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Bt 3 v #E-125 (P 1X MP
Biomedicals, Inc # Todine-125 (Na'*I,
100 mCi/mL, pH10 NaOH ¥&i%) % F >
= (Human,
1-42)[TFA form] 37" F N#FZERT &
WAL, T v AV 2=y <y
Z(Tg2576)1%, Taconic ft & VA L7z,
Z O ORIET, THIRO—fAIE 7
VI RFREEE 2 VT,

HIESBEER I o~ NI T 7 4 —
RO, LB VEEALL
W7 -540 B L ORISR 3
prepUV-254, 7 5 7 g ralb g d—
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(HPLC) % A\ 7= UV S#Ticid, B
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MBI 7 v h—A CMI900 ZfEH L.,
WG EE 1213, KEYENCE 4 #
BZ-8100 % fv 7=,
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W, T T AFNAYT v NEEYE
& LTHIE L, HESHEL, JEOL
IMS-DX300 & FVyCHIlE U7z, i
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IR—F T )b — 2470 wizared® % H
wt_o AP BEAEZHAWEA v E bR
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4-Ethynyl-N-methylbenzenamine (1) D&
%

4-Ethynylaniline (819 mg, 7 mmol) %
DMSO (5 mL) &) L7z, K,CO,(4.8



g, 35 mmol) Z A1 THE#H L.CH,I (1.3
mL, 21 mmol) ZW->< Y & T L7,
IR T 3 RFEIAOG S /72 1%., Bk %
iz CEEEA— T L CHhH L 7=, Na,SO,
THK LIzt B2 RIEREEL, 7%
EEFRBRITF L . AP =12
EIRHEERE LahESED T L2
nw NI 7 =2 DEBRL, 313
mg (INZF : 34.1%)DIbEW 1 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 (2)
DA

4-Bromo-2-iodobenzenamine (586 mg, 2
mmol)& hLT Y (S mL)ICEEREL ,
KEEEE (408 mg, 2 mmol) & N2 72, =
8T 3.5 BpREER R . i Licidha
TEEL L, ~FH 2 CUEd L C 464 mg
(LF : 69.4%)DILaM 2 217, 'H
NMR (300 MHz, CDCl,) 6 2.24 (s, 3H),
7.39 (s, 1H), 7.46 (dd, J = 2.4, 2.1 Hz,
1H), 790 (d, J=2.1 Hz, 1H), 8.13 (d, J =
8.7 Hz, 1H).

4-(5-Bromo-1H-indol-2-yl)-N-methylben
zenamine (3) DAk

1bA&% 2 (396 mg, 1.2 mmol) % THF (15
mL)IZEE L, (LA 1 313 mg, 2.4
mmol), -7 Bt X (M) 7=/
RATZ 4) 7Y . () (60 mg,

0.06 mmol), = V1t (50 mg, 0.22
mmol), TBAF (5 mL)& Iz C=IE TS5
BPFEREE LT, IROGVR I 2 JE B 514
K2 Mz CHEEE— F LTt L
Teo BIKERERT MY U LCHK LT,
BHOWREEZBIEEE U, ks FiEe
TF) o ~AFH L =14 RIEHE
e HHESRI T LI~ hT
774 =L, 179 mg (JLE
49.5 BYDILEY 3 #157-, 'H NMR
(300 MHz, CDCL,) §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).

N-Methyl-4-(5-(trimethylstanny])-1H-ind
ol-2-yl)benzenamine (4) D& %

{tE&% 3 (179 mg, 0.59 mmol) %
14-UAFV > (5 mL) CIEEL, ©
A(R YU AF I AX) (198 mg, 0.6
mmol), 7 T MY T x= ViR AT 4
VXT3V s (88 mg, 0.077 mmol) %
INA T 3.5 R NBGEDE L7z, SOGTE
WEWEREEL, RELERBT T
~NFXY =13 BIEHEE LTS
ez a~ N5 7 4 —2koC
BEL, 6 mg (& :2.1 )DILEY 4
#1%7-, 'H NMR (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-1H-indol-2-y1)-N-methylbenze
namine (5)D & %

