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B. WL

BOF 3 v % -126 X MP
Biomedicals,Inc # Iodine-125 (3.7
GBo/mL) % A\ 7=, ##H HPLC 37
717 A 7 A7 #£84 Cosmosil 5C1s-AR-
057 4 (4.6X150mm) % AWT,
BT h= kU =4:6- 317 I8
HVARE & U CHit#E 1mL/min ToH#r L
T2 FEGEZ < 7T 7 4 —IdIl
E4- 8 ULTRA PACK SI-40B » 7 A
(26X 300mm) % FVv 7z, 'H NMR I3
Varian Geminin 300 Z V>, 7 + T
AFNT T2 WEEEME L LTHI
& L7, E &4 iHix. JEOL
IMS-DX300 % Al CHIE L7z, 47EL
TLC % MERCK #:8¢ 12PLC plates
20X 20cm Silica gel 60Fgs4, 2mm %
v /=, Amyloid p-Protein (Human,
1-42) W7 F FRFRFT L O lEA L,
Z O ORI IR E AT,

(1) Aspirin JRELEH D ERL
2-Acetoxy-5-bromobenzoic acid ({b&
1) OER
5-Bromosalycylic acid 2170 mg (10
mmol) & FE/KEEES 2835 ul (30 mmol)

BFAT T A AN, BilE & A9
Z. 77, 9 B 100°C CTHEGER L7,
FIRETHEL, B F /L THIH L,
FRER T b U o A &EMZTHAKSET,
VB2 BIEEE L, BiEE2 7 nakL
L AB )= Bl = 300:6:5
PIRHBHE T2 05NV H T A
sua< b7 I7 4 —ICTHEL, 329
mg(N+R:12.7%) DILEW 1 257,
IH-NMR (CDCL3) & 2.34 (s, 3H),
7.03 (d, J = 8.4 Hz,1H), 7.73 (d, J =
8.4 Hz,1H), 8.23 (s, 1H) .

2-Acetoxy-5-(tributylstannyl)benzoi
c acid {bEW 2) DERL

&% 11 275mg (1.06 mmol) %
1,4 VA X% 4 ml TN LT

Bis(tributyltin) 0.70 ml (1.41
mmol) ., T NI FU T z=VRAT
4 2T YUy A 615 mg (0.053
mmol), FUZFNT I 4 ml &/
Z Tz, 120°CT 7 RERIINBAGER L. 1A
BABEEE L, BiEZ 7 oaRL
bt AL =) EilR =180 :5: 2
FRIRESE L 350 TLC 2KV
WL, BREHohehol,
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4. Aspirin IREICEMDOE R (1)

Methyl 2-acetoxy-5-bromobenzoate
L& 3) DAL

Methyl 5-bromosalicylate 462 mg (2
mmol) &, #KEERE 567 ul (6 mmol)
AT T Al AR, BREEZ SN
2T, 1 Kefdl, 100°CTHZGETE L7z
%, BIRETHE L, HRUKZ I ZEE
Fe F L CHiH L 7o, NagoSOs %
THiAKSE%, WHEEZBEREL,
488 mg (I3 : 89.4%) D&MW 3 %
572,  'H-NMR (CDCLg) &: 2.35 (s,
3H), 3.88 (s, 3H), 7.00 (d, J = 8.7 Hz,
1H), 7.67(d, d, J1 = 8.7 Hz, o = 2.4
Hz, 1H), 8.14 (d, J= 2.7 Hz, 1H) .

Methyl
2-acetoxy-5-(tributylstannyl)benzoa
te (kA 4) OERK

&% 3 382 mg (1.4mmol) % 1.4-¥
XY 5 ml EM™L T,

Dioxane 0O
BUSSH)Q
(PhsP),Pd //u\o 0
am
OH

SnBU3
2

OH

Bis(tributyltin) 0.924 ml (1.86

mmol) . 7 FhIF MU T 2= LR RAT

4 %7 Y7 A 71 mg (0.06 mmol) .
M)V xZFNLT I 5 ml &z, 8
M. 120°C THNBGEDE L 7=, IABE%
JERE LTtk REEEET TV @ n-
AXT L =1 9 R ET B
VDTN T AIa< NTT5T 4 —
ICE VR, 141 mg (XK : 20.9%)
DALEY 4 2157, tH-NMR (CDCLs)
5:0.87-1.34 (m, 27H), 2.34 (s, 3H),
3.88 (s, 3H), 7.05 (d, J = 7.5 Hz,1H),
7.64 (d, J=17.8 Hz,1H), 8.07 (s, 1H) .
EI-MS : m/z 484 (MH*)

