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Hale BHE3 e a2 922 Jea D, E, R 2@ R2:= 31844 [o] Aol w vpe} 2o}

sts}h2) VIS st 5}7] 848k VIS shatE

7] Aol A,
R?¥& NH, %+ CO,HE vehfa
D= 318H] Tol] g o) g nfol 7har,

R392- CO,H ®+ NH, & vehfa

R!, R? 2 Hale 34314 ViIe] Al € nhel 2t}

R%00] C,-C; 4713 thehili= 8814 Vel shgee, A8 ol R o 2%
7] AN (134 DAL E A5 =

shr o m A Al e o T

71 Al A,

=

n< 0, 1, 2 =% 30]aL, ¥

sheb4] VI

s}k VIII

D/ R25

8}a}2] 1X
RA Hal

R30

R‘I

o
HHg A 71 AY B 8] 3}k X9

s}314 X

RO OR
RO, ACH), Y
OR'

1l
O
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RYRE 5HH 02 C-Cy 4275 VeI

oz RP0] C,-C, &7 5 VehlE 8814 Vel 8582 81814 VI 313HES FebiE S EAskl A, &%=,
dE 5ol 2-TRH-1-S(¢E &7 L), FE-3-d&, AE-4-¢l& T I2-5-dH WEA NS, o= F43} v
& 2 dl2-vld 38 9 vt (Dess-Martin periodinane) A& AF&-38F= 4tsh vhg (EAlEo] ¢ <3820 A5 vpA =
2 GHAE e Fg)d o) Alxe 5 Ut

o2 ¥y o R¥0] C,-C; 4715 vehul g8H Ve shgE-e 31814 VIIY] 31888 Zehg olMH ol Ee &
kg Flf EAt A LA oo E o ~H 2, & Eo WY ofaAH o] E = oY ol o] Eo} vkF AT S
ZHE 7]E S| =54 7|® A 7| AL, AESHA], o & Eo] Hl2-vke B g ot Al & AbEste] sl =R AFskAFl o
24 Az 5

° 2

)

R°7} -Y-R® 7] (Y7} O, S 4= NHol 3L RO¢] 7] Aol -R7Z 715 vehdth = 218 C,-Cy 24715 vehi & 38
2 19) 3% RO7L Sl =S4 72 A S C,-Co B2 5 thehili= 8814 19 8 388 S Edd Dol 2
& A7) EASA s FRel st ¢ 6 =5 B shale e ARIE, 8184 HO-R7Z,

R7Z9] 313t E3} Wh-g A 7 o 2] A 23 5= 9T},

N
jan
2
=

S
N

H

r
jan!
T

E7F NHC(O) 715 Webl= 3ksh4 19] 3Feha2 8h7] 3hsh4 XI9] 3tetes 1,1'-7F 2R don &3} 22 ASH 19
Aol ofrirtd md ol = ojrpptd o doprl 3 wh-g A o 2 Al 2T 5=

3}5t4 XI
R R
HO,C
R1
371 A elA,
RY, R? & R3L 8}8H4] ol ol vhel 231, X 0, S & NRY & vehaich,

E7}F C(ONH 715 Ve = 818h4] [9] 31352 317] 818k X9 33HES Ego oy} 12 7] EA) 3ol A ol
tteolAE S 2= e oluvte T2yl FR gl =9l ukS A7) o 2 A 2T 4= 9ot

71 Al A,

H4 X 94 ﬂ%‘ = Yo & EdEFemvgazyolEe 22 2 o EAstA, &7 A4
]:1

3844 XIo] FEEL 3
ol 3h514] Ive) shgte
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s}ek2] XIII
R? Ri-1?
HO,C
R1

#5h4 XIie] S3HEe o) Fh XIvel BEEe delw & =
7) Aol S8 VSl ShaHE ot W AT o2 A%E S ek,

3}k XIV
R? RL-13
HN
R1

O

Lie el 94 B EdERe 2vltERdlo]|E 7)ok & o]@7] & veh i RY, RP 8L RYE 8h3h4] 194 o€ vt

54 5514 19] BB Fobe] o4 19 HGBE ABAD 5 Utk AF Fof, -Y-RO] ~OHE e 584 1
SHEHE2 obd SISk whg AL 02 Y7b 0ol 8 RO €, -Cg A AIhE R T S 2 A8 5 itk F7he,
X7h NRIS& vl L R1Po] 2 o]e)e] 4, ol & Sof A2z el 711 sheh4] 19] s8-8 X7} NHE e a4
9] SFRHE S UEE SelobABA n2s el mof e falA STl AZZ ARz} Ao ZA A2 5 3
.

