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Carfilzomib ; PR171

RS : MB1644
REFNE : >98.5%
FIEHIFS - 20MG;100MG
=iz : powder

HFEE
oFR C40H57N507
DFE 71991
CAS No. 868540-17-4 7 Q /& o H/& 0y
N — — L\n/\N NY\NJ\rNTO
figfF it -20°C , BB TR ) o A o N
- DMSO : 50 mg/mL (69.45 mM) = O
AR Water Insoluble
(25°C)
Ethanol Insoluble
AEE | BEMEESETUEN  REEYE , sTata e afEt.
HABiRE | ATENRLFEE | BELRRHERIEFEIRE.

&7 : RIEK  Carfilzomib 2—F proteasome BYARRIHHDHIF , 7£ ANBL-6 #1 RPMI 8226 #HfE+ ,
ICs & < 5nM,

#J%& : PR171,PR171;PR-171;
(alphaS)-alpha-[(4-Morpholinylacetyl)amino]benzenebutanoyl-L-leucyl-N-[(1S)-3-methyl-1-[[(2R)-2-

methyloxiranyl]carbonyl]butyl]-L-phenylalaninamide

PIIBHEIR BB -

AN 2 e GEN

RN e, DMSO : 50 mg/mL (69.45 mM) ; Water Insoluble ; Ethanol Insoluble
BE s >98.5%

fEFRM - -20°C , BRI TR

EiEtE

Carfilzomib (PR-171)2—FhAE[i¥ proteasome %% , 7£ ANBL-6 4+ IC50 J9<5

FEmfEiR X \ AN \
nM , TERSMESEHDE) B5 TEEH ChT-LiEE | X PGPH A1 T-L EHEARSSHURAIE.
Proteasome

=1 (ANBL-6 cells)
5nM

Carfilzomib #IHIZMAEEENIRE EERIMBMIEANETE B2 R4 SHERE. Carfilzomib
BESREIMERBT S SESIREFINE c-Jun N-KiESESUNK). 5 bortezomib L ,
IR Carfilzomib tEIHEZEEKAN(Dex) FRIUGEATHTL MM &t  F5eiR T bortezomib FZ54a%41
M, Carfilzomib BiEZiDE) B5 WEAY CHT- LiFl , £ 10 nM XIERHDEFBIT 80%H
&M, IR Carfilzomib ERAMESEUASCE SRR B5 4HR% 20S ERESAF B5I %
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EHEBRIIE, 7 Carfilzomib RIEHEI ANBL -6 4R+l caspase &t Z5RE X caspase-
8 7l caspase -9 #] caspase-3 JEMHFE 8 /NI AIEEIN FOXTER 8 /NET/SHYARREIELL 75 BILE
T 3.2 , 3.9%16.9 &, 7E carfilzomib {MEIRIMAMEH LAAIRITEE MR 41%(Q1

ISR EROMRARATE R, Carfilzomib EE—EREHRAIERIL.

Carfilzomib JBERHE T AR SMIBEYIRERIERER, EFEEEENET

AR Carfilzomib BRI Z R BHEEMEMIE]. Carfilzomib IZINS/NRARR , FBIR
W, FHESIEMENERRE K.

EeHXEmiEEF

MB5137 MG132, EHEFAIDHIF

CL-10606 ONX-0914 (PR-957)

MB2634 PSI(ZEB&s{RN#IF);Proteasome Inhibitor 1
RigRdEid : RamkF , TZRBETAFEYSE  AEFERASE  FERTFAR.
fEiREeE

fi o
1m 5m 10 m
T H 9 g g

1 mM 1.3891 mL 6.9453 mL 13.8906 mL
5mM 0.2778 mL 1.3891 mL 2.7781 mL
10 mM 0.1389 mL 0.6945 mL 1.3891 mL
50 mM 0.0278 mL 0.1389 mL 0.2778 mL

ZHTINRE (URSF)

AIEBsLIS -

EEEX SRR RIS carfilzomib YPE:

ANBL -6 403 ( 2 x106/%L ) T 96 FLHik+FHF Carfilzomib ( 0.001 & 10uM ) 4hFE 1
NG, SRSIEAREZYR (20mM B Tris-HCI, 0.5 mM EDTA ) , HEURY L iEEIBTIRES
FEERRL ( PCR ) SPAR ., fEFEEEYAIREED 6 ng/ul RbFR ANBL - 6 4BRE/SEIRVZIRIDIIR
HERRER. TEMAIAIRET 4R -(CH2)4-Leu-Leu-Leu-FREHR; 20 uUMITIAFHTF=RES 1
B, TEZRRBEMERR PN 1%+ I EamEREN (SDS ) FIIAE 100°CEM |, BEfS7E 96
FLE9Z B DV iRPEFLAN 200l SEBFIIFIEES MR RSTIFE 1 Vi, iIXLEERN FARgEL
ARG (ELISA)E MR ( PBS , 1%4MEEEREF 0.1 %iHR-20 ) R4 , FHES
B% , F 4 CERIR S SN ERRBRTERE. FrAnASERERER- L 7
-B2 , L PLIFOHL BSI , LITESTIENL B2i |, FIRSTEEN- BS (FH¥T KLH-
CWIRVSSDNVADLHDKYS BREFIAMLAIIINT ) . BRALERERBMRE S Es REHY
TFERSR , FREESR antigoat KRS 2 /. FHRE |, KBERKIA SuperSignal ELISA
picochemiluminescence R¥IRAL , MfEFH TGN, SRALESEIT SnEMZIL R
B wg/mL , RXRINEERSTFRIERAY % .. {FFAELLT nonsigmoidal FI& - REATEERIE
HiZ% : Y = Bottom + (Top-Bottom)/(1 + 10" ((LogEC50 - X) x HillSlope)) , He X Ei%
FEROSSEL , Y 2H051% , EC 50 2% S50%HIRERITRIE.,

