1H NMR (300 MHz, CDCls) &

2.96 (s, 6H), 6.58 (d, J=3.0 Hz, 1H),
6.93 (dd, J=2.1, 2.1 Hz, 1H), 7.08 (d,

J=2.1 Hz, 1H), 7.29 (d, J=3.3 Hz,
1H), 7.45 (d, J=8.4 Hz, 2H), 7.52 (4,

J=9.0 Hz, 1H), 7.57 (d, J=8.1 Hz,

2H).

1-(4-(Tributylstannyl)phenyl)- N, N-d
imethyl-1 H-indol-5-amine ({b.&#) 3
2)DE L

ft&E# 31 (43 mg, 0.14 mmol) %
L,4-VAF Y (ml) ICBEML, v
A(FY 7FNAX)(0.1mL), 7 b7
Y72 VT RAT 4 XT3 A
(6.3 mg, 0.005 mmol), kY =F LT

I (6 mL) #MAT 6 KeEINEE

M UTe, BUSEEEABIERE £ L, Rk
EHEBR = FI~F Y (19 IR
Wik TR ERIn~ T T 7

—Zff L, fLEW 3 2 2157, L&
6.2 mg (X% 8.6%) H NMR (300
MHz, CDCls) 6 0.89-1.57 (m, 27H),
2.94 (s, 6H), 6.56 (d, J=2.4 Hz, 1H),
6.9 (dd, J=2.7, 2.4 Hz, 1H), 7.05 (d,
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J=2.1 Hz, 1H), 7.29 (d, J=3.3 Hz,
1H), 7.45 (d, J=8.4 Hz, 2H), 7.52 (d,
J=9.0 Hz, 1H), 7.57 (d, J=8.1 Hz,
2H).

1-(4-Todophenyl)- N, N-dimethyl-1 H-i
ndol-5-amine {54 3 3)DA AL
{tA% 3 2 (38 mg, 0.07 mmol) # 7
mokvs (Bml) CIAfEL, 9 v E
D7 vaRVAER (1 mL, 0.25 M)
ZANZ, |IRT 5 opE# Lz, fafo
FAREE T MU U A KWK EZ M2 TR
I =3 R a7 = B = B Y PN = B A 8
L. HKEEEET N o ATERE, R
AR RERE L, RS2 R T v
[~F%H v (1/9) RGBT 545
BAH TLC 12 L W EREITV, {bEY
3 3%, INE 6 mg (K 22.9%)
1H NMR (300 MHz, CDCly) §2.95
(s, 6H), 6.57 (d, J=3.3 Hz, 1H), 6.90
(dd, J=2.7, 2.4 Hz, 2H), 7.04 (d,
J=2.7 Hz, 1H), 7.22-7.28 (m, 3H)
7.44 (d, J=9.0 Hz, 1H), 7.80 (d, J=8.4
Hz, 2H).



(PhsP),Pd

(BusSN)z g, o

HO, / 1
Br /B@N Br. Dioxane A A
N\, HO A N EtsN I
N B N N —_— N
Cu(OAc),
Et;N
CH,Cl,
24 N— 25 N 2 e
/
HO 02N H2N (CH2o)n 'L
\BO—Br m m NaCNBH; N
ON HO N SnCly N AcOH
AN _ - e N
m Cu{OAC),
triethylamine
CH,Cl, Br 28 Br

27

Br
Dioxane

|

N
O
N
32
|

Dioxane
J EtsN :EI;%NP) Pd
34
{PhgP),Pd (BusSn),

SnBu;

1 1. Indomethacine JRZAALE ¥ DA AR R (ID

(6) Z== VT X U YREEDD
=¥
4-(5-(4-BromophenylD-1,3,4-oxadiazo
1-2-y1)- N, N-dimethylbenzenamine

(ke 3 4) OER
4-Bromobenzhydrazine (215 mg, 1
mmol) &
4-dimethylaminobenzaldehyde (149
mg, 1 mmol), ammonium cerium

nitrate (548 mg, 1 mmol) # 7 1
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0 A& (10 ml) (ZEEfE L 24 K
IEGER LTz, RikEmza T/ rno
RV LTHIH L, BAET U DA
TR, RIKEERE LT, R
ZHEER T FLI~F Y (1/4) RIEH
WL T2 ESR I a~ b7 T 7
74 —IZfT L, {bEW 34 2157, INE
12 mg (IX* 3.5%) H NMR (300
MHz, CDCls) 6 3.08 (s, 6H), 6.76 (d,
J=9.0 Hz, 2H), 7.66 (d, J=8.4 Hz,
2H), 7.98 (dd, J=5.4, 4.5 Hz, 4H).



MS m/z 362 (M*). FMIT 2= VRRT 4 RT VY
2 (3 mg, 0.002 mmol), kV=x=F)

4-(5-(4-Tributylstannyl) phenyl)-1,3, 7y 3mLl) 2HNX T4W[H 304,

4-oxadiazol-2-yl)- N, N-dimethylbenz INBGERE Lo, BUSEEEZBIEE AL,

enamine ({L54#) 3 5)DERK R 2 fife = F L ~% % L (1/3) & &
@ h
!
{ >~ U )\Q /
NHNH,
Dioxen
EtsN

(PhaP)4Pd /O/( )\O Y
(BugSn),  BusSn

Dioxen
EtsN N-N
- !\
(0]
(PhsP),Pd BusSn OMe
(BU3S")2 38
)
BB
| OH

1 2 .Phenylbutazon JRAELEM DA AR (1)

&% 3 4 (19 mg, 0.06 mmol) %  BREHE LT 545 HH TLC 12 & v Kl
L,4-UAXH% >y G mLl) EML, ¥ T, kAW 3 s 2 E-, NE
AZ(hU TF A2 X) (0.04 mL), 5 F  2.5mg (NFE 8.2%) 'H NMR (300

20



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

N’

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

DCC
HOBT
___DMF

Nesash

NaOMe

(CH0)p, N-
SnCl, NaBH, )
_EOH /@/4 /\©\ _MeOH _ ﬁNm
Br N~
45 H
NaCNBH,

(CH0)q
AcOH

[2]019]

N-OH HOBT
\ HOOC bwe P
NH, ¥
Br

(BusSn),
Pd(PhP3P)
EtzN
dioxane

N-O
/ /
/@/QNK@\
Br R

A = NH, (49)

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

Negaey

BBrg
CHZCIZ

Neaash

R NH, (54)
NHMe (55)
NMe(56)
OMe (57)
OH (58)

1 3 .Phenylbutazon JRAEALEM D ERFEE (2)

4-(5-(TIodophenyl)-1,3,4-oxadiazol-2-
yD-N,N-dimethylbenzenamine( {t. &
¥ 3 6)DAERL
4-Todobenzohydrazide (524 mg, 2
mmol) &
4-(dimethylamino)benzaldehyde
(298 mg, 2 mmol) .
cerium nitrate (1096 mg, 2 mmol)
ZVrzup ALy (20 mL) IZEMEL
11 ERREINEGERE LT, BEUKEIZ

Ammonium

21

T muiR/V LTI L, BEKEREET
MU DA THRE, WEREZBIEREL
Tmo BELAZIZOOaRVAIAR ) — )b
(99/1) % EBRAM &35 5 EUAH TLC
L0 RERAEITO, (e 36 2157,
INE 6 mg (U= 0.76%) 'H NMR
(300 MHz, CDCls) & 3.07 (s, 6H),
6.76 (d, J=3.0 Hz, 2H), 7.85 (4,
J=12.0 Hz, 4H), 7.97 (d, J=3.0 Hz,
2H). MS m/z 391 (M.



