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B. RSk

B H 3 v #-125 12 MP
Biomedicals,Inc % Iodine-125 (3.7
GBg/mL) % Hi\v /=, #tH HPLC x5
# 747 A2 #8 Cosmosil 5C1s-AR-
174725 (4.6%150mm) % fT,
BT b=k U =4:6- 37 &
HEE L L THi#E 1mL/min TH#7 L
= PEGRI < 777 4—E1l
# 14 ULTRA PACK SI-40B # A
(26X 300mm) % M /=, 'H NMR %
Varian Geminin 300 # >, 7 7
AFNT A HRNBEEDE L L TH
E L7, ®&5%#Hix, JEOL
IMS-DX300 #HWCHIE L, 7H
TLC X MERCK #:%¢ 12PLC plates
20 % 20cm Silica gel 60F24, 2mm %
Avy/z. Amyloid B-Protein (Human,
1-42) {F<T7F REFEAT L O BEA L,
T O ORI FHEREL HV i,

(1) Aspirin IRE(LESHDERK
2-Acetoxy-5-bromobenzoic acid ({t. &
Y1 DERK
5-Bromosalycylic acid 2170 mg (10
mmol) L #E/KFEEE 2835 ul (30 mmol)

F A7 T Az Nh., Tl A e
Z Tz, 9 WEH 100°C CHIBGEF L 7= .
ERETHEL, SFBE—F L THIHL,
fidE+ U O LA MZ TRAKSHE-,
R MEEEL, BREEZ 7 ook
L AB/— BifE =300:6:5
AEHEBERE TV LD T A
/= b /774 —ICTHBL, 329
mg(LF:12.7%) DILEW 1 £1%7-.
'H-NMR (CDCL3) & 2.34 (s, 3H),
7.03 (d, /= 8.4 Hz,1H), 7.73 (d, J =
8.4 Hz,1H), 8.23 (s, 1H) .

2-Acetoxy-5-(tributylstannyl)benzoi

cacid (k&% 2) DA

L& 1 12 276mg (1.06 mmol) %
1,4-AFY 2 4 ml 2B ML,

Bis(tributyltin)  0.70 ml (1.41
mmol) , 7 hZ rM) Zxz=/LiKAT
4 387 ¥ A 615 mg (0.053
mmol), U =FAT I 4 ml &
AT=, 120°CC 7 BFRIMBNEIE L, &
WABMIERE L, REX 7 aahL
L AZ)—)  EEBE = 180:5: 2
A EBAERE L 3557 TLC I L VK
LA, BABEGLL RS T,
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(4. Aspirin IREMEYWOEREEKE (1)

Methyl 2-acetoxy-5-bromobenzoate
a4 3) DEMK

Methyl 5-bromosalicylate 462 mg (2
mmol) &, HEKEEEE 567 ul (6 mmol)
b A7 T AT AN, kA e
Z7=. 1 BEf, 100°C THPGRHE L 7=
%, BRETHEL, WKL ZEE
B F A CilitH L7z, NapSOs 2z
THARSE/-&, BHEABEREL,
488 mg (=8 : 89.4%) D{LAWM 3 %
187, IH-NMR (CDCL) &: 2.35 (s,
3H), 3.88 (s, 3H), 7.00 (d, /= 8.7 Hz,
1H), 7.67 (d, d, A = 8.7 Hz, ./ = 2.4
Hz, 1H), 8.14 (d, /= 2.7 Hz, 1H) .

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

{t&% 3 382 mg (1.4mmol) # 1.4-27
X% 5 ml &ML L.

Bis(tributyltin) 0.924 ml (1.86
mmol) . F FF h) Zx=iKAT
4 3T LT mg (0.06 mmol) |
FYUZFALT 5 ml &Nz, 8HF
fil, 120°C CMNEEGE L /-, LM
JERE LI-1%, R4 BTV n-
~F¥Hr =19 2BEHEBRET S
UhHFnhIhrae W TF7 4—
IC X VERL, 141 mg (I : 20.9%)
DI 4 #%7=. '"H-NMR (CDCL3)
5 0.87-1.3¢ (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 ({2
&4 5) DA

{t&4# 4 141mg (0.293 mmol) % 7 o
giRAA 2 mliZ@E» L, 3 UHED
7 ook LB (0.8 ml, 0.25 M)