(¢

s}k 111, 1V, VI, VIIL IX, X, XIIT 2 XIVe] 3}5Hs #uk ofy e} 319he HO-R7Z, HS-R'Z €@ HN-R'Z& +9 71538
u, E8o] & A JdAY T FAE 71ES AFEste] A Az 5

o o] Az el A, E Aok s T3k SR A Bl =g, stE A dyEE, stERY B O}Hlkjlg} 7o
EA BV REV2 nedg Havt s AL IdAe OLX]@_ Zlolt}, upebA, 8eh4] [9] 35 E 9 AlxE 54 o
Aol A &t o] ] HE 719 AAS Fuket = Qo)

H5719 HE 9 W 5= 4 ['Protective Groups in Organic Chemistry', edited by J.W.F. McOmie, Plenum Press
(1973) % 'Protective Groups in Orgamc Synthesis', 2nd edition, T. W. Greene % P. G. M. Wuts, Wiley-
Interscience (1991) ]9l 71 A& o]

7] B 19] BEES 1] Ak 8 HE @ i SuiahE, vEA e g, nEREL
1=, FrhelolE, welolo] =, BEE o) E, AR | E, S| E, T ol E Ei p-E T4l
AR, EE GERY B 2FGI 2 A0 FEGon A8 5 9

O

et 19] 54 e Aol Aol S S e 2 e e 1o 3
3 o] dAl D AV AE ERE 10 EFES 2 ol3)x ¥
Wol el G

n:°1'
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H
N OH
NN N
H
i 2HCH
o C

a) 5-HEF-2-F22-N-(EgAZ2 [3.3.1.1°7]d 2~ 1-grg)-Hl=oln =

0 CollM fE22HE (26 ml) T 5-B2E-2-F 22l %24 (5.00 g)o] dgdo) 42 S22 = (3.7 ml) ¥ DMF (5
We)s A7kl A E EFES A4 di7|stel A 1 AR 59k Aol A wRkAIS Zhetstol A sHAA LA E
53tk 1A E gF 229 (20 mDoll 341712 ﬂ%iiuﬂ%(zo ml) & 1-ofthgrets|golnl (3.36 g) 2 N,N-t]
ol Ax o golyl (5,55 ml)e] &ME Attt AAAE &S A 7]kl A 20 A ZF BoF A 2o A A Z T}
ARE TP =S HEERMEORE AT &, 10 % 778 B4 Z2F, 10 % 748 S 4 25 24 2349 a2 A
Hadeh f714S S YEF o R AxA 7)o et A w5kl uA9 HA] 35S (7.84 2)S 53890t

MS (APCI+ ve) 382/384/386 (M+ H)™*

'H NMR (DMSO-d,) 8 8.42 (1H, t); 7.63 (1H, dd); 7.57 (1H, m); 7.45
(1H, d), 2.93 (2H, d); 1.94 (3H, s, br); 1.69-1.58 (6H, m); 1.51 (6H, s).

