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32  A-83380 Table2 nAChRSs binding affinities for (+)-Epibatidine,
A-85380, and halogenated analogues
nAChRs
Bp o 1P PET SPECT Compounds K; /pmol-L’!
A-85380  3- Epibatidine 8.4+0.2
nAChRs
A-85380 17+1
F I A-85380
AACHRS 20] ) ) 2-F-A-85380 46+5
Ki 6-["*F]-A-85380  5-['*'ZI]-A- 2-1-A-85380 >1x 10°
85380  2-['®F]-A-85380  A-85380 5-F-A-85380 25+1
4 5-1-A-85380 1121
6-F-A-85380 2543
nAChRs
6-1-A-85380 15048
1 Epibatidine A-85380 nAChRs

Tablel Binding characteristicsof Epibatidine and
A-85380 at different subtype of NnAChRs

nAChRs A-85380 Epibatidine
KioyfB, 52 pmol/L 43 pmol/L
Kioy 148 nmol/L 16.2 nmol/L
KiosPy 0.7 pmol/L 0.007 pmol/L
Kia, 10, 310 nmol/L 2 nmol/L
Kd 50 pmol/L 50 pmol/L

3.2.1 2-["*F]-A-85380 2-['*F]-A-85380

-1 -NO, 5
[21-22]
2-['*F]-A-85380 Epibatidine
['*FIFPH nAChRs
[23-25]
5 min 1.22%ID/g 15 min
1.86%ID/g nAChRs
30 min 7.2%ID/g,
6.8ID/g
nAChRs >

> > 3h /
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Table3 Binding selectivity of 5-iodo-A-85380 and other NAChRsligand at four major mammalian nAChRs subtypes

nACRhs Ki
K; at nAChRs subtype, Nm (Ratio to K; at o4f3,)
Ligand P, oy o7 Muscle
(= ))IPH 0.027% 0.004 (1) 0.11% 0.04 (4) 30+ 3 (1,100) 6.5+ 0.1 (240)
(+ )Epibatidine 0.008+ 0.001 (1) 0.049+ 0.02 (6) 4.0 0.5 (500) 7.5+ 0.5 (900)
(-)-Nicotine 0.84+ 0.13 (1) 100+ 20 (120) 130% 10 (150) 1000+ 100 (1,200)
(-)-Cytisine 0.18+ 0.02 (1) 54+ 9 (300) 260 20 (1,400) 190+ 20 (1,100)
A-85380 0.017% 0.002 (1) 14+ 2 (800) 17+ 2 (1,000) 320+ 20 (19,000)

5-lodo-A-85380 0.010£ 0.001 (1) 51+ 5(5,000) 250+ 20 (25,000) 1400+ 200 (140,000)
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Progress of ligandsfor imaging nicotinic acetylcholine receptor (nAChRS)

LIU Yuxia LIU Ning LIAO lJiali
(Key Laboratory of Radiation Physics and Technology, Education Ministry of China, Institute of Nuclear Science and Technology, Sichuan University,
Chengdu 610064)

Abstract Nicotinic acetylcholine receptor (nAChRs) are involved in various pharmacological effects or disease
states. In this paper, the progress of ligands for imaging nicotinic acetylcholine receptor (nChRs) is reviewed with 34
references. Additionally, its situation, problems and prospect are discussed.
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