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W os M 3 v F -126 X MP
Biomedicals,Inc # Iodine-125 (3.7
GBq/mL) % v 7=, ##8 HPLC 37
H 7 A7 A7 8 Cosmosil 5C1s-AR-
0472 (4.6X150mm) % AWT,
BT =k N=46- 37 &
HEEEE L U CHE 1mL/min THATL
feo FESRZ v~ 757 4 =3Il
EF1H S ULTRA PACK SI-40B 7 7 A
(26X 300mm) % fiv 7z, 'H NMR &
Varian Geminin 300 # A\, 7 b5
AFNT T 2NEEDE L L TH
FLk. BESHSH . JEOL
IMS-DX300 % FAWWTHEIE L7z, W
TLC i MERCK #:# 12PLC plates
20X 20cm Silica gel 60F2s4, 2mm %
A 7=, Amyloid p-Protein (Human,
1-42) IT7TF FHFEF L VEEA L,
Z DMORIEIFFRAEZ AV,

(1) Aspirin JREILEHDERL
2-Acetoxy-5-bromobenzoic acid ({t&
¥ 1) OERL
5-Bromosalycylic acid 2170 mg (10
mmol) & FEKEEE 2835 ul (30 mmol)

P RT7 TRz A, BiBEE M
Z T2, 9 HEfE 100°C TMBEFE L 7-%&.
FRFETHREL, BEBEF AL CTHE L.
Wi RV U AEMA THK ST,
B BEEEL, BELZ /7 ook
L AZ)—)b EifE = 300:6:5
PRHBEEETHVATND T A
s 777 —ICTHRL, 329
mg(NE:12.7%) DILEH 1 &1,
IH-NMR (CDCL3) &: 2.34 (s, 3H),
7.03 (d, J = 8.4 Hz,1H), 7.73 (4, J =
8.4 Hz,1H), 8.23 (s, 1H) .

2-Acetoxy-5-(tributylstannyl)benzoi
c acid (k& 2) DERL

&% 1 i 275mg (1.06 mmol) %
1,4-FF%% 2 4 ml \ZEM LT,

Bis(tributyltin) 0.70 ml (1.41
mmol) . 7 FF7 PV T z= /L RAT
4 v 28F 7 A 615 mg (0.053
mmol), NY=ZF LTI 4 ml &
Z Tz, 120°CT 7 RERIMBMEFI L, &
MABEEE L, BEEZ 7 nokiL
b AHJ—)v  Hifg = 180:5: 2
FRABELTO5E TLC 2LV HE
"ML7=n, BMIGEONLR»r o7,
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X 4. Aspirin IRE\LEDHDOEERERE (1)

Methyl 2-acetoxy-5-bromobenzoate
&% 3) D&/

Methyl 5-bromosalicylate 462 mg (2
mmol) & . KEEEE 567 ul (6 mmol)
T AT T AAIAN, FRERZ RN
Z 77, 1 Kffd, 100°C THBGEFR LT
%, ZEREFTHEL, BRUKEZINZEE
B F /)L CHitH L7z, Na2SOs /1%
THASE#%, BEEABEZEL.
488 mg (IR : 89.4%) DILEW 3 %
%57, 'H-NMR (CDCLs) &: 2.35 (s,
3H), 3.88 (s, 3H), 7.00 (d, J= 8.7 Hz,
1H), 767 (d, d, 1 =8.7 Hz, . =24
Hz, 1H), 8.14 (d, J=2.7 Hz, 1H) .

Methyl
2-acetoxy-5-(tributylstannyl)benzoa
te (LB 4) DERK

{t&% 3 382 mg (1.4mmol) % 1.4-
A ¥ Y% 5 ml 2 Lf:o

Bis(tributyltin) 0.924 ml (1.86
mmol) . T 7 M) T7=z=/LFERT

4 2287277 5 71 mg (0.06 mmol) .
r)xzFA7Iv 5 ml #0x. 8 K
., 120°C THMEEFE L 7, BE AR
EEE L%, REYEBETF L n-
~FYy =19 EBEHERETHY
VHHENIT A< NTTT 44—
WX O RERIL, 141 mg (IXR : 20.9%)
DiLEY 4 %1872, 'TH-NMR (CDCLs)
3:0.87-1.34 (m, 27H), 2.34 (s, 3H),
3.88 (s, 3H), 7.05 (d, J = 7.5 Hz,1H),
7.64 (d, J= 7.8 Hz,1H), 8.07 (s, 1H) .
EI-MS : m/z 484 (MH*)