HRRSELS

Cell lines: WST-1, ANBL-6 £Aj
Concentrations: 100 nM
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Incubation Time: 1 /)\Af

Method: WST-1 T HEEBERDEIR Carfilzomib XSREESIEERS/MN. IEEAIDHIE
FRSXIRMIBLLIRAE, LM RREUE AR XLfitd B4 T B EADHEIRE
(IC50) . FMFEE(DOR)AYITEATNEZ IC50 (#uiE4mpa ) /IC50 ( BUEémiE ) . ANBL-6
#HKERE 100nM carfilzomib &R | R HRFTEE S5ug/mLIC-1PBS 1 |, ERRHE

LU AR FRERRER . FB FACScan DTt A IR AR 4 ERE% 2 M 525 %590 nM ),

#4ER CellQuest B4,

Animal Models: Beige-nude-XID /],

Formulation: 10%sulfobutylether B-cyclodextrin £ 10 mmol / L AYFriEERER B ik
MM : | (pH3S5) e

Dosages: 2.0 mg/kg

Administration: EpKiE5T

CE=]
R AT RAIFEERL  ERTAIRES  BRAMIUNE , RERRAE , SNSSEEE.
oHBD T MIEEHNEERMEDER | HEAMREFTREREMUR | USRS ETRARZ A,
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SR EEE RN

1 FRP%E  BRRIEMERFFAEBCHITOE  BADERE. SFEMHNSERTESHS BEmE
B aESEAREEER | BEITMIMERSHRNZROETEE | SRNMBSMESRE. MTHSERE KK
(e IS LEHTEHE , i Parafilm HOMR , AARBANIEERAER. NREENELK , B~
B, EIEERBE , LRt RE.

2 (EEREIE | A EFIRERI VS ERE | BILSCRARANENSH. NFEHEHEER  BEAE
EAN , MHIEEFRREER DMSO |, EREIETMEETE T 80 REEMT , —RAILISERE 3-6 1B
DAL, fEfERRD , BRIEEREITHRR. BREERRE R,

3 MRIEFIERGIE | BIRIENAFELHHERE  BRESRNEEZBHAREETFR. BTASY
WEYRIEAMRY , FTLAERZKIESR (40 PBS ) HREAT , AJRESITHINNE  ETEAEEIRENAR , &
SXISLIFEFE. WA DMSO 1E/9iEs | B8R DMSO SREERIRE <0.3% LIg M S,

KREHT B BRGET 0.22UM HERTIESIURE [ B2XRARI  HESESEREL  GUSTBL
aiEtt | BEERIAEEESEHIRKLE.

4 (FREMISEIENA - BTRESUCSYRIEAN , IWISTRTFRECHIRE | AT EMA LA
fEZBDAER , WNILE , CMC-NA |, Hil% , BRFEZFEREXNEVRE. WEER DMSO , 5tk DMSO
ROLIRE < 5% LAB RSB MIFR. LARIEIRITENE , ILISE TR

SDARREREAFIBIRER

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

) 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

liz5s 0.4 0.05 8

K5 0.15 0.025 6

=1 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=a14) B(mg/kg) X w043 B B9 Km REY/a04 A B9 Km FREL

5 XF PRI IR I

BNEFRE | ERANERRNEETEN | FNHEHR TN, W TFRESHMEN™R  HEET 500MG
B, BA1H s RRIEERHECREN. HTF-neXntzidRHEE NS mMETEEEEs
EETL  XMBREARERITHS T BEMMERER] , - RinEERK. XT&RIA~R  BJLIFE 200
BEARERED , BERBERIK , NTmgniRe.

FEnSvNEERE TN TIRE | & NI TERNYETRIERECE | BEA

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

M ALERFGERETH  WREMIN~RNEIRE/) , BRNEY R AT RS E M EEE LR
PEEN—E | FIRERARRIEE. BALIINEEER (SRIBMEFM ) FRiesEFRESE e
B,

TR EGHARIAT R RERHREENNRE | IR ERSENBHERSMZEY) | ITEAR
IEMRILEY)  ZEBRETSSHRREUKS  2EIRER | XM RS EREE TR RE.
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