Az, |iRT 25 Sk sd-,
MEiEES b U v LKEAEMAZ T
Rt #EIEEH, 7 oofkL AT
L7=. NaaSO, M 2 THiA & t7-1%.
el 2 MEREEL, 71 mg (=R .
75.7%) O{tE¥ 5 #18%7-, 'H-NMR
(CDCLs) &: 2.35 (s, 3H), 3.87 (s, 3H),

6.86 (d, /= 8.4 Hz,1H), 7.85 (d, d, -4
= 8.1 Hz,.2 = 2.1 Hz, 1H), 8.32 d, .
= 2.1 Hz, 1H) . EI-MS : m/z 320
(M+)
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O O 3tz /H\O o
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4 5. Aspirin JRAEL SO EKERE (2)

(2) Indomethacin JR&(LEHDE
573
2-(5-Methoxy-2-methyl-1-(4-(tributylstan
nyl)phenylcarbonyl)- | H-indol-3-yl)ethan
oic acid ({541 6) DA AL
Indomethacin 357mg (1 mmol) # 1,4
CAXHY 2 ml EML I,
Bis(tributyltin)  0.66 ml (1.33
mmol) , 7 b7 b 7 x=AKR7

A 737 17 2 58 mg (0.05 mmol) |
FYFAT I 2ml #00%, 50 B
i, 120CTmBURH L=, Ll
Fil-ie ARy PR ONRM-T=,

Methyl
2-(1-(4-chlorophenylcarbonyl)-5-methox
y-2-methyl-1H-indol-3-yl)ethanoate 9 {;
BWT) OEK



Indomethacin1735 mg (4.67 mmol)
., AZ/—/N8 mliZiEHNn LIz,
B4 5Nz, 70~80CIZhFAL T,
1 R S, BIRICE L&,

Do D EHMKEMA, BEBE=F L
THiH L7=. Na:SOs ZMA THAS
Wik, BT A n-~FHr =

Dioxane
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4 6.

1:4 #FEHEBEHET D) 510
Shounw b7 740—I2L 0N
L. 1555 mg (L5 : 90.0%) D{LEW
7 %1%, IH-NMR (CDCLsy) &

2.39 (s, 3H), 3.67 (s, 2H), 3.71 (s, 3H),

3.84 (s, 3H), 6.67 (d, d, <4 = 9.0 Hz,
» = 3.3 Hz, 1H), 6.86 (d, /= 9.0 Hz,
1H), 6.96 (d, J=2.4, 1H), 7.47 (d, J=
8.4 Hz, 2H), 7.67 (d, /= 8.4 Hz, 2H) .

Methyl
2-(5-methoxy-2-methyl-1-(4-(tributylstan
nyl)phenylcarbonyl)-1H-indol-3-yl)
ethanoate ({547 8) & Ak

&% 7 1555 mg (4.18 mmol) #
1,4-YAFH 2 Tml iTBEMML,

Bis(tributyltin)  2.76 ml (5.56
COOH
MeO
b
N
O@SnBU3
6

COOH
MeO.
Crd-
N
PO

Indomethacin JRAE(LEHOEREERE (1)

mmol) . 7 hZ b 7Zx==/NKAT
4 /8T 2 A 120 mg (0.103
mmol) . RV =FL7 I 5ml &
Z 1z, 120C T 58 R NPLER L, =
BiCHmE Lk, BRABIEREE L,
EFfecF )L cn~FHr =1:7T %%
HBE LT VRSN H T AR
2 /774 —ICEDRERL, 156mg
(N : 5.5 %) OLEY 8 2157,

'TH-NMR (CDCL3) & 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, /= 6.0 Hz, 1H),
6.96 (s, 1H), 7.47 (d, /= 8.4 Hz, 2H),
7.66 (d, /= 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

L& 9 12mg (0.018 mmol) % 7 &
2R L1 mliZfE LT, 3 UED
7 1ok AERKR (0.5 ml, 0.25 M)
ZMNZ, BIET 2 MRS,