2-(4-Todophenyl)-5-(4-meyhoxyphen
yD-1,3,4-oxadiazole({t &% 3 7T)D &
Fif

4-Todobenzohydrazide (524 mg, 2
mmol) & 4-methoxybenzaldehyde
(272 mg,
cerium nitrate (1096 mg, 2 mmol)
Y7 un A%y (20mL) (IR L
19 WERIMBGER L7z, REUKE £
T mu RV CHIH U, SRR
MU D ATHERS, W REREL
2o BlEEZ 7o RNV AIAY ) —)
(99/1) % JRBH¥ELE &+ 54y BUH TLC
IZ R EREITO (LAY 3T 2157,
I & 40mg (V=K 8.8%) 'H NMR (300
MHz, CDCls) 6 3.89 (s, 3H), 7.03 (d,
J=2.9 Hz, 2H), 7.86 (q, J=7.8 Hz,
4H), 8.03 (d, J=3.0 Hz, 2H). MS m/z
378 (M*).

2 mmol) Ammonium

2-(4-(Tributylstannyl)phenyl)-5-(4-
meyhoxyphenyl)-1,3,4-oxadiazole({k;
&) 3 8)DERL

k&3 7 (64 mg, 0.06 mmol) %
L,4-AF % Gml) ICEFEL, E
A(RY 7F A X) (0.11 mL), 7k
FGRY T 2= VIRAT 4 XTD0
2 (8.1 mg, mmol), MV TF)LT I
> (6 mL) &M T 4 FEREMBGEGR
L7, BUSRIEZEREL, gL
FEfg = Fvi~F ¥ (14 % REHE

22

&9 5B TLC (2 & v R 41T
W, ke 3 8 2157, INE 6 mg (N
F 65%) 'H NMR (300 MHz,
CDCls) §0.87-1.58 (m, 27H), 3.91 (s,
3H), 7.04 (d, J=3.1 Hz, 2H), 7.63 (d,
J=2.6 Hz, 2H), 8.06 (q, J=6.6 Hz,
4H).

4-(5-(4-Todophenyl)-1,3,4-oxadiazol-
2-yDphenol({t-5# 3 9) DA AL
{bA44 37 (36mg, 0.1 mmol) 27
Bu AR RIS L, K TR
AR 7= B = B S BV 8
(0.6mL) ZHRXIZMZ T -o7z, Hil
Tb HHBIS S, RUSKIZAD &
FTOREKZMA UG 18 S H T2,
7 v u v A THIE, KEZ2FER
FTHIHE L, BKERER S N Y U AT
W%, IR e E L, Rik%
HEfg = F v/~ (12) ZERHE
ey ohESRIn~ N T T 4
—ZfF L, (LAY 39 2457, INE 17
mg (X% 49%) 'H NMR (300 MHz,
CDCly) & 6.987.06 (m, 2H),
7.86-7.91 (m, 4H), 8.02-8.09 (m, 2H).
MS m/z 364 (M*).
2-(4-(5-(4-Iodophenyl)-1,3.4-oxadiazol-2
-yl)phenoxy)ethanol ({b&#34 0) D&
Fi%

&% 3 9 (22 mg, 0.06 mmol) %
DMF (3 mL) |2 L, KoCOs3(24.5
0.18 s

mg, mmol)



ethylenchlorohydrin (4 (L, 0.06
mmol) M %, 6.5 BERIINEGER LT,
FOGH T %, BEUKEMA 7 v a kv
ATHIHH L., Na2SOs 2Nz THiAK L
T, IR ARIERE E U, RIELE
R F i~ =312 & REEHVELE &
+T55EM TLC i THERIL., bady
4 0% %7k, W& 11 mg (IR
44.6%)

2-(2-(4-(5-(4-Iodophenyl)-1,3,4-oxadiazo
1-2-yl)phenoxy)ethoxy)ethanol ({t. & #
41) OERK

{t&% 3 9(28 mg, 0.077 mmol) %
DMF (3 mL) (c¥AfE L., KoCOs(94.3
mg, 0.23 mmol) & ethyleneglycol
mono-2-chloroethyl ether (6 (L,
0.092 mmoD Z /%, 4.5 KFINEGE
i Lz, BUSHK TR, BRKzZmz 7
oo AL A THIE L. NagSOs 2
THAK LTk, WEEBIERE LT,
B LR T VT Y =312 2R
BRVAIE & 32 sy BUR TLC I THRERLL .
bEa 1 5B, W& 9 mg (R
25.9%)

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

azol-2-yl)phenoxy)ethoxy)ethoxy)ethanol
U4 2) OFERK

&% 3 9 (12 mg, 0.083 mmol) &

DMF (3 mL) (Z¥#f# L, K2COs3(40.4

mg, 0.1 &

92-[2-(2-chloroethoxy)ethoxylethanol

mmol)
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(5 (L, 0.085 mmoD & %, 12 KefHifN
BORWE LTz, RUSHE T #. HERUK AN
z 7 aafR/VATHHE L, NasSOs &
Mz TR LT, a2 BIERE R L
7. BELEER—F NV i~F =21
RS 3558 A TLC ([ TH
L A4 2 %57, INE 7.8 mg
(UFE 44.7%)

3-(4-Bromophenyl)-5-(4-nitrophenyl)-1,2
4-oxadiazole ({b&¥4 3) DEK
4-Bromobenzamidoxime (645 mg, 3
mmol) & 4-nitrobenzoic acid (495 mg, 3
mmol)?®> DMF (10 mL)&# 2. DCC
(3.6 mmol) & HOBT (6.0 mmol)?> DMF
G mLAREMZ T2, HIET1 8 KFfH
S, 100 °C T 2 RERINBGER 217
ol, FULNEILZMER E%R, ik~
T ~F O RS LT
HYURTNT S N T T T AT
L. BB LT 2baW 1 25z (ILE
370 mg, IR 35.6%), 'H NMR (300
MHz, CDCl3) 6 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-5-
yDaniline (&4 4 4)DE AL

{t&# 4 3350 mg, 1 mmol)& SnCl
(948 mg, 5 mmol)% EtOH (15 mL)IZ#&
WL, 2EEMINEGEN L7z, RIS
ZEEFECTREL. 1 M NaOH (100 mL)



EMZC, 7ok VIRBIC LT, BREE

T F (100 mL x 2) CHhH# . AT At

KU, BT b U U LA TCHIRE,

WA RERE LTS5 82k, B

LT HEM4 4 %2157 (ILE 258 mg,
M=% 80.8%), 'H NMR (300 MHz,

CDCl3) & 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/z 316 (M.