b) 2-FRE-5-X2U-N-(EZAE& [3.3.1.137 0 F2-1-L v g)-sl =o}m =

HEZGS =2 Fd (150 ml) 5 5-B2X-2-F22-N-(EgAZ& [3.3.1.1%7]d3-1-dvg)-wl =o}lm| = (3.25 g,
A 1a)e] €8S A4 t7)stol A -78 T2 WzHstdtt. teld o8 2 (6.1 ml) 5 1.4 M uﬂgahﬂ NS F
RF 7] &l H7bakdinh EF/ES 10 & < -78 TollA kA5, e (10.0 mD) & 1.7 M tert-F2 2 F2] &4
S A7kt £ ES 103—50} F7FR =78 CTollA] WA 15 tiWE 2 Fobr = (1.0 mDE 7S H’iv‘r. A3E &
Ng 30 5k -78 coﬂ*ﬂ A7), E3hE 43 dE2E 89 (100 mD) o2 #13 (quenching) Al 7] 3L o & o} A g

|EE &80 22 < Q ol B YEF O AFRA7) 2, o] e, o HS 7helalol A wE2A|A A HA)

@r%‘% (2.76 g)& —’F%%}?ﬁﬂr.

o

MS (APCI +ve) 332/334 (M+H)"
'H NMR (DMSO-d,) 8 10.04 (1H, s); 8.49 (1H., 1); 7.96-7.91 (2H, m); 7.74 (1H, d); 2.96
(2H, d), 1.95 (3H, s); 1.64 (6H, m); 1.53 (6H, d).

0) 2-F 22 -5-[[2-(2-3| =E2 Ao o}n| )-o Folu] e |-w & | -N-(Eg A 2= [3.3.1.1%7]d|F-1-g v e)-wl =

obv] = o] 34+

2-F22-5-F2U-N-(EZAFZ[3.3.1.137] 6 2-1-D v D)-wl=o}u] = (0.244 g, DA ¢ 1b), 2-(2-o}r] =0 &
obm]im)-o ¥k (0.154 g), p-EFA=E2F (0.005 g) & EF<l (30 mD 2] &3 %%% /\E‘rﬂ (Dean-Stark) %718}
H 3 AIZE Eet A SR A7) AL, WZbekarl 7htslel A wFeke] S-S ATk 24 olghE (30 mDell &3Al 73 A

2 718kl A 0 TR Y73 ME} IA F43) T4 UEF (0.030 ) 7] 2dd =54 ﬂﬂ a0 EHES 30 F
Bk Ao A Wwﬁq EFES Al A FFE 0 AFES At A (7:3:0.3 UEZ 2 e/ v er&/35 %
4 dRYolE §5) 79 ARvEIH IR ﬂzﬂo}ﬁ e 9718 ik §8 971E e (10 mDell &3A17] 3 ¢
S (4 ml) F 4 M fdrtez Helste] a4 AAES ATk A4 J S oetar tod e 22 A A 3te] aA| &
A 3hgHE (0.165 g)& 539 Tk
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MS (APCI +-ve) 420/422 (M+HY

'H NMR (DMSO-d,) & 8.36 (1H, t); 7.61-7.57 (3H, m); 5.31 (1H s, br); 4.22

(2H, s, br); 3.68 (2H, s, br); 3.05 (2H, s, br); 2.95 (2H, d); 1.95 (3H, s, br); 1.69-1.59 (6H,
m); 1.53 (6H, s, br).

A 2

2-ZRZ-5-[[2-(2-3| =2 A EAD o Do}n| = W |-N-(E&]A| F2[3.3.1.1°7] ga-1-du&)-dl=o}ln] =

H\/\O/\/OH

ZT

1.2-tZ222 8 (6ml) & 2-Z22-5-22U-N-(EgAZZ [3.3.1.137]d7-1-g v &)-d=o}v] = (0.150 g, 2

Alell 1b), 2-(2-0k o] 10] % A)-ol €2 (0.065 )] § ool VHEF ool BA w23 22 = (0.134 )& A7,
EHEE AN WA 2T, & Q0m) % DS2EA Q0 )E Wlchn S wAAA, B 2
GOmb2 AHHL, T4 B4 AIMG 2 AL, AR BN 22 1%14 AFEL 2R %0

p=

WA 10 % ol &g ui = §-F8k= NPHPLC= B Alste] WA ko] 4] 81eh= (0.016 g)= ?3}‘215}.

