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1A-116, a potent Rac1 inhibitor, is specific for W56 residues, can prevent EGF-induced Rac1 activation and

block Racl-P-Rex1 interaction. 1A-116 can induce apoptosis and inhibit cell proliferation, migration and

Description
cycle progression in a concentration-dependent manner. 1A-116 also demonstrates a high antimetastatic
activity in vivo[1][2][3].
IC50: 4 uM (F3II); 21 uM (MDA-MB-231)[1].
IC50 & Target Racl[1]
Apoptosis[2]
1A-116 (48 hy LA EE ikt o7 Ramd F30 A1 MDA-MB-231 4085, 1C50 23518 4 uM il 21
uM[1].
1A-116 (1,10 uM; 12 h) 7€ F3IT 4R E3EHI5S Racl ¥i&, I DA BEM#i it 77 P& Racl-GTP i
WK1
1A-116 (50, 100 uM; 12 /MEF) FHBT Racl-P-Rex1 AHEAEF[1].
1A-116 (20 pM: 5 /NEFIRIRR R 25 hy LERCT 77 0l LN229 i A 2].
1A-116 (10 pM; 16 h) 7£ 10 HPS IR 5k DAL RS, RBUI MAKAE . (HPS: MGk v)E, £
R (M) IERONIFEE SN (HPS))[2].
1A-116 (20, 50 pM; 6h) DAERCHHEAH 1) 7 ik S 4u R JH T2 2]
1A-116 (100 nM) ¥ /> Vav2 Fl Racl At FHIAEMREZEE, HA R PAKI 51, BIE
GEF-Racl 7K ERIUHNH] Racl [HTE[3].
Cell Proliferation Assay!!1?]
Cell Line: MDA-MB-231, F3II, LN229 cells
Concentration: 20 uM
Incubation Time: 48 h; 5 h intervals over 25 h.
Result: Inhibited cell proliferation in a concentration-dependent and
In Vitro
circadian manner.
Cell Viability Assay[3]
Cell Line: Ker-CT human keratinocytes cells with oncogenic Vav2/Racl
F28L/PAK1 Tyrosine 423
Concentration: 100 nM

Incubation Time:

Result:

Cell Migration Assay [2]
Cell Line:
Concentration:
Incubation Time:

Result:

Apoptosis Analysis[2]

Cell Line:

Inhibited Racl activity at the GEF-Racl1 level.

LN229 cells
10 uM
16 h

Reduced cell migration at 10 HPS which exhibited temporal

dependence.

LN229 cells
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Concentration: 20, 50 pM
Incubation Time: 6h
Result: Induced cells apoptosis and in a circadian-dependent manner.
Western Blot Analysis[1]
Cell Line: F3II cells
Concentration: 1, 10 yM
Incubation Time: 12h
Result: Blocked Rac1-P-Rex! interaction.

Reduced Racl-GTP intracellular levels in a

concentration-dependent manner.

1A-116 (3 mg/kg: FlkiEs: BR—IK, 4 21 R) BRHEHEBIEE, HNaERIEmEEx
TERRD T 45 60%, I BBCH LI W R MEE(].

1A-116 (20 mg/kg; MEMEIES: &R—WK, ZT12 N 73 K, ZT3 N 68 K) 5 zT3 HMtk, fEFR/N
R EEZ ZT12 AW EKAEEN 8. (ZT: Zeitgeber WA 12 (ZT12) & XCNFITHFIE] (24 b 1] i
E 7 ®), ZTO & ORI MR B 7 S))[2].

1A-116 7R H REFI FURAT (3],

Animal Model: Female BALB/c inbred mice (8 to 10-week-old; average 20 g)[1]
Dosage: 3 mg/kg
InVivo Administration: Intravenous injection; once a day for 21 days.

Result: Demonstrated a high antimetastatic activity.

Animal Model: Male NIH Swiss foxN1(A/A) nude mice (2-month-old; GBM model)[2].

Dosage: 20 mg/kg

Administration: Intraperitoneal injection (at ZT3, ZT12); once a day, 73 days for ZT12, 68
days for ZT3.

Result: Increased survival time when treated at ZT12 compared to ZT3 in
tumor-bearing mice.

