IH NMR (300 MHz, CDCls) &

2.96 (s, 6H), 6.58 (d, .=3.0 Hz, 1H),

6.93 (dd, .~2.1, 2.1 Hz, 1H), 7.08 (d,

J=2.1 Hz, 1H), 7.29 (d, .~3.3 Hz,
1H), 7.45 (d, ~8.4 Hz, 2H), 7.52 (d,

J=9.0 Hz, 1H), 7.57 (d, /~=8.1 Hz,
2H).

1-(4-(Tributylstannyl)phenyl)- NV, V-d
imethyl-1A-indol-5-amine ({L&47 3
2)DERK

k&% 3 1 (43 mg, 0.14 mmol) %
L4-¥AFH 2 (Gml) ([CEML, ©
A(FYTFAAX)(01mL), T 7
Y Z 2=/ RAT 4 /37T A
(6.3 mg, 0.005 mmol), kY =F/LT
¥ (5 mL) #MMx T 6 FEINEAE
ML, RICEIEEZRIERE L, RiE
EFRE T T VI~ F o (1/9) A
BT H2REIRZaw ST 7
A4 —IZftL., k&3 2 %57, LK
6.2 mg (23 8.6%) 'H NMR (300
MHz, CDCls) §0.89-1.57 (m, 27H),
2.94 (s, 6H), 6.56 (d, .~=2.4 Hz, 1H),
6.9 (dd, .~=2.7, 2.4 Hz, 1H), 7.05 (d,

J=2.1 Hz, 1H), 7.29 (d, ~3.3 Hz,
1H), 7.45 (d, /=8.4 Hz, 2H), 7.52 (d,
J=9.0 Hz, 1H), 7.57 (d, -~8.1 Hz,
2H).

1-(4-TodophenyD)- N, N-dimethyl-1 A-i
ndol-5-amine ({L &4 3 3) DGR
k&% 3 2 (38 mg, 0.07 mmol) % 7
ruaki L (BmL) IZERL, aUF
? 7 vakL LAER (1 mL, 0.25 M)
ZMA, EiRT5 7L LIz, fafn
AT b Y 7 AKERE M TR
S EIESY, Z7aoakLARBEDIE
L. JAKHBES bV U A TREE, B
BEAMERE LT, RiEA R~ TV
I~FH> (1/9) #BMEBHRET 5
B TLC 2k v BRlE1TV», LED
3 3 #187=, Ik 6 mg (L 22.9%)
'H NMR (300 MHz, CDCly) 62.95
(s, 6H), 6.57 (d, &3.3 Hz, 1H), 6.90
(dd, 2.7, 2.4 Hz, 2H), 7.04 (d,
J=2.7 Hz, 1H), 7.22-7.28 (m, 3H)
7.44 (d, =9.0 Hz, 1H), 7.80 (d, ./=8.4
Hz, 2H).



(PhyP),Pd

EtN

QN
N Cu(OAc);

CH,Cl Br

27

(BugSn),
Dioxane 5"

N— N—
- 8 H
Hon o),
m NaCNBH, .~
SnCly N AcOH .
—_—
QL.
28 ‘B or
l Dicxtane l E&M
EtN
ey T (PhP)Pd
Baa ] (BusSal,

[ 1 1. Indomethacine R4 &4 O & AR RS (IT)

(6) Z==AT 5V IREALESHOD
G
4-(5-(4-Bromophenyl)-1,3,4-oxadiazo
1-2-yD- N, N-dimethylbenzenamine
k&3 4) DA
4-Bromobenzhydrazine (215 mg, 1
mmol) bt
4-dimethylaminobenzaldehyde (149
mg, 1 mmol), ammonium cerium
nitrate (548 mg, 1 mmol) 27 o

19

o A% (10 mL) (SR L 24 BRI
PR L=, MikEZMz T/ on
R LCHI L, EKERET R DA
TR, BEARER L L, RiE
R EEEE T FuI~F Y (1/4) ZEH
BRLETHIPESR I~ T T
4 —ift L, L& 34 2157, &K
12 mg (IZFE 3.5%) 'H NMR (300
MHz, CDCl3) 6 3.08 (s, 6H), 6.76 (d,
J=9.0 Hz, 2H), 7.66 (d, J=8.4 Hz,
2H), 7.98 (dd, .~5.4, 4.5 Hz, 4H).



