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P24 FR: Varenicline-d4 Dihydrochloride (Major)
CAS 5: 866823-63-4
P55 : S88198

HEYEE

Varenicline (CP 526555) & EA MR LM TR FZEN R « 482 JAGIEL A0 52 44
(a4 B2nAChR) HIEE/>#Eh7 (IC50 =250 nM). Varenicline 1% a 6 B2 nAChR FJ 4 sl 7 Al

Description «7B2nACHR MI%AWEH. Varenicline FTHNT/E T4 nACKR (0FLEWEH{EM, I LIHR
IR RIS nAChR, )2 FIAE MOM A4 ) 7B
IC50 & Target EC50:2.3 pM (a4B2nAChR); 18 uM (a7nAChR); 55 uwM (a3 B4nAChR)[2]
Varenicline (200 1M, 24 h) % HUVEC 4135 /77 B 8§31,
Varenicline (100 1 M, 30 min) & #3% HUVEC 4iffi ) ERK1/2 1 p38 {5 Silk, B
Varenicline (100 1M, 24 h) F&fik HUVEC 40Jfif VE-cadherin [3RIA[3].
Varenicline (100 1M, 4 h) £ HUVEC 40fd 2.4 £ 04010 F[3].
Cell Viability Assay[3]
Cell Line: HUVEC
Concentration: 100, 200, 300, 500 pM
Incubation Time: 24h
Result: Did not affect cell viability at 100 and 200 pM (96.8 + 0.1% and 93.9 +
1.8%, respectively). Decreased cell viability to 85.7 + 7.5% and 57.8 +
7.7% for 300 and 500 uM, respectively.
Western Blot Analysis[3]
Cell Line: HUVEC
In Vitro
Concentration: 100 uM
Incubation Time: 1, 5,10, 15,30 ,60 min, 24 h
Result: Significantly activated ERK1/2 and p38 signaling with peak activity at
10—15 min and 10-30 min after treatment, respectively, lowered
expression of VE-cadherin at 24 h. MLA (100 nM) significantly
reversed the Varenicline-induced effects.
Cell Migration Assay [3]
Cell Line: HUVEC
Concentration: 100, 200, 300, 500 pM
Incubation Time: 4h
Result: Significantly increased the number of migrating cells by 2.4-fold
compared with vehicle treatment. MLA (100 nM) completely blocked
Varenicline-stimulated migration.
Varenicline (0.5, Img/kg, J& NS, BIZIE52Y) FIEE RO 10 55 Je 51 ke iR SR RE IR ], ()
I 420 22 A 55 X JE IR L BUR 4]
Varenicline (0.004 - 0.04 mg/kg/h, #fikiit, —H 23h, 7-10 d) 775 4 b > A5 /) - PRRTE
In Vivo TR 250 AR TE TR S W T (0.0032 mg/kg/ing) FAAEAT, LA ATRE (0.0032 mg/kg/ing)

A K B IR EA 25K, HA SR SN T & 35 5[5 ]
Varenicline (0.178-5.6 mg/kg, MR, BIZIZ524) 76 CSTBL/6T HI CD-1 /NER SR V7K 5L 56 H &
TR HPUIATRE 6]
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Solvent&Solubility H20 HHIEME © = 100 mg/mL (351.89 mM)
DMSO H IR : 62.5 mg/mL (219.93 mM; 75 B, WG DMSO X 7 i (¥ ik BEAT 0 35 3
R, S AT ) DMSO)
* " =" means soluble, but saturation unknown.
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 3.5189 mL 17.5945 mL 35.1890 mL

Stock Solutions 5mM 0.7038 mL 3.5189 mL 7.0378 mL
10 mM 0.3519 mL 1.7594 mL 3.5189 mL
AR 7 i LS AR BV AR RO PR A G VA RIS . — ELECRUA L 1 e ORAE, G
S VR R R 7 it R
5 & ARA7 7 AFIER . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture and
light). -80°C fif7I, iH7E 6 AN AMEH, -20°C féAFIT, B4 1 MA WM.
*ORVE: WA KAE AW, ERBRERETAERS, B 0.22 pm IR ERR S AL .
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e Ak AL IR -
AR WA R A E A 200 IV AR s — ELRRIBL, VMR ARAE 388 G R SR I MU i

&R ARA7 7 AFNIER: -80° C, 6 months; -20° C, 1 month (sealed storage, away from moisture and light). -80° C 577K,
WIE 6 AWM, -20° CffERy, WEE 1 NA WA

AT FE 1 mg 5 mg 10 mg 25 mg
BAUAER
W
1 mM 3.5189 mL 17.5945 mL 35.1890 mL 87.9724 mL
5mM 0.7038 mL 3.5189 mL 7.0378 mL 17.5945 mL
DMSO/H20 10 mM 0.3519 mL 1.7594 mL 3.5189 mL 8.7972 mL
15 mM 0.2346 mL 1.1730 mL 2.3459 mL 5.8648 mL
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20 mM 0.1759 mL 0.8797 mL 1.7594 mL 4.3986 mL
25 mM 0.1408 mL 0.7038 mL 1.4076 mL 3.5189 mL
30 mM 0.1173 mL 0.5865 mL 1.1730 mL 2.9324 mL
40 mM 0.0880 mL 0.4399 mL 0.8797 mL 2.1993 mL
50 mM 0.0704 mL 0.3519 mL 0.7038 mL 1.7594 mL
60 mM 0.0586 mL 0.2932 mL 0.5865 mL 1.4662 mL
80 mM 0.0440 mL 0.2199 mL 0.4399 mL 1.0997 mL

100 mM 0.0352 mL 0.1759 mL 0.3519 mL 0.8797 mL

ik s MR FOKAE S, SRR TS, FAH 0.22 um 18R IEER A (] .
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