Methyl 2-acetoxy-5-iodobenzoate ({t
B4 5) DAL

&% 4 141mg (0.293 mmol) % 7 &
a2 mZEN L, FTRD
7 ok AR (0.8 ml, 0.25 M)



%, EBT 25 pERIEL, 3
MEmEST b v LAKEBEREMAT
Rt w gl &4, 7 o afkL s Tl
L7z, NazSO4 & M0 % THK I B 724%,
W AZBEZEL, 71 mg (NE .
75.7%) O{LE 5 %457, 'H-NMR
(CDCLsy) &: 2.35 (s, 3H), 3.87 (s, 3H),

6.86 (d, J=8.4 Hz,1H), 7.85 (d, d, J;
= 8.1 Hz,.Jo = 2.1 Hz, 1H), 8.32 (d, J

= 2.1 Hz, 1H) . EI-MS : m/z 320
(M*)
/OU\ Dioxane (o]
(Bu,Sn)
o 0 (Ph3?=)4P2d )Lo o}
@*OMe EtzN
—_——» B
Br
SnBu
3 PR
0O
)J\o 0
OMe

5. Aspirin IRE\LEWOERAERE (2)

(2) Indomethacin JRAE(LEHDE
152
2-(5-Methoxy-2-methyl-1-(4-(tributylstan
nyl)phenylcarbonyl)-1H-indol-3-yl)ethan
oic acid {L-&4 6) DEFK
Indomethacin 357mg (1 mmol) % 1,4-
vAXFY L 2 ml WZENL T,
Bis(tributyltin) 0.66 ml (1.33
mmol) . T hF R 7 x=/L RRT

4 235 20 1 58 mg (0.05 mmol)
MY xFAT I 2ml Z00%. 50 B
M. 1200CTMBER L7z, LaL,
- ARy MR LA Tz,

Methyl
2-(1-(4-chlorophenylcarbonyl)-5-methox
y-2-methyl-1H-indol-3-yl)ethanoate 9 1t
EMT) DAL



Indomethacin1735 mg (4.67 mmol)
. AH ) —/)8 miZEMN LT, Fi
B4 5 Mz, 70~80°CIZ/MELL T,
1 g ¥, BRICELE.

po< Y EERKEMZ ., A~ F L
THiIE L7-, NaxS04 #A0x THIAK S
%, BFBE=F )V cn-~FH 2 =

Dioxane
(BugSn),

Methyl
2-(5-methoxy-2-methyl-1-(4-(tributylstan
nyl)phenylcarbonyl)-1H-indol-3-yl)
ethanoate ({L. &% 8) DA AL

&% 7 1555 mg (4.18 mmol) %
14-VFXH 2 7 ml IZBEML,

COOH (PhgP),Pd
MeO Et;N
A\
N

Bis(tributyltin) 2.76 ml (5.56
~ _COOH
MeO
N
6

X16.

1:4 2AHEBEETBVATNTD
Shrma<whIT77 04—k RBER
L. 1555 mg (X2 : 90.0%) D&
72157 1H-NMR (CDCLs3) &:
2.39 (s, 3H), 3.67 (s, 2H), 3.71 (s, 3H),
3.84 (s, 3H), 6.67 (d, d, J1 = 9.0 Hz,
J2 = 3.3 Hz, 1H), 6.86 (d, J = 9.0 Hz,
1H), 6.96 (d, J=2.4, 1H), 7.47(d, J=
.8.4Hz, 2H), 7.67(d, J=8.4 Hz, 2H) .