MS m/z 362 (M*). FZ RV Z2= VKA T LN TTY
X (3 mg, 0.002 mmol), kYT

4-(5-(4-Tributylstannyl)phenyl)-1,3, 7Yy (3mL) &Nz T 485fHE 3047,

4-oxadiazol-2-y1)- NV, N-dimethylbenz INBGRGE L 7=, RISEEERER-EL.

enamine ({L &% 3 5) DGk HWEAERT F A~ QR 2B
/ N-N
0 OHC—Q—N /B
BI‘—@—C" ————h-\ ) o
NHNH,  CAN Br N
Dioxen 34 \
N-N
— J
(PhsP)Pd ,@’Lo /
(BusSn),  BuzSn N
35 \
/
OHC—@—N N-N
0 \ i\
NHNH,  CAN 36
’O /S
'OG’ ™ ¥ OMe
NHNH CAN a7
Dioxen
Et;N N-N
: Aot
0
(PhsP)4Pd Bu)Sn OMe
(BusSn); 38
.
BBrs ,@AO)\Q
3 | OH
39

X 1 2.Phenylbutazon JRELEHO SRR (1)

te®3 4 (19 mg 0.06 mmo) % PR L3 5 BUf TLC 12 LY
1,4-AXH > (3mL) ICERL, £ 2TV, kA3 542B-, NE
Z(kh U FTF L ZAX) (0.04 mL), &+ 2.5mg (ILFE 8.2%) 'H NMR (300

20



MHz, CDCl3) § 0.87-1.6 (m, 27H)
3.07 (s, 6H), 6.77 (d, =9.0 Hz, 2H),

7.61 (d, .~8.4 Hz, 2H), 8.01 (dd,
J=9.0, 8.1 Hz, 4H).

DCc

fiecn. Hooc HosT
o @”‘*@L
Br NO:

N-OQ

SnCi; i
- /OA q\@
T - N —-—-I-
Br NH

£

44

NaCNBH,

(CH0),
AcOH

NaOMe
(CH;0),
NaBH.

Negavy

-OH
N HoOC
o QL
OMe
Br
(Bu,Sn
N-Q
/@/« N)\@\

& R

Pd[PhP,P:
El,N

R = NH, (48)

A caach
SO0 A ey

R = NH; (44) NHMa (50)
NHMe (45) NMe,(51)
NMay(46) OMe (52)
OMe (47) OH (53)

N-Q
- ,@A’“’)\@\
Ar N~
46 |

CH;CF;

Negach

R =NH, (54)
NHMe (55)
NMey(56)
OMa (57)
OH (58)

X 1 3.Phenylbutazon JRAE(LEHDOERARKE (2)

4-(5-(Iodophenyl)-1,3,4-oxadiazol-2-
yD-N, M-dimethylbenzenamine( 1k &
13 6)DERK

4-lodobenzohydrazide (524 mg, 2
mmol) &£
4-(dimethylamino)benzaldehyde
(298 mg, 2 mmol) .
cerium nitrate (1096 mg, 2 mmol)
EY7oois (20 mL) (2L

11 FEREINBGER Lo k22 T

Ammonium

21

7 v ai L THI U, SEKEES T b
U0 LTEIRE, BRAZMERE L,
R 7 ool Vbl AY ) — N
(99/1) # RBEEE L+ 59 HFA TLC
(XD HERAZITV (LB 36 £157-,
& 6 mg (L% 0.76%) 'H NMR
(300 MHz, CDCl3) 6 3.07 (s, 6H),
6.76 (d, .~=3.0 Hz, 2H), 7.85 (d,
J=12.0 Hz, 4H), 7.97 (d, ~3.0 Hz,
2H). MS m/z 391 (M*).



2-(4-Todophenyl)-5-(4-meyhoxyphen
v)-1,3.4-oxadiazole({L &4 3 7)D &
A

4-lodobenzohydrazide (524 mg, 2
mmol) &  4-methoxybenzaldehyde
(272 mg,
cerium nitrate (1096 mg, 2 mmol)
Y7 uoo A% (20mL) (ICiEREL
19 BEREIINBGERM L2, MK ENZ
TZ ookl LTt L, BKEEET
kU LTERE, BEREABIEREL
7. MEX 7 oo/ LIAS J—L
(9911) #BEBATELL & 4 55 A TLC
IS XD EREITV . (LEW 3T 2.
7 fit 40mg (UL 8.8%) 'H NMR (300
MHz, CDCls) 6 3.89 (s, 3H), 7.03 (d,
J=2.9 Hz, 2H), 7.86 (q, ~7.8 Hz,
4H), 8.03 (d, ./~3.0 Hz, 2H). MS m/z
378 (M*).

