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Description

PI-1840 & —Fl ] 38 (113431 () chymotrypsin-like (CT-L)##151, 1C50 Jy 27 nM, X HABM A EE K EH
figik (trypsin-like (T-L)A1 postglutamyl-peptide-hydrolysis-like (PGPH-L)) & /K fift i sh e 15 o

IC50 & Target

Chymotrypsin-like proteasome [1]

27 nM

PI-1840 A 24l 56 % N\ MDA-MB-468 Jz 40 i P IRk CT-L fr3sdk, JE4I A MDA-MB-468 £ if3 (14 5/

In Vitro A (ESERE MRt , PI-1840 i CT-L ¥& 1, WS EARANRY) p27, Bax, M1k B-a fHER, #
AR AEAEAE ), JFE AT, [2]
In Vivo PI-1840 (150 5w/ T 5w, RS )i 516 MDA-MB-231 ZLJE R /N B o I g 4R K. [2)
In Vitro:
H20 : < 0.1 mg/mL (insoluble)
DMSO: 78 mg/mL (197.73 mM)
Ethanol: 33 mg/mL (83.66 mM)
1mg 5mg 10 mg
Solvent&Solubility Concentration
Preparing 1 mM 2.5350 mL 12.6752 mL 25.3505 mL
Stock Solutions 5mM 0.5070 mL 2.5350 mL 5.0701 mL
10 mM 0.2535 mL 1.2675 mL 2.5350 mL
50 mM 0.0507 mL 0.2535 mL 0.5070 mL
TR 7 PR AN R o 1 VA A P PR A VA IO Ve — ELBCRRIAI, 1 B IRA7, e
5 UR RIS B i R A
il I £ A7 )7 AT AR -80°C, 6 months; -20°C, 1 month. -80°C fi4 77, ifitE 6 ANH WAL, -20°C
fEAEIE, A 1 D H WA
References [1]1 Ozcan S, et al. J Med Chem. 2013, 56(10), 3783-3805.
[2] Kazi A, J Biol Chem. 2014, 289(17), 11906-11915.
SKS*:
YRS [1]
Cell lines: MDA-MB-468 4fijifl
Concentrations: ~200 yM
Incubation Time: 5 K
Cell Assay Method: 4HHEEFTE 7 100 FH%RAEN 96 FLBRHR ., EMAFIT AL, AR IFAMLLE AR R L o H b 7

FETHEFR 120 /M. il IREE, 100 BOHRLE 1 ZR/ET MTT M e ragR, JFT 37T

TAER 5% CO MR FRAT h IR 3 /it o SRJE T 3G FR2E, A DMSO. 4HHfE = IR T HE sl 7=
10 238, WOBEEAE 540 nm F M pQuant 736 EEERERR (G 2 . IC50 {58 4E CT-L, T-L,
PGPH-L & /K i v il il e

;P [2]
Animal Models: A\3LJ#E MDA-MB-231 SR K #E R

Animal Administration | Formulation: 30% 2-¥% 5 3:-B-FF 4%

Dosages: ~150 =/ T, K

Administration: i/ 351




Kinase Assay

CT-L, T-L, PGPH-L & E/KMFEHERRE: [1]
FE B R, PBk(10 pM)FIFEIRA LA ChemBridge H 50,000 MLt 4lifL it %7 20S
RARAT CT-L AT R HANENEE. R CT-L ks T T-L A1 PGPH-L, {4
ek M EZ, 1nM 2i4Li 20S %78 A EHA S 5 5 20 uM Suc-Leu-Leu-Val-Tyr-AMC (]
F CT-LiHEMsE) , Bz-Val-Gly-Arg-AMC (JiF T-L iFHENE) , “FA 3 Z-Leu-Leu-Glu-AMC
CFIF PGPH-L &M ) 7E 100 #HE & BN & b & MR ZE ik (50 mM Tris-HCI, pH 7.6)
T 37CRETE A /NI WEIRIE, KARIY) T-TE G A -4- - TR (AMC)SE B {3 F WALLAC
Victor2 1420 ZAR1C/ T A/EHUR IEG 355nm, R ATIE)E 460nm Tl . Rl AMC #2241 .
f§2H} Bortezomib {EJ9FATEXT I, HIT- 1C50 M€ . JAiilsE x4 b 8 R IR B iE 1k, F RS TR A0 0 28
PR HREC(5 WO )R E 208 T EARER, IR LURAHIRII AT E -
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