Y

COOH
MeO
AN
N
O)/ \< >—I

Indomethacin JRAE(\LEH DG RARRE (1)

mmol) ., T FT7 M) T ==L RAT
4 %5 Y L 120 mg (0.103
mmol) . FY =F /7 I 5ml#N
X T, 120°C T 58 BRINBGETE L. =
BIZHE L2k, BEEZRIEZEE LT,
Befe = F )L n-nFHr =1 7T%E
HEEE T AV A TNVAT LT
< N7 T74—IZEDERL, 156mg
(X£ : 5.5 %) DILEW 8 BT,
IH-NMR (CDCLs) &: 0.89 — 1.66 (m,



27H), 2.39 (d, J = 3.0 Hz, 3H), 3.66
(s, 2H), 3.70 (s, 3H), 3.84 (s, 3H),
6.66 (s, 1H), 6.87 (d, J = 6.0 Hz, 1H),
6.96 (s, 1H), 7.47 (d, J = 8.4 Hz, 2H),
7.66 (d, J = 8.1 Hz, 2H) . EI-MS:
m/z 627 (MH*)

Methyl
2-(1-(4-iodophenylcarbonyl)-5-methoxy-
2-methyl-1H-indol-3-yl)ethanoate ({t&
¥ 9) DERK

&% 9 12mg (0.018 mmol) % 7 &
BARAL 1L mZENLE, IUED
7 auafR)LLEKR (0.5 ml, 0.25 M)

COOH
MeO\CE\Q MeOH
N H,SO,

Dioxane
(BuaSn),

COOMe
(Ph3P)4Pd
EtsN MeO A
_—
N

o)\@‘SnBua
8

#Mx., BIRT2REERI Y, 2

FnEmET MY U AKEBEREZMA T
Rit&EIEEE, 7 ook A Thiit
L7zo NagSOs M2 TRAK I 7214,
B2 EEEE LTz, BEBE—F /L n-
~FHY =14 2REBEET5%
B TLC 2 THE L, 3 mg (NE .
36.0%) DIt EHmM 9 2K/ I,
IH-NMR (CDCLy) & 2.38 (s, 3H),
3.67 (s, 2H), 3.70 (s, 3H), 3.84 (s, 3H),
6.68 (d, d, J1 = 9.0 Hz, J» = 2.4 Hz,
1H), 6.88 (d, J=9.3 Hz, 1H), 6.96 (d,
J=2.4 Hz, 1H), 7.44 (d, J = 8.1 Hz,
2H), 7.86 (d, J = 7.8 Hz, 2H) .
EI-MS : m/z 463 (M*)

X 7 . Indomethacin IRE(LEH D E R (2)

(2) Ibuprofen IRAE(LEH DERL
2-(4-Isobutyl-3-nitrophenyl)propano
ic acid (k&% 10 DEAR)
2-(4-Isobutylphenyl)-propionic Acid
206 mg (1 mmol) % HNOs aq(60%)

+ H2S032 ml 2z 72, T 22 o
70T, EtOH # 3 ml Mz 7=, €D
H%ERTEE, 2EE%. K LK
WRISREEE N, T 0K, B
AL BT, THICEBE=F 2N
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S¥, BEEABEREL, REL 7
oo/ hcBEEE AFZ /—/L =18
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(3) Mecrofenac acid D& A%,
2-(4-Bromo-3-methylphenylamino)b
enzoic acid {L&# 1 1) DA
2-Chlorobenzoic acid 782.9 mg (5
mmol) 4-Bromo-3-methylaniline

930.3 mg (5 mmol) ., Cu(OAc):H20

10

CH3OH
HO H,SO,4
e ——
0]
NO,
10
NaN02
MeO CuBr
—_—
o
NH,
I2
MeO
0]
SnBug
9983 mg (5  mmol) %
methyl-2-pyrrolidinone 5.8 mL .
N,N,-diisopropyl ethylamine 11.5

mL (ZE S, 130°CT 2.5 FFEN
OB L7, BRETHELLE, K
ZM%x., HCl #nx T pH2 & L7,



T7Fr—ua— AW THEZ T
L. BBETHRW\WI A% L, EEIZY

oaR/h AZ ) —) =18 B
BB L T2V 05NV H T A0

< 7774 =1L OBRL, 923
mg (NF:60.3%) DILEY 11 #B7-,
IH-NMR (CDCL3) & 2.26 (s, 3H),
6.69-7.31 (m, 6H), 8.95 (s, broad,
1H), 9.30 (s, broad, 1H), EI-MS : m/z
306 (M*)