2 mmol) Ammonium

2-(4-(Tributylstannylphenyl)-5-(4-
meyhoxyphenyl)-1,3,4-oxadiazole( {.
&9 3 8)DEk

k&4 3 7 (64 mg, 0.06 mmol) %
14-VFFxH% Gml) ICHERL, E
Z(F U ZFHAX) (0.11 mL), 7k
FhRVT 2=V RAT L2350
2 (8.1 mg, mmol), FJx=FAT I
(5 mL) 2MMA T 4 BERMEBGE T
Lz, GEEAMEREL, RiEL
Eefe— F v /~F 4 (1/4) #RME

L% A TLC (o X b B4
W, LB 3 8 2157, L 6 mg (X
£ 6.5%) 'H NMR (300 MHz,
CDCly) 6 0.87-1.58 (m, 27H), 3.91 (s,
3H), 7.04 (d, .&=3.1 Hz, 2H), 7.63 (d,
J=2.6 Hz, 2H), 8.06 (q, -~=6.6 Hz,
4H).

4-(5-(4-Iodophenyl)-1,3,4-oxadiazol-
2-yDphenol({. &% 3 9)DHEK
&% 37 (36mg, 0.1 mmol) %7
na A7 REICERL, KAET=8
kHxES 7 a2 ¥ Eil
(0.6mL) Z#{Rx MR T o7, iR
T 5 BMEIGSH %, RIGiico i
TORRAKEMZ G & # 1L X7,
7 ook L THME, KR4 ERE
FATHIM L, SRR Y AT
Wi, ERABERE L, KL
KERE T F Vi~ (1/2) ZEHE
Wr+ahESR I~ TF77 4
—(Zft L., L&Y 39 2&7-, INE 17
mg (L 49%) 'H NMR (300 MHz,
CDCly) 6 6.98-7.06 (m, 2H),
7.86-7.91 (m, 4H), 8.02-8.09 (m, 2H).
MS m/z 364 (M*).
2-(4-(5-(4-lodophenyl)-1,3.4-oxadiazol-2
-yl)phenoxy)ethanol ({L&# 4 0) OF
fi%

&% 3 9(22 mg, 0.06 mmol) %
DMF (3 mL) (Z7&fE L. K2CO3(24.5
mg, 0.18
ethylenchlorohydrin (4

mmol) L

(L, 0.06



mmol) Z N %, 6.5 BFRIMEGEH L 7=,
RIS T, K EMAZ 2 o akL
LTI L. NasSOy #/Nz THiK L
T-t%, EZMIERELI-, REALAF
e F i~ =32 A RMEG
TH5BA TLC (CcTHRL., ke
40 &%/, W& 11 mg (UL
44.6%)

2-(2-(4-(5-(4-lodophenyl)-1,3 4-oxadiazo
I-2-yl)phenoxy)ethoxy)ethanol  ({k & 4
41) DERK

k&% 3 9(28 mg, 0.077 mmol) %
DMF (3 mL) (Z{##Z L. K2COj;(94.3
mg, 0.23 mmol) & ethyleneglycol
mono-2-chloroethyl ether (6 [L,
0.092 mmol) Z /%, 4.5 BEEMBGE
L7, RUSHT#, WikEmz 2
iRV LG L. NaeSO4 201z
THRAKL7-#%, BEARIERELE,
REAERE = F L i~FH =32 2R
BRIEML 2 BUATLCIZ TR L,
La¥4 1 %877, W& 9 mg (LF
25.9%)

2-(2-(2-(4-(5-(4-1odophenyl)-1,3 4-oxadi

azol-2-yl)phenoxy)ethoxy)ethoxy)ethanol
ka4 2) DEK

&% 3 9(12 mg, 0.033 mmol) %

DMF (3 mL) (Z7&#% L, K2COj (40.4

mg, 0.1

2-[2-(2-chloroethoxy)ethoxylethanol

mmol) &

23

(5 (L, 0.035 mmol) 40 %z, 12 KA
BB L7, RUEKT#%, Rk 42m
27 o R ATHiIH L, Na:SO, %
MATHA L%, BRE2REREL
oo BRIEXERRTF L i~ndH =211
BB L T 55 TLC (o TH
ML bEWA 255, ILE 7.8 mg
(L% 44.7%)

