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PI-1840
TS  MB4178
EEIRE : >98%,BR
ML - 10MG;50MG
R : solid
BEXER
DFR C22H26N403
DFE 394.47
CAS No. 1401223-22-0 4= 0
N > p . o o O\)L N =N
ez -20°C , BRI TR # /\/@’ /f]l\/\\’ —
DMSO : 78 mg/mL (197.73 mM) = ON
BHRM25°0) Water : Insoluble
Ethanol : 33 mg/mL (83.65 mM)
RS | ARISRESE TR  NRRIE  TTRAMMEARIL.
BBl | ATENZ2TREE | BELRRHEIXEFERE.

&1y : PI-1840 2E B8R chymotrypsin-like (CT-L)SX05E M HEMHIF.

B4 : Acetamide,
N-(1-methylethyl)-2-(4-propylphenoxy)-N-[[3-(3-pyridinyl)-1,2,4-oxadiazol-5-ylJmethyl] -
YIETHIRBRAEHT

AN 0 e BeEXHEER

B DMSO : 78 mg/mL (197.73 mM) ; Water : Insoluble ; Ethanol :33 mg/mL (83.65
mM)

BB >98%

fETFSRM : -20°C , BBLIERIA TR

VDT

PI-1840 22— aE¥AEIRMERY chymotrypsin-like (CT-L)#I%IRY , IC50 5 27 nM , X3EUH
= iR RN EEREBESK ( trypsin-like (T-L)F1 postglutamyl-peptide-hydrolysis-like
(PGPH-L) ) EHKEENRBIER.

Chymotrypsin-like proteasome

27 nM

PI-1840 B35iIHI55EE A MDA-MB-468 4B+ EESIR CT-L A9iENE , FHIDFIA

(IMRTS MDA-MB-468 {BiERIIESE/f7iE. fEScEEATREAalEh , PI-1840 Mfl CT-L &l , BSEANE
IR p27 |, Bax , f11kB-a FRER |, {MIEEREMNEFESD  HESHRAET.

AR PI-1840 (150 Zre/F5 , BEREES)HPHIGARE MDA-MB-231 ZLARAME/ R AR ROBMEE A K,
BigkesEid | BAHAR  ZNRAToFENMSE | AEZFERSE  TERTAMK. PI-1840 EE0EE

& chymotrypsin-like (CT-L)SRUEEMMHIEIR] | AR AT EXOURAIRIFLR.

figiREcE
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1 mg

5 mg

10 mg

1 mM

2.5350 mL

12.6752 mL

25.3505 mL

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

SHTIRE (URSF)

b [

CT-L, T-L, PGPH-L EEKEEHENE:

EEBERmETR , S0 uM)BIEERYILANITE ChemBridge # 50,000 MY EHIRILELAIR
F20S EREEAS CT-LERRS BAIHENEME. AKX CT-LROEEMS T T-L
PGPH-L , {# FHHEMNAIRIEK. BMSZ . 1 nM 4Ly 20S RFEHEEA S FIS 20 uM
Suc-Leu-Leu-Val-Tyr-AMC ( FBF CT-LiEMENRE ), Bz-Val-Gly-Arg-AMC ( BF T-L &M
F), TEHE Z-Leu-Leu-Glu-AMC ( FBF PGPH-LEHENIE ) 7£ 100 AR SHAEESHKE
YRR 0 (50 mM Tris-HCl , pH 7.6)FFF 37°CTFI1EF 1 /N\at, 18F/E , /KR~ 7-
BifgE-4- R E-FES RAMOEZFER WALLAC Victor2 1420 SHREH TN AERURIEYE 355nm
REHEYE 460nm TUE., B AMC RIE 24614, 7 Bortezomib {E/APRMEXIER FiF IC50
WE, ANELAERPESERNEYE , BIEFERREIFRERIIG HE)E 20S RFE
BB | #&BR ERIBRIAYS EHITIUE.