Dioxane
(BuySn),
(Ph4P),Pd

COOMe
- -
N

o)\@—San
8

FodfiiEE - U O LKEEERAMA T
RIG#EIEXH, 7 ook AT
L7-. NaxSOs 2Nz THAK S H7/-1%,
A MERE L=, BfE=F L : n-
~FHr =1 4 ZRBBELT55
B TLC (I THIM L, 3 mg (N :
36.0%) D ika&th 9 %8/,
'H-NMR (CDCL3) & 2.38 (s, 3H),
3.67 (s, 2H), 3.70 (s, 3H), 3.84 (s, 3H),
6.68 (d, d, </ = 9.0 Hz, & = 2.4 Hz,
1H), 6.88 (d, /= 9.3 Hz, 1H), 6.96 (d,
J=2.4 Hz, 1H), 7.44 (d, J= 8.1 Hz,
2H), 7.86 (d, = 7.8 Hz, 2H) .
EI-MS : m/z 463 (M*)

4 7. Indomethacin JRELEH DO ERREE (2)

(2) Ibuprofen IRAELEHDOE K
2-(4-Isobutyl-3-nitrophenyl)propano
ic acid (L& 10 DERL)
2-(4-Isobutylphenyl)-propionic Acid
206 mg (1 mmol) % HNO; aq(60%)

+ HoSO032 mliZMA 7=, BT
2OT, EtOH # 3 ml &z /=, #®
HEIRTHE. 2 FR%, KB Lok
RIS ZEE WLz, ZOR, iR
B Eo7. THICEERE=FALZM
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5:5 ZIaHiBsELTH V5N H
Shruvw hZ57 40— k0N
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Theidl . UBOESRKRITEIE L,

[% 8 . Ibuprofen IRA{L G DG RLFEEE

(3) Mecrofenac acid D&k
2-(4-Bromo-3-methylphenylamino)b
enzoic acid (L& 1 1) OERK
2-Chlorobenzoic acid 782.9 mg (5
mmol) ., 4-Bromo-3-methylaniline

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

10

CH4OH
HO H2S04
(0]
NO,
10
NaNO,
MeO. CuBr
o}
NH,
Iz
MeO.
o]
SnBuy
9983 mg (B mmol) %
methyl-2-pyrrolidinone 5.8 mL .
N,N,-diisopropyl ethylamine 11.5

mL ([ZR&@8 &+, 130°CC 2.5 B
BRE L. BRFTHELEHE, K
#Mz, HCl #/mz T pH2 & L7,



T7F—a— b ERVWTHRE SR

L. BIETHRWI A% Lz, BiExs

RN L AT S —) = 18: &1

HIER LTV VAT L0

2 T 74 —ICL VML, 923
mg (X% :60.3%) OLEH 11 285 71-,
TH-NMR (CDCLs) & 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-methylphen
ylamino)benzoic acid ({b &4 12)
{t&4 11 40 mg (0.13 mmol) % 1,4
VAFH Y 3 mL [CEMNL I,
Bis(tributyltin) 0.09mL  (0.17
mmol) , 7 FF bV 7x=NkR7
487 Y A 7.54 mg (0.067
mmol) . hYx=F AT I 3mL %0
Z. 130C T b5 WEfEMNBGEGE L7z, 7%
% 7 ak/L L : MeOH : AcOH =
180:3: 3 #aHiEE LT 5 ) 4
NBThoaw N TTT74—I2LD
R U725, MSIZX 0 (L&Dt
TETWRWI LAER I,

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

ft&® 12 % 51 mg (0.16 mmol)
MeOH (ZfEA L, HS04 2INA 7z,
70-80°C T 30 BFfHIMBGEH L, Fikic

RLEKEZMZ, Bt F L ChiH L
fo. WiEET R U 2 AEMZ THRASH,
WEAEREZF L no~nF Ly =1
6 AEHBEH LTS AT A
ravw b7 74—l ML,
20mg (WL : 39.0 %) OILEY 13 %
f%7-. 'H-NMR (CDCLs) &: 2.37 (s,
3H), 3.90 (s, 3H), 6.75 (t, /= 8.1 Hz,
1H), 6.96 (d, d, 4= 8.7 Hz, b = 2.7
Hz, 1H), 7.11 (d, J = 2.7 Hz, 1H),
721 (d, J=75Hz 1H), 7.31 d, J=
8.7 Hz, 1H), 7.46 (d, J= 8.4 Hz, 1H),
7.96 (d, d, i = 6.9 Hz, .5 = 1.5Hz,
1H), 9.40 (s, broad, 1H) .