3-(4-Bromophenyl)-5-(4-nitrophenyl)-1.2
4-oxadiazole ({LE44 3) DA
4-Bromobenzamidoxime (645 mg, 3
mmol) & 4-nitrobenzoic acid (495 mg, 3
mmol)? DMF (10 mL)# (=, DCC
(3.6 mmol) & HOBT (6.0 mmol)?> DMF
(S mL)E#AMA =, iR T1 8HfH
IS, 100 "C T 2 B NEE T 4 17
o, RUCHER%ZMRIEY £%, e
FN/~FY o OMNEEHERE L
BUYATNI O NS TT 414
L., BYET5EH1 287 (&
370 mg, U¥#35.6%). 'HNMR (300
MHz, CDCl5) 8 7.70 (d, J = 8.7 Hz, 2H),
8.06 (d, /= 8.7 Hz, 2H), 8.43 (s, 4H). MS
m/z 346 (M").

4-(3-(4-Bromophenyl)-1,2 4-oxadiazol-3-
ylaniline (L &% 4 4)D &R

&% 4 3(350 mg, 1 mmol)& SnCl,
(948 mg, 5 mmol)% EtOH (15 mL)IZ%%
WL, 2RFRMNBLERI L /=, BUSTER
ZEIBETHEL, 1 MNaOH (100 mL)



EMZT, 7k ViREEIC Lz, HEEg

TF/L(100 mL x 2) Tl B RE
KCHF. MBS b Y o L TRER%,

el AEREETA LI, B

ET5HEH4 4 2857 (ILEE 258 mg.
IV 80.8%). 'H NMR (300 MHz,

CDCl3) 8 4.16 (s, 2H), 6.75 (d. J = 8.7 Hz,
2H), 7.63 (d, J = 8.4 Hz, 2H), 8.00 (d, J =
9.0 Hz, 2H), 8.03 (d, J = 6.3 Hz, 2H). MS

m/z316 (M").

4-(3-(4-Bromophenyl)-1,2 4-oxadiazol-5-
yl)-N-methylaniline ({t&44 5)D &
5%

&4 4 4 (185 mg, 0.59 mmol) &
paraformaldehyde (176 mg, 0.59 mmol)
A HF ) —LPETE(10 mL)iZ NaOCH;
(28 wt % in MeOH, 0.4 mL) #iii FL
fzo BUGTERRIX. 3 0 5y INEAE 5
L. #®#%. NaBHy (225 mg, 5.9
mmol) &M Z T, &6IZ 1.5 FERIMEA
i L7=, 1 M NaOH (50 mL)Z/nz
T. CHCl; (50 mL)Tifhitd L7=f%, Wi
B YU ATHRBLE, RER,
BEfE— F L/ ~F Y (14 A E i
rdaYVhasGnrsraxr NS5 7
fizftL, BMLT2LEH45 %
187 (B 98 mg, UL 503%) . 'H
NMR (300 MHz, CDCl3) & 2.93 (s, 3H),
4.30 (s, 1H), 6.66 (d. J = 8.7 Hz, 2H),
7.63 (d, ./ = 8.7 Hz, 2H), 8.01 (d, /= 8.7
Hz, 2H), 8.03 (d, J = 8.7 Hz, 2H). MS
m/z 330 (M").
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4-(3-(4-Bromophenyl)-1,2.4-oxadiazol-5-
yl)-N . N-dimethylaniline (k&4 4 6)D
B

ft&% 4 4035 mg, 0.10 mmol) X
paraformaldehyde (36 mg, 1.2 mmol)%
BERE(S mL)iE i IZ. NaCNBH; (50 mg,
0.80 mmol)Z Mz 7=, iR T 2RI
[TV, 1 M NaOH (30 mL)% /02
I=#%. CHsCl (30 mL)THhith L7=. #f
B b Yo A CHRE, BERE= T
¥ () EEHEREE TS5
Dhasxnsaw hI77 0126 L.,
BRETA{LEM4 6 #7151 (IUEK 24
mg, IV 68.4%) . 'HNMR (300 MHz,
CDCly) & 3.09 (s, 6H), 6.75 (d, ./ = 9.0 Hz,
2H), 7.63 (d, J = 8.4 Hz, 2H), 8.35 (d, J =
8.7 Hz, 2H), 8.43 (d, J = 8.7 Hz, 2H). MS
m/z 344.