MS (APCI+ ve) 421/423 (M+ H)*

'"HNMR (DMS0-d,) 5 8.29 (1H, s, br); 7.42-7.34 (3H, m); 4.60 (1H, s, br); 3.71 (2H, s);
3.47 (4H, s); 3.40 (2H, d); 2.93 (2H, d); 2.63 (2H, d); 1.94 (3H, s); 1.64 (6H, q); 1.52 (6H,

5).
Al /\l cql 3

2-F 2 2-5-[(3-3| == -2 2-tld 2 doln| )W & |-N-(EZ A Z2[3.3.1.1°7 g F-1-du &) -sl =opr] =

H
N\/}V/OH

ZT

1,2-0 22208 (6ml) F 2-F22-5-X2U-N-(EgJAZ=2 [3.3.1.137] g2 -1-d | &)-wl =o}u] = (0.150 g, 2
Aol 1b), 3-o}r] =-2,2~ ﬂuﬂ%ii%% (0.093 g) H YEF EgjolAEALES| =2 = (0.134 g) ZF-F A A 29
7)1 o) wet A%, X o, FFES I 22 e 0 WX 10 % o &g o2 833} NPHPLCE A A

aho] WA Bako] g4 315HE (0.035 g)& 53t
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MS (APCI +ve) 419/421 (M+H)"
'H NMR (DMSO-d) & 8.29 (1H, t); 7.41-7.34 (3H, m); 4.60 (1H, s, br); 3.70 (2H, s); 3.16
(2H, s); 2.93 (2H, d); 2.29 (2H, 5); 1.94 (3H, s, br); 1.63 (6H, @); 1.52 (6H, d); 0.80 (6H, s).

A 4

2-F22-5-[(5-3|EEZ A Aol )W e | -N-(Eg] A2 2[3.3.1.137 g 2-1-d o &) -l =o}u| =

H
N -OH
H
N
0 Cl
2-2RR-5-Z2U-N-(EAZF=Z([3.3.1.1° 718 2-1-d e &)- ¥l =0} = (0.100 g, A Al el 1b), 5-obm| =-1- &
2 (0.031 mg) R ElEHgE (IV) o] X2 HA= (0.111 mD o] T§FES 24 71kl A 1 A &gk A2l A arkAl %]
b a5E A 98 £ EE CmDE ST 28 Aok B4 UHEF (0.013 )& H7beklaL, &8 A
204 20 A13F Fet WA ZI T = (5 mDS adkslu A H7bekglar A E A ES o Fetar o eE = Al F skl o
of & st A =ttt A @ AES tFR 2T (20 mDol &3 AI7] L o Fake] ool 7] R
= AR NS g G vtadlg o g A2A7) AL, o Aetal gt M FHEIY. ARed HEREY
% 0 WA 10 % ol &he e =2 &% 3h= NPHPLC= g Alste] WA o] 4] 313+& (0.031 g)= 53+t

MS (APCI +ve) 419/421 (M)*

'H NMR (DMSO-d,) & 8.28 (1H, 1); 7.41-7.34 (3H, m); 5.30 (1H, s); 4.31 (1H, t); 3.67
(2H, s); 3.37-3.32 (2H, m); 2.93 (2H, d); 2.46-2.42 (2H, m); 1.94 (3H, s); 1.63 (6H, g);
1.52 (6H, s); 1.43-1.36 (ZH, m); 1.32-1.28 (2H, m); 1.27-1.21 (2H, m). |

}\]/\|01| 5
2-ZFrE-5-[[2-[(2-3| == Q)| ot | m & |-N-(Eg A F2[3.3.1.137 g Z-1-L v &) -l Zo}m =
H
N\/\S/\/OH
H
N
(e} Cl

1,2-t1 2220 (15ml) 5 2-F22-5-X2U-N-(EZAZ& [3.3.1.1%37 10 F2-1-L v g)-ul =} = (0.800 g,
2 A 1b), 2-(2-ol] o HE| Q)0 &F-& (0.584 g) @ YEF E ol EAHZI=F = (0.715 g) ZHFEH A Ao 29
7148 o] whet Az, TA g T, AFES UFEEHE F 0 A 10 % A S R 8381 NPHPLCE A Al
alo] WA Bake] FA) 313HE (0.536 g)& 53t
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MS (APCI +ve) 437/439 (M)+

1H NMR (DMSO-d,) § 8.29 (1H, 1); 7.42-7.35 (3H, m); 4.78 (1H, s, br); 3.71 (2H, 5); 3.50
(2H, 1); 2.93 (2H, d); 2.68-2.58 (4H, m); 2.56-2.52 (2H, m); 1.94 (3H, 5, br); 1.63 (6H, q);
1.52 (6H, s).