Methyl
2-(4-(tributylstannyl)-3-methylphen
ylamino)benzoate ({54 14)

L& 13 % 20 mg (0.06 mmol) 1,4-
CAxH > 1 mL IC@EMLE,
Bis(tributyltin) 0.04 mL (0.08
mmol) , F FZ FY Zxz=NFKRAZ
4 »/NTF Y7 A 348 mg (0.003
mmol) , F U =FATF I 1mL ZM
Z, 130°CC 10 FFEIMBUEF L 7=, L
MLAXELBbhs ARy ML
Rahd. oYL BEbhb ARy b
MAHB| LT,

Methyl 2-chlorobenzoate ({t. &%) 15)
2-chlorobenzoic acid 782.9 mg (5
mmol) % MeOH 4 mL (Zfa7 L. #f



B4 3 WA=, 70-80°C ThHnFE
L. 13 BfRIRIG & W7, Epfg=F
T L, Al Y 7 A2 MATH
KEE7, WA MEREL, 801 mg

COOH /[i:r

COOMe

(R#E : 93.9%) D{LEW 16 £157=.,
IH-NMR (CDCL3) & 3.94 (s, 3H),
7.29-7.34 (m, 1H), 7.40-7.45 (m, 2H),
7.83 (d, /= 6.0 Hz, 1H).

@ri@/

MeO

z&m@fﬁy
sdes

|

H

[ 9. Mecrofenac k1L G DG RFERE

(4) 7 uxt JREEHDOERK
6-(Tributylstannyl)naphthalene-2-ol
ka1 6) OERR
6-Bromo-2-naphthol (200 mg, 0.90
mmol) % 1,4-A4FH# > (5 mL) (=
BREL, EA(RY T7FALRAX) (0.4

12

mL), T MY T 2= VKA T 4
/7 7 L (50 mg, 0.025 mmol), b
YDxFA7T iy (5mL) #MAT 5
RERIINBGR T U 7o, BUG TSI A B
EL, REABBETFTNVI~FH -
(1/4) #EHBEETHHESRY o



“hT774—ITHfL. (LG 16 %
157-, ILHE 130 mg (L& 33.5%) 'H
NMR (300 MHz, CDCls) 6 0.86-1.57
(m, 27H), 6.92-7.84 (m, 6H).

6-lodonaphthalen-2-0l ({k&471 7)
DER

&% 16 (130 mg, 0.30 mmol) % 7
ook A (AmL) ([CEML, 33 UK
D7 vl LER (2 mL, 0.25 M)
Az, EiRT 10 E#EHE L, 8
FEERiEE S kU 7 AKERAZ ML T
Rtz EIE 38, ZuokL LRESy
L, WAKREET b Y A THEIRE,
WA ERE L, REL BT
W~F4 2 (1/2) ZRIAEE L+ 5
STHUH TLC Ik 0 ATV, kR
1T 2157, I fk 19 mg (123 23.4%)
'H NMR (300 MHz, CDCl) 6
7.08-7.11 (m, 2H), 7.42 (d, .=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- A-methylnaphthalen-2-am
ine {LE# 1 8) DA

6-Bromo-2-naphthol (1.0 g 4.5
mmol), Na2S:05 (1.6 g, 8.7 mmol),
K 4 mL Z & » L .
Methylamine(40%) (2.0 mL, 22
mmol) ZNN% 140CT 5 A, fN#Ek
B L7, ERICHAE 5%NaHCO3
AMZ 27 ook ATl L., AR

BT b U U LATEIRE, B4 BIER
F L7, BiEAX 7 ool LEEHE
Wt ARESRZu~w 757 4
—izftL, k&1 8 %2EB/~, WK
568 mg (L= 53.7%) 'H NMR (300
MHz, CDCl3) 6 2.93 (s, 3H), 3.93 (s,
1H), 6.74 (s, 1H), 6.88 (d, .~9.0 Hz,
1H), 7.42 (d, .~1.8 Hz, 1H) 7.51 (dd,
J=5.7, 5.7 Hz, 2H), 7.80 (s,1H).