3-(4-Bromophenyl)-5-(4-methoxyphenyl)
-1,2 4-oxadiazole (k&8 4 7T)DAMR
ka®4a 3 2B 5BRICHWEHIES
ko, HHETHLEWMA T LR/

(UL 153 mg, U2 23.1%) ., 'H NMR
(300 MHz, CDCl3) 6 3.91 (s, 3H), 7.05 (d,
J=18.7 Hz, 2H), 7.65 (d, J = 8.7 Hz, 2H),
8.04 (d, J = 8.4 Hz, 2H), 8.15(d, /=9.0
Hz, 2H). MS m/z 330 (M").

4-(3-(4-Bromophenyl)-1,2.4-oxadiazol-5-
yl)phenol ({L &4 4 8 )D G K



K F. IEE®W4 7300 mg, 091
mmol)?> CH,Cl> (10 mL){&Eif%!Z. BBr
(4.5 mL, | M solution in CH,ClL) 4 & T
L7z, €D%4 2IGMZEIRTRIC%
TV K BOmL)ZMA TRISH#/ET
L7, ZouakiAs (30 mL x 2) Tl
HETW, AREZHEEST Y oL
THR L, B2 ~XV v /Hife
F (4)) EEHEELETA ) AY
o= b 2740440, BRE
T5bE 4 8 2457 (LR 146 mg,
ILF 50.6%) . '"H NMR (300 MHz,
CDCly) d 6.99 (d, J = 8.7 Hz, 2H), 7.65
(d, J = 8.7 Hz, 2H), 8.04 (d, J = 8.1 Hz,
2H), 8.12 (d, J = 9.0 Hz, 2H). MS m/z
316 (MY).

4-(3-(4-(Tributylstannyl)phenyl)-1,2,4-0x
adiazol-5-yl)aniline ({t&%4 9) O&
B3

&% 4 4 (100 mg, 032 mmol),
bis(tributyltin) (0.2 mL)#5 I UY(PhyP),Pd
(16 mg, 0.014 mmol)# A4 F 4> L |
VxFAT I OREWEHE0 mL, 322

dioxane/triethylamine mixture)(Z & fE L |

1 O BERMBGRI 21T - 7o, RS
EEEL, REEZ~XY BT
N (3/1) #EHEHREETS A
Fnraw b7 741240, BihE
THEW4 9%157- (Y 28 mg,

% 168%). 'H NMR (300 MHz,
CDCly) & 0.87-1.61 (m, 27H), 4.13 (s,
2H), 6.76 (d, J = 8.7 Hz, 2H), 7.59 (d, J =

25

8.1 Hz, 2H), 8.01 (d, J = 8.7 Hz, 1H),
8.07 (d, J= 8.1 Hz, 2H), 8.28 (s, 1 H).

N-Methyl-4-(3-(4-(tributylstannyl)phenyl
)-1,2,4-oxadiazol-5-yl)aniline (k&4 5
0)DERL

L84 5 #HBEFEEE L, ka4
OEB/AHDICHW-FiEIZLY, B
T 2{E8%M50%5G7- (N 23
mg. Y% 15.8%). 'HNMR (300 MHz,
CDCly) & 0.87-1.63 (m, 27H), 2.92 (s,
3H), 4.27 (s, 1H), 6.66 (d, J = 8.7 Hz,
2H), 7.59 (d, J = 8.1 Hz, 2H), 8.03 (d, J =
8.4 Hz, 2H), 8.08 (d, J = 7.8 Hz, 2H).

N.N-Dimethyl-4-(3-(4-(tributylstannyl)ph
enyl)-1,2,4-oxadiazol-5-yl)aniline ({& &
W5 1)DERK

ke 4 6 HBFEL L, (k&4
QFxBAH-HICHWEFEIZLY, B
BT 25e8Hm5 125 (KR 45
mg, {23 20.3%). 'H NMR (300 MHz,
CDCl;) 8 0.87-1.58 (m, 27H), 3.09 (s,
6H), 6.76 (d, J=9.6 Hz, 2H), 7.59 (d, J =
8.1 Hz, 2H), 8.05 (d, J = 8.4 Hz, 2H),
8.08 (d, /= 8.4 Hz, 2H).