{tE4% 4 (9 mg, 0.019 mmol) % FrfiE—
FU (1 mL) (ZEEL, 3 UROFR
TF VIR (1 mL, 025M) ZA0Z., 2
BC 15 HREER L, fafnimie
R U D AKEIR (1 mL) &0 x TR
BEIESE, BT A EENTK L,
MRS R Y 7 ATHAK L%, &
MABTEEE L, REZNRT T
oo~y =13 BTEHEBE S
THRIESBAT LI~ T T T
AW X-oTHBL, 5 mg (L&
71.4%)DLEY 5 %#%57-, '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-yl)-N,N-dimethyl
benzenamine (6) D £ X

A% 2 (99 mg, 0.3 mmol)% THF (A
NTLEEY mL) ICEM L.
4-ethynyl-N,N-dimethylaniline (65.4 mg,
0.45mmol), t-¥7ru b X () 7=
ZIVIRA T 4 ) 3T A () (21
mg, 0.03 mmol), = 7 {t#i (11 mg, 0.06
mmol), TBAF (5 mL) % il 2 C R #
L7eo BURTEBE A UER E% ., FROK
02 CHEE /L ChiI L7z, Mk

BT b U 7 ATHAK L=, BOYE
BABEREE L, BELERT T
o ~NXHY U =14 BIERHBEE
THRESRAI T A7~ NI T T
A4 —IZfF L .25 mg (IR : 27.2 %)D1k
&M 6 157-, 'H NMR (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-(trimethylstannyl)-1H
-indol-2-yl)benzenamine (7) D& ik
{tE&% 6 (22 mg, 0.07 mmol) % 1,4-
F¥H SmL) EMEL, ER(RY
A F A X) (29 mg, 0.09 mmol), 7 b
TR T 2= VIRAT L XT DY
2 (6 mg, 0.006 mmol) % INX THNEA
B LT, G2 MEREE L, 78
WEAEERTF L AP =13
RS L 3547 TLC (X o T
FBRL, 2mg ((NE : 7.1 9)DILEM T
Z1%7-, 'HNMR (300 MHz, CDCL,) &
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-y1)-N.N-dimethylbe

nzenamine (8) DE A%
b7 #EE T VL. a Y




FOER— F NVEREMZ, BIRTH
M L, fafndaiER T b Y v Lk
WIR (1 mL) 2Nz CRSEEIESH,
FEle = F VB & ik L, SKEREE T b
U U LTHAKLESE, BEE2BIEEE
L7, BELERR=F L  ~FH
= EEHEHEELTDLRESEY
Thraw T TT7 4250 THR
L. 1t&% 8 %17~ , '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*).

S-Bromo-2-(4-methoxyphenyl)-1H-indol

e (NDERK

A% 2 (198 mg, 0.6 mmol)% THEF (5
mL)(Z¥&fi# L | p-ethynylanisole (116 pL,
0.9 mmol), t-¥Znrub'x (b 7=
ZWVIRAT 4 ) RT Vg A (D) (52
mg, 0.075 mmol). =T 7{L&d (28 mg,
0.15 mmol), TBAF (2.4 mL)% /il 2 T 24
I NBGEGE L 7z, RO 2 B
., FBRUKE N % CEEER = TV CHl
U7, MEKEREET U oA THAKL
Tetg, BOBEEZREEE L, KR
PHERT T ~AFH L =14 %
BHEB LT DRESRA T LT 0
~ 7T 74— L, 54 mg (UL
30.7 %)D{bEM 9 #457-, '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 (10)DEJL

L& 9 (49 mg, 0.16 mmol) % 1,4-2
F¥Hr mL) ML, EA(RY

AF N A XY (65.8 mg, 0.21 mmol), T

R P T2 )R AT T
7 (20 mg, 0.02 mmol) &Mz T

3 IRFRIINEGEDE LTz, SO % T

MEL RBZEBRF L . ~FHh

=1:4 ZEHEEE T 2P ESEY

0~ h7T7 4 —lkoTHRL, 15
mg (IX& :23.9 B)DILEW 10 257,
'H NMR (300 MHz, CDCl,) & 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).

5-lodo-2-(4-methoxyphenyl)-1H-indole
ADNDERE

LA 10 (15 mg, 0.039 mmol) % Fefig
TF/V BmL) ML, I UEDOEE
B F P (1 mL, 025M) &Nz,
FHIR T 30 BMEEE U, fafndmpiE:
T U U AKEKR (1mL) 22 CTX
S fFlE S, FERTFEE K.
HOKHREET Y U LA THRAKLZE, &
WERERE L, BRELERTT
Voo ~NFY Y =14 RIEHEEE




TAHRESBI T LA~ T T T
AW -oTHREL, 9 mg (NE
66.3%)DtE% 11 2457= . '"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). MS m/z 349 (M").

