R R A IR AT
Shanghai yuanye Bio-Technology Co., Ltd

i I HiE: 021-61312973  fEE: 021-55068248
ll? I] P4ik:  www.shyuanye.com
(A1} HR#: shyysw@sina.com
FP=ih4FR: M22 NEDDS inhibitor; NAE-IN-M22

CAS 2. 864420-54-2
KRS S89147

HEYEE

NAE-IN-M22 & —Ffg 3, EBFEIERA NEDDS i5ibE (NAE) #0175, 8006 R TG

Description Mo NAE-IN-M22 £ Fu@ai B KIFE T AS49 M T:. NAE-IN-M22 i A] LLZE (A py 4 il il
K.
IC50 & Target NEDDS activating enzyme (NAE)[1]
Cell Line Type Value Description
Antiproliferative activity against human A549 cells after
A549 1Cso 5.55 uM
48 hrs by CCKS8 assay
Antiproliferative activity against human AGS cells after
AGS ICso 9.92 yM
48 hrs by CCKS8 assay
Antiproliferative activity against human BxPC3 cells after
BXPC-3 ICso 12.4 uM
Cellular Effect 48 hrs by CCKS assay
Antiproliferative activity against human HCT116 cells
HCT-116 ICso 10.57 uM
after 48 hrs by CCK8 assay
Antiproliferative activity against human K562 cells after
K562 1Cso 5.51 uM
48 hrs by CCKS8 assay
Antiproliferative activity against human SKOV3 cells
SK-OV-3 1Cso 9.26 M
after 48 hrs by CCK8 assay
M22 (0.37-90 1 M; 24 h) blocks neddylation pathway selectively and suppresses degradation of CRL
substrates in A549 cells[1].
M22 (0.1-100 1 M; 48 h) inhibits A549 cell proliferation completely at 30 uM (GIS0=5.5 uM,
GI90=19.3 uM)[1].
M22 (15-30 1 M; 36 h) promotes apoptosis in A549 cell line[1].
Cell Viability Assay[1]
Cell Line: A549 cells
In Vitro .
Concentration: 0.37,1.11, 3.33, 10, 30, 90 pM
Incubation Time: 24 hours
Result: Inhibited formations of Uba3-NEDDS8 and Ubc12-NEDDS.
Resulted in a corresponding decrease in the abundance of
Cullins-NEDDS8.
Decreased the degradations of p27 and CDT1.
Prevented p53 from degradation.
M22 (60 mg/kg; i.p. once daily for 14 d) inhibits tumor growth in nude mice bearing AGS
In Vivo xenografts[1].
M22 (0.36-90 1 M) has low acute toxicity in zebrafish model[1].
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Preparing 1 mM 2.7524 mL 13.7620 mL 27.5239 mL
Stock Solutions 5mM 0.5505 mL 2.7524 mL 5.5048 mL
10 mM 0.2752 mL 1.3762 mL 2.7524 mL
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KA INEAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.08 mg/mL (5.72 mM); EiEER

W7 RS >2.08 mg/mL (HRIFERKD MR HEET.

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥151; Fi Bk RSN 50 uL Tween-80, JREII5]; SRIG ARSI 450 L AFHK EEZE 1

mL.

A EKIIEH: ¥ 0.9 g FAEN, BT ddH.0 FERZE 100 mL, A LAFS RIS % B 10 A4 B 4R K
b3/

YIE

BT IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2.08 mg/mL (5.72 mM); EiEER

TR HRAT > 2.08 mg/mL (HERIEARAD IR EER

PL1mL TAEBCAE], HC 100 pL 20.8 mg/mL 77 DMSO fifi & NE] 900 uL 20% [ SBE-B-CD
A ERAKIEW , IREA.

2 ¢ SBE-B-CD (A T E:ft B-MMIkS) MAREAT 10 mL HAEEKY, EEBMRBIEEY.

TR =

R F AR I AER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (5.72 mM); EIHER

W7 R ARG > 2.08 mg/mL CHIRIERAD MEEER, M7 55250 FITE A A UL I3 sesbm
A .

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL [¥77H DMSO & nE] 900 uL F oK, REH
5.

SEIHR [1]. Lu P, et, al. Discovery of a novel NEDDS8 Activating Enzyme Inhibitor with Piperidin-4-amine Scaffold

by Structure-Based Virtual Screening. ACS Chem Biol. 2016 Jul 15;11(7):1901-7.
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER
W
1 mM 2.7524 mL 13.7620 mL 27.5239 mL 68.8099 mL
5mM 0.5505 mL 2.7524 mL 5.5048 mL 13.7620 mL
10 mM 0.2752 mL 1.3762 mL 2.7524 mL 6.8810 mL
15 mM 0.1835 mL 0.9175 mL 1.8349 mL 4.5873 mL
20 mM 0.1376 mL 0.6881 mL 1.3762 mL 3.4405 mL
DMSO 25 mM 0.1101 mL 0.5505 mL 1.1010 mL 2.7524 mL
30 mM 0.0917 mL 0.4587 mL 0.9175 mL 2.2937 mL
40 mM 0.0688 mL 0.3440 mL 0.6881 mL 1.7202 mL
50 mM 0.0550 mL 0.2752 mL 0.5505 mL 1.3762 mL
60 mM 0.0459 mL 0.2294 mL 0.4587 mL 1.1468 mL
80 mM 0.0344 mL 0.1720 mL 0.3440 mL 0.8601 mL
100 mM 0.0275 mL 0.1376 mL 0.2752 mL 0.6881 mL
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