5-(4-Methoxyphenyl)-3-(4-(tributylstann
yl)phenyl)-1,2.4-oxadiazole ({k &4 5
2)DERK

bePa 7 hBFEHEL L, LEHA4
9E/HBDITHVWEFEICLY, B



BETHLEaMS 2 %287 (RE 42
mg, 23 22.8%). 'H NMR (300 MHz,
CDCl;) & 0.87-1.59 (m, 27H), 3.91 (s,
3H), 7.04 (d, J = 8.7 Hz, 2H), 7.61 (d, J =
7.8 Hz, 2H), 8.07 (d, J = 9.0 Hz, 2H),
8.17 (d, J = 9.0 Hz, 2H).

4-(3-(4-(Tributylstannyl)phenyl)-1,2,4-0x
adiazol-5-yl)phenol ({L&# 5 3 )D&k
b4 s #tHEFE L L, LEW4
9&2B\/AT-BIHW-FEIZEY, B
LT 5E85 3487 (U 28
mg, 123 60.1%). 'H NMR (300 MHz,
CDCly) & 0.87-1.58 (m, 27H), 6.99 (d, J
= 9.0 Hz, 2H), 7.61 (d, J = 7.8 Hz, 2H),
8.07 (d, J = 8.7 Hz, 2H), 8.12 (d, J = 8.7
Hz, 2H).

4-(3-(4-Iodophenyl)-1,2,4-oxadiazol-
5-yDaniline ({L&4 5 4)DERK
t&a® 4 927 mg, 005 mmol)?
CHCL (S mL) &Rz, avFED 7o
A AFERE(1 mL, 50 mg/mL)Z& 0% 7=,
FIRT1 0 HFRIEZITV, fafndhff
Bk S b U O LKEERR (25 mL) &0
2B EILED SRR T L, 7
g ekl (25 mLx 2) T L72#%,
A MEEST R o LTS, 7
WAMEREL, BEL~XY T
o5 Lick-T, BHLTH1L
G5 4 2% (R 12 mg, ULFE
66.1%). 'H NMR (300 MHz, CDCly) &
4.15 (s, 2H), 6.76 (d, J = 8.7 Hz, 2H),
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7.83 (d. J = 8.4 Hz, 2H), 7.89 (d, J = 8.4
Hz, 2H), 8.01 (d, /= 8.7 Hz, 2H). HRMS
m/z Ci4HoN;OI found 362.9855 / calcld
362.9869 (M').

4-(3-(4-lodophenyl)-1.2 4-oxadiazol-5-yl
)-N-methylaniline ({841 5 5)DE K
Las 0 xHEREL L, LEWS
4 DEWFIE L RO 3 U FLRIS
iCkv, BMET5EHS5 52/

(2t 20 mg, UL 86.0%). 'H NMR
(300 MHz, CDCl3) 6 2.93 (s, 3H), 4.29 (s,
IH), 6.66 (d,./ = 8.4 Hz, 2H), 7.85 (d, /=
8.4 Hz, 2H), 7.88 (d, J = 8.4 Hz, 2H),
8.02 (d, J = 8.4 Hz, 2H). HRMS m/z
CisHi2N;OI  found 377.0022 / caleld
377.0025 (M").

4-(3-(4-lodophenyl)-1,2 4-oxadiazol-5-y|
)-N.N-dimethylaniline ({t 5475 6 )D&
%
L&Hms5 1 #HEREEL L, LEYS
4 DERFTEL RO 3 7 FCRIG
2k, BWETHLEWMS 5 2/
(I B 34 mg, UV 72.4%)., 'HNMR
(300 MHz, CDCls) 8 3.09 (s, 6H), 6.75 (d,

J=9.3 Hz, 2H), 7.83 (d, J = 8.7 Hz, 2H),

7.90 (d, J = 8.7 Hz, 2H), 8.04 (d, J = 9.3
HZ. 2H) HRMS m/z C|(.H|4N]0! found
391.0192 / calcld 391.0182 (M").

3-(4-lodophenyl)-5-(4-methoxyphenyl)-1



,2,4-oxadiazole ({L &4 5 7)D &R
(ke s 22 HBFEHL L, LEYS
4 DERFE L RO 3 9 FLEE
kD, B ETHILAMS 71251
(U2 Hk 17 mg, U2 69.2%). 'HNMR

(300 MHz, CDCl3) & 3.89 (s, 3H), 6.97 (d,

J=9.3 Hz, 2H), 7.48 (d, J = 8.4 Hz, 2H),
7.80 (d, J = 9.3 Hz, 2H), 7.85 (d, J = 9.0
Hz. 2H). HRMS m/z C;sH;N>0l found
377.9865 / calcld 377.9872 (M").