6-(Tributylstannyl)- V-methylnapht
halen-2amine (&% 1 9) DOERL
ft&®1 8 (257 mg, 1.09 mmol) %
14-VAF % (5 ml) (ZEEfEL, &
ARV ZFALAX)(0.5mL), 7 7
F) 7= viRA T 4 2550 A
(37.4 mg, 0.034 mmol), ~ Y xF LT
T (5mL) #MNZ T 6 BEfINBGE
L7, RIGESEAZBIEREL, HiEs
B~ F LI~X Y (1/4) 2EHE
LT H5TEFRIn~w 57 4
—Zff L L&Y 19 #187-, ¢k 198
mg (X 2R 40.7%),

6-lodo- methylnaphthalen-2-amin
e({t&¥2 0) DA

{b&% 19 (170 mg, 0.38 mmol) % 7
pakis ml) (CEMREL, I 0FE
N7 ok LR (2 mL, 0.25 M)
ZMZ, FiRT10 oL L, 8
MEEREES ~ U O AKEBREMZ T
RIGEEBILESHE, ZoaFkVLEED



L. HoKisES hY U A TR,
AT E L, RELERT
wl~F4 (12) #RBEEHRLETS
SYEUA TLC 2 X ATV, (k&
W20#&%7, WK 44 mg (ILF
40.8%) 'H NMR (300 MHz, CDCla)
8 2.93 (s, 6H), 3.95 (s, 1H), 6.72 (s,
1H), 6.86 (dd, ~2.4, 2.4 Hz, 1H),
7.37 (d, J=9.0 Hz, 1H), 7.49 (d, ~8.7
Hz, 1H) 7.53 (dd, -~2.1, 1.8 Hz, 1H),
8.03 (s, 1H). MS m/z 283 (M*).

6-Bromo- N, N-dimethylnaphthalen-
2-amine (L& 2 1)DERK

&% 18 (524 mg, 2.21 mmol) #
DMSO (5 mL) (ZiEfg L, ikBEH Y 7
2 (1534 mg, 11.09 mmol), = 7{k A
F (0.42 mL) #Mz, =FiRT 1K
MBEEE L7z, Rk % 00 2 fFsg— v
THitE L, EEKGEET bV O LTES
. TEUEA BUERAE L 7o, 7Rk % NFsE
TFN~FH 2 (14) ZEHEE L
THRESRZ o= 77 4 —IC
L, k& 21 #&7-, Ik 167 mg
(2% 30.1%) 'H NMR (300 MHz,
CDCly) 6 3.04 (s, 6H), 6.86 (d,
J=2.4 Hz, 1H), 7.16 (dd, =2.7,
2.7Hz, 1H), 7.40 (dd, ~1.8, 2.1 Hz,
1H), 7.51 (d, +/=8.7 Hz, 1H), 7.6 (d,
J#=9.3 Hz, 1H), 7.82 (s, 1H).

6-(Tributylstannyl)- NV, V-dimethylna

phthalen-2-amine (L& 2 2) O &
¥

&2 1 (167 mg, 0.67 mmol) %
1,4-PF4 %Y (5mL) (ZERL, E
AZ(FY F7FAAZX)(0.3mL), T +F
FUZ 2=V RART L 5T A
(24 mg, 0.021 mmol), b Y =xFNLT
T (b mL) MMz T 8 BEfElm#E
oLtz RIGEHAMEREL, KiE
AErf = F A I~FH 2 (1/20) 2B
MBS LT AR ESMIa~ b7
74—t L, €2 2 %57, I
it 45 mg (LF 14.5%) '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, /=2.4, 2.7 Hz, 1H),
7.43 (d, ~8.7 Hz, 1H), 7.61 (d, /=8.1
Hz, 1H), 7.67 (d, /=9.3 Hz, 1H), 7.77
(s, 1H).

6-lodo- N, N-dimethylnaphthalen-2-a
mine (L& 2 3) DEK

&2 2(41 mg, 0.089 mmol) #
saaikid Aml) IZEML, 37
FEOV RN LEKR (2 mL 0.25
M) iz, EiR T 15 HEHE L.
fafndERiEE T b U 7 AKIER AN 2
THRIGEEIEEY, ZuaRLAE
S L, WoKRERET R Y o L THREERTE
EEAMERE L, RELERET
Wl~F4 > (1/30) # REER L+
A4 EAH TLC (2 £ 0 FRAfT0, fk



e 2 3 &%, IR 19 mg (LR
71.8%) 'H NMR (300 MHz, CDCly)
§3.05 (s, 6H), 6.84 (d, /2.7 Hz,
1H), 7.14 (dd, ~2.7, 2.4 Hz, 1H),