4-(5-lodo-1H-indol-2-yl)phenol (12)D &
Ip4

{44 11 (80 mg, 0.23 mmol) &7
ma AKX (5ml) LK T,
SRR EY I XA X UK
(0.7mL) Z#HRAIZMZTWo T, iR
T 24 BEIAOG S 2%. ROGIKIZD
BFORBRKkEMARGEZELESE
7=, 7 mu RV A THIH% ., KEEHE
BRI /LTIt L. EAKRERT b U D
LR L2tk IR A BIEE R LI,
AT . ~FH =14
EIRHIRE LT oRESR 1< b
777 4L RERL, 15 mg (X
R: 195%)D{bEH 12 #H57-, '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").

2-(4-(5-Iodo-1H-indol-2-yD)phenoxy)etha
nol 3D EFL

&% 12 (13 mg, 0.039 mmol)% DMF
(3 mL) (2R L. K,CO, (47.5 mg, 0.12
mmol) & ethylenchlorohydrin (4 pL, 0.06
mmol) & Al %, 10.5 BEEMBGEFE L7,
i T#., BRUkEMZ 7 ek
L CHIH L. Na,SO, 212 TRk L7z
%, BIEEBIEREE LU, BELEE
TFN o ~FH =11 BERE
it 9 A4 B TLC I TR L .3 mg
(MR 20.4%)D{bE 13 2157, '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). MS m/z 349
(M").

4-(5-Bromo-1H-indol-2-y)phenol (14)D
_/E_l\_@z_

&% 9 (105 mg, 0.35 mmol) %7
A FYy (3ml) [ZEMELOKET,
SRR VRV I aa AR URE (1
mL) ZHRx Mz TWolz, R T
24 BEEIEOS S § 701, ROSTRICAO &
OREHROK M RIS Z L ST, 7
b | RV LTI, KB EFR T
JVCHIH U, BEKBREET R U U L TH
KU, W ZBEEE LT, IRiE
EEERT T . ~F Y =1:1 B
HEE TP ES R~ N7 T
T 42k DB L, 13 mg (E:
13.0%)D{bA% 14 2457-, 'H NMR
(300 MHz, CD,0D) 06 6.58 (s, 1H), 6.84




(d, J=9.0 Hz, 2H), 7.11 (dd, J = 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 (15) D& AL

{bA&% 12 (11 mg, 0.038 mmol)% DMF
(3 mL) IZ¥%ME L, K,CO, (46.5 mg,
0.014 mmol) & ethylenchlorohydrin (4
uL, 0.06 mmol) %Mz, (ANLTL 7
SV) FFEIMBGERDE L 7o, RIS T #,
FBEOK A2 Mz 7 a ok A ThHIH L,
Na,SO, % /N 2 TRk L7=t4 . A%
JEBE L REAFIBE=T L . ~F
Pro=1:1 ZREEEE 35088
TLCIZCTHRLL, 1.8 mg (V=R 14.2%)
DOibEH 15 2%57=, 'H NMR (300
MHz, CD,0D) & 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) (16) D4 AL

{b&% 15 (8 mg, 0.02 mmol) % 14-3
F¥HY e GmL) ITIERL, ER(LY
A F A XY (10 mg, 0.008 mmol), 7 k
TRV Tz2=VERAT 4 RF DD
A (10 mg, 0.008 mmol) &M% T3
R INBE IR L7, BOSHS 2 W
KL, BEZHB—TF L . ~F P
1: 1 ZHEEE 250 ESERY
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0w b7 74—k o THERL, 9
mg (L& :89.8 B)DILEW 16 Z 157~
'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-y)-N,N-dimethyl
benzenamine (17) DH %
5-Bromoindole (100 mg, 0.51 mmol) &
4-(dimethylamino)-phenylboronicacid
(84 mg, 0.51 mmol), FEELSI( 1) (200 mg,
1.00 mmol) 7 v A% (10
mL) (ML, NV ZFAT I
(0.18 mL), HENDEL FaF——7
A(3A) AR T REBHE# L,
FOSEEE2WIERE L L, R % Filk
Fh o ~FPy =19 FEHEL
ETDOIREFR I n~ T TT 4 —
WAL LA 17 257, INE 71 mg
(L= 442 %) 'H NMR (300MHz,
CDCL) 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-(Tributylstannyl)-1H-indo-1-yD)-N,N
-dimethylbenzenamine (18) DA hY

b5 17 (102 mg, 0.32 mmol) % 14-
UAXY L (SmL) [ZIEML, EA(K
UZ7FNAX)02mL), T FF hU 7
T VIR AT 4 TP A (10 mg,