2-(4-(Tributylstannyl)-3-methylphe
nylamino)benzoic acid ({t. &4 12)
&% 11 40 mg (0.13 mmol) % 1,4-
A *xH¥ o 3 mL IZEMNLE,
Bis(tributyltin)  0.09mL  (0.17
mmol) . T 7 MY T7z=AFERT
4 25 2 A 754 mg (0.067
mmol) . h U =F /LT I 3mL &M
Z. 130°C T 5 RefElMBEDE L7, %%
WAa /7 ok MeOH : AcOH =
180: 3: 3 AEHIEE LTI 0 Y
NAThIa<w T T7T74—iZ&Y
BRI 7205, MSIZL 0B rsR
TETWRWIZ &R ST,

Methyl
2-(4-bromo-3-methylphenylamino)b
enzoate ({54 13)

{t&4% 12 % 51 mg (0.16 mmol)
MeOH (Z#E7> L, HeSO4 MR 72,
70-80°C T 30 FFREIMEGER L. EIRIC

11

RLEKEZMZ, B F /L TR L
7o HRBET P U O L&A TRKIH.
BREZEIBIFII cn~nFHr =1
6 FIEHBEE LT AV TNV H T A
sa<v 7774 —IZLVBRL,
20mg (X : 39.0 %) DA 13 %
%7z, 1H-NMR (CDCLs) & 2.37 (s,
3H), 3.90 (s, 3H), 6.75 (t, J = 8.1 Hz,
1H), 6.96 (d, d, Ji= 8.7 Hz, J; = 2.7
Hz, 1H), 7.11 (d, J = 2.7 Hz, 1H),
7.21(d, J=17.5Hz, 1H), 7.31 (d, J=
8.7 Hz, 1H), 7.46 (d, J = 8.4 Hz, 1H),
7.96 (d, d, /1 = 6.9 Hz, Jo = 1.5Hz,
1H), 9.40 (s, broad, 1H) .

Methyl
2-(4-(tributylstannyl)-3-methylphen
ylamino)benzoate ({t& 47 14)

&% 13 % 20 mg (0.06 mmol) 1,4-
A XY 1 mL B LT,
Bis(tributyltin) 0.04 mL (0.08
mmol) . 7 T NY T z= )L RAT
4 235 2y 3.48 mg (0.003
mmol) . FYTF /LT I 1 mL &E=M
Z, 130°CT 10 FFREIINBEM L7z, L
MLAXEEBDLND ARy MIMHK
BanT, pEHEBELNDE ARy b
BHHF LT,

Methyl 2-chlorobenzoate ({t. &%) 15)
2-chlorobenzoic acid 782.9 mg (5
mmol) % MeOH 4 mL IZEHD L. it



Ba 3 Nz i-, 70-80°C THIZLEFRE
L. 13 BfIRIG &7, BFE=T
THIH L, FREEST b Y U AZ A TH
KERT, BEABEZEL., 801 mg

COOH /[f:r

|

(N ZE : 93.9%) DILEY 16 2157,
IH-NMR (CDCL3) 8: 3.94 (s, 3H),
7.29-7.34 (m, 1H), 7.40-7.45 (m, 2H),
7.83 (d, J=6.0 Hz, 1H).

@5@

MeO
SnBuy
N N
H

MeO /O F |
:: N

H

X19.

(4) F7uxt RELCEHDERK
6-(Tributylstannyl)naphthalene-2-ol
k&1 6) ODERK
6-Bromo-2-naphthol (200 mg, 0.90
mmol) % 1,4-F4F %> (56 mL)
wREL, eX(hY T7F LX) (0.4

12

Mecrofenac JkRAEALE W D& AR

ml), T FF R T 2= ViIRRAT 4~
35 2% (50 mg, 0.025 mmol),
JyxzFL7 Iy (6 mL) 2MXT 5
RERNEGETE L 7o, OG22 BES
EL, REZHBRFNLVI~FT Y
(1/4) ZEHEEETO2PESRS 0



< 777 4—IfFL, LEY 16 &
57, IN& 130 mg (N 33.5%) 'H
NMR (300 MHz, CDCl3) § 0.86-1.57
(m, 27H), 6.92-7.84 (m, 6H).