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

{b&% 4 4 (185 mg, 0.59 mmol) &
paraformaldehyde (176 mg, 0.59 mmol)
DA K ) —VERHE(10 mL)iZ NaOCH,
(28 wt % in MeOH, 0.4 mL) #{H F L
Too BUSEWRIE. 3 04y RmEE 7
L. #®% . NaBH, (225 mg, 59
mmol)Z MZ T, I HIT 1.5 KFEHNZL
&t L7z, 1 M NaOH (50 mL)Z A0z
C. CHClL, (50 mL) T L7=%. #f
el b O LATHR L, BB,
BEEE = F )V~ o (1/4) & IR I
Wedrv U BNV I NTTT
AL, BRE T AEMm4 5%
B7- (INE 98 mg, IX#E 50.3%) , 'H
NMR (300 MHz, CDCL) & 2.93 (s, 3H),
4.30 (s, 1H), 6.66 (d, J = 8.7 Hz, 2H),
7.63 (d, J = 8.7 Hz, 2H), 8.01 (d, J = 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 ({t- &% 4 6)D
Gy

fbt&¥ 4 435 mg, 0.10 mmol) &
paraformaldehyde (36 mg, 1.2 mmol)%
FERR(S mL)EIEIC, NaCNBH; (50 mg,
0.80 mmol)Z N % 7=, ZiR T 2 BFMKX
J&E1TV, 1 M NaOH (30 mL) % il %
7ot . CHsCl (30 mL) CHiHH L7z, #f
BRT b U U LATHEERE, BiRT T
SFY (U EEREEE T 5
VATNIa< NI T 7 0ZF L,
B ET5bEW4 6 2157 (INE 24
mg. YV 68.4%), 'HNMR (300 MHz,
CDCl3) 8 3.09 (s, 6H), 6.75 (d, J = 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 (b &% 4 7)DE R
LEW4 3 2H{2BICH Wk
LY. BETHEW4 755

(£ 153 mg, U= 23.1%), 'H NMR
(300 MHz, CDCl3) 6 3.91 (s, 3H), 7.05 (d,
J=8.7Hz, 2H), 7.65 (d, J = 8.7 Hz, 2H),
8.04 (d, /= 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-
ylphenol ({t- 5% 4 8)DE K



KE\ET. &% 4 7300 mg, 091
mmol)? CH,Cl, (10 mL)¥&#&IZ. BBr,
(4.5 mL, 1 M solution in CH,Cl,) % & T
L7, F0D% 4 2FB=R TG
17v, K GO mL)ZMA TR ZRT
L7z, Zuanai/bs (30 mL x 2) Tl
HEITV, BMEZRERT MY UL
THIBE L, BEE~XV L HiRT
Fv @) EEHEHEE TV
N 7T 7 0L, BRE
T H{LEM 4 8 21572 (INE 146 mg,
% 50.6%) ., 'H NMR (300 MHz,
CDCL,) 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-o0x
adiazol-5-ylaniline ({t&4#4 9) D&
159

it &% 4 4 (100 mg, 032 mmol),
bis(tributyltin) (0.2 mL)3 X UN(Ph;P)4Pd
(16 mg, 0.014 mmol)% > A FH & b
U =F )T I DRGS0 mL, 3:2
dioxane/triethylamine mixture) (=¥ fiF L |
1 O BERINBGRIR & 1T o 1o RUSHIE
EREL, BEE A~ SRR T
V(3/1) LTV A
/=0l i v APl ek b N = i R
THEW4 9 %HE (NE 28 mg,
0% 16.8%), 'H NMR (300 MHz,
CDCl3) & 0.87-1.61 (m, 27H), 4.13 (s,
2H), 6.76 (d, J = 8.7 Hz, 2H), 7.59 (d, J =

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

N-Methyl-4-(3-(4-(tributylstannyl)phenyl
)-1,2,4-oxadiazol-5-yl)aniline ({L&#) 5
0)DE K

b&ma 5 2 HIFEEE L, kW4
QR EAT-DICHWEZFIEICELY, B
e+ 5EWm5 0 &5 (INE 23
mg. UV 15.8%), 'HNMR (300 MHz,
CDCl3) & 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, /= 7.8 Hz, 2H).

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

fbat4 6 2 HFEEE L, (L&MW 4
9 EB/BHIDICAWIEFEICLY . B
&4 i 1 2K (INE 45
mg, I 20.3%), 'H NMR (300 MHz,
CDCl3) & 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, J= 8.4 Hz, 2H).

5-(4-Methoxyphenyl)-3-(4-(tributylstann
yl)phenyl)-1,2,4-oxadiazole ({t.& %) 5
2)DE AL

b4 7 EHEEEEE L, LEY 4
9&BAHOICHAWEFEICELY | B



BT AW S5 2 257 (INE 42
mg, ¥R 22.8%), 'HNMR (300 MHz,
CDCly) & 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 ({t&5#) 5 3)DA KL
fta4 8 & HIEEE L, LA 4
9EEHDICHWEFEICLY, B
B & HAW5 3 &L (INE 28
mg., U 60.1%), 'HNMR (300 MHz,
CDCl3) & 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-Todophenyl)-1,2,4-oxadiazol-
5-yDaniline (k& 5 4 YDA
&% 4 9 (27 mg, 0.05 mmol) D
CHCl; (S5mL) ®iFIZ, 2 vkonsnn
RV AERIE (1 mL, 50 mg/mL)% Iz 7=,
FIRT1 0 MRS &EATV, faFndifi
BR7k3 T MU U AJKEEHR (25 mL)Z M
AL LK G EKRT Lz, 7
2 e/ A (25 mLx 2)CHIE L7,
BB ZMET N U LATEHRL, B
MEBERE LT, BiEE~FY T
T 2282k -oT, B ET 51
A5 4 %5 (INE 12 mg, ULE
66.1%), 'HNMR (300 MHz, CDCL;) &
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, J = 8.7 Hz, 2H). HRMS
m/z C4HoN3OI found 362.9855 / calcld
362.9869 (M.

4-(3-(4-Iodophenyl)-1,2,4-oxadiazol-5-yl
)-N-methylaniline {t &%) 5 5)DA K
{tEMm5 0  HBEIREIE L, L& 5
4 OERRITEE RO 3 7RIS
WX, BmE+5a5 5 257

(& 20 mg, ¥R 86.0%), 'H NMR
(300 MHz, CDCl3) § 2.93 (s, 3H), 4.29 (s,
1H), 6.66 (d, J= 8.4 Hz, 2H), 7.85 (d, J =
8.4 Hz, 2H), 7.88 (d, J = 8.4 Hz, 2H),
8.02 (d, J = 8.4 Hz, 2H). HRMS m/z
CisH;2N3OI found 377.0022 / calcld
377.0025 (M").

4-(3-(4-Iodophenyl)-1,2,4-oxadiazol-5-yl
)-N,N-dimethylaniline ({54 5 6 )D&
19
e s 1 2HBERBE L, bEW S
4 DERITIE L RO I U RIS
iKY, BRI E T 21EM5 5 257
(I 34 mg, [V 72.4%), 'HNMR
(300 MHz, CDCls) 6 3.09 (s, 6H), 6.75 (d,
J=9.3 Hz, 2H), 7.83 (d, /= 8.7 Hz, 2H),
7.90 (d, J= 8.7 Hz, 2H), 8.04 (d, /=9.3
Hz, 2H). HRMS m/z C;¢H4N;0I found
391.0192 / calcld 391.0182 (M").

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



2.4-oxadiazole (& 5 7T)DERK
tE&# 5 2 xRS L, {LEW S
4 DEKFEE RO I U RS
kv, BBETHILEaEMS 7T E2EB
(U0 & 17 mg, LR 69.2%), 'HNMR
(300 MHz, CDCls) & 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;1N,O,l found
377.9865 / calcld 377.9872 (M™).

4-(3-(4-iodophenyl)-1,2,4-oxadiazol-5-yl
)phenol ({t.5#) 5 8)DE L
L& 5 32 HFEFEE L {LEW 5
4 OERITIE E RO 3 v R LG
ik, BMET5EW5 821G
(U & 14 mg, VR 81.8%), 'HNMR
(300 MHz, CDCl3) 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 C14HgN,O,I found 363.9704 /

calcld 363.9709 (M").