4-(3-(4-iodophenyl)-1,2,4-oxadiazol-5-y|
)phenol ({E&# 5 8)DERL
EE¥MS5 32 HBFE L L, (LEYS5
A DEWFEL FEKRO 3 7 TR
LD, BB LT HLEMS5 8 2157
(Ut 14 mg, IVEE 81.8%). 'HNMR
(300 MHz, CDCl5) 8 6.99 (d, J = 8.7 Hz,
2H), 7.87 (d, J = 8.4 Hz, 2H), 7.88 (d, J =
8.1 Hz, 2H), 8.12 (d, J = 8.1 Hz, 2H).
HRMS m/z C4HsN,0sl found 363.9704 /

calcld 363.9709 (M").

(7) NSAIDs JRAE(L S 125] {55%
fiExD M) TFALRZXILED
(Img/mL) D> 7 — A il (50pL)
(Z[125]]Nal (1.5uL.  5mCi/50uL), IN
Hifg (50pL) ZMZ., W#%IZ 3%wlv
iBEs{eAk#EA (50uL) Mz, 34
iR E %, fafmdEiREKFE S~V
7 LKTEWE (100pL) %002 B % 5
s, fafRBEAFEF Y UL
(100pL) %0z CHRIGEEZ Ff L
=, BFEEF LTI L, Wil H Y
T AEANTZANAY =L ERy T
8L THEAK L=, #8 HPLC (K :
TEh=hY=4:6-37) CTHRL
e HBHENEDZERL LT
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#1. [B[IMPY #ittE)V A FELTHWEY 72 AR D7/ —
R MED AR42 BRE~DOEEHEER
Compound K; (nM)"
36 20.1£2.6
37 46.1 +12.6
39 229.6 +47.3
40 282.2+61.4
41 348.6 £ 51.7
42 257.7+34.8
54 142+1.4
55 143+3.6
56 154+1.4
57 43+2.1
58 47.1 +4.1

aValues are means + standard error of the mean of 3-6 independent

experiments,

#£2., EE~UAEABRHAESHER

Time after injection (min)

Tissue 2 10 30 60
[125]]54
Blood 4.55 (0.64) 2.32 (0.63) 3.09 (0.22) 2.99 (0.31)
Liver 21.36 (3.13)  17.37(1.72)  14.89(1.47)  12.33(2.19)
Kidney 8.24 (1.26) 6.94 (0.70) 5.86 (0.56) 5.15 (0.74)
Intestine 1.50 (0.36) 3.08 (0.47) 5.84 (0.75) 8.33 (1.39)
Spleen 6.13 (1.67) 8.87 (2.35) 6.89 (0.81) 5.02 (0.55)
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Pancreas
Heart
Stomach?

Brain

Blood
Liver
Kidney
Intestine
Spleen
Pancreas
Heart
Stomach?

Brain

Blood
Liver
Kidney
Intestine
Spleen

Pancreas

3.69 (2.30)
9.29 (1.66)
0.92 (0.31)

1.61 (0.23)

3.54 (0.26)
14.62 (1.30)
9.53 (0.83)
1.36 (0.21)
4.58 (0.62)
3.34 (0.38)
9.51 (0.77)
1.08 (0.11)

1.44 (0.12)

5.42 (0.85)
13.94 (3.26)
7.83 (3.53)
1.59 (0.28)
6.26 (1.53)

3.17 (0.73)

3.88 (0.54)
4,02 (0.48)
1.70 (0.18)

2.48 (0.16)

[1251165

1.84 (0.24)
12.37 (2.09)
5.30 (0.94)
2.83 (0.93)
4.70 (0.48)
3.91 (0.60)
3.05 (0.50)
2.32 (0.62)

1.98 (0.36)

[125]]56

2.41 (0.22)
8.27 (1.49)
7.67 (1.62)
2.40 (0.36)
4.56 (1.11)

3.80 (0.50)

33

3.36 (0.36)
3.48 (0.24)
4.05 (0.96)

3.32(0.31)

