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8.59,2.74 Hz, 1H), 6.67 (m, 1H), 4.66 (s, 1H) -
b)S-ZRETFRE-XH %% 03
A£O0C T o & ®#H 2 X3 kb -5-8(2)(257 mg > 1.92
mmol) 2 DMF(3 mL)# #& ¥ #% s NaH(81 mg > 1.92 mmol -
SThE T HAR) BRERAMABE TR L HHL)GE
BERBAA AT A AB(Q214 uL > 2.30 mmol)E0C &
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EEBTERHERLSHIIE - HwAK(10 mLYE XL EK T
B (2x50 mL)E B R B2 AH - Ak - BRAKFHRER
M 0 8Na,SO& % > AAAZYRGE - HaEAIKRTZ
0% E® Bz ARERRWGLLREMREZE EHK
z b4 % (3)(273 mg) °

'H NMR (400 MHz > £ 4% -d) &: 7.59 (d, J=1.95 Hz, 1H),
7.39 (d, J=8.16 Hz,1H), 7.27 (d, J=2.73 Hz, 1H), 6.99 (dd,
J=8.98, 2.34 Hz, 1H), 6.70 (m, 1H), 5.24 (s, 2H), 3.77(q,
J=7.03 Hz, 2H), 1.25 (t, J=7.03 Hz, 3H) °
)S-ZERETFAL-FHR%-2-MEKM4)

£-78C T @& 2s5-2 84 7F &&A-FXH %% (3)(265
mg » 1.38 mmol)z THF(5 mL)#& & ¥ & & & hw E T K& 42
(2.5 M & » 0.56 mL > 1.44 mmol) - £ # R &R &
Ml 2% 0 B HmWEE =8 %B (0635 mL> 2.76
mmol)A £-78C F X # & R #2044 - A @i fLibég B R
(10 mL)Y Lt RERAHAREBAABREETR - & Ao K(10
mL)B £ 28 02x50 mL)Y ZFRAFRLEH - RBKEKE
Sz EERY o EMgSO% % > BARRBRTRE - # & 8
LB LERLEBEAAALREAMREBIGEBRAR KX
&AL A& % (4)(170 mg) -
'H NMR (DMSO-d¢, 400MHz) §: 8.54 (s, 2H), 7.48 (d,
J=8.6 Hz, 1H), 7.39 (s, 1H), 7.30 (d, J=2.7 Hz, 1H), 7.02
(dd, J=8.8, 2.5 Hz, 1H), 5.23 (s, 2H), 3.68 (q, J=7.0 Hz,
2H), 1.14 (t, J=7.0 Hz, 3H) -
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REMNEHDTHL: 4 8[6-(5-THRETF ERX-%#%%-2-
E)-2-m E-weg-3-X]-FRA-BRATFTHE=T&(®O

ﬁNHz NaHMDS, (Boc),0 /(I \[r ﬁ/ NaH, CH,| Y
SNSNo,  THF EE 308 /(\,[ T

No2

Br
5

\/Ovom OH
B
O ©OH
4 o)
Et;N, PdCI,(PPh,), ~_0-_0 W )—o!
\ N
EtOH, 100 °C, 304 4k o N {7\
NO,

O
6-3% -2-5 K -k oz -3- % Bk (5)
_~_NH,
|
B SN”NO,

BRI Z2-5 K- -3- K B (5.06 g0 36.40 mmol) &
Z B 49 (2.99 g 36.46 mmol)x Z # (40 mL)% ;% & ¥ & &
Z A% (2.5 mL > 48.79 mmol)z Z 8 (8 mL)ix & *» A #§ #
RERGHMRE  ERRTHBBRLE - BRiehAHE

© 0C - RtahmEBAMERFTPRAGPHAEZ YT AN T
B LB (4%50 mL)E R - U B K #H @542 8 # %R
Moo BB AKNaSO %% » BAREB TR - T & T8 A
BRABMAFTIEZIRER é‘ﬁﬂkzwl\%(S)(S 1 g)e
'H NMR (DMSO-ds, 400MHz) 8: 7.66 (d, J=8.6 Hz, 1H),
7.58 (s, 2H), 7.49 (d, J=8.6 Hz, 1H) -
ESMS: m/z 216.33 [M-1] -
d)(6-7%-2-5 K - -3-%)-B AL F& % =T 8 (6)
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H

