETEE  NSE - mHETEEy
EET L XINRBEAESITHSET  SEVRERRRT  Er-RinEAER. XNTRE=m , FTLAE 200
REAHFBELD  BEIERE , NTTBRRK.

FRirSiEESE—EN TIRE | £ NI CERYETREIESTEE  EEM

(I k= ichd =2 B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALERFGERETH  WREMIN~RNEIRE/) , BRNEY R AT RS E M EEE LR
PEEN—E | FIRENRAR R, BRALIINEEER (SRIBEFM ) FRiesEFRESEzTE
B,

T EEREGHARIAT RRERHAREENNRE | IRV ERSENSHER Sz | ITEAR
IEMRMLEY)  ZERETSSHRREUKS  2EIRER | XM RS ERETETIERPRE.
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