Methyl 2-acetoxy-5-iodobenzoate ({t.
E¥ 5) DERK

A% 4 141mg (0.293 mmol) % 7 &
R A 2 m S LTE, 3 ED
7 v d/b AvEi (0.8 ml, 0.25 M)



PNz, SET 25 HiEHE I, 2
TEREE T MU T AKBKREMZ T

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

Ktz E&E, 7ok ATHE = 21 Hz, 1H) . EI-MS : m/z 320
L7-, NaoSOs Z Mz THiAK X721, (M+)
Wik ZRFERZEL, 71 mg (E .
75.7%) OiLEY 5 #157-, 'H-NMR
(CDCLy) 6: 2.35 (s, 3H), 3.87 (s, 3H),
/CLL Dioxane 0
Bu,S
OH O 0o 0 o 0 (%%%j /Jw 0
©/kOMe /U\/U\ ©)LOM9 EtsN
e e e —— -
Br Br SnBu,
3 4
O
)m 0
Iy
OMe
e g

!
5

5. Aspirin IRAE[LEW DO ERREE (2)

(2) Indomethacin JREIEHDOE
159
2-(5-Methoxy-2-methyl-1-(4-(tributylstan
nyl)phenylcarbonyl)-1H-indol-3-yl)ethan
oic acid (L&MW 6) DEK
Indomethacin 357mg (1 mmol) % 1,4-
UAFY Y 2 ml KB LI,
Bis(tributyltin) 0.66 ml (1.33
mmol) , 7 hF N T =)L AT

42235277 A 58 mg (0.05 mmol) |
FYx=FALT I 2ml BNZ, 50 B
M. 120C CTHENER L7z, LAl
- ARy MIRGNZRh-T2,

Methyl
2-(1-(4-chlorophenylcarbonyl)-5-methox
y-2-methyl-1H-indol-3-yl)ethanoate 9 1k,
MW7) DERK



Indomethacin1735 mg (4.67 mmol)
. AZ =8 mliZEN LT, B
Mes 5iMZ . 7T0~80°CIZMZAL T,
1 Pl S, |RICRE L7,

Wo< Y EERUKEINZ, Bilg=F
THiH U7z, NagSOs &% THiK &
W%, B~ F )L n-~FH v =

Dioxane
(BUSSn)z

Methyl
2-(5-methoxy-2-methyl-1-(4-(tributylstan
nyl)phenylcarbonyl)-1H-indol-3-yl)
ethanoate ({t. 5% 8) D&k

ft&% 7 1555 mg (4.18 mmol) %
L4-UFFY 2 7 ml WML,

COOH (PhgP)4Pd
MeO EtSN
A
N

Bis(tributyltin) 2.76 ml (5.56
COOH
MeO
N
6

X 6.

1:4 ZEHBEEET A A0 h
Thruvw NS5 T7 4 —I2 k0B
L. 1555 mg (V2K : 90.0%) D&Y
TR, 'H-NMR (CDCLsy) &:
2.39 (s, 3H), 3.67 (s, 2H), 3.71 (s, 3H),
3.84 (s, 3H), 6.67 (d, d, 1 = 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=
8.4 Hz, 2H), 7.67 (d, J= 8.4 Hz, 2H) .

Y

COOH
MeQO
N
N
P

Indomethacin JRZE(LEM DO ERERER (1)

mmol) ., 7 hT b T z=)LikRA T
4 N7 YT A 120 mg (0.103
mmol) . P =F A7 I 5ml A
Z 77, 120°CC B8 BRI IMBGERE L, =
B E L7, W2 EREE L,
HEE =TV n-~FHY L =107 21K
HEE 32 VB XNV hE T L0
v R T T =2 L VEERIL, 156mg
(N : 5.6 %) DILEMY 8 2157-,

IH-NMR (CDCLg) &: 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 ({L.&
¥ 9) DERK

&% 9 12mg (0.018 mmol) %7 1
AL 1 mlZEN LT, S VRO
7 v a RV LR (0.6 ml, 0.25 M)
BNz, SR T2 REMER S, fa