(7) NSAIDs JRAALA ¥ O 125T FER:
fEx O YU TFILRAI{LEY
(Ilmg/mL) ®= % /) — VIEHK (50ul)
1z [125]]Nal (1.5puL  5mCi/50ul), 1IN
e (50ul) iz, &EIZ 3%wlv
W@Ee{kkFEA (B0ul) Mz 7=, 34
W=RIRAAE %, SRRk ET ~Y
U LKIEEE (100ul) %002 BOG & 1%
IEX%, fafiRBKFzST MY UL
(100uL) %04 TSR E FFnL
7=, HEfE=F - CHIH L. BRERT LY
7 LT AT NAY — LBy MIZ
L Clik L7tk ##H HPLC OK :
T b=hY=4:6-37) THEL
oo FEBHMEAEMEE ML LT
254nm (2B 5 W NE % HPLC T4
Fri, 2 é—8T 28090z mL.
Fefg— )L CHiH L, ERKIE THEER
TFNEEELI,

HCI
HZOZ
R-SnBu, » R-129
1 4. RUTFNLRERAERLA YD ORSME = v BT

(8) 7 ==)bA ¥ R—NFHEEDE
F&

4-Ethynyl-N-methylbenzenamine ({k &

%5 9DER




4-Ethynylaniline (819 mg, 7 mmol) %

DMSO (5mL) (Z¥h L7z, K,CO,(4.8
g, 35 mmol) Z0Z CTHEA L. CH,I (1.3
mL, 21 mmol) Zp->< Y L@ T Lz,

IR T 3 RS S 7o, Rk E

N2 CEg /v CHIH L72, Na,SO,
T L721%%, WA ERE L, 7%

BEEEBRT L . ~FY o =1:2
EWEMEEE LTRSS 7 A0

nv b7 42X DERL, 313

mg (R :34.1%)DILEM 5 9 2157,
'H NMR (300 MHz, CDCL,) §2.49 (s,
1H), 2.83 (s, 3H), (s, 1H), 6.50 (d, J = 8.7
Hz, 2H), 7.32 (d, J = 8.7 Hz, 2H).

N-(4-Bromo-2-iodophenyl)acetamide (1t
a6 0)DERL
4-Bromo-2-iodobenzenamine (586 mg, 2
mmol)& MV (S mLIZIEMEL .,
KRS (408 mg, 2 mmol) & SNz 7=, =
T 3.5 BRI AME . AT LS e
HELL, ~FHP o CTHig L C 464 mg
(R : 69.4%)D{bEW6 0 21572,
'H NMR (300 MHz, CDCl,) §2.24 (s,
3H), 7.39 (s, 1H), 7.46 (dd, J = 2.4, 2.1
Hz, 1H), 7.90 (d, J = 2.1 Hz, 1H), 8.13 (d,
J=8.7 Hz, 1H).

4-(5-Bromo-1H-indol-2-y1)-N-methylben
zenamine ({bE 6 1)YD AL,

&6 0 (396 mg, 1.2 mmol)% THF
(IS5 mL)ICEfE L. e 5 9 (313 mg,
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24 mmol), -7 uutb R (MY 7=
ZNVHRAT )TV A (1) (60
0.06 mmol), I VL (50 mg,
0.22 mmol), TBAF (5 mL)% /il 2. T =&
T 5 R H Ule, RO % T 8
Etk, BRUKZ N2 CHEBR = F L CHh
U7z, KB MU o ACRiIKL
Itk, BOWEZBIEREE L, 7Rk
AEER T ANFY L =1:4 &
WHEE L T 2HESTI T L7 0
~ T T 40— L, 179 mg (I
495 )DIbEWE 1 2157-, 'H
NMR (300 MHz, CDCL,) 6 2.90 (s, 3H),
6.57 (s, 1H), 6.67 (d, J = 8.7 Hz, 2H),
7.21 (d, J = 1.8 Hz, 2H), 7.49 (d, J = 8.7
Hz, 2H), 7.69 (s, 1H) 8.25 (s, 1H).

mg,

N-Methyl-4-(5-(trimethylstannyl)-1 H-ind

ol-2-yl)benzenamine ({L5# 6 2 )D&
54

&% 6 1 (179 mg, 0.59 mmol) %
1L4-UAFY 2 (5 mL) [CEBEMRL, ©
A(RM YU AF N AX) (198 mg, 0.6
mmol), 7 hT7 M 7 z= Vi kR 7 ¢
NT U A (88 mg, 0.077 mmol) %
MR T 3.5 ReENEGERE LTe, RISEA
WEREEEL, BREXYHRTTF L
~NFEY L =13 BRI LT 50
EnRsue< o7 40—k o T
R L. 6 mg (& :2.1 %)DILEW6
2 %1572, 'HNMR (300 MHz, CDCL,)
§ 0.30 (s, 9H), 2.88 (s, 3H), 3.84 (s, 1H),
6.62 (s, 1H), 6.67 (d, J = 8.7 Hz, 2H),




7.22 (d, J=9.0 Hz, 1H), 7.37 (d, J =7.8
Hz, 1H), 7.50 (d, J = 9.0 Hz, 2H), 7.70 (s,
1H), 8.18 (s, 1H).

4-(5-Iodo- 1 H-indol-2-y1)-N-methylbenze
namine (L&Y 6 3)DE AL

{bE¥6 2 (9 mg, 0.019 mmol) %E
BT (1mL) ML, S UERD
HEfR = F LIS (1 mL, 0.25 M) %/
A, HIRT 15 BRE# L, fafnik
g b Y U AKEEHR (1 mL) Z0Z
TG EEILEE, BT VELE
L, WAKAREET MU U ATHIAK LT
%, BIEARERE Lz, RIEZERR
ZF) . NFH
3 HhESRA T LI NS
T AWK THERL, 5 mg (NE :
77.4%)DILEW 6 3 #157-, 'H NMR
(300 MHz, CDCL,)  2.89 (s, 3H), 6.56 (s,
1H), 6.67 (d, J = 8.7 Hz, 2H), 7.13 (d, J =
8.1 Hz, 1H), 7.37 (dd, J = 1.8, 1.8 Hz,
1H), 7.48 (d, J = 9.0 Hz, 1H) 7.90 (s, 1H),
8.23 (s, 1H). MS m/z 348 (M*).

4-(5-Bromo-1H-indol-2-y1)-N,N-dimethyl
benzenamine ({54 6 4)DE L
A% 6 0 (99 mg, 0.3 mmol)% THEF
(AN TLZE W mLDICHEMR L.
4-ethynyl-N,N-dimethylaniline (65.4 mg,
0.45 mmol), -7 uaBa b X (MU 7=
SR AT ) NT VT A (D) (21
mg, 0.03 mmol), = V{t#l (11 mg, 0.06

1:3%?’5&1%’5'
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mmol), TBAF (5 mL) % /il 2. C RERE
L7z, RIS ZWERE E%., FHRK
2N A CHERR = F )L ChiH L7z, K
WileF b U U ATHAK L2, B0
MAWIEEE L, REEHRT T
Voo~ Yy =14 BIRHEEE

THRESBRA T L Iu~ NI T

4 —{ZAF L. 25 mg (IR :27.2 %) DAL
W6 4 #%7=, 'HNMR (300 MHz,
CDCl,) & 3.02 (s, 6H), 6.59 (d, J = 1.8 Hz,
1H), 6.78 (d, J = 9.0 Hz, 2H), 7.21-7.22
(m, 2H), 7.53 (d, J = 9.0 Hz, 2H), 7.68 (s,
1H) 8.27 (s, 1H). MS m/z 356 (M*).

