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A novel quinoline derivative with high affinity for the translocator protein
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ABSTRACT The translocator protein (TSPO) is one of the important targets for Positron Emission Tomography (PET)
imaging because it is associated with brain cancer, stroke, and neurodegeneration. Recently, a novel quino-
line compound with high affinity agent for the translocator protein has been developed. In this highlight re-
view, major studies for the quinoline compound are described.
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FHAPLE SFSEHY 7leS EAE Al oA A U= it 2ol HEFH A 5 ohefet Ao
2o Q] in vivo AT JF5E) THEUO, Ea Aol AT YA L U G GOl S
oFo] F £Ho= So7t oudt HrE Fof Ayt wd AT of Z-euH|9 20480 B uigty1S 7hd e &
il A ) S A8) ofis ARO £2 A A2 of2iEol ok 9k W17 1083 "FE A
HE AlFgith 2eE)al o] AR= thefsth Ao xttho] gsldA EEslsty AES jAE [°FI-DPA7149}
v ohAlE] Fo] T o] Bl ol 8EL AUk, [*FI-FEDAAL1106 ‘50| o]u] W= QAR in vitro A%

A WEEAARA L = FAI O FEEY] Fa%t B oAl Z¥ZF o QIXHe] k| Al o] oA Tl E o] of
Z1Z9] 317} o)A whul A (translocator protein, TSPO) g kA & A HIMIS Hol= A0l yE
ojth o] AL #H|, A, X 5 okt QIA1S 7]l A U WTH3.4).

ERbe mERS o} out chila = A A7 & AEo| 20101 Andrew Sutherland= PK11195 2Z Hjeho
Ae A2 a2 UARXT AFES, A e 2 3 gddhatEs diElasEd 98 f=A,
s ¥ Aol 4ol S Be w2 =R U 3-iodomethylquinoline-2-carboxamide S 7|5}t E3H
53] o]2jgt ¥igh= H oA HHolu &S d9E F o] FEAEY K g2 543 23 ojujo|& A} F
5 AASH ARel7IIE WESHE resident HY A= 2o A7 AR AR K ghol sk
¢l A Zel o] QUTHR). whatba], AuA|Ee] g4y e FRISHATKS). E3F 20130 H& /i K #F
1} o]9} TWEE o)A vl mulEe AA =y} 2 ZF= 4-(2-iodophenyl)quinoline-2-carboxamide S H.il
A gzstoln] Hu ARYY FEwap -2 opoket SFATHO). SHAINE 7= =2 of|A= oA T gk
AWEe] 27 WEHIEA 2 & ATO) o A3 AsRE ofeh Ro= ko] AfAol

A 7P del ARgE dFEe] Qe ['Cl-PK11195 71Q1%r EAfetiao) =2 A}t X3Hdolek= A7t

(Figure 1)= Fo|A| Thaldlo] &2 A% S 7L UERGTHT)
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Figure 1. TSPO imaging tracers.
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gk AFoA o] FAIE sidshy] Sl 2= AxMET
g A AE wsto] Bl HolH| o
=1

2 GAF E2191 3-fluoromethjylquinoline-2-carboxamide,
ABS5186 (Figiure 1) 7W6l8 11 G115 Y=3ATHT).

2 slo]Zfo]|E g F=zollAl= ABS18631t J?i% A+
A a7fskarAt gk

AB5186-2 2-aminobenzophenone2 A|ZHERZE  3}o
% sl ol EaEch Ao o FAAL ol g
[PH]-PK111959}9] Za-A3F 24 Hol|A] AB51862 o]
Al eha o] s PK111959F -AFSE 2.8 nM 9| Ki gt

HA=dl, oli= 3-fluoromethyl 7|7} ofufo|= Age| 3]
A& Agtsto] Aol ©ha o] H-bond donor F-&3}2]
Ago| 7FssHAl EH= Aol o3t A o= HTHE 7).

E3}A (permeability,
tition coefficient, Kn)} A& a2 A3LE (percentage
of plasma protein binding, %PPB) 4] Lo 4 AB5186
2 ojAMA el EsetA A (P < 0.5, K < 250, %PPB
< 95%)£ 7};<]J~ 9= Aoz ehtct Eé] AB5186

Pn), BF £38F A4 (membrane par-

Eﬂrx—t"—i %-"]‘O]"C 23t 15439 Kn %lfi F& X
Solide 7 Aol A= =S AT HaE
At FRu7t & di-ortho-substituents®] JdFOS = pH
749} 37C 2] QLo AlgdsolAle] S0l 6417 5
2 0.03%eks oFF e Hahe dolih F YA
I3 ATHT).

["FI-ABS1869] @& 13t "F EA oA 118£14
wr=Ne & Hg B &2 lZ_ ] 28 =HflowH,
38£9%(n=7)2] BI7t7] B4 HhAEFEHE 428, 99% o]Atel
HAlElshA 4% W 0.6+0.2 Ci ummol ' 9] specific activity
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oﬂxﬂ UrEMX] QFokeh. [‘SF] AB51869] %
Ala Fgo] witjZol wls) A4S =9k
7} EA] oS PK111952 #2)519S o A
A7) W&o (P=0.0002) ["*F]-AB51860] o]
&t in vivo Eol/do] QIrkil ERIst 4= IUTHT).

Zo|A Thaidol| digh PR E TeE AR
7Fs/dE AR I8l =AAE USTMG-Luc2 5] 2o
Ao ISkl 1202 - 54 RS whgEo] 4=
A=k, [CFABSIS6S] Fofute] ARk snatAe
2 95zl et FYst HZIOM UERgth dlojg e
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o] Wzlol ZANAE in vivo Ho|H| ThAS oJalslal
5 ke A FRISHATHY).
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