Dioxane
(BugSn),

COOMe
(PhyP),Pd
EtN MeO A\
_——
N
HO)-
8

SnBujg

TOHEERER T U U AKBKREZIMZ T
RSzl &8, 7 v a ks Tl
L7z, NagSO4 & %2 THiK S /7214,
W2 BEEE L, B~V n-
~FH =1 4 2RRABE T 55
B TLC TR L, 3 mg (K.
36.0% Ditat 9 /I,
IH-NMR (CDCL3) & 2.38 (s, 3H),
3.67 (s, 2H), 3.70 (s, 3H), 3.84 (s, 3H),
6.68 (d, d, /1 = 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*)

7 . Indomethacin JRZELEM DO EEARERK (2)

(2) Ibuprofen IRAEALEHDERK
2-(4-Isobutyl-3-nitrophenyl)propano
ic acid ({L&# 10 DA L)
2-(4-Isobutylphenyl)-propionic Acid
206 mg (1 mmol) % HNOs aq(60%)

+ H2SO03 2 ml IZHIR 7o, ¥BIT 720
72O, EtOH %# 3 ml Iix 7z, =D
%R CHEEE, 2 Rf%. km Lok
RS EEE WLz, T DR, 3K
XA BT, ZIUCERRET F L2



2T, ik L7z, 2N NaOH %1z T
KEZ ML, BEFBTF LV TH
W UTo, WilET MU L&A THK
SH, WEABEREE L, RiEL 7
RVl HEliE AKX/ —L =18

HNO;,

HO HpSO,

EtOH

MeO SnCl

v

NO,

Dioxane
(BusSn),
(PhaP)4Pd
EtgN
e

MeO

7

MeO

O
- @

5:5 LT DY B TNT
Thuv hTTT 44— X0
Uiz, EAEMRMIT. B ETHLEY
ThE< ., BBEOGRIEL L,

8 . Ibuprofen JRAE(LE W) D& FRARKE

(3) Mecrofenac acid DA f%
2-(4-Bromo-3-methylphenylamino)b
enzoic acid {bEW 1 1) DERL
2-Chlorobenzoic acid 782.9 mg (5
mmol) .
930.3 mg (5 mmol) . Cu(OAc):H:0

4-Bromo-3-methylaniline

10

CH3;0H
HO H,S0,
O
NO,
10
NaN02
MeO CuBr
)
NH,
2
MeO
o)
SnBujg
9983 mg (  mmol %

methyl-2-pyrrolidinone 5.8 ml .
N,N,-diisopropyl ethylamine 11.5
mL (2B S, 130°CC 2.5 IEEAN
BUBER L7, |IRETHE LK, K
Mz, HCl /% <C pH2 & L7z,



77 —u— hEAWTREE SR
L. B TRV A% LT, &L

aaRh o AKX =) = 18 BIR
HEH L T2 VBNV AT Ao

<~ ST T 4=k R, 923
mg (N3 :60.3%) DAY 11 #1587,
IH-NMR (CDCLg) & 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&5#) 12)
{64 11 40 mg (0.13 mmol) % 1,4-
CAXYr 3 mL ZEM LI,
Bis(tributyltin)  0.09mL  (0.17
mmol) ., 7 7 b T == )LIRAT
4 T U A 754 mg (0.067
mmol) . F U xTF /LT I 3mL &
%, 130°CT 5 FFEMBERT LTz, 7%
WA 7 mnrk/Ls : MeOH : AcOH =
180: 3: 3 iR LTV 0y
NAThTa< T T77 4—=I2&D
R, MSIZL v{bah ki
TETCWRWT PR ST,

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

ft&4 12 % 51 mg (0.16 mmol)
MeOH (Z¥D> L, HoSO04 M A T,
70-80°C C 30 WEEIMBGETE L | Z|IRIZ

11

RULEKREMNZ ., B F /- CHit L
770 WREET b U U AZ N2 THAKSH,
B A Hi—F )L n-nFY Ly =1
6 IR LTV BTN T T A
ra~w b 777 40—l L DRBRL,
20mg (I : 39.0 %) D& 13 %
572, 'H-NMR (CDCLg) & 2.37 (s,
3H), 3.90 (s, 3H), 6.75 (t, J = 8.1 Hz,
1H), 6.96 (d, d, Ji= 8.7 Hz, J2 = 2.7
Hz, 1H), 7.11 (d, J = 2.7 Hz, 1H),
7.21(d, J=7.5Hz, 1H), 7.31 (4, J =
8.7 Hz, 1H), 7.46 (d, J = 8.4 Hz, 1H),
7.96 (d, d, J1 = 6.9 Hz, J» = 1.5Hz,
1H), 9.40 (s, broad, 1H) .