N 0]
Y
B SN” NG,

EO0OC T h & B H26-2-2-5% -+ -3-%& B (5(854

mg » 3.92 mmol)z THF(50 mL):% & ¥ & A NaHMDS(5.09
mL > 5.09 mmol>1 M®WTHF¥ ) £ #1554 2% B
w3008 A w58 — % = T8 (853 mg> 3.91 mmol)x
THF(S mL)ZE &k - AZ B THHRERASHISIHFLEF

S ju 4l Fo NaHCO; K B &R - ML B T B (3x50 mL)E R R &
LAY o Ak~ BRKEKESASGZERY - £ NaSOs3

B AAEABRRBRTASE HeEALKTIINLRLEZ
sEmAE B GILR AN BN IRGLEBERRKRIILESY
(6)(293 mg) -

'H NMR (400 MHz * £ 45 -d) 8: 9.41 (br. s., 1H), 9.00 (d,
J=8.6 Hz, 1H), 7.73 (d, J=9.0 Hz, 1H), 1.55 ppm (s, 9H)
ESMS: m/z 318.36 [M+1]" -

e)(6-i%-2-B A -nw-3-%)FE-BEATRE=T&E(()

AOC TR E&ERBIBZ(6-R-2-FH-wg-3-£)BETFTR
% = T &5 (6)(290 mg - 0.91 mmol)Z DMF(10 mL)#% & ¥+ &
#eNaH(57 mg > 1.36 mmol » 57% 4 # &) > £ RF 15548
2% > FhoK FHE(9 pL 1.27 mmo DB HEH R ERE
Bl B o B E MR RALEERAS mL)P L R BR &Y
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H AT BT B (2%40 mL)¥ BR o sk ~ B K vk 4k & A 4 2
FHMERY » 8@MgSO, 3% » A A>T T % - £ H 4R
ERTFTZ200%TLHRLEBEZLEBEERN LR B Y XA T
ERFOBEBAKZILSHW(T)(268 mg) -
'"H NMR (400 MHz : £ 4 -d) &: 7.78 (d, J=8.2 Hz, 1H),
7.66 (d, J=8.2 Hz, 1H), 3.29 (s, 3H), 1.39 (br. s., 9H) -
ESMS: m/z 276.36 [M-56]" -
)[6-(5-T R EFARAE-FHkwh-2-%)2-5 % -abox-3-%]-
O PA-BAT®RSE =T8S

0
~_0_0©0 = >0
N
CRA T
NO,

WEMRAZS-CAE T RA-XHF ok o B8 (4)(140 mg >
0.593 mmol)Z Z 8 (10 mL)YE & ¥ & Au (6-3% -2-5 £ -wt % -
3-K)-FA-BMATFTHY = T8 (7)(151 mg: 0.455 mmol)
Pd(PPh3),Cl,(42 mg > 0.059 mmol) & Et;N(127 pL > 0.909

© mmol) - Z MK REE FAEI00C THHERERLSHIOHN
8 c EREBTHBBREEY - AK(IS mL)BBR B S B U
LB TBEG*S0 mL)EREZAY - Ak~ B Kk #KELSH
ZAMBMERY > BNa SO0 BARRBR TESE - B4
RLRFI20%LBLEGLZBERER LR EY - %
BRAEABRINEZRAREEBKZRBEILAS HE(170 mg) -
'"H NMR (400 MHz * £.45-d) & : 8.10 (d, J=8.20 Hz, 1H),

7.84 (d, J=8.20 Hz, 1H), 7.50 (s, 1H), 7.45 (d, J=8.98 Hgz,
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1H), 7.32 (d, J=1.95 Hz, 1H), 7.02-7.16 (m, 1H), 5.27 (s,
2H), 3.78 (q, J=6.63 Hz, 2H), 3.32 (s, 3H), 1.36 (br. s,
9H), 1.26 (t, J=7.22 Hz, 3H) -

ESMS: m/z 444.51 [M+1]" -

DSC: B A 109.5C A% # &2110.8C & # 2 & % F# - AH

89.6 Jg!
TGA: £ £ B 8160CzHME#HEE*FH
&1

[6-(5-Z @ A FAA-K b xdh-2-%)2-HK-wg-3-5K]-F
A mAVTEE-TEZIARAEXAE D XRG4 %

204 A
CuKa - Y 3

6.97 w
9.24 w
11.27 W
12.00 w
13.51 vs
15.53 s
16.82 S
17.91 W
23.72 s

Vs=4& 3%

s= &

w= 3§

PR B2 (5-R-6-FH E-wexg-2-K)FEA-BEEAT&RE
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= T & (12)
NaHMDS,
| SN NBS Br i Boc,0 Br
—_—_— —— |
P ,,;1' QO/N < j\/j
ON"NZ NH,MeCN.£ o,N" N NH, THF O,N" N “NHBoc
9 10 1