N.N-Dimethyl-4-(5-(trimethylstannyD)-1H

-indol-2-yl)benzenamine ({tL&#) 6 5)
DER

{tE¥6 4 (22 mg, 0.07 mmol) %
1,4-UA4%Y > (5 mL) (ML, B
Z(hY RAFLZZ) (29 mg 0.09
mmol), 7 7 U Tz = )ViRAT 4
T YT A (6 mg, 0.006 mmol) %
N Z TMBEGERYE U 7o, BOSTAE 2 5T
BEL BEYER—T L . ~FH
=1:3 ZREABEST50WMTLCIC
Lo THHL.2mg (IRE 7.1 )DL
A6 5 %7, '"H NMR (300 MHz,
CDCl,) 6 0.30 (s, 9H), 3.01 (s, 6H), 6.62
(s, 1H), 6.67 (d, J = 8.7 Hz, 2H), 7.22 (d,
J=9.0 Hz, 1H), 7.37 (d, J = 7.8 Hz, 1H),
7.50 (d, J = 9.0 Hz, 2H), 7.70 (s, 1H),
8.18 (s, 1H).




4-(5-Iodo-1H-indol-2-yD)-N.N-dimethylbe
nzenamine ({L &Y 6 6)DE K
{tEa¥6 5 ZEE =V T L .,
9RO FARRE M, iR
TR U, fafnidisiEgr- Y v
DLIKEER 2 MA TRIG &SI <1, B
BT FIVEEHR L, BT R
U LTHIK L2, WA BEREL
To, AR = F )L« ~F VAR
HEE LT oRESRIZ L7 v
NI 702 d o TREIL, kA6
6 % 157-, '"H NMR (300 MHz, CDCL,) &
3.02 (s, 6H), 6.57 (s, 1H), 6.79 (d, J = 8.7
Hz, 2H), 7.14 (d, J = 8.7 Hz, 1H), 7.37
(dd, J = 1.5, 1.5 Hz, 1H), 7.53 (d, J = 9.0
Hz, 2H), 7.89 (s, 1H) 8.28 (s, 1H). MS
m/z 362 (M").

5-Bromo-2-(4-methoxyphenyl)-1H-indol
e ({bEW6 YDA

t&% 6 0(198 mg, 0.6 mmol)% THF
(5 mL)IZ¥AfiE L. p-ethynylanisole (116
pL, 0.9 mmol), t-¥7 R (K
T2 )VIRAT 4 ) 8T A (1)
(52 mg, 0.075 mmol), = V{kEd (28
mg, 0.15 mmol), TBAF (2.4 mL)% il
ZC 24 WEIMBGER LT, BUSTAEE
IR A%, HROK 22 CHEEE =
FOTHIH U, AT Y U A
THA L%, BOSEZRIEREL
7o BEEEBRTT I . ~FHY v =
14 Z2EHEE 32 0ESEY T
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Loruvav NTT7 44— L, 54 mg
(IXFE : 30.7 BYDILEW6 7 %157,
'H NMR (300 MHz, CDCl,) & 3.87 (s,
3H), 6.50 (s, 1H), 6.99 (d, J = 8.7 Hz,
2H), 7.25 (s, 2H), 7.59 (d, J = 8.7 Hz,
2H), 7.12 (s, 1H), 8.30 (s, 1H).

2-(4-Methoxyphenyl)-5-(trimethylstannyl
)-1H-indole (. 5#) 6 8)DH K

L&Y 6 7 (49 mg, 0.16 mmol) % 1,4-
UAXH L (SmL) WML, EX(k
U A F A X) (65.8 mg, 0.21 mmol),
ThIZ MV T 2= ViRRAT 4 5
U A (20 mg, 0.02 mmol) Iz T
3 RFRINEGE TR Uiz, RSB A2 WE
BELRELER- T L . ~FP
=1:4 ZEHEES T 5HESETRY
v h 7T 74—l oTHRL, 15
mg (INE : 23.9 %)D{LEW6 8 215
72 "H NMR (300 MHz, CDCL,) 8 0.30 (s,
9H), 3.86 (s, 3H), 6.68 (s, 1H), 6.98 (d, J
= 9.0 Hz, 2H), 7.26 (d, J = 7.2 Hz, 1H),
7.39 (d, J = 7.8 Hz, 1H), 7.59 (d, J = 9.0
Hz, 2H), 7.73 (s, 1H), 8.22 (s, 1H).

S-lodo-2-(4-methoxyphenyl)-1H-indole
LW 6 9DER

{tE#6 8 (15 mg, 0.039 mmol) ZHE
FR-F /) B3mL) WML, I UED
FEfR — T VIRIR (1 mL, 0.25 M) %
Z. ZBIRT 30 MREE#E L, fafnih
Wil B U U LOKEHR (1 mL) &A%




TRISEEIESYE, B FIVIEE S
. EKEEEETT N U UL THRAKLTZE,
WA REE R L, RELERTF
Lo~y =14 RIEHEEE
TAHRESBI T LI NI T T
S4ICE o THERL, 9 mg (INE :
66.3%) DAY 6 9 157 , '"HNMR
(300 MHz, CDCl,) 6 3.86 (s, 3H), 6.63 (s,
1H), 6.99 (d, J = 9.0 Hz, 2H), 7.16 (d, J =
8.4 Hz, 1H), 7.41 (dd, J = 1.8, 1.5 Hz,
1H), 7.58 (d, J = 8.7 Hz, 2H), 7.93 (s,
1H), 8.29 (s, 1H). MS m/z 349 (M").

4-(5-1odo-1H-indol-2-yl)phenol ({t. &%)
7 OYDERL

{t&46 9 (80 mg, 0.23 mmol) %3
suawAH L (5ml) (ZIEMEL, KE
T. SRR URERY I aa A ¥ UEIKR
(0.7 mL) Z#RAIZIZ TWolz, ik
T 24 BRRUE S, KRR
BT OREKE AR &L S
7mo 7 u RV AT, KiE % B
AT /LCHI L, EOKERRR T b U T
LT L2tk A2 BIER R LT,
BEAERFL ~FH =14
EVEHEEE TR ESERZ v b
77 4—ICLORERL, 15 mg (X
K. 19.5%)D{LEW 7 0 257, 'H
NMR (300 MHz, CD,OD) § 6.57 (s, 1H),
6.76 (d, J = 8.7 Hz, 2H), 7.16 (d, J = 8.7
Hz, 1H), 7.29 (dd, J = 1.5, 1.5 Hz, 1H),
7.60 (d, J = 8.7 Hz, 2H), 7.81(s, 1H). MS
m/z 335 (M").
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2-(4-(5-Iodo-1H-indol-2-y)phenoxy)etha
nol {bEW 7 YD ERL

{t&¥ 7 013 mg, 0.039 mmol) %
DMF (3 mL) (Z¥&f# L, K,CO, (47.5 mg,
0.12 mmol) & ethylenchlorohydrin (4 pL,
0.06 mmol)Z M %, 10.5 R INEE
L7z, RISHTH%, HmEKkzmz 7 n
m RV A CHiH U Na,SO, & 2 Tt
KL%, WEEZEEE L, EE
EEERA T ~FH =11 %
JRBRVEME & 3 A 0 BUR TLC 12 TR
L.3 mg(NF: 204%)DILEH T 1 %
57-, "H NMR (300 MHz, CDCl,) 6 3.86
(s, 3H), 6.63 (s, 1H), 6.99 (d, J = 9.0 Hz,
2H), 7.16 (d, J = 8.4 Hz, 1H), 7.41 (dd, J
= 1.8, 1.5 Hz, 1H), 7.58 (d, J = 8.7 Hz,
2H), 7.93 (s, 1H), 8.29 (s, 1H). MS m/z
349 (M*).