6-Iodonaphthalen-2-ol ({b&#¥ 1 7)
DA

&% 16 (130 mg, 0.30 mmol) % 7
mok/LA (4mL) ICEREL, I UFE
D7 ok AERKR (2 mL, 0.25 M)
%, iR T 10 pEE®R L, #8
fEAREE T MY v AKBKRZMZ T
RItZEILE3E, JnakrViA@ry
WL, HKEREEST bV U A TEIRE,
B2 BEERE L, BELEBETT
VI~FH Y (1/2) #RBREABRE T2
SEA TLC (2 & 0 B8E1TV, L&
¥ 17 & 1572, INE 19 mg (X 23.4%)
1H NMR (300 MHz, CDCly 6
7.08-7.11 (m, 2H), 7.42 (d, J=8.4 Hz,
1H), 7.62-7.68 (m, 2H), 8.12-8.15 (d,
J=9.3 Hz, 1H). MS m/z 270 (M*).

6-Bromo- N-methylnaphthalen-2-am
ine {LE# 1 8) DERL

6-Bromo-2-naphthol (1.0 g, 4.5
mmol), Na2S:05(1.6 g, 8.7 mmol),
&K 4 mL & & »» L .
Methylamine(40%) (2.0 mL, 22
mmol) %1z 140°CT 5 HFE. /N
B Lz, ZERIZEHEITE 5%NaHCOs3
EMMZ 7 aafR s THIE L, EKER
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B MY U ATHRE. BELBIES
KL, BEZ 7 ooRL A EBHE
WL rPESBMIA~Y NTTT 4
—Zft L, ba1 8 5B, IE
568 mg (X 53.7%) 'H NMR (300
MHz, CDCls) §2.93 (s, 3H), 3.93 (s,
1H), 6.74 (s, 1H), 6.88 (d, J=9.0 Hz,
1H), 7.42 (d, J=1.8 Hz, 1H) 7.51 (dd,
J=5.7, 5.7 Hz, 2H), 7.80 (s,1H).

6-(Tributylstannyl)- N-methylnapht
halen-2amine ({tE# 1 9) DERK
&1 8 (257 mg, 1.09 mmol) %
1,4-VA4 %% (5mL) IZ@EEL, €
AZ(MY 7F AV AX)(0.5mL), T hF
M) T x= Vi RAT 4 /3T A
(37.4 mg, 0.034 mmol), kY =F 7T
Iy (5mL) #MZT 6 BERMEGE
Wl RS2 BEREL. RE
EEERRT T VI~F v (114 ZIEH
Wb+ 5 ESR I u~ b 7T 7
4 —iZfF L. LB 19 2/, INE
198 mg (I 40.7%),

6-Iodo- N-methylnaphthalen-2-amin
e({tB®m20) OERK

&% 19 (170 mg, 0.38 mmol) %* 7
rakAs (5ml) (CEEL, 3 VE
D7 a RN LEiE (2 mL, 0.25 M)
Mz, ZIET 10 pHEEH L,
FEERLEE T NV U LKEKEZMA T
RISEELESE, 7RV AR5



B’L., EAREET bV U A THEE.
B BERE L, BEAEBRT
i~ (1/2) #BRABEHEL TS
B TLC I X D BRE1TV. kG
W2 0%xEk, WE 44 mg (X=FE
40.8%) *H NMR (300 MHz, CDCls)
§2.93 (s, 6H), 3.95 (s, 1H), 6.72 (s,
1H), 6.86 (dd, J=2.4, 2.4 Hz, 1H),
7.37 (d, J=9.0 Hz, 1H), 7.49 (d, J=8.7
Hz, 1H) 7.53 (dd, J=2.1, 1.8 Hz, 1H),
8.03 (s, 1H). MS m/z 283 (M*).

6-Bromo- N, N-dimethylnaphthalen-
2-amine ({LE# 2 1)DERK

&% 18 (524 mg, 2.21 mmol) %
DMSO (5 mL) (gL, REED Y ¥
2 (1534 mg, 11.09 mmol), = V{k A
F/u (0.42 mL) =Mz, ZRT 1K
M Lz, BREUKE N Bl —F v
THIE L, EKRREE S M) U A THEER
%, BIERTERE L, K% BB
TF)UI~FY 2 (1/4) BEHEE L
TAHHRESRZu~w NI 57 4 —IZ
fHL. (L& 21 %157, L& 167 mg
(M=% 30.1%) 'H NMR (300 MHz,
CDCly) 6 3.04 (s, 6H), 6.86 (d,
J=2.4 Hz, 1H), 7.16 (dd, J=2.7,
2.7Hz, 1H), 7.40 (dd, J=1.8, 2.1 Hz,
1H), 7.51 (d, J=8.7 Hz, 1H), 7.6 (d,
J=9.3 Hz, 1H), 7.82 (s, 1H).