Br
12
g)S-% -6-44 & -=wb =z -2- % Bk (10)
AOCBALARRABT Q@B H26-75 £ -abox-2-
A B (1.0 g> 7.18 mmol)Z CH3;CN(100 mL);%x #& % & fu N-i&
R T =8 B (636 mg > 3.59 mmol) - £ 1/ 24 » Ko B
— A N-I2 R T — 88 B (636 mg - 3.59 mmol) - 4 R &L A 4
FREFTRALBERFERR - B EHE & 5H w4 FvNa,S,0,
KEBRRPIEARERS B RT 8T E(B%30 mL)E R -
LA ~BRAKEESH I ARERY > £ MgS0,(& K&
B BARZFYRE HOBERATLKE P ZI10%T & ¢ 8w
© Biotage# it 42 & 45 ) 1.2 g 5-8 -6-75 £ -at o2 -2- 4 B
(10) -
'"H NMR (400 MHz, DMSO-d;) § ppm: 7.84 (d, J=8.98 Hz,
1H), 7.03 (s, 2H), 6.66 (d, J=8.98 Hz, 1H) -
h)(5-%-6-3 % -wbog-2-%)-BAEFEE = T8 (11)
£ 0C TF & 5-78 -6-75 & -k =g -2- & B (900 mg * 4.12
mmol)# & K THF(40 mL)¥ Z & & * & s NaHMDS(1 M#»

THF¥ » 5.8 mL) £ #1504 2% » £0C T B £30%
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46 % 18 & swBoc,0(901 mg * 4.12 mmol)x THF(5S mL) %
R EAIFRESMAEEE A IV SRR R
NaHCO;k & & ¥ L B R T8 L 8 (3%x30 mL)E R - A KA
Bk kA& A B Z KR 0 £Na,SO8 8% > B A KRR TIR
4 c B EERALE T 25-10%C 8 T & # Biotage#h 1b & 4R
M 4% 8] 786 mg(5-i% -6-74 K -t A)mAFTRHE=TE
(11) -
'H NMR (400 MHz * £ 4 -d) 8 ppm: 8.14 (d, J=8.98 Hz,
1H), 8.03 (d, J=8.59 Hz, 1H), 7.52 (s, 1H), 1.53 (s, 9H) °
i)(5-k-6-F & -wex-2-B)-FEA-BHEATHRE=T8&2)
LOC Fr(5-%-6-5 & -wbog-2-K)-BAFEHRE=TIE
(11)(800 mg > 2.52 mmol)» & K DMF(15 mL) ¥ X & & ¥ &
#oNaH(60%%5% 4 4 » # & > 191 mg > 4.53 mmol) - £0C TF
BWHAELLOHIOTELEF S mat R F % (0.23 mL -
3.68 mmol) > £10C FTHHE R E RS B30 & K& > & o
4 Fo NH,ClK 58 #%& (15 mL) » 34 2 & Z 8 (3x30 mL)¥ B R
R A o Mk B X R BESAHZTERY &K
MgSO. (& k)4 > EARRBR TR AL AIKRTX
10%Z B 7 &5 &) Biotage&h it 48 & % 1% 3] (5-/% -6-7§ X -1 € -
B)-FA-mAFHE=T812(789 mg) -
'H NMR (400 MHz » £ 4 -d) 8 ppm: 8.12 (d, J=8.60 Hz,
1H), 7.95 (d, J=8.99 Hz, 1H), 3.40 (s, 3H), 1.55 (s, 9H) -
K(5-R-6-FHA-nwg-2-%)FRA-BEATRE=TEAY)Z
¥ RE2F
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10 11

DBU Mel

DMFO°Cl)5H$oN %

g)5-iRk -6-55 X -mt =z -2- & 8% (10)
ZO0CT @A AAEB FTLEFEHE 26-55 % -bog-2-4 8%
(9)(5.1 g> 18.4 mmol)xZ MeCN(125 mL)#% & P 7 Auv N-i& 4%
© T 8B B.43 g 193 mmol) e 1524 » Fw B — 4
N-8 X T —8 % 8 (3.57 g 20.1 mmol) - 4 R & & & ¥ #
BREFTRLBERAFRR - B d HwK(125 mL)E £ B
B BEMAHEZOCLAGBAERIBEARAEY » U
MeCN:AR(I: )RR A Mtk » B AT FA40C F & 1845
$|3.8 g 5-58-6-55 & -t -2-K 8k (2) -