0.009 mmol), FU =F LT I (5
mL) %1% T 6 FEEMBGEIR L7, )X
ISR RERE L, R R
IR < AV 1: 9 ZIAHEE L

TAHRHESRZ7a< NI 7 40—
U ALE Y 18 2157, INE 21 mg (X
K 12.4%) 'H NMR (300 MHz, CDCl,)
§ 0.87-1.56 (m, 27H), 3.02 (s, 6H),
6.61 (d, J = 3.3 Hz, 1H), 6.82 (d, 7 = 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-y1)-N,N-dimethylbe
nzenamine (19) D&Y

{b4&¥ 18 (21 mg, 0.04 mmol) & 7 1
AL Gml) ICEREL, 2UED
7 ma R LR (1 mL, 025 M) %
Mz, =T 10 SR L7, fafn
HEREE T b U U AKERZMZ TR
[V | R AN/ = = A A = s 13
L. SRR b U U A THRE., B
A BERE L, RiEL kT
Vo SNF 1: 4 %R
ET BB TLC IS K 0 R 21TV,
LB 19 #/B7-, INE 8 mg (R
55.3%) 'H NMR (300 MHz, CDCl;) 6
3.02 (s, 6H), 6.54 (d, J = 3.3 Hz, 1H),
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").

11

[ -iii 2-PI FHE&KRD 1 Fik

bat 5, 8, 11, 12 OEFFRATERE
THAH NI AFARALNEWD 1% A
& ) — VISR 80 uL (0.56 mg/mL)Z N-
JmauaRAI A ROAZ ) — )V
VAW 20 pL (0.5 mg/mL) % /N &, 20
FIR TS S /T, fiW\ T, BafdaR
fe b U U LK (10 L) 2%
TS EEIESHE, BigcF L2z
THiH U7z, FiEs S FU v AEFEL
T2/ AV — )L By MZEE L TR
KL%, ERT[MLTHEEZEEL
7o B E v REBLEWIL. Th
R 3 5 IEHUR A& 2 4R
ELTHMHPLC Ok : T R=1HD
JVo=4:6-1: )THEERER L,
I -ii 2,5-Diphenyl-1,3,4-oxadiazole #
EROAR

4-(5-(4-Bromophenyl)-1,3.4-oxadiazol-2-
y1)-N.N-dimethylbenzenamine (20) ® &
B

4-Bromobenzhydrazine

215 mg, 1
mmol) & 4-dimethylaminobenzaldehyde
(149 mg, 1 mmol), ammonium cerium
nitrate (548 mg, I mmol) %<7 v A
X (10 mL) (Z¥EfR L 24 BRRMEVE
LT, FEOKZ A T7 ma )L L
THIH L, KRR T b U U A THK
Lizth, W2 BERE L, Rifx
Wi F L« ~FHh L = 1.4 ZEH



WP ESRM I~ T 7
4=l X VB, 12 mg (XK .
3.5%) DIbAEW 20 #%7-, 'H NMR
(300 MHz, CDCl,) 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*).

4-(5-(4-Tributylstannylphenyl)-1.3.4-0x

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

LA 20 (19 mg, 0.06 mmol)% 1,4-
AFHYr Gml) ZBEMRL, BEX (h
U7FNAX) (004 mL), 7 b b
VI7x=m VR AT 4 XV A (3
mg, 0.002 mmol), NV =F LT I 3
mL) Z0x T 4.5 BERIMBGEDE L7,
FOSTSEE A IR R L, Rl % EHR—
Fb o ~FHr o= 13 R
ETHHEATLCIZ L 0 ERIEITV,
25 mg (R :8.2%) DILEW21 %215
7=, 'H NMR (300 MHz, CDCl,) §
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)-
N.N-dimethylbenzenamine (22) D&%,
4-Iodobenzohydrazide (524 mg, 2 mmol)
& 4-(dimethylamino)benzaldehyde (298
mg, 2 mmol), ammonium cerium nitrate
(1096 mg, 2 mmol) 7 nnp A X