4-(5-Bromo-1H-indol-2-yDphenol ({t. &
Y7 2 DAL

{t&¥ 6 7 (105 mg, 0.35 mmol) %
suan AR (3ml) (JIEEL, KE
T, SRR TRED oo A X URIK
(1 mL) ZHRA2 M TV o7, FIRT
24 BRI OIS S 725 RONIRIZA &
ORERUKE MM G EE LS, 7
bRV A CHiE S . K8 & BFR = T
JLTHIH U, BKEREE T R Y o A CR
KUT=th, WEEZBERE L, RIE
AERTF L ~X P =1:1 2




HEE e T2 ESM 7 a~ TS
74— X VFRL, 13 mg (I
13.0%) DA 7 2 #1572, 'HNMR
(300 MHz, CD,0D) & 6.58 (s, 1H), 6.84
(d, J=9.0 Hz, 2H), 7.11 (dd, /= 1.8, 1.5
Hz, 1H), 7.25 (d, J = 8.7 Hz, 1H), 7.60 (d,
J = 9.0 Hz, 3H).

2-(4-(5-Bromo-1H-indol-2-y)phenoxy)et
hanol L&Y 7 3YDEHEK

{bA% 12 (11 mg, 0.038 mmol)%Z DMF
(3 mL) IZ¥EME L, K,CO; (46.5 mg,
0.014 mmol) & ethylenchlorohydrin (4
pL, 0.06 mmol) #ZHZ., (ANTL 7%
V) WEEMBGRTE LT, BUGHET .
FBRUKZ Mz 7 vk s Thit L.
Na,SO, Z Mz THiK L7-14 . a2
JEEE L REZHB =TV . ~F
Yro=1:1 RREHEE S50 BH
TLCIZ THBLL | 1.8 mg (ILF: 14.2%)
DIbEM 7 3 %157, 'H NMR (300
MHz, CD,OD) § 3.89 (t, 2H), 4.09 (t,
2H), 6.64 (s, 1H), 7.02 (d, J = 8.7 Hz,
2H), 7.13 (dd, J = 1.5, 1.5 Hz, 1H), 7.61
(s, 1H), 7.70 (d, J = 8.7 Hz, 1H).

2-(4-(5-(Trimethylstannyl)-1H-indol-2-yl
)phenoxy)ethanol) (LA 7 4)DE AL
& 7 3(8 mg, 0.02 mmol) % 1,4-
UAXH L BmL) IZHEMEL, EA(R
U AF A X) (10 mg, 0.008 mmol), 7
KT MY T2 VR R T %5
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7. (10mg, 0.008 mmol) %z T
3 IRFRIINENGETR L7z, BUSTASEZ T
BEL BRBEZERB=T L . ~FHP
11 ZEMEE 3 5 ESER Y
N N7 40— Ko THERIL, 9
mg (UINE : 89.8 BYDILEW 7 4 %215
72, '"H NMR (300 MHz, CDCL,) & 3.86 (s,
3H), 6.63 (s, 1H), 6.99 (d, J = 9.0 Hz,
2H), 7.16 (d, J = 8.4 Hz, 1H), 7.41 (dd, J
= 1.8, 1.5 Hz, 1H), 7.58 (d, J = 8.7 Hz,
2H), 7.93 (s, 1H), 8.29 (s, 1H).

4-(5-Bromo-1H-indol-1-yl)-N,N-dimethyl
benzenamine (L5 7 5) DERK
5-Bromoindole (100 mg, 0.51 mmol) &
4-(dimethylamino)-phenylboronicacid
(84 mg, 0.51 mmol), HFERERA(II) (200 myg,
1.00 mmol) #¥ 7 mnu A% (10
mL) (CEBL, PV ZFALT I
(0.18 mL), HEDEL X2 TF——7
A(3A) ZMA IR T 1 B L,
POSEEE 2 e 5 L, R % Fig
F o ~AFYr =19 ZIEHEL
ETLHHRESRIu~ NI T T 4 —
WAL ALEW 7 5 2157, L& 71 mg
(L= 442 %) 'H NMR (300MHz,
CDCly) 63.02 (s, 6H), 6.55 (d, J = 2.7
Hz, 1H), 6.82 (d, J = 9.0 Hz, 2H), 7.28 (d,
J=1.8Hz, 1H) 7.78 (d, /= 1.2 Hz, 1H)

4-(5-(TributylstannyD)-1H-indo-1-yD)-N.N
-dimethylbenzenamine ({bEW 7 6) O




_/@.\_@

{t.7 5(102 mg, 0.32 mmol) % 1,4-¥
FXYr SmL) ICEMEL, BEA(MY
TFIVAR)O02mL), 7T 7 MU T =
ZWVHRAT 4TV A (10 mg,
0.009 mmol), PV =ZFNLT I (5
mL) %% T 6 RpfMEGRT L7z, )X
ISR A RER E L, BELER T
Jbon NP 1: 9 ZPAHEE L
FTARESR I~ ST T 4 —IC
U AEEM T 6 BTz, INE 21 mg
(L= 12.4%) 'H NMR (300 MHz,
CDCl,) 60.87-1.56 (m, 27H), 3.02 (s,
6H), 6.61 (d, J=3.3 Hz, 1H), 6.82 (d, J =
9.0 Hz, 2H), 7.24 (d, J = 3.0 Hz, 2H),
7.34 (d, J = 8.7 Hz, 2H), 7.45 (d, J = 8.1
Hz, 1H), 7.77 (s, 1H).

4-(5-Iodo-1H-indo-1-yl)-N,N-dimethylbe
nzenamine ({LEW 7 7) DERK,

{b&% 7 521 mg, 0.04 mmol) %7 &
oAV A 3ml) ICEEMEL., I UED
7 nufR/V AR (1 mL, 025 M) &
Mz, =|IRT 10 SEEE L, fafm
AR R U o AR EINZ TR
JREEIEXYE, Jaa RV ABE SR
L. EKAiEET R Y U A CHIBRE, B
WABTEEE L., RiEZEBRF
Vo~ 1 : 4 %EEEL
& BB TLCIZ L 0 BRAE TV,
b7 7125, L& 8 mg (R
55.3%) 'H NMR (300 MHz, CDCl,) §
3.02 (s, 6H), 6.54 (d, J = 3.3 Hz, 1H),
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6.81 (d, J = 6.6 Hz, 2H), 7.2 (d, J = 7.8
Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.41
(dd, J=10.5 Hz, 1H), 7.99 (d, J = 1.2 Hz,
1H). MS m/z 362 (M").