'"H NMR (400 MHz, DMSO-ds) & ppm: 7.84 (d, J=8.98 Hz

b

1H), 7.03 (s, 2H), 6.66 (d, J=8.98 Hz, 1H) -
© HG-#-6-AHA-mr-2-£)RETRE =T &AL
£ 0C F 1 5-3% -6-54 & -9t o2 -2- % B% (10)(3.8 g » 18.4
mmol)# & kK THF(40 mL)¥ Z /& & ¥ 7 s NaHMDS(1 M#»
THF % > 45 mL > 45 mmol) - £ # 150 & 2% » £0C F
B &1/ %185 mwBoc,0(28.3& E %N THF ¢ » 14.2 g -
18.4 mmol)Z % #& - A NaHSO,K &% (1 M> 110 mL » 110
mmol) P LA F RS MWAHFEBETZ - EE KA A A REK
TRESHEDXTAMAB - #4415 %M»THF(40 mL) ¥
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BAERMERAO mL)A #F A RELEIBRERBL - &
AFEHEBRZAEAMNBERABTERE > AA42 g2 R
AR & R AR L (5-7R-6-51 & -t RK)BAFTHRE=T
(1) R A — S hLBELANT —F BT -
'H NMR (400 MHz > £ 4 -d) & ppm: 8.14 (d, J=8.98 Hz,
1H), 8.03 (d, J=8.59 Hz, 1H), 7.52 (s, 1H), 1.53 (s, 9H) °
i)(5-k-6-A X -mbog-2-K)-FEA-BHEATHFE =T & (12)
£OCTFr(5-B-6-B A -wg-2-A)BAFRE=TIH
(11)(4.2 g 13.2 mmol)?» & ADMF(21 mL)¥ 2 & & ¥ &
#2 DBU(5.02 g 33.0 mmol) - £0C F4E& & H et K F I
(3.75 g 26.4 mmol) > £0C THH¥3 2% > YLERE
RAMBEKMNaHSO, K BER(I MBL EHE LK - # &
BESHERAEAYWHE I EMeCNRE A Z R AW BHEEREG
&> 138 (5-8-6-7 K-og-2-K)-FRA-BAFHRE=TH
12(1.55 g) -
'"H NMR (400 MHz > £ % -d) & ppm: 8.12 (d, J=8.60 Hz,
1H), 7.95 (d, J=8.99 Hz, 1H), 3.40 (s, 3H), 1.55 (s, 9H) °
REANEDEXH2: 2AIS5-G-TRETF RE-EXH%%-2-
2)-6- K -wx-2- K- FEHE-BAT&RF=T8&(13)

\/ovom PH
B
O OH
| ) S
o)
2 NTOY Et,N, PdCL(PPh,), ~_0._0 W Yo
N © > \ 7N
Br EtOH, 100 °C, 304 $# Y N
NO, ON
12 13
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DI5S-5-ZAEFRE-ZH%kd-2-R)-6-m & -soz-2-%]-
PR-BEETHE=THE03)

33N

(o] (0] e}
NV A

BERATHAIS BT iR Z2E 0 8 (5-%-6-5
A-beg-2-%)-F A-BmATF®E =T (12)(100 mg > 0.30
mmol) R 5-Z A £ F & & 3 °k % -2-80 5% (4)(92.5 mg >
0.39 mmol)# /T 8 # - W EAXHIdP i ITERE > B %
RHOBEALKTZI0-25%L B LEZABS B I i
EY > ABEBRMLI2Z0 mgR X X EERKZAMEILAY
(13) -

'H NMR (400 MHz > % &) & ppm: 8.48 (d, J=8.59 Hz, 1H),
8.36 (d, J=8.98 Hz, 1H), 7.48 (d, J=8.98 Hz, 1H), 7.37 (d,
J=2.73 Hz, 1H), 7.23 (s, 1H), 7.09 (dd, J=8.98, 2.34 Hz,
© 1H), 5.28 (s, 2H), 3.74 (q, J=7.02 Hz, 2H), 3.43 (s, 3H),
1.58 (s, 9H), 1.19 (t, J=7.02 Hz, 3H) -
ESMS: m/z 444.44 [M+1]"; 388.45 [(M-56) + 1]*
DSC: BEAF8l.0C A A REIATCE 2R T H - AH
76.4 Jg!
TGA: A BH160CzHMEmBEEEH -
H[S-(5-TRETFRAE-FH%H-2-%)-6-8 & -wwox-2-%]-
FE-BEAFRE=ZTHE(INZIEARAER
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PDIS-G-Z AR EFARE-EH%H-2-8)6-HE-wR-2-%]-
FA-BEAFTHEE =T8(U13)