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

HO 2:0;3"" HO L HO
oy = Tl
Br Egmg )4Pd SnBujy |
Methylamine u;Snz 16 7
l N828205
H Dioxane N I N
) LT
(PhyP),Pd SnBug !
18 (BusSn) 19 20
DMSO Mel
KoCOs
| Dioxane | rll
/N\.\ Et3N /N Iy -
- e
OO (Ph3P)4Pd “ “ ‘g b
Br (BuaSn), SnBuy 23 |
21 22

21 0. Naproxen IRAE(LEH D& AkFERE

(58) 4> FAHZ U IREMEHDE
A& (IT)
4-(5-Bromo-1H-indol-1-yD)- N, N-dime
thylbenzenamine ({b &% 2 4) O &
%
5-Bromoindole (100 mg, 0.51 mmol)
L
4-(dimethylamino)-phenylboronicaci
d (84 mg, 0.51 mmol), FEEES(I)
(200 mg, 1.00 mmol) % 7 iz A
£ (10 mL) (ML, Y =F
7r (018 mL), #EROELF =T

15

— =7 AQBA) Mz =RET 1
B L7, RUCHEEAIEREL, *%
HEEEBE T NMI~FY 2 (119 %285
HER LT HPEMRZ7 a0~ N7
ZA4—IZfFL, (E8%H2 4 %287, I
& 71 mg (&% 44.2%) 'H NMR
(300 MHz, CDCls) 6 3.02 (s, 6H),
6.55 (d, /2.7 Hz, 1H), 6.82 (d, .=9.0
Hz, 2H), 7.28 (d, .~1.8 Hz, 1H) 7.78
(d, ~1.2 Hz, 1H).

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



-N.N-dimethylbenzenamine ({L&#
2 5) OERK

L& 2 4 (102 mg, 0.32 mmol) %
1,4-VA4%4 2 (5ml) ICiEfgEL, ©
A(FYZFNAX)02mL), 7 7
P Zx=N KA T LR FT 7N
(10 mg, 0.009 mmol), Y =F AT
¥ (6 mL) #MxT 6 FREfEMBLE
Wi Liz, RISl mMEREL, &g
ZEERE T F L I~FH 2 (1/9) ZEH
B LT oREMRIO~ ST 7
14—zt L. (ka2 5 25 &
21 mg (X% 12.4%) 'H NMR (300
MHz, CDCl3) 6 0.87-1.56 (m, 27H),
3.02 (s, 6H), 6.61 (d, .~3.3Hz, 1H),
6.82 (d, /=9.0 Hz, 2H), 7.24 (d, .=3.0
Hz, 2H), 7.34 (d, /=8.7 Hz, 2H), 7.45
(d, &8.1 Hz, 1H), 7.77 (s, 1H).

4-(5-lodo-1 H-indo-1-y1)- N,N-dimeth
ylbenzenamine ({L&# 2 6) DO &K
k&% 2 5(21 mg, 0.04 mmol) # 7
medAs B3mL) ICEMRL, I 7FE
D7 v a kA LER (1 mL, 0.25 M)
INZ., FiRT 10 HfEfEP L, fid
FomiiAE T b Y U AKBERAMA T
Fit#xBIEEt, soakrL@aes
L., SAKREES bY O L CTHEERE,
B A RERE L, RELEf T
Wi~FH (1/4) ZERBAGBELT5
A TLC 1 X 0 W Z1Tv, (k8
26 %%, ILE 8 mg (ULF

16

55.3%) 'H NMR (300 MHz, CDCls)
$ 3.02 (s, 6H), 6.54 (d, /=3.3 Hz, 1H),
6.81 (d, £6.6 Hz, 2H), 7.2 (d, ~7.8
Hz, 2H), 7.29 (d, /9.0 Hz, 2H), 7.41
(dd, ~1.5, 1.8 Hz, 1H), 7.99 (d,
J=1.2 Hz, 1H). MS m/z 362 (M*).

1-(4-Bromophenyl)-5-nitro-1/-indol
e({td®27) OEM

5-Nitroindole (100 mg, 0.62 mmol)
4-bromophenylboronicacid (102 mg,
0.51 mmol), FFAEEH(IT) (200 mg, 1.00
mmol) # ¥ 7 A% (10 mL)
ICEML, PUx=FAT I (018
mlL) . BROELX2TF——T A
3A ZNAZERT 1 BB LE, X
NI AW EE 5 L, R A RRE T
l~FHr (119 #EHERETS
HESRZ e k777 4—I2fF L,
(L&t 9 %157, ILE 144 mg (X
73.2%) 'H NMR (300 MHz, CDCls)
0 6.87 (d, .~=3.3 Hz, 1H), 7.39 (d,
J=9.0 Hz, 2H), 7.44 (d, ~=3.3 Hz,
1H), 7.49 (d, ~9.0Hz, 2H), 7.71 (d,
J=8.7 Hz, 1H), 8.13 (dd, 2.4,
2.4Hz, 1H), 8.65 (d, -/~2.1Hz, 1H).