6-(Tributylstannyl)- N,N-dimethylna
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phthalen-2-amine (k&% 2 2) O&
.

L% 2 1 (167 mg, 0.67 mmol) %
1,4-VAXH% 2 (5ml) IZBEEL, v
Z(FY7FNL2Z2X)(0.3mL). T F7
MY 7 2=V RAT 4T D0 A
(24 mg, 0.021 mmol), kU =FNLT
22 (5 mL) MMz T 8 KRREIMEE
W Liz, BUSHBIEEABERE L, Kk
REFBR = FvI~X Y (1/20) 215
HEHE T rhEIRZa~ T T
74—l kEW2 2 25, I
B 45 mg (NFE 145%) 'H NMR
(300 MHz, CDCl3) 6§ 0.86-1.61 (m,
27H), 3.04 (s, 6H), 6.89 (d, J=2.4
Hz, 1H), 7.15 (dd, J=2.4, 2.7 Hz, 1H),
7.43 (d, J=8.7 Hz, 1H), 7.61 (d, J=8.1
Hz, 1H), 7.67 (d, J=9.3 Hz, 1H), 7.77
(s, 1H).

6-Iodo- N, N-dimethylnaphthalen-2-a
mine L& 2 3) DERK

{t&% 2 241 mg, 0.089 mmol) %
suaaf/bh (4ml) [ZBEFEL, 37
FO/7 ok AER (2 mL 0.25
M) %Mz EiBT15nME#E L,
EAFEERES T b U U LK 2N A
TRIGHEELESE, JnaRLViaABx
SR L, BAKEREET b U U L TREIERR.
B2 REZE LT, RELER T
Ji~FH v (1/30) #REAEBE & ¥
54588 TLC 2 & W BRIEZITV, 1k



B2 3 %%z, W& 19 mg (N=F
71.8%) 'H NMR (300 MHz, CDCls)
§3.05 (s, 6H), 6.84 (d, J=2.7 Hz,
1H), 7.14 (dd, J=2.7, 2.4 Hz, 1H),

7.39 (d, J=8.7 Hz, 1H), 7.57 (m, 2H),
8.04 (d, J=1.2 Hz, 1H). MS m/z 297
(M+).

HO Dioxane o | HO
00,
e —_—
Br (gh:’g)“Pd SnBuj : I
Methylamine (BusSn)z 16 17
Na28205
H,0
, H H
H Dioxane _N | N
N L =00
.
(PhsP),Pd SnBug
B
18 " (BugSn), 19 20
DMSO Mel
K>CO4
| Dioxane | ,L ‘
_N Et3N _N 2 -
ey —
(PhsP),4Pd I
BT (BusSn), SnBug 03
21 22

1 0. Naproxen JREILE W DB AR

(5) 4 KAZ U IRENMEHDE
AR (1D
4-(5-Bromo-1H-indol-1-y1)-N, N-dime
thylbenzenamine ({t&#2 4) D&
5-Bromoindole (100 mg, 0.51 mmol)
&
4-(dimethylamino)-phenylboronicaci
d (84 mg, 0.51 mmol)., FEEEFA(I)
(200 mg, 1.00 mmol) 7 X
% (10 mL) IZEEfEL, R F L
73 (018ml), BENDELVF 2T

— 3 —7 Z(3A) ZMZZEIRT 1 M/
EE Lz, CEELBEEEL., &
A2 FEE T FI~X Y (1U9) %A
HBEE L TR EPRIa~ NI 5
T4 —IZftL, bEWm2 4 2152, I
B 71 mg (INF 44.2%) H NMR
(300 MHz, CDCly) 6 3.02 (s, 6H),
6.55 (d, J=2.7 Hz, 1H), 6.82 (d, J=9.0
Hz, 2H), 7.28 (d, J=1.8 Hz, 1H) 7.78
(d, J=1.2 Hz, 1H).