HHRESCIS

Cell lines: MDA-MB-468 4}

Concentrations: ~200 uM

Incubation Time: 5 X

Method: RIS 100 MFHEFAERT 96 FUiRT , AMBEIR. ARHEREARR
RERIHIRIFAE TEF 120 /N\ad, MHEFE , B 100 HAES 1 2x/EH MTT T2
FEEN  FTF 37°CTFES 5% CO, BiBAUEFETIEF 3 /i, AEHEEARE , A
DMSO. HIEfE=IR MEaEF 10 08 , IREETE 540 nm TER pQuant S5 EEERSRN
. IC50 EEABERECT-L, T-L, PGPH-L ER/KEEMRIQFINTE,

a¥sEis

Animal Models: AZLiF#EE MDA-MB-231 SF#ZIEARE
Formulation: 30% 2-3 2 E-B-IHiE

Dosages: ~150 Z5/F5% , X

Administration: Si5157

Cx=]

oHETRAIFEERR  ERTHRES  FRAMINE , REXNFER , SUSSEERE.
oI T RIEENNEERMIOER | REMRERAEEARME | L RS ETRARZ A,

A SR EEEFEIR

1*=Ro%E

 BREIEYERFAEECHITOE  BASENE. BRMHERETESHS 8RR

R NEERIAERER , BEITWIRSHIZRAERES , SAMBMELERE. YTHER
KEIRGERR  IBZLENEYF @Y Parafilm HOMR , FHERENEFRAER. NRBEREEZK
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B mERE  EEERWE , LRsmstieReE.

2 (ESERHIE | KBoRFIRERTIRERLRE | BISCRAUANERNS. NEHISEMHEER Bt
BEER AIIEFRESIEE DMSO EERHIETAEIBTTET 80 RKEMT —RILISERE 3-6

MRUL. R, BUEERHTHRRE. BREERRERE.

3 HRIEATIERES | BIRECAFZELHITERE  wEEERSEERAMAREETFR. BTKX

BOUEYIEISBMERY , FRLAGERZKMEAR (40 PBS ) FaR2AT , DIRESMTHINUE | RlBI A EEARE T

AR ARKILIRT AR, WA DMSO {E/IERI 18R DMSO REZERIRE <0.3%, LA RMIEEE,

KRET  FABEGET 0.22UM REEITIESZURE |, IBZRARI  HEEESEXRELT  BUSF

I EYnEE | EERAEERSEHRRLE.

4 (FREHISEENA - BT REWEMERSMR , SR TIFRECHILE , JRESFEMAN LA

HWRERBER , GIMLE , CMC-NA |, HithsE | BRFEZFEEXEVRE. A DMSO , 5

& DMSO RIZERE < 5% LABR B, LHEFIERTIHR , JUSE TR

SR RERSRGH B E R

bt (KE(KG) [AEERM2) |Km &
i 12 0.6 20
ia] 10 0.5 20
£ 3 0.24 12
i) 1.8 0.15 12
iz 0.4 0.05 8
KRR 0.15 0.025 6
&1 0.08 0.02 5
N 0.02 0.007 3

=) Almg/kg)=a# B(mg/kg) X 4D B B9 Km ZEY/E0¥) A BI Km &L

5 XFFmEI L IER IS

BEIFRE ERNERFmIERTEN FAYHERTIA. W TREMEN R HERT 500MG
89, FlIH At ERIEERSESREN. BT nERUsEEnIiETRE NS~ niEEE
EyEmTrL  XREFAESIIHSET  FEUMERRRT , £ RinFEER. TR~ m, 7
LATE 200 HAEARERLD , ERWEERIN , NTERIRE.

FmirS T EESE—EiRE £ NI EEMETHREIESTE , EFAM

e i D RZ 6
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALEBEFREFBETH , MREWINRIEIFE/) RS RERTII R EE
FEREEN—E , JREMRAZFmAsEE. EILUNNEESR ( SREEFM ) FHRiEERES
EzTEiBk.

ST EERECHPRRIRY T RRERHFRE ENIREER | BBV ERSENBHERARZLEY TR
BGEMANEY  EEETSSPRRBUKS , EIRER | XM RRENEETERPRE.
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