(9) 2-PIFEERD T 1Rk

k&6 3, 66, 69, 70D
WRATERIACH D b Y A F IR XA
WD 1% A % /) —VEHR 80 pL (0.56
mg/mL)\Z N-Zanax7 A I KO
A X ) — VISR 20 uL (0.5 mg/mL)%
Az, 20 FP IR TG S H/ 7, it
T, BAFnEEAREA T N U U AKIRIE (10
uL) M TG & EIE S, BT
FEMATHM L, Mg v
AEFBELENRNAY—LERy T
W U TBK Lz, ERXMETH
AR LU, BaHEs U RERE
i, ENEhIS T 5 IERBSHEIE
W% & L C¥iFE HPLC Ok @ 7k
F=hUN =4:6-1:1)THERER
L7,

(1 0) 2,5-Diphenyl-1,3,4-oxadiazole
FHEERDE K

4-(5-(4-Bromophenyl)-1,3.4-oxadiazol-2-

y1)-N,N-dimethylbenzenamine ({t. &%) 7
8 Q@Ag EZ

4-Bromobenzhydrazine

215 mg, 1
mmol) & 4-dimethylaminobenzaldehyde

(149 mg, 1 mmol), ammonium cerium



nitrate (548 mg, 1 mmol) % 7 v o A
& (10 mL) ([CHR L 24 IR INEGE
Lz, BRKZMZ T makiLh
THiH U, JEKEREET b U w7 A CRIK
L%, 2 RERE L, gL
iR =)L ~FHY 2 = 14 IR
WL T ARESR I~ NS T T
A—IZEVERL, 12 mg JNFE .
3.5%) DILEW 7 8 %157, 'HNMR
(300 MHz, CDCl,) §3.08 (s, 6H), 6.76
(d, J = 9.0 Hz, 2H), 7.66 (d, J = 8.4 Hz,
2H), 7.98 (dd, J = 5.4, 4.5 Hz, 4H). MS
m/z 362 (M).

4-(5-(4-Tributylstannylpheny])-1,3.4-0x

adiazol-2-yl)-N,N-dimethylbenzenamine

LB 7 DAL

L& 7 8 (19 mg, 0.06 mmol) % 1,4-2
F¥H Bml) IZEEL, B2 (k
Y7FNAKX) (004 mL), 7 T b
YT 22 VIRAT 4 8TV 5 (3
mg, 0.002 mmol), h U =F LTI (3
mL) &Mz T 4.5 BRRINEGER LT,
RIS ZRIEE 5 L, RiE L FiRT
Fob o ANFHYL =13 2EIEEE
T BEAH TLC I & 0 BERLEFT WV,
2.5 mg (I3 : 8.2%) DILEW 7 9%
%72, 'H NMR (300 MHz, CDCl,) 6
0.87-1.6 (m, 27H) 3.07 (s, 6H), 6.77 (d, J
= 9.0 Hz, 2H), 7.61 (d, J = 8.4 Hz, 2H),
8.01 (dd, J=9.0, 8.1 Hz, 4H).

4-(5-(Iodophenyl)-1,3.4-oxadiazol-2-yl)-
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N.N-dimethylbenzenamine ({54 8 0)
DAL

4-lodobenzohydrazide (524 mg, 2 mmol)
& 4-(dimethylamino)benzaldehyde (298
mg, 2 mmol), ammonium cerium nitrate
(1096 mg, 2 mmol) ¥ 7 anm A X
(20 mL) (Z¥fiF L 9 R RIMBRFE L /-,
R ZIZ T7 ek ATl
L. KIS Y U A TRIK L7214,
WA T A LT, BB 27 nok

VA 2 AE =)V =99 1 TR
L9 55 TLC (2 & R A1T
VY, 14 mg (XFR: 1.8%) DA 8 0

%%%7-, 'HNMR (300 MHz, CDCl,) §

3.07 (s, 6H), 6.76 (d, J = 3.0 Hz, 2H),
7.85(d, J =12.0 Hz, 4H), 7.97 (d, J = 3.0
Hz, 2H). "C NMR (400 MHz, CDCl,)
0 165.5, 162.9, 152.5, 138.2, 1284,
128.0, 123.9, 111.6, 110.7, 97.8, 40.1.
HRMS m/z C,(H,N,OI found 391.0191/
caled 391.0182 (M").

2-(4-Iodophenyl)-5-(4-methoxyphenyl)-1
.3.4-oxadiazole ({5 8 1) DH

4-lodobenzohydrazide (524 mg, 2 mmol)
& 4-methoxybenzaldehyde (272 mg, 2

mmol) ammonium cerium nitrate (1096

mg, 2 mmol) # 7 mm XX
(20mL) (ZIAfE L 19 B RAINEGET L 7=,
BRKEMZ CT7 v afLs THiHY
L., BEARBEET MY U A THK L,
A ZREEE Lz, BiEE 7 ook



Vb AR — =99 1 ZREE
LA 45 TLC (& v BRAELT
VN, 40 mg (IR 8.8%)DILEWH 8 1 %
#B7-, '"H NMR (300 MHz, CDCl,) §
3.89 (s, 3H), 7.03 (d, J = 2.9 Hz, 2H),
7.86 (q, J = 7.8 Hz, 4H), 8.03 (d, J = 3.0
Hz, 2H). '*C NMR (400 MHz, CDCl,)
§ 164.7, 163.6, 162.5, 138.3, 128.8,
128.1, 123.6, 116.2, 114.6, 98.2, 55.5.
HRMS m/z C,sH,,N,0,I found 377.9877/
caled 377.9865 (MY).

2-(4-(Tributylstannyl)phenyl)-5-(4-meyh
oxyphenyl)-1,3.4-oxadiazole ({L.-&% 8
2YDE AL

{t&5% 8 1(64 mg, 0.06 mmol) % 1,4
DA FH L (5mL) WML, EA(H
Jy7FNAX) 011 mL), 7 T~
T2 VKRR T 4 TP (81
mg, 0.007 mmol), kY =F /LT I (5
mL) %A T 4 BEMNEGER L7z, X
ISR AT R L, BELES T
oo ~FYr =1 4 RS S
T A45EH TLCIC L W B ATV, 6
mg (K 6.5%) DILEW8 2 1B,
'H NMR (300 MHz, CDCl,) §0.87-1.58
(m, 27H), 3.91 (s, 3H), 7.04 (d, J = 3.1
Hz, 2H), 7.63 (d, J = 2.6 (f#&58) Hz, 2H),
8.06 (q, J = 6.6 Hz, 4H).

4-(5-(4-Iodophenyl)-1.3.4-oxadiazol-2-vl
)phenol (L& 8 3)DERK
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{tE% 8 1 (36 mg, 0.1 mmol) %7

o AKXy (16 mL) (ZVEMEL KB T,
SRR EY Iun A X UBIK

(0.6 mL) ZiRAIZIMZ TV olz, EiR
T 5 ARG S V7%, KSRV &
FORERUK &2 M2 RS &7 1k ST,

7 v a RV LTIt g, KE 2 FR T

FOUCHIH L, AT RY AT

fik Uiz, I EEREE LD, 78

BWEAFRRZF L ~AFP o =1:2 %

WHEH T2 RESBR 7~ 7
T 4L VBRL, 17 mg (R

49.0%)DbEW 8 3 #15%7-, 'H NMR
(300 MHz, CDCl,) § 6.98-7.06 (m, 2H),
7.86-7.91 (m, 4H), 8.02-8.09 (m, 2H).

HRMS m/z C,,H,N,0,I found 363.9712/
calcd 363.9709 (M").

