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Delanzomib ; CEP-18770 ; CEP18770

FEERgRS : MB1645
RE#NA : >95%,BR
BZEMFE : 10MG;100MG
=iz : powder
BFER

DT C21H28BN30O5

DFE 413.28 oH | e
CAS No. 847499-27-8 /'IN N
fEFEMN -20°C , BB AR &= HM =0 0

o DMSO : 83 mg/mL (200.83 mM) M'»FDH

I(ifii) Water : Insoluble OH

Ethanol : 83 mg/mL (200.83 mM)
TEEN | ARMEEEEERTNNER  MRERESE TR mELARME.
HBRE | ATENRLMER | BF RS RIEFERE.

i@ Delanzomib(CEP-18770) 2O REMHAVE QS AREE QESHEMEINHIF S8 T A NF-kappaBi&tt,
%4 : Delanzomib ; CEP-18770 ; CEP18770 ;

(R)-1-((2S,3R)-3-hydroxy-2-(2-phenylpicolinamido)butanamido)-3-methylbutan-2-ylboronic acid

YMIBTEIARIEHR :
AN ¢ MR
BRI DMSO :83 mg/mL (200.83 mM) ; Water :Insoluble ;Ethanol :83 mg/mL (200.83 mM)

&

......... >95%

TSR - -20°C | BECPEIZIA T8
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Delanzomib (CEP-18770)2—MOREH . EEREAEAHSIERIERESKIDHEIR |,
1C50 79 3.8 nM , RR(RIRENHDHIEEIARRECIBI A BE ST,

BER

Chymotrypsin-like proteasome
3.8 nM

RINATT

CEP-18770 B3uHIEEELESSE , IC50 J9 3.8nM, [T, CEP-18770 thiZ sk E4ET8Ee T
tE, CEP-18770 B9 IC50 {&70 bortezomib &1l , EBTE(RANEE/RIREHDHIEEE O ESSEFN caspase
SSEME, CEP-18770 P4 A2780 SPESEEZAAE, PC3 BIFIBREE, H460 SC fHfE , LoVo Z5i7fE,

RPMI8226 & &1 E5EME HS-Sultan [E125143E Hodgkin #EEE ,IC50 958U 13.7, 22.2, 34.2
11.3,5.6 #18.2 nM, CEP-18770 {ERRF—L MM FE4-BE4HARIE R MPEHIEER K562 , {12
=-RHEEIRE, CEP-18770 ESZRERRINET 4 2 8 \df , XMERFI bortezomib 2§
. F3 CEP-18770 FR4hIE , ST IkBo fEf%, CEP-18770 YEFBF RPMI-8226 F1 U266 4
. BB NF-B BKFiEME. CEP-18770 {EFEF MM 4BIEZK |, 1% NF-kB DNA &5
M, XM EFRFEREFLREREME | SRS —LIET NF-«B (NERBEMHEEEERIE
TEAIBEES | B4E 1kBo, X-REMAESIETIDHIZER (XIAP), TNF-o , IL-1B, 445k 55F(ICAML),
VEGF, NF-kB ETERERIZRIAF bortezomib KIET SESEFIMIGRRAAEX, 1R TS
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CEP-18770 QMBS IERETIMNME, CEP-18770 YEFBF MM R8RS AT B EMEAET Y]
AR EHEY MM IR XRA MM thEEY | BRERNTIESERIRA  HPELEEA
bortezomib ;&f7id, WtkohCEP-18770 #1 melphalan 8% bortezomib BXFIETHEHNE] MM 45
EES.

RREAR

CEP-18770 RFANDHIREEARE , XFHDHIFEFIEERXME. 5 bortezomib LFEAELL
CEP-18770 ESiE=IR , FAEFIEIEXME. 5 bortezomib 8L, CEP-18770 1EANFHEEES,
AR , FEFEEFYE, CRGTE CEP-18770 F=4 |, IE(AERRREME. 5 bortezomib
tELL, CEP-18770 EAMBIFAHIFIMEEREEN | FERIEEXM, CEP-18770 IR
RREAT(SS L bortezomib & 2.5 £&, CEP-18770 {EFF MM &&=
melphalan 8U2#047; melphalan B9BREELER, CEP-18770 # bortezomib BXFA , SEydAEF
—FRhER | ESXT bortezomib BURAIINETEE IR | EREIERT bortezomib RIfHfESIR.
HERSIEEIERLh | BmOARAME CEP-18770 , tBE7Rit MM %438

ECHXTREE

MB5137 MG132, B\ NEF

MB2634 PSI(EEREs{RIEI3);Proteasome Inhibitor 1

BigkiER RdR SOENETo FAYS HEBEFERMATE ZATF AN, Delanzomib (CEP-18770)
E—MOREMH  EERFA SRS EREBES 11H7) |, IC50)5 3.8 nM , RR(KIREMIIHIEAES
RRRE LIRSS B E ST,

fiERECE
I/
- 1mg 5mg 10 mg
1

‘]&E */\
1mM 24197 mL 12.0983 mL 24.1967 mL
5mM 0.4839 mL 24197 mL 4.8393 mL
10 mM 0.2420 mL 1.2098 mL 24197 mL
50 mM 0.0484 mL 0.2420 mL 0.4839 mL

ZHITINRE (URSF)

AIBESELS

B R P R BRI

FEVKIZRAY PBS it 2 R ARZ R MBS HEREHRE, A 147 buffer(50 mM Tris pH 374, 1
mM ZFGWEES, 5 mM MgCl2, 2 mM ATP R 250 mM fE#E) (BIS7E 40C TRIEREE 15
Fl| 30 DA, DERE 1.6x104g HETEL 5 2%, DB | % , HiEER. i
4 Bradford SLIIRENIE RS RE. WERBMEN. TEAEPRTPEHESENEA(E
% 609) , FEZM, @id 12.5% SDS-PAGE 0B , AR BEIREIEPVDREL.
FHER: - RS E SR SRNAIB MRS VB SH Ui TRRENT |, BEHFRIIEE,

(RRESEES :

Cell lines: HMEC #0 TEC #Hi&

Concentrations: 0-100 nM

Incubation Time: 6 /)Nt

Method: HMEC #1 TEC 4HiEZEF1 104 NMAREFRE 24 FUMR L , 1R EBE 5% FCSHY
DMEM 1575, MERIHIFIES 48 /\Mif5 , kAl , BT  BERERE. UE
HHREEY , ERERS. M=IRTFATER. 7E 24 FUIR EEFLPE 4x 104 NMAREEFPER
Matrigel BJ#H92 0.25% BSA By DMEM 157 &, HMECH] TEC 4HB(EFL 5x103 1),
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ISiZAES S%FCS 9 200uL DMEM Hest e (M IRR), FIFMEEF R (BHXIE),E
Matrigel XESDE. BEBEHMENERMNE , 37 oC TES 6 /0T, iDRELWLER |, £
.

Animal Models: #/ A2 MM RPMI 8226 7 FSEEEIEER SCID B
Formulation: 3% DMSO

GH4SCES -
S Dosages: 1.5 2l 4mg/kg B8R 2Kk , 15424 A
Administration: k£S5
G==9|

oA RAIFEERL  ERTARES  BRAMIUME , RERARER , SNSSEEE.
oD T MIEHNEERMEDER | HEAMREFTRAEREEM | A LIRS ETRAR A,
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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 w140 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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