HERAZS-TARET RE-XH %% 8k (4)(0.69 g~
2.63 mmol)Z Z B8 (17.5 mL)&E & ¥ & Au (5-i% -6-5§ & -k o€ -
2-%)-F A - A FEE = TE120.50 g 1.51 mmol) -
Pd(PPh;),C1,(0.14 g > 0.20 mmol) & Et;N(0.48 mL - 3.46
mmol) e £90°C THH#RBERELAH3054& - FRBEREM
AHEOCHLAHBE - AREBTHERESLEYD - UKHE
BB AN LB LEERLAY  UBRKAKAFARERY
BABRBRTRERE Bai2BRPRENHaithaith - ZBE
B IF RIS WIZ58%E F) -

'H NMR (400 MHz > % &1) & ppm: 8.48 (d, J=8.59 Hz, 1H),
8.36 (d, J=8.98 Hz, 1H), 7.48 (d, J=8.98 Hz, 1H), 7.37 (d,
J=2.73 Hz, 1H), 7.23 (s, 1H), 7.09 (dd, J=8.98, 2.34 Hz,
1H), 5.28 (s, 2H), 3.74 (q, J=7.02 Hz, 2H), 3.43 (s, 3H),
1.58 (s, 9H), 1.19 (t, J=7.02 Hz, 3H) -

ESMS: m/z 444.44 [M+1]"; 388.45 [(M-56) +1]" -

%2

[5-(5-C 8 5 FAA-RHkod-2-K)-6-s K-wowg-2-%]-F
A BmATFTHE=-ZTHZIRARXHLAD KRG H & -

20f A
CuKa HBE
6.18 Vs
9.14 VW

142553.doc -48 -



201014848

11.67 w
12.32 w
14.65 w
14.98 VW
16.44 w
17.52 w
20.66 w
Vs=1& &
s=3&
) w=33
vw=41% 5§

BHHAZRR 1
BIS-(5-ZRETFARE-E#Hkh-2-R)-6-H % -moz-2-%1-
FTEA-BELATHE=THLXAFIC-Q-""F-R-6-(FrA)
Wk -3-E)EHA KR B-S-BMI A -
# QMA SepPak Lighti& % (Waters)( & A # 8 47 K & &
(0.5 M- 10 mL)R K (18 MQ > 15 mL)E K 2 )L B @ % v
© snapERK L IR F-RiLY - A35H2E 0 02 mL
#r 2 kryptofix(4,7,13,16,21,24- x & # -1,10- € & # 2
[8.8.8] = + A 4 )(99 mg > 0.26 mmol) & % & 47 (16 mg -
0.12 mmol)# & (0.85 mL)& & 5K Z B (20 mL) ¥ % X i& ¥ &
QMA SepPak light- £ 160C F £ £ % (110 mL/min)F Av #
BHREELRAL > A EETBASW5-5-(TART
AE)KF kB -2-K)-6-B Abog 2- R (FRA)RAFTHE =
T & (3 mg> 6.8 umol)Z DMSO(ImL)i& & - 4 85°C T Au #
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BAMISH L BEAHFEZIOCL S mBHROG M> 0.25
mL) £3045 4 2% > XAKO05S mL)YHERRER S HE &
£ %k % % WHPLC#H # (ACE C-18% 4 » 5*250 mm ° 5
um) t > #2246 mL/min MeOH/HCO,NH,4(0.1 M)(50:50(v/v))
A o  WEANMMMBEREZ A AR EZHE - OBR
B BABRNHEBEESE K(PH 7.8 LE (0% A =
B b 2 5:3(v/V)RAMF 0 L& d i BEFO0.22 um>
Millipore)i® j& - F 3t X A S IL 2 A % 3% - BH LR
B (HPLC) : >99% - & # Z MS/MS # t4 t #E 38 2 A & 3
2-(2-F.-6-F R A - -3-A)-RXHA%p-5-BXEE K -