12

(20 mL) |Z¥EfR L 9 BERIINBERE LTz,
BRKZMZ T kLA CHE
L., HEKEET MU o ATHK L,
WA WERE L, BiE4 7 ook

Vb AE )= =99 1 ERBE
23 B4 EUH TLC (2 & 0 B 41T
VY, 14 mg (R 1.8%) DAY 22
#1%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,)
§ 1655, 162.9, 152.5, 138.2, 128.4,
128.0, 123.9, 111.6, 110.7, 97.8, 40.1.
HRMS m/z C,¢H,N;OI found 391.0191/
calcd 391.0182 (M),

2-(4-Iodophenyl)-5-(4-methoxyphenyl)-1
3.4-oxadiazole (23) D E %

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

mmol) ammonium cerium nitrate (1096

mg, 2 mmol) /7 mnu X &
(20mL) (Z¥RME L 19 BRI BGEE L 7=,
FBRKEMZ Tr aari s ThH
L. ARAEEET MY ¥ L TRIKLT-1%.
a2 ERBE L, Bz ook
Vb AE =) =99 | HERE
L2 5HA TLC I8k v R A21T
VY, 40 mg (IXZR: 8.8%)D k&M 23 %
7=, '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,)



5 164.7, 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,O,I found 377.9877/
calcd 377.9865 (M").

2-(4-(Tributylstannyl)phenyl)-5-(4-meyh
oxyphenyl)-1,3.4-oxadiazole (24) D& %
&% 23 (64 mg, 0.06 mmol) % 1,4
DFFH L (SmL) WML, EA(K
Jy7FNAX) 011 mL), 7 F7 LU
T2 VR AT 4TV A (81
mg, 0.007 mmol), F Y =F L7 I (5
mL) %% T 4 ReEMBGER L7, X
SRS AR R L, RS ER T
o ~FHy =1 4 BREBEEL S
T 5458 M TLC 12 L W BRZITV, 6
mg (INFE: 6.5%) DILEY 24 157,
'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&#%) Hz, 2H),
8.06 (q, J = 6.6 Hz, 4H).

4-(5-(4-Iodophenyl)-1,3.4-oxadiazol-2-yl
Yphenol (25)D &K,

t&4 23 (36 mg, 0.1 mmol) =7 1
mAZY (16 mL) WML, KIMT.
SRR UEY I ou A ¥ URIK
(0.6 mL) ZHR~2IZIMZ T o, =i
TS5 BERS &%, SRV &
FORRKE M Z PR L ST,
7 vaa )V L CHi . K8 & iR
FCHIH L, BAE®RT MY VLT
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ik Liztk, B2 BIERE L, 7%
BEEHRTF L ~FX P =1:2 %
WHEE T A REFIR 7 u~ b7
T 4= X 0B L, 17 mg (IR
49.0%)D1LEY 25 #457=, '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,O,I found 363.9712/
caled 363.9709 (M™).

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

-yl)phenoxy)ethanol (26) D& fk

{t-&% 25 (22 mg, 0.06 mmol) % DMF (3

mL) (ZEfE L. K,CO, (24.5 mg, 0.18

mmol) & ethylenchlorohydrin (4 pL, 0.06
A 6.5 B INER bR L 72,
BOSKET %, BEUKEMZ 7 v v kv

L CHIH L Na,SO, &2 THiK L7z

%, A ERE L, REZ B

TF o A~FHY =302 BREEE

&35 HBUH TLC IS TRHEIL, 1

mg (IX: 44.6%)DILE 26 21571,

'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, J = 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").

mmol)

2-(2-(4-(5-(4-Iodophenyl)-1.3.4-oxadiazo
1-2-yl)phenoxy)ethoxy)ethanol (27) D &

Ik




{b&% 25 (28 mg, 0.077 mmol)% DMF
(3 mL) (Z¥AfE L. K,CO, (94.3 mg, 0.23
s glycol
mono-2-chloroethyl ether (6 pL, 0.092
mmol)Z 2, 4.5 REEINBGREGE L7z,
RIGHTH%, BROKEMZ 7 vk
L CHIE U, Na,SO, &0z Tk L 7=
%, WA BERE S U, 7B 2 Hile
TFN o AFY L =32 ZERHEE
L9 5B TLCIZ TR L .9 mg
(L2 25.9%)DIE 27 2157, 'H
NMR (300 MHz, CDCl,) §3.70 (t, J =
3.1 Hz, 2H), 3.79 (q, J = 4.8Hz, 2H), 3.92
(t, J = 3.2 Hz, 2H), 423 (t, J = 3.1Hz,
2H), 7.06 (d, J = 3.1 Hz, 2H), 7.87 (q, J =
7.6 Hz, 4H), 8.70 (d, J = 3.1 Hz, 2H).
HRMS m/z C¢H,,N,O,I found 452.0244/
caled 452.0233 (M™).