7 o ST
Solvent&Solubility DMSO ARV f# £ : 100 mg/mL (325.40 mM; # 75 Bh i ; WM DMSO X ™= il H VA il B2 A 2 35 5%

WA, TR ) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 3.2540 mL 16.2702 mL 32.5404 mL
Stock Solutions 5 mM 0.6508 mL 3.2540 mL 6.5081 mL
10 mM 0.3254 mL 1.6270 mL 3.2540 mL

AR = S EA R P VAR IR 3 A& TV I U 40 — LIS RORYIR, W 38 (RAE, i
S VR R R 7 it 2R

il SRR 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C 77N, i 7E 2 fEfHAH, -20°C 1%
TEEE, THLE 1 AER A

YL

ARG 1) I BN 24577 2 SR BRI 2 A AR T R

AR ¥ A7 7 S 0V S 1T In Vitro 77 2UFE IV A 4380, AR VR I B 71
AL 4 R AT R, VBT IO 4T DMRE R A2 25 1, S8 2 RAF s R SER i TR, &



https://www.medchemexpress.cn/javascript:goCoordinate('cpd_References1');
https://www.medchemexpress.cn/javascript:goCoordinate('cpd_References1');
http://www.shyuanye.com

e R : i

- :

ll? |] I P4ik:  www.shyuanye.com
(A1} HR#: shyysw@sina.com

AR AR R AR
Shanghai yuanye Bio-Technology Co., Ltd
HiE: 021-61312973  fEE: 021-55068248

BUSHLHIE, SR

[ S R T AN (P S = RE Y i VN o 2 73T G R AN A R PG G DU s el s B/ TRV i
WG, AT LOE S AR/ B8 7 1 7 B

E S

RPN AIAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.5 mg/mL (8.14 mM); &% i

TR = 2.5 mg/mL CHURIEEREDD 1PE A

U 1mL TARBCAH], B 100 wL25.0 mg/mL KI¥%HE DMSO A& M3 400 uLPEG300 H, i
G5 B ERERFIAN 50 L Tween-80, JRAIS): REHALSIMA 450 nL AEFHK &
A% lmL.

AT K TR B 0.9 ¢ B, AT ddH. O JEERZE 100 mL, A LSSV % W 04 3 4k
IKIEW

L -

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

Solubility: 2.5 mg/mL (8.14 mM); &kitil; ##H Bh

BE75 ARG 2.5 me/mL 850 R, B AT T D IR A

PL ImL TAEM 6], B 100 »L25.0 mg/mL %34 DMSO fif##nEl 900 »L20% ) SBE-B
-CD AEEHAKEW T, BEHA.

2 g SBE-B -CD (FTHEEE B -FFMIAE) MAERET 10mL MAEFEKE, TEBEMEBHEEN.
FR =

WK IR N FMIER:  10% DMSO  —  90% Corn Oil

Solubility: = 2.5 mg/mL (8.14 mM); Y% A
WH R = 2.5 mg/mL CHURIEREND BOVETEER, M5 % S /I A A UL sh 9 55
LONEREIE

P 1mL TAERCAHI, B 100 uL25.0 mg/mL 1755 DMSO fE#30ME] 900 wL Tk, 1BE
Bi5).
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.
ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 3.2540 mL 16.2702 mL 32.5404 mL 81.3511 mL
DMSO
S mM 0.6508 mL 3.2540 mL 6.5081 mL 16.2702 mL
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10 mM 0.3254 mL 1.6270 mL 3.2540 mL 8.1351 mL
15 mM 0.2169 mL 1.0847 mL 2.1694 mL 5.4234 mL
20 mM 0.1627 mL 0.8135 mL 1.6270 mL 4.0676 mL
25 mM 0.1302 mL 0.6508 mL 1.3016 mL 3.2540 mL
30 mM 0.1085 mL 0.5423 mL 1.0847 mL 2.7117 mL
40 mM 0.0814 mL 0.4068 mL 0.8135 mL 2.0338 mL
50 mM 0.0651 mL 0.3254 mL 0.6508 mL 1.6270 mL
60 mM 0.0542 mL 0.2712 mL 0.5423 mL 1.3559 mL
80 mM 0.0407 mL 0.2034 mL 0.4068 mL 1.0169 mL
100 mM 0.0325 mL 0.1627 mL 0.3254 mL 0.8135 mL
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