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

{t&4 13 % 20 mg (0.06 mmol) 1,4-
VAFXY L 1 mL &L,
Bis(tributyltin) 0.04 mL (0.08
mmol) , T 7 MU 7 z= )L RRAT
4 V5P A 348 mg (0.003
mmol) . F U =F /L7 I 1 mL &0
., 130°C T 10 FrREMEET L=, L
MULAXRE B bid ARy Ml
BEINT, oL Bboh s ARy b
DIMHEL LT,

Methyl 2-chlorobenzoate ({b&4#) 15)
2-chlorobenzoic acid 782.9 mg (5
mmol) % MeOH 4 mL{(Z¥% 2L, Hit



W% 3 WMz, 70-80°C THNEGE T
L. 13 RIS S ¥ 7, B
THIH L, BB U O AZIZ TR
KEET, A RIEE AL, 801 mg

COOH Jif]/

COOMe

i :CI
15
H,N

(U : 93.9%) DILEW 16 157,
IH-NMR (CDCL3) & 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 ,
SnBus

@“‘”B‘”Cﬁﬁir
sdes

<———"ZIZZ

H

9.

(4) 77Xt IREEDDERK
6-(Tributylstannyl)naphthalene-2-ol
La#1 6) OAR
6-Bromo-2-naphthol (200 mg, 0.90
mmol) % 1,4-A4F¥ 2 (5 mL) I
BiEL, ©A(RY) 7F AR X) (04

12

Mecrofenac IRAEALE ) DA AR

ml), 787 MY Tz LR AT 4
7Y A (50 mg, 0.025 mmol), k
V=FA7Iy 5ml) #Mz2T5
IR HUINBE IR L 7o, BN R % T B
KL, BEZERF VI~
(1/4) ZEHEE LT 2P ESRI 1



v NI 74—l L, {LEY 16 %
B7-, INE 130 mg (X% 33.5%) H
NMR (300 MHz, CDCls) 6 0.86-1.57
(m, 27H), 6.92-7.84 (m, 6H).

6-Iodonaphthalen-2-0l ({b&# 1 7)
DEFL

&4 16 (130 mg, 0.30 mmol) % 2
opafRis Aml) ITERL, I UE
D7 v a kL AEER (2 mL, 0.25 M)
iz, S|ET 10 M Lz, fa
TR b U U MK EMRZ T
itz EIESd, JankVvAEEsy
WL, EKEREET MU U A CHLERE
I 2 R LTz, R AEgR T
o~ (1/2) ZREEEE 5
4yEBUH TLC (2 & 0 ATV, (b
W17 24572, IXE 19 mg (L 23.4%)
IH 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 (L& 1 8) DA
6-Bromo-2-naphthol (1.0 g, 4.5
mmol), NaS:05(1.6 g, 8.7 mmol),

/K 4 mL & & » L |
Methylamine(40%) (2.0 mL, 22

mmol) /% 140°CT 5 HE. InEk
BR L, BEICEGEIE 5%NaHCO;
PNz 7 vokL s L, Sk
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B b U o A CHEIRE, RIEEBTEE
FE LT, BiEL 7 oo kL AEEHE
e+ ArhESRIO~ FTT T 4

—ZfFL, kel 8 25, INE
568 mg (IVF 53.7%) H NMR (300

MHz, CDCly) 6 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 (L& 1 9) DHRL
a4 1 8 (257 mg, 1.09 mmol) %
1,4-V4 %Y ml) ML, E
Z(FY 7FNARX)(0.5ml), T T
FY T 2=V RAT LV XT VT A
(37.4 mg, 0.034 mmol), bV =F /LT
22 (bmL) ZHNA T 6 KEINBGE R
L7z, ROSHIEZWERE L, KL
FEfg = F L /~F Y (1/4) & HE
s rpESBMIa~Y NI T T 4
—ZAt L LA 19 2457, INE 198
mg (X% 40.7%),