1-(4-Bromophenyl)-1 H-indol-5-amin
e({ké®2 8) OB

{t&#2 7 (144 mg, 0.45 mmol) %
x4 )—n (10 mL) (c#EfEL., 1k
A A(1) (430 mg, 2.27 mmol) # §iid



LAanibwo< iz, 9 REREEA
B L=, IN K@t R U T 20KiE
%z TEERE = F L CHH L, 8K
Wile+ b U 0 N THEMRE, B4 BT
HELL REA BT LI~FHY
(2) & EHEE T AR ESRI 1
v 774 =L, (LEPH28%
7=, Ik 88 mg(LE#E 67.5%) 'H
NMR (300 MHz, CDCl3) §3.01 (s,
2H), 6.50 (d, /=2.7 Hz, 1H), 6.68
(dd, /=2.1, 2.4 Hz, 1H), 6.95 (s,1H),
7.20 (d, «=3.0 Hz,1H) 7.34 (d, .£9.0
Hz, 3H), 7.60 (d, ~=8.7 Hz, 2H).

1-(4-(Tributylstannyl) phenyl)-1 H-in
dol-5-amine (L& 2 9) DERK
{t&¥ 28 (88 mg, 0.31 mmol) 1,4-
VAXH > (5 mL) ICEMRL, ER
(FYZFALAX)(0.2mL). 7 +F k
U7 2= ViR AR L N5 L
(16 mg, 0.014 mmol), VU =FNL7
T (6 mL) #hNZ T 12 BEfnBuE
i L7z, BUSTEREAMIERE L, Rk
R EERE = FI~F Y (1/9) 2EH
BRETHPESRIa~w ST 7
A —IZffL. (kB2 9%257-, LKk
15 mg (L& 9.8%) 'H NMR (300
MHz, CDCly) 6 0.88-1.58 (m, 27H)
6.49 (d, .~3.6 Hz, 1H), 6.68 (dd,
J=2.1, 2.7 Hz, 1H), 6.97 (d, .~1.8 Hz,
1H), 7.28 (d, 3.0 Hz,1H) 7.44 (d,
J=8.4 Hz, 3H), 7.57 (d, .~8.4 Hz,
2H).

1-(4-Iodophenyl)-1 H-indol-5-amine
{84 3 0)D &Rk

{L&® 2 9 (15 mg, 0.05 mmol) % 7
Bk L (5mL) ICERL, 2 0#F
D7 v a L AER (1 mL, 0.25 M)
EMNA, =ik T 20 ok Lz, #8
MRS b Y 7 LKEBEEEINZ T
RIGEFEIEXE, Z2ooakL L@
L. SRR R v LA TEEE,
B RMERE L, RiEL R TF
Wi~F4 (1/2) #BRMEBELTD
S EUH TLC i &k 0 B ATV, bd
W30%B. I 2 mg (IR
19.8%) 'H NMR (300 MHz, CDCly)
6 6.51 (d, /2.4 Hz, 1H), 6.69 (dd,
/=1.8, 2.1Hz, 1H), 6.96 (d, ~2.4 Hz,
1H), 7.21-7.23 (m, 2H), 7.35 (d,
J=8.4 Hz, 2H), 7.8 (d, ./~=8.4 Hz, 2H).

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

H-indol-5-amine ({t &% 3 1)D &k
L& 3 0 (57 mg0.198 mmol) &
INZHRNLT AT E R (57 mg, 1.90
mmol) Z&EEE (5 mL) (ZFEMREL, K
Fe7/HR0FF Y 7L (83 mg,
1.31 mmol) ZHHLAEAEDSL Y
LNz, FRT 2 BB LA, IN
KEEIEFT FY D AEMATZ r ik
NATHIM L, EAMEEST Y 2 AT
WeiRiE, PIRAREEREL., L6 3
1 %7, IV& 43 mg (ILF 68.7%)