4-(5-(Tributylstannyl)-1 H-indo-1-yl)



-N,N-dimethylbenzenamine ({t&#
2 5) OARL

“fbE®2 4 (102 mg, 0.32 mmol) %
1,4-Ax% > 5ml) KEHEL, ©
Z(FY7FNAX)(0.2mL), T+
M) 2=V RART 4 /850 A
(10 mg, 0.009 mmol), VU xTFNLT
v (5 mL) #/MMxT 6 REEMEGE
FtLiz, RICEEEZBEREL, KK
- EEEBR = FVI~T YV (19 B
WL T 50 ESRIa~ 7T 7
AL, ke 2 5557, INE
21 mg (IXF 12.4%) H NMR (300
MHz, CDCls) §0.87-1.56 (m, 27H),
3.02 (s, 6H), 6.61 (d, J=3.3Hz, 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-Todo-1H-indo-1-yl)- N, N-dimeth
ylbenzenamine ({t-5#1 2 6) DERL
& 2 5(21 mg, 0.04 mmol) % 7
nog/s 3ml) IZEfEL, I UHE
D7 arFR/AER (1 mL, 0.25 M)
Nz, ZRT 10 oHEER L, £
FiEAEE T N Y U LKEBEBREZMA T
Rtz ELEsE, ook Lvia@eshy
L. EAKREET MY U A THEEEZ,
B WEREE LT, REZERF
i~FH 2 (1/4) #RBREABELTD
5B TLC 2 X W B EITV, L
W26%%E-, ILE 8 mg (YL

55.3%) H NMR (300 MHz, CDCl5)
§ 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=1.5, 1.8 Hz, 1H), 7.99 (d,
J=1.2 Hz, 1H). MS m/z 362 (M*).

1-(4-Bromophenyl)-5-nitro-1H-indol
e({bk&™M2 7) OEK

5-Nitroindole (100 mg, 0.62 mmol) &
4-bromophenylboronicacid (102 mg,
0.51 mmol), FeE£4R(11) (200 mg, 1.00
mmol) ¥ 7o x4 (10 mL)
WIEE L, PV FAa7 I (0.18
mlL) . BEDPELFa2TF7——T A
3A ZMZBETLIEMERLE, X
ISR ABEEE L, RESEBRT T
Ni~FH 2 (19) #EHEBHE TS
FIESRZ n< b 7T 7 4 —IZfF L,
et 9 2157, INE 144 mg (INFE
73.2%) 'H NMR (300 MHz, CDCls)
6 6.87 (d, J=3.3 Hz, 1H), 7.39 (d,
J=9.0 Hz, 2H), 7.44 (d, J=3.3 Hz,
1H), 7.49 (d, J=9.0Hz, 2H), 7.71 (d,
J=8.7 Hz, 1H), 8.13 (dd, J=2.4,
2.4Hz, 1H), 8.65 (d, J=2.1Hz, 1H).

1-(4-Bromophenyl)-1H-indol-5-amin
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e (LB 2 8) DA

{59 2 7 (144 mg, 0.45 mmol) %
x4 /)—/ (10 mL) [ZAEfEL, ik
A Z(1) (430 mg, 2.27 mmol) #H#



LB bpo< D EMmx, 9 RFREMER
B Lz, IN KEEbT YU T LKE
WAz CHEBE— /L TR L, K
WREET U U A TRRE, BIELEE
BE LUl BELEETFVI~T Y
12 #AHBEEET AP ESTI 0
~ T T 44—t L. LEW28%
Bz, & 88 mg(NE 67.5%) 'H
NMR (300 MHz, CDCls) 6 3.01 (s,
2H), 6.50 (d, J=2.7 Hz, 1H), 6.68
(dd, J=2.1, 2.4 Hz, 1H), 6.95 (s,1H),
7.20 (d, J=3.0 Hz,1H) 7.34 (d, J=9.0
Hz, 3H), 7.60 (d, J/=8.7 Hz, 2H).