6-Iodo- N-methylnaphthalen-2-amin
e (k&M 2 0) DAERL

A% 19 (170 mg, 0.38 mmol) % 7
modkLs (Bml) CEMEL, TR
D7 v aRLAEE (2 mL, 0.25 M)
Mz, =ET 10 oMER L, fa
FERREE T b U U KR Z A T
G aEIE S, Zaafs/VA@E5m



L, MKWEET NV U A THERE,
W TR U, BiELER T
V~FXH 2 (1/2) 2 RBEIREET 5
S EBUA TLC W2 X W EREZITWV, bh
W2 0xBt, NE 44 mg (U=
40.8%) 'H NMR (300 MHz, CDCly)
§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 (&M 2 1)DERR

{té&% 18 (524 mg, 2.21 mmol) &
DMSO (5 mL) (Z¥EfEL. I Y U
2 (1534 mg, 11.09 mmol), = V{k A
Fu (0.42 mL) &%, |ET 1
e L7, HERUK 20 2 BEfg— L
THIH L, HEKRRER T b U 7 A TR
%, WL ABUERNE LT, R4 B
TF AT (14) & VEHERE L
THHRESR I o~ NI T 7 4—iZ
L. batm 21 2457, IN& 167 mg
(X% 30.1%) 'H NMR (300 MHz,
CDCls) 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 ({t&# 2 2) D&
FX

ft&#®2 1 (167 mg, 0.67 mmol) %
L4-AFHr (ml) ICBEREL. ©
Z(FY 7FNNARX)0.83mL), T+
MY T 2= )b RAT 4 2XTF DT A
(24 mg, 0.021 mmol), V= F 7T
v (b mL) M T 8 HrfnEuE
Wit LTe, BUSTEBZRIERE L, EE
EHERE T F LI~ Y2 (1/20) &R
HEEE e T ohESRIr~ 7T
T4 =L ka2 2 257, 1L
# 45 mg (NE 145%) 'H NMR
(300 MHz, CDCls) 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 (4, J=9.3 Hz, 1H), 7.77
(s, 1H).

6-Iodo- N, N-dimethylnaphthalen-2-a
mine ({bE#H 2 3) DA

&% 2 2 (41 mg, 0.089 mmol) %
suouadis @ml) EMRL, 3V
KO RN AEKR (2 mL 0.25
M) Z#Mx ., =RiRT 15 R # L,
fAFIERAREE T N U U LK = N %
TSI ESE, JaakLVAEs
R L, HEKEREET N U U A TR,
W2 T L Uz, R L B —
Jl~F9 2 (1/30) % EBIRE L+
5457 TLC 2 X v AT, (b



&2 3 %57, INE 19 mg (IE
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),

Dioxane
HO EtsN
e
(PhaP)4Pd
(BugS
Methylamine (BugSn)z
N328205
H,O
H Dloxane
O Br (PhaP)4Pd
18 (BugSn),
DMSO Mel
K,COgq
| Dioxane
_N Et3N
——————>
BU3sn
21

Re¢
S

-
SnBug

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),

lﬁ-

nBuj |
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1 0. Naproxen JRAEALE W DG R

(5) A v RAZVUIREIEMDE
A% (D)
4-(5-Bromo-1H-indol-1-y)-N,N-dime
thylbenzenamine ({t&#2 4) OF
Fif
5-Bromoindole (100 mg, 0.51 mmol)
&
4-(dimethylamino)-phenylboronicaci
d (84 mg, 0.51 mmol), EFEAER(I)
(200 mg, 1.00 mmol) 7 11 A
% (10 mL) L, R =Fu
73y (018ml), WEDNETLVF 2T

— 3 —7 Z(3A) =MAEIRT 1 Frfd
R LT, BUSAIEZERE L, 7%
B AR FuI~% Y (1/9) 28
Hjﬁié?i&‘féﬁPr N /AR N/

WAL, La® 2 4 2457, IX
B 71 mg (IXE 442%) H NMR
(300 MHz, CDCls) 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=1.2Hz, 1H).