mmol) ethylen

2-(2-(2-(4-(5-(4-Lodophenyl)-1,3.4-oxadi

azol-2-yl)phenoxy)ethoxy)ethoxy)ethanol
(28) DLk

{t&% 25 (12 mg, 0.033 mmol)% DMF
(3 mL) (Z¥EfiE L, K,CO, (40.4 mg, 0.1
L

mmol)
2-[2-(2-chloroethoxy)ethoxy]ethanol (5
uL, 0.035 mmol) & A0 %, 12 BefEINZL
B LT, RUSKTHR, HROKEZIZ
7 mu RV A THIE L, Na,SO, %/l %
TR LT, WA BEREE LT,
BWEEEBR— T . ~FV =21
ERBBE LT 50U TLC I2TH
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L. 7.8 mg (IE: 44.7%)D{LEY 28
#18%7-, '"HNMR (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,0,]
found 496.0525/ calcd 496.0495 (M*).

I-iii 1,3,4-DPOD #H&E kD T FE
ta4 22, 23 OEFRAIBEAETH 5
N TFNRZEMDOTH ) — )L
FAHR(50 pL, 1 mg/mL)iZ 1 N HCI (50
uL), 3% wivH,0, (S0 uL)yZ M %, 24y
[ 2R ChAUS S® 7=, FEv T, ANl
Wil b U o LOKESWE (100 L) %0
R CRIGEAZIE S8, fafnREgkzE S
MY T AKEEHR (100 pL) &1z C)
ISR E PR LT, BER =T L2
THIH L, BT RY U LB FH L7
INAY =By M@ L TR
L7tk K[ T2 E L,
B a v EESRILAEWIX, FhEh
X9 L EBEFA B EER L L
THFHPLC Kk : 7T h=F VUL =
4:6)THRBERFR LT,

[-iv AB(1-42)REE (A D AR

1 mM EDTA # &% 10 mM U > Fgh%
Hi® (pH 7.4) &= fv . AB(1-42) 2
0.25 mg/mL DOPRWEIT/R D L D IZFHE
L7z, 37CT 42 ¥l A v F 2aX— 1
THZ LWL AB-42)EHERIRIR



IR U, BRI RBRICAY
5HFET, -80CTHRIFLT

I-v AP BEEERZAWEZHEAHER
BRI L ABREER (K ORI
12X75 mm DA T AF 2—7IZ
10%EtOH ¥ (850 pL). 0.0002 — 400
uM I FR L =9 v PV ER (50
uL) . i E 72 R E o [PIIMPY
(6-i0do-2-(4’-dimethylamino)phenyl-imi
dazo[1,2]pyridine) AMPY & KD Z % 3
BhE AND) (S0uL) ZIRFIL., H&i&
(2 2.5 pg/mL O AP(1-42)BRE R EETR
(50 pL) ZMACARNVT v 7 AL, =
RT3 REREE Lz, FERFREAIT.
H o FADORDYIC 500 nM DIERK
S IMPY 2 BWCHEH L7, 3 REfE
#%. IREEWIE%E M-24R cell harvester
(Brandel, Gaithersburg, MD) | GF/B
filter (Whatman, Kent, UK) % RV T

At

RS

i Ty R VBEEED
19

Scheme 1, 2 I 7 = =)\ A R—/)V
FHEROEG AR ZRT, 2-PL DEK
X, DRSS SN FEBIC &L - T
-7~ . 4-Bromo-2-iodoaniline {Z /K Kk
L IR SR P SN = Yk | =7/ |
L FEaxOBBEELEA LT =V
RUBUVEERGSEDHZ LT, AV

> = & Q
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Bl AL, AP(-42)EEMRISRER LT
fkEm AL TWRWEEaE & &
SyEEUTe, Ailath. 7 4V —ITERAE
Li-fter o~ h o2 —7THl
7E L. GraphPad Prism 4.0 % VN TCH
ERAEER L, IC, 2R LT,