1-(4-(Tributylstannyl)phenyl)-1 H-in
dol-5-amine {L&# 2 9) DE K
&2 8 (88 mg, 0.31 mmol) 1,4-
CAxH¥ (5 mL) IZEBEL, EX
(FYV7F122)(0.2mL). 7 +7 b
VT 2= )VIRR T 4 T 07 A
(16 mg, 0.014 mmol), kY =F AT
I (5 mL) &H0AT 12 KpfEMBGE
fllz, RIGIEIEZHERE L, ki
AEEBR = FVI~F Y (1/9) 2B
WHETHRESR I a~v T T 7
A=t b2 9B, INE
15 mg (IX*E 9.8%) H NMR (300
MHz, CDCls) 6 0.88-1.58 (m, 27H)
6.49 (d, J=3.6 Hz, 1H), 6.68 (dd,
J=2.1, 2.7 Hz, 1H), 6.97 (d, J=1.8 Hz,
1H), 7.28 (d, J=3.0 Hz,1H) 7.44 (d,
J=8.4 Hz, 3H), 7.57 (d, J=8.4 Hz,
2H).
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1-(4-Iodophenyl)-1 H-indol-5-amine
(e 3 0)DEFL

&% 2 9 (15 mg, 0.05 mmol) % 7
nohLs Gml) WKBEREL, I UVE
D7 aaR)LAEKR (1 mL, 0.25 M)
Mz, HiBT 20 pEER L, 8
FEREET N U LAKEKREZMA T
RitaELEE, 7uoakr/VAEsE o
WL, EAFEET NV U ATERE,
B BERE L, RiE2EB T
Vi~FH v (1U2) 2RBABEL T
SYEUR TLC I X v B ATV, b8
3 0%%Fk, WE 2 mg (INFE
19.8%) 'H NMR (300 MHz, CDCls)
§ 6.51 (d, J=2.4 Hz, 1H), 6.69 (dd,
J=1.8, 2.1Hz, 1H), 6.96 (d, J=2.4 Hz,
1H), 7.21-7.23 (m, 2H), 7.35 (d,
J=8.4 Hz, 2H), 7.8 (d, J=8.4 Hz, 2H).

1-(4-Bromophenyl)- N,N-dimethyl-1

H-indol-5-amine ({t &4 3 1)DERL
{t&®m3 0 (57 mg,0.198 mmol) &
NRSGHENVLTATE K (57 mg, 1.90
mmol) #FiEE (5 mL) 2L, K
#Fv 7 /R UFERF Y UL (83 mg,
1.31 mmol) ZHEA LB LY
iz, EET 2 BEE®R LA, 1IN
KEE{EFT RY ULz Crark
JVATHI L, KBRS R Y U AT
iR, BEABEEEL. ka3
1 #7157, IN& 43 mg (XF 68.7%)



1H NMR (300 MHz, CDCly) §
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 (d,
J=9.0 Hz, 1H), 7.57 (d, J=8.1 Hz,
2H).

1-(4-(Tributylstannylphenyl)- N, N-d
imethyl-1H-indol-5-amine ({t&47 3
2)DERK

{t&# 31 (43 mg, 0.14 mmol) %
1,4-V4%% > 5ml) [ZIBEEL, ©
A(FYT7FAAX)0.1mlL), 7 7
R T2V RAT 4 85D A
(6.3 mg, 0.005 mmol), kU x=F /7T
Iv (5 ml) Mz T 6 KFEMELE
Fil7o, UK ZBEEE L, RE
FEEER = LI~ % Y (U9) 2B
B350 EGRIa~ 757
4=, {LEH3 2 2B, INE
6.2 mg (I 8.6%) 'H NMR (300
MHz, CDCl3) 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-Iodophenyl)- N,N-dimethyl-1 H-i
ndol-5-amine ({54 3 3)DERK

k&% 3 2 (38 mg, 0.07 mmol) % 2
raf/us (bml) ICE#EL, I UHE
D r v vk AER (1 mL, 0.25 M)

CEN%. TR T HBER L, a0

HRRER T b Y U AKBHEEMZ TR
JGEELESE, ZJoakVABE SR
L. SKWiBE> MY o ATEIRE, &
HEBERE L, RELHBRF
I~%Y% > (119 #BEBELET LIS
A TLC I L v B EITV, (LEW
3 3%1E7/, INE 6 mg (X 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 (4,
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).