2-(4-(5-(4-lIodophenyl)-1,3.4-oxadiazol-2

-yl)phenoxy)ethanol ({L&# 8 4)DH
B

&4 8 3 (22 mg, 0.06 mmol)% DMF
(3 mL) ZiEfE L, K,CO, (24.5 mg, 0.18
mmol) & ethylenchlorohydrin (4 uL, 0.06
mmol) ZMZ. 6.5 REfIMBGE LT,
FOSHET . BEUKZ A 7 v a gL
2RI L Na,SO, 22 THiK L7

%, IR WEEE Lz, BB

TFN o ~FHY =32 ZREAE

g+ B A TLC W CTREL, 11

mg (NF: 44.6%)DILEM 8 4 #15T-,
'"H NMR (300 MHz, CDCl;) 64.03(q,J
= 5.0 Hz, 2H), 4.18 (d, J = 3.0 Hz, 2H)




7.06 (d, J = 3.0 Hz, 2H), 7.87 (q, / = 8.0
Hz, 4H), 8.07 (d, J = 3.0 Hz, 2H). HRMS
m/z C,¢H,;;N,O,I found 407.9983/ calcd
407.9971 (M").

2-(2-(4-(5-(4-Iodophenyl)-1,3.4-oxadiazo
1-2-yl)phenoxy)ethoxy)ethanol (k. & ¥
8 5)YDEAK

&% 8 3 (28 mg, 0.077 mmol) %
DMF (3 mL) (Z¥f# L K,CO, (94.3 mg,
0.23 ethylen
mono-2-chloroethyl ether (6 pl, 0.092
mmol)Z Mz, 4.5 REEIINBGENE L7z,
BOSHE T, MK Z Mz 7 aakn
2 CHAH L, Na,SO, &z Ttk L7z
%, WIEZBIEEE U, RE LB
TFN o A~FY L =32 BREMHE
&3 BB TLCIC THRRLL .9 mg
(IR 259%)D{bEW 8 5 2457, 'H
NMR (300 MHz, CDCl;) 63.70 (t, J =
3.1 Hz, 2H), 3.79 (q, J = 4.8Hz, 2H), 3.92
(t, J = 3.2 Hz, 2H), 4.23 (t, J = 3.1Hz,
2H), 7.06 (d, J=3.1 Hz, 2H), 7.87 (q, / =
7.6 Hz, 4H), 8.70 (d, J = 3.1 Hz, 2H).
HRMS m/z CgH;N,0O,I found 452.0244/
caled 452.0233 (M").

mmol) & glycol

2-(2-(2-(4-(5-(4-Iodophenyl)-1.3.4-oxadi
azol-2-yl)phenoxy)ethoxy)ethoxy)ethanol
{LEY 8 6 DA

&% 8 3 (12 mg, 0.033 mmol) &
DMF (3 mL) (2 L. K,CO; (40.4 mg,

0.1 mmol) &

2-[2-(2-chloroethoxy)ethoxy]ethanol (5
uL, 0.035 mmol) &A%, 12 K¢ NZL
B UTc, BUGK T %, FBRUKZ I x

7 v RV THIE L, Na,SO, 2

THK LT, WEZBEEE L,

BIEAFRTF L . ~FHr =21

BRI & 25 H TLC I2THE
L, 7.8 mg (IXLF: 44.7%) DA 8

6 %%372, 'H NMR (300 MHz, CDCl,)
§ 3.61-3.77 (m, 8H), 3.91 (t, J = 3.1 Hz),
4.23 (t, J = 3.2 Hz, 2H), 7.06 (d, J = 3.0
Hz, 2H), 7.87 (q, J = 7.8 Hz, 4H), 8.06 (d,
J = 2.3 Hz, 2H). HRMS m/z C,,H,,N,0I
found 496.0525/ caled 496.0495 (M*).

(1 1)1,3,4-DPOD kD '»T 5k

bEW 7 8. 7 9 DIEBRAERETH
L58)TFNAREY DT B ) —
JVIEIE(50 pl, 1 mg/mL){Z 1 N HCI (50
ul). 3% wiv H,0, (S0 uLY &= Mz, 24y
MR CRIS S/ 7, fvC, Afnin
BRle T B U T AKERIR (100 pl) %0
R CRIG & IR S, fafniRERK#E S
U AJKEEHE (100 pLy 2Nz C/)
SR LT, BEE— LA %
THIH L, BT Y a2 KHE LT
INAY =)L By M@ LTk
L7-t%, EFKT LRI A2 8BE LT,
e g U RESBLE WL, Theh
X9 D IEMATELEMEER & L
CHFHPLC (k : 7T h=F UL =



4 6)THBERER LT,

(12) AB(-4)ERERE VT2 E
FRERRIC L AHEFH : Ki EOR
H

1 mM EDTA Z&te 10 mM U > &
FRER (pH 7.4) &V, AB(1-42) 73
0.25 mg/mL DREIZ/: D X O IZHRE

L7z, 37°CC 42 FffA v F 2 ~— |k
TAHZ LI X Y, AB(1-42)EEEIRIRIK
AR U, BREARIRIIERICHAW
5E T, -80°CTHRF L,
12X75 mm DH T AF a—T7I|Z
10%EtOH % (850 uL), 0.0002 — 400
uM AR L= vk (50
pL) W E e B E o ["IMPY
(6-i0do-2-(4’-dimethylamino)phenyl-imi
dazo[1,2]pyridine) (IMPY & XD %% 3C
kA AND) (S0pL) ZiRFIL., &%
IZ 2.5 pg/mL @ AP(1-42)BRE (K IRIR
(50 pL) ZMATHRLT v 7 AL, =
BT 3 BRMEE L, FEFRERA AR,
PO YT 500 nM D IERK
S IMPY & FIWTHE M L7z, 3 FBEHE
#% . BB % M-24R cell harvester
(Brandel, Gaithersburg, MD) . GF/B
filter (Whatman, Kent, UK) % H\\ Tk
Bl AL, APU-42)EERICREA LT
tEmEFEaELCWhnbeEm L %
SYEE LT, Alatk, 7 4 VE —ITEERTF
LTt o~ v 2 —THl
7€ L. GraphPad Prism 4.0 % FV TR
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Edhim A ER L, IC, EH LT,

(13) Tg2576 <~ U AR & Hw
T Y

7 X v A RE(EEE A E(APP) Z i F
FRTHET LT RE LT, Tg2576
<~ AQ28 r A EERIR LT, v U A
BEHEG, M EROH L, IR
XU AF AT —RX (4%) TEHHE
L. RIA4T AR L Y BRI E72%,
I7vb—AZHNT, EX10um D
B A AER U7, Bl IEEBRICH
WBHET, -80°CTHREF LT,

(14) EF~UR2%BAOTZERNBE
RE/Ah EBR
10%EtOH & F £ RE/KE AV, K
SR E O R A AR U7, 145
IED 4-5 @ls ddY Bk~ 7 A (20-25
g 1o, TNEFNOEHEL 1 i
v 100 uL (0.2-0.4 uCi) EFAR L V&
L7, #5% 2. 10, 30, 60 ©1%
\ZWrEE, i U, FERES /L
%, o OERER X OHEHEEZ R
E LTz,

(15) hFvAYz=v <=0 A
IR & s e
TNUINAST—I/RET IV RT LAY
r=w 7wy A Tg2576 (20,24 » H
EORMERYHL, RIA4T A A
T 4%CMC #nzx @t EE, 0