[-vi Tg2576 ~ U AR & iz
BOLRE

7 I A NHTEEE B E(APP) Z i@
R HET N AL LT, Tg2576
v A28 r Al EZRIR LTz, v~ U A
EEH%, MEEERO L, AR
X AF AT —R (4%) TEHE
L. RIATA ALY BHIES T,
278 b—LERNT, JEX 10 pm O
A AER U7, SIR I SERICH
W3 FE T, -80°CTHRTF LT,

R— LB D 2IIC 7 = =V EA
L7AtEMm 3, 6, 9 %272 - 49.5%D
WNRTH, £DHR, A MY ATV
ARERIGESEDLZ EILL>TAX
EThHsH 4, 7, 10 25, AX-aUH%
REHIZE > T, 2-PLARGETH D
k&M 5. 8, 11 ZENEhE, 9.
11 O=ZBALAR U RIZ K DHA F vk
KISz L »T14.12 2 FNF1 13%.
19.5% DINFE TH, 14, 12



txFlLrrmpme RY U EZNENNGEI®ED LIk T15, 13 2487,

(CH0),
NaOMe
MaBH, /
= NH, ———» = NH
MeOH
1
B | Cut
r PdCI,(PPhg),  Br.
Br. [ Ac,0 \©: + = R — e O N\ O R
_—
NH NH TBAF N
2 THF
07 "CH, R = NHCH;3 3:R=NHCH,
N(CHg), 6 :R = N(CHy)»
2 OCH, 9 :A=0CH,
(PhsP)4Pd
{Me;Sn), Me3Sn iy t
— O — O
Dioxane ﬁ ”
4:R=NHCH, 5:R = NHCH,
7 :R=N(CHg), 8 :R =N(CHg),
10 :R = OCH; 11 :R=0CH;
BBrg | ~OH 1
CH,Cly N N
H DMF H
12 13
BBry Br. ~_OH B
cl
e O 0 S @ Sy § Q) SN
CH,Cl. N N
w2 H DMF H
14 15
(PhgP)4Pd
Me;Sn, MesSn
easn M0 O~ )0
Dioxane u
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Scheme 1.

1-P1

DEFIT, BAENC#E SN2 HEICE HA LKL 17 & 42%000RTH I,
- T AT » 7=, S5-Bromoindole & P2 MY TFARRERIGSES -
4-(dimethylamino)phenylboronicacid %  &SIZX > TAXKTHS 18 &5, &
MFRIRFF AL CRISES®ED 2 LT, R aUvESBRIGICE->T19
YR AEBEBOIMICT 2=

16



157,

H CH.Cl,

Br.
& HO , Cu(OAc), m
m . \B < : N EtsN N
7 \ e
N " Q

7 N—
/

1
(Ph3P)4Pd Buasnm \ Im
Bu3S| 2
(BusSn), N N
Dioxane
EtN

N— N—
18 / 19 /

Scheme 2.

M-i 2-PIFFEAED ]

R 1 L BRI E 357115, 18, P11,
Scheme 3 |2 P R K AT, T ["PI13 ZHEGHEFRINER 14 ~ 56%,

BT LIATHE SN HFECHE - T EEHEZRME 9% L, ETENE

NHBI,

Me;Sn [1251]Nat 125 N
NCS N
H

['%5]]5 (R = NHCH,)
['2l]8 (R = N(CHg)p)
{25111 (R = OCHy)
['351]13 (R = OCH,CH,0H)

Z

ot
oo~NP T

Scheme 3.

O-iii 7z=VA4 K
—VERERD AP(-4)EMRICHtd B U7(Table 1), FAEEEIL, Ki =
AiEE Bt oRET IC,/(1+[LV/Kd) XA HWTHEH L
AR LIEELADT 2= A F— 7o, [L]=[""LIMPY JRE. Kd {2 IMPY
NEFEERD AB(-42)BEEKR~DOEE OFEESKL =50 M) & v iz,
PeZatd 5720, [PHIMPY % B AV R—=)VERED 2L T = =V H
MY Hy RV, v E bagid  ZEALKL 2-PI FEETHLILED
PH=E3ER A 4T\, GraphPad Prism 4.0 5,8, 11, 12, 13 (X Ki fEA TN L. 27,
ROV CHEERMBBHAER LIC,%Z 4, 20, 33, 26 M EEE S, W
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