£ W02007/086800% Rk Z B F & o AT » AR X
2-(2-F.-6-F B A& - g -3-K)- X HF%kH-5-8F B 13 nMZ
ICso °
BN-[6-[5-(ZRAEFRE)EH % H-2-F]-2-H £ -3-n=
AI-N-FA-BAT&Z=THYH[FI2-(6-A-5-F & L-
2- g R)EH % H-5S-HZIEF

#£ QMA SepPak Lighti& % (Waters)( & A & B 47 K & &
(0.5 M> 10 mL)& & (18 MQ > 15 mL)JA R £ )L § B # jv
R EELERGEH)HEPF- At - 3542k 0 A2 mlf
z kryptofix(4,7,13,16,21,24-x £ % -1,10- & £ % 3% [8.8.8]
=+ % )99 mg * 0.26 mmol) & & & 47 (16 mg > 0.12
mmol)# 7 (0.85 mL) & #& 7k T B (20 mL) ¥ Z & & ¥ % QMA
SepPak light = &£ 160°C F 4 & # (110 mL/min)F Av 2 % &
RAZHBEAL  AHEFTBRALSW6-G(ZAEXTFTAE)
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AAkh-2-K)-2-B A w-3-R(FPR)MAE PE&EYE = Tas
(2.7 mg > 0.26 mmol )W Z B (ImL)¥ 2 %% - £ 85C T v
BRRoMISH s  BEAHETOCAE A mBEHEQ M- 1
mL) - 3004824 > UAK(0S mL)FBRBREZLAY A& H
» ¥ ® # A HPLC # # (Waters pBondapak C-18 & #& >
7.8*300 mm > 10 um)E > # 226 mL/min MeOH/HCO,NH,
(0.1 M)(30:70(v/v))ix 8k - M & 245 48 8 2 % 8 4y
AEZEHBR o OBHK PR B SRR BB B % B K (pH

O 7.4)F > B&dh K HBIE E0.22 um - Millipore)i® & - &
HALFEER D 11% - K412 4 E (HPLC): >99% - & 4 2
MS/MSH ¥ 15 B sk 2 AR R2-(6-8-5-F B & -2-9t 2 &)

FHkoh-5-8 2 kH— %% o
#£ WO 2007/086800F pi il 2 3 ¥ & A & P » 248 2% 2

2-(6-f.-5-F B A -2-9bx & )% # %k b -5-8 88 7 44 nM =z
ICso
[B X Emm]
® B 148 A [6-(5-Z R & F R A-K H kg -2-4)-2-5 & -

v"‘-3-£ﬁ]-‘P%-B&%‘?ﬁﬁ%iTéEzX%ﬁ%*%%#:i°
TEBMATREGI#)E KT A&7 (Cu Kadg 4 2
°28) -

W 2% s A HBE IR AR Z K PEP@HBE > [6-(5-2 & £
FARAE-XHRkod-2-K)2-H - nww-3-%]-F 4 -m A 78
FEZTEIXHALADRAASBS - TEABE TR EGHE)
BAKF#&Kx - E(CuKafz 4 2°20)-
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M3 [5-(5-C A A FAA-FH%xH-2-K)6-5 %-
R2-A]-FA-BRATFREZTEIXSEHS RGEH B &K -
FEMATFTHREGIE)E KA F @&k 74 BE(Cu Katzg H 2
°20) o

WA A S Bl AR ZIKEF#HAZE @ [5-(5-TRE
FRA-FRHxwh-2-A)6-BA-wr-2-R]-FEA-BHATR
FoTEHEZXHAEH RSEHE N - TEBHERTRECG#R)
B APk~ E(CuKodz st z°20)-

BS54 [6-(5-C AR A F A A-RHhwh-2-%)2-8 %-
2 3-A]-FA-BEAFHFE=ZTHEMA): [S-G-TAXT A
2 -XHF s -2-A)6-mAk-nw-2-K]-FRA-BATHRE =
TEEMB): #E#EMC) ARLMHNDIXH &H K& i B
# o EFHMATHREGIE)BEK F# AT E(Cu Katg 4
2.°20) -
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The present invention relates to novel derivatives that are suitable as precursors to
compounds that are useful for imaging amyloid deposits in living patients, their
compositions, methods of use and processes to make such compounds. The compounds
deriving from these precursors are useful in methods of imaging amyloid deposits in brain
in vivo to allow antemortem diagnosis of Alzheimer's disease by positron emission
tomography (PET) as well as measuring clinical efficacy of Alzheimer’s disease
therapeutic agents. Furthermore, the present invention also discloses the precursor

compounds in crystalline form.
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