1.52 (0.13)
8.53 (0.98)
3.39 (0.66)

5.67 (1.44)
2.84 (0.35)
3.06 (0.58)
1.68 (0.21)
4.89 (0.99)

2.56 (0.44)

1.79 (0.24)
5.89 (1.75)
4.81(1.01)
4.12 (0.99)
3.11 (0.62)

2.86 (1.64)

2.83 (0.32)
3.51(0.61)
5.15 (1.32)

3.29 (0.58)

1.54 (0.09)
7.30 (0.78)
3.02 (0.58)
8.46 (1.36)
2.14 (0.22)
1.88 (0.25)
1.27 (0.20)
7.38 (0.97)

2.70 (0.33)

1.56 (0.27)
5.15 (1.92)
3.31(0.77)
5.37 (1.01)
2.41(0.29)

2.47(0.62)



Heart
Stomach?

Brain

Blood
Liver
Kidney
Intestine
Spleen
Pancreas
Heart
Stomach?

Brain

Blood
Liver
Kidney
Intestine
Spleen
Pancreas

Heart

11.04 (2.43)
1.28 (0.21)

1.07 (0.23)

1.96 (0.66)
11.94 (1.92)
8.77 (1.17)
1.70 (0.27)
4.41(0.72)
4.55 (0.77)
11.30 (1.92)
0.62 (0.21)

2.06 (0.45)

3.28 (0.46)
15.87 (3.49)
9.14 (1.60)
2.28 (0.55)
3.56 (0.96)
5.32 (0.98)

3.99 (3.10)

4.81 (1.07)
3.28 (0.36)
1.45 (0.27)
[1251]57
1.63 (0.14)
9.35 (1.17)
6.22 (0.87)
3.53 (0.32)
3.62 (0.28)
4.94 (0.26)
4.44 (0.67)
1.64 (0.10)
2.76 (0.23)
[1251]36
3.51 (0.29)
19.12 (2.43)
7.80 (0.64)
11.34 (1.61)
4.10 (0.40)
4.39 (2.17)

3.55 (1.86)

2.20 (0.54)
4.80 (0.56)

2.23 (0.61)

1.23 (0.39)
6.13 (0.76)
3.85(1.01)

6.62 (0.90)
2.13 (0.53)
2.84 (0.48)
1.84 (0.32)
2.46 (0.80)

2.82 (0.34)

2.53 (0.28)
12.64 (2.44)
5.71 (1.35)
12.58 (2.35)
2.63 (0.54)
2.50 (0.56)

2.03 (0.30)

1.24 (0.68)
5.75 (2.47)

2.32 (0.64)

1.12 (0.26)
4.44 (0.60)
2.95 (0.66)
8.21 (1.84)
1.34 (0.40)
1.45 (0.28)
1.35 (0.29)
3.16 (1.39)

2.01 (0.33)

2.21 (0.41)
10.01 (1.64)
3.81 (0.64)
16.22 (2.51)
2.05 (0.41)
2.14 (0.90)

1.54 (0.31)
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Stomach?

Brain

Blood
Liver
Kidney
Intestine
Spleen
Pancreas
Heart
Stomach?

Brain

0.71 (0.13)

2.98 (0.53)

(0.30)

o0
e~

9.60 (1.73)

7.14 (1.46)

2.07 (0.36)

2.44 (0.28)

4.74 (0.63)

4.80 (1.33)

0.71 (0.13)

3.75 (0.78)

1.41 (0.91)
5.93 (0.76)

[1251)37
1.60 (0.30)
12.60 (1.14)
4.85 (0.48)
4.49 (0.60)
1.51 (0.26)
1.98 (0.37)
1.73 (0.27)
1.41 (0.91)

2.74 (0.37)

3.12

3.16

1.26

8.07

3.92

10.06

0.80

0.96

0.92

3.12

1.04

(0.90)

(0.69)

(0.26)

(1.66)

(1.97)

(1.81)

(0.10)

(0.03)

(0.25)

(0.90)

(0.14)

0.80

4.65

2.48

19.85

0.60

0.43

2.89

0.36

(1.57)

(0.41)

(0.20)

(1.34)

(0.37)

(4.71)

(0.26)

(0.14)

(0.11)

(1.57)

(0.10)

alixpressed as % injected dose per gram. Each value represents the mean

(s.d.) for 3-5 animals at each interval. ’Expressed as

organ. “not determined
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