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



-N,N-dimethylbenzenamine ({L.& %
2 5) ODER

&% 2 4 (102 mg, 0.32 mmol) #
L,4-UAFYr bml) ML, v
Z(b U TFNAR)(0.2ml), T+
MY T 2= Vi RAT 4 8T 0 A
(10 mg, 0.009 mmol), kU =F LT
v (5 mL) M T 6 KEEMEGE
LT, RIGHIEZRBIEREE L, &g
EEER = FVI~F Y (1/9) 2
BT EGRIn~ N7 T 7
AL, B2 5 215, &
21 mg (X3 12.4%) H NMR (300
MHz, CDCls) 6 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 (4, J=8.7 Hz, 2H), 7.45
(d, J=8.1 Hz, 1H), 7.77 (s, 1H).

4-(5-Iodo-1 H-indo-1-y1)- N, N-dimeth
ylbenzenamine ({t5# 2 6) DARK
{t&# 2 5(21 mg, 0.04 mmol) %72
nuks @ml) IZEMBL, 3 UF%
D7 anRNAEKR (1 mL, 0.25 M)
A, =|IET 10 oEE#E Lz, £
FIALRREE T N U 07 ARSI & M 2 C
FISEELESE, ZarfsLA@rsy
WL, HEKEEET MY U A THRE,
WA TR L Uz, BB
l~Ft o (1U4) 2 REABEL 35
S7EUH TLC i & W R ATV, (bE
Y26z, WE 8 mg (U=
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55.3%) 'H NMR (300 MHz, CDCls)
§ 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 (4, 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 (k&2 7) DAL

5-Nitroindole (100 mg, 0.62 mmol) &
4-bromophenylboronicacid (102 mg,
0.51 mmol), FEf&ER(1I) (200 mg, 1.00
mmol) Y7 A& (10 mL)
WEMRL, PV F 73 (0.18
mlL) \ HEOELXaTF——T R
3A ZMA=EE T IEHHEA L, X
JSTRBE A R R R L, PRl A ERe T
VI~FH 2 (1/9) ZEEEEREET5
HESRZ v~ N7 57 4 —I2fF L,
bW 9 27z, & 144 mg (XK
73.2%) 1H NMR (300 MHz, CDCls)
§ 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)-1 H-indol-5-amin
e ({bEW 2 8) DERK

&% 2 7 (144 mg, 0.45 mmol) %
&/ —v (10 mL) (2L, ik
A A(11) (430 mg, 2.27 mmol) % Hi#e



LAnbdo< D i, 9 REEINER
B Lz, IN KEgfkF b U U LKE
2N 2 CHER =)L CHhH L, K
WREET N U U A THRE, W& BUE
Bk Ul BiEEFHg NV I~F
U EEHEH T 2R ESR I B
v NI 74—l L kEm28 %
B, INE 88 mg(lX®E 67.5%) H
NMR (300 MHz, CDCls) §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 ({b&5#1 2 9) DERK
{b&# 2 8 (88 mg, 0.31 mmol) 1,4-
ARV (b mL) ML, BA
(FPY7FA2X)(02mL)., T F7 bk
V7 2= )VRAT 4V /NT VT A
(16 mg, 0.014 mmol), bV ZFNLT
v (5 mL) &HZ T 12 EEEINEGE
MUl USSR ZERE L., Rk
EEEBR o FLI~F Y (1/9) 2R
WL T B ESR I~ T T
4 —lZftL, (ka2 9%/, INE
15 mg (X% 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-Todophenyl)-1 H-indol-5-amine
tei 3 0)DARL

{t&m2 9 (15 mg, 0.05 mmol) % 7
mufRLs (Bml) ICHEEL, 2 UER
D7 v r kLK (1 mL, 0.25 M)
ZNZ., S|IRT 20 R L, 3
FOHELARER T U v AKBEREZ M AT
it aElk 3w, Zuafvafgssy
WL, EKREEET N U U A CRERE,
WA RIEREE U, BELER T
~FH v (1/2) 2 RERBEE 35
SYEUR TLC 12 X 0 EREZTV, bE
3 0%&&, IN& 2 mg (ULHE
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&# 3 1)DE AL
{b& 3 0 (57 mg,0.198 mmol) &
RIFNVLT VT E R (57 mg, 1.90
mmol) ZEiEE (6 mL) ML, K
Fr 7/ RUFES MY A (83 mg,
1.31 mmol) ZHEHL L2 HP <D
EMNx, |IBT 2 B LA, IN
KRBT MY U LZMATY B ER
JVATHIE L, BKEERT U U AT
ROEtG, IR AMEEEL, AW 3
1 %2787, L& 43 mg (NFE 68.7%)



