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Epoxomicin
= RS : MB3678
GREtnE : >98%,BR
BEME : IMG;5MG
FEERAZ, : Powder
BEXER
oFR C28H50N407
PTE 554.72 |0 i
CAS No. 134381-21-8 s \g’N“‘ H o OH
[P 20°C | BT 5 HN]:\
— DMSO 100 mg/mL (180.27 mM) E 0% " hH )
R
25°0) Water  Insoluble ; /f\E
Alcohol 100 mg/mL (180.27 mM) Q
FEER | ARUEEEEETUEYN  REETR RSB,
HfthiBE | ATENREER | BFLRRABREFERE.

&7 : ’|ElgER Epoxomicin 2—Fa S EMEEAERNEAEAITSEIR , TEMHREIAEATEEL.
B8 : BU-4061T ; ;A& ; Aids010837

N-Acetyl-N-methyl-L-isoleucyl-L-isoleucyl-N-[(1S)-3-methyl-1-[[(2R)-2-methyloxiranyl]carbonyl]buty

[]-L-threoninamide

YIRS

1S U HEeEXAEMR

A DMSO 100 mg/mL (180.27 mM) ; Water Insoluble ; Alcohol 100 mg/mL (180.27

mM)

BE e >98%

fETFSME - -20°C , BECHEIATIE

EnEN

FEEA Epoxomicin —FfEiF M EOEDFEIR  EERRENE  EEINE 20S ZEEARY CH-L &M |

P | g T-L AN PGPH LEN.

51 Epoxomicin 2M Actinomycetes ¥ BEHIRIAT=YI,

B 20S proteasome
Epoxomicin N EEE5Z] LMP7, X, MECL1 , FIEEBEE/RAY Z {EIFE. Epoxomicin (100 nM)4b
 HUVECs , {§ p53 ZH/KFEN 30 {5, Epoxomicin (10 uM){EFETF Hela 4iiE , SEIZENHE
HZE#H., Epoxomicin(10 uMYEFETF Hela 4Hi8 , #0#) IkBox f&f#E. Epoxomicin(10 uM){ERF

{BHMATE |Hela 4058 BEFRE TNF-o RIEHY NF-kB DNA &£5:5F 1 JXFMERTRERI 2K, Epoxomicin
1% ELA WHEER4BEEIETE |IC50 79 4 nM, Epoxomicin(l pM) BEE LCMV GP33 FIi38 GP276.
Epoxomicin #il Babesia bigemina 414< , IC50 /9 4 nM, Epoxomicin 3% 0.5 mg/kg %1 0.05
mg/kg FIELME B. microti , RIMGEIEES B 34.8% F142.3%. Epoxomicin (100 nM)4biE
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Plasmodium falciparum , f&(lk 78%, 86% #0 77%HIMfE. Epoxomicin (10 uM) HpHIESFFI/

BRI AOPEE,
Epoxomicin &X#& 0.58 mg/kg FIE4E , SEXRBAE/NEBL |, BE 44% CS K&,
SRR | Epoxomicin (2.9 mg/kg)Rb /N, | 24 /NaSfE , UEERNEK , BRUEIDE 95 % RIEMEAERAISE
KR,
E IR Rt (ESEXIESEFSF D E M= iR)
MB2634 PSI(EEREs{AEI);Proteasome Inhibitor 1
MB5137 MG132, B[ EAmNEIR
MB1644 Carfilzomib/PR171
MB3702 MLN9708

MiERiR - BRI HZRRTOFENE
DBEINRATY  B—HMEAEEEENS. RS MIERRAIEIR. ARTBTEXTURR

MIEFERSE  FERTAE. REMIERMREET

RIAsCIE,
fEmEE
fh 7oz
= Fool 1mg 5mg 10 mg
X

1 mM 1.8027 mL 9.0136 mL 18.0271 mL
5mM 0.3605 mL 1.8027 mL 3.6054 mL
10 mM 0.1803 mL 0.9014 mL 1.8027 mL
50 mM 0.0361 mL 0.1803 mL 0.3605 mL

ZESEIRIE (RIFEF AT , (UESE )

EhISEIS

Animal Models: BALB/c /5§,
Formulation: 10% DMSO/PBS
Dosages: 2.9 mg/kg
Administration: fSizT54

CE=]

oA RAIFEERL  ERTHIRES  BRAMIUNE , RERRAE , SNSSEEE.
oHBD T MIEEHNEERMEDER | HEAMREFTREREMURN | LU EEENESETRARZ A,
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B EMIREERER

1 Fmp%E  BKEIYERFFAEECHITOE  RADERE. 8FMHERRTESE S B8EHm3E
R AEEHREEER , ITEITMIMRSHNZROETER | SAMESMEZRE. MTHSERE KX
(e, TS LEHTHYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , Bdm
B, EWIEEHBE , LIRFImLiaRE.

2 SRS | ABDRAER ARELRE | BUTRANARENSR. NEHSHETR  BERE
&R HIIEFRESIEE DMSO |, B RHIETAEITTE T 80 BREKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRE xR,

3 MRIEFIEREIE | BIRENAFEERUERE  BRESRNEERAHAREETFR. BTARNS
WEMEIBMRY , FILAMERZKIMESR (40 PBS ) iR , AIgEStTHIE , @ TEAEERENAR &
SXILRFAERE. WA DMSO 1E/9ia7 |, 58tk DMSO REERIRE <0.3% LIB M St.

KREHT  FABEGET 0.22UM RERTIEASIURE  B2XRARSI  SIESESEXRE L  GUSFBL
aiEtt | EERIAHEESEHRLE.

4 (FRIEINA - BTRSUSYIRIEAEN WL TIFRECHIRE | TR FTEMA—LZ5 AR
fEZBDAES , WNIEE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , 5t DMSO
HILERE <5% LABRSMHER, SHFIERITENE , TLISE TR

EWARRERRS B AR

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

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZMD A B9 Km &

5 XFFmElRERIEIT

TR mE | EREERRIERTEN  FNEERTA. YTREMEN ™R  HERT 500MG
8, Bl R E2RIEERSELEN. BT -nEETEEndETEE  NSE - RRETEER
EET L, XINRBEAESITHSET  SEUNERRRT  Er-RinEAER. XNTRE=mE , FTLAE 200
REAHFBELD  BEIERE , NTTBRRK.

FRirSinEESE—EN JIRE | £ NI CERYETRIEESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEEFREFRETH , WREWIN~ROEFE/) , BRNEERAEATHISETHREEEE L
FEBI—R , TREMERETRIEFE. BILUINEEER (SREBEFM ) FRiEEFR%EZTE
B,

T ERRECHRRIRY - RREEHTRE B IRRE | BN NERSEIEHER ARz EeY | W TEER
EMRNEY  EEETSSPRREUKS  ETRER | XM aREREETERPRE.
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