A4 6

2-F 28 -5-[3-[(2-3 =2 Al D)o} = | 22 |-N-(Eg A Z=2[3.3.1.137 ] d|FZ-1-L w| &) -wl =oln| = o} A EAL

[e2]
=4

H
N
~""oH

ZT

ct

a) CE)-3-[4-F22-3-[[(EgAZ2[3.3.1.137dF-1-duW D)ol = ]7t2rn I | dd ] -2-Z 272k v € o 2|

QA

~(EgAZ2[3.3.1.137 g a-1-dvg)-M=oln = (5 g), WlE o}a Aol E (1.4 ml), E
F ovﬂ HOolE (0.070g) 2 Eg]-2 25 ¥27 (0.185 )& NN-UHE £ Eolu|= (20
ml)el é:ﬁ}em. =S Aoty AuE FHIA 24 A7F 5290 TollA 7kt B 4A1 7 Fof, uk-g- &3t
SRR F& A AfololA EujA AL A4S 38t AP E (celite) o H3te] A4S #elsict 4714
RN ! 23t a1, Bk oo 2 ARA7)a Atslell A ko] Tl d dHE22 Ankdt FRE
aL, o] pafo] 3w A 1w Aol HA 3 (4.1 g)S 5T

=
m&m
xgz

MS (APCI +ve) 388/390 (M+H)"
'{f NMR (CDCL,) 6 7.84 (1H, d); 7.64 (1H, d); 7.49 (1H, dd); 7.43 (1H, d); 6.45 (1H, d);
6.24 (1H, t, br); 3.81 (3H, 5); 3.19 (2H, d); 2.02 (3H, 5); 1.70 (6H, q); 1.59 (6H, d).

b) 4-222-3-[[(ENZZ[3.3.1.137 18 2-1-Aw Dolr] )7t nd |- A Z 2 92, W o 26 2

— o,

5% T 25 (0.40 @) ollE oA Elo] E/T S22 g (4:1) (160 mD) 5 (2E)-3-[4-222-3-[[(EZAZ=

[3.3.1.137 19 - 1-dwe)oln] ]2 R Y o d ]-2-Z 2 93k, v g o] e 2 (A Ao 6a, 2.2 g)°] &l H7}5+9)
AL EFES 24 AR St 3 baroll A FAEESATE o Heto] HjE A A S of N FHTFo] LA HAl FhehE
(2.3 )& TS5t

MS (APCI +ve) 390/392 (M+H)"
'H NMR (CDCl,) § 7.55 (1H, d); 7.31 (1H, d); 7.20 (1H, dd); 6.26 (1H, t, br); 3.68 (3H, s);
3.17 (2H, d); 2.95 (2H, t); 2.63 (2H, 1); 2.02 (3H, s); 1.70 (6H, q); 1.59 (6H, 4d).

) 4-F22-3-[[(EgAZ2[3.3.1.1%7 g a-1-dme)opr) 72 R T |- A T2 7

gul

2
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A

2 (30 ml) & 4218 YEF (0.475 )9 €98 WEre (30ml) & 4-F22-3-[[(ExAE2[3.3.1.1%7 ]9 32-1
HeE)ohn = ]7t 2R d |-dAAZ 234 WY o A2 (2 A4 6b, 2.3 g)o] & HA7}&}A T 5 A1 ZF Fo] whg &3}
o

e

(4
£ A4 $A8 Aikes AL FE ded HISAYD, WA 2AZ AAANT 18 AAHS £
50 CoA AF 02 AZAA 2A SFE (1.2 € #5590

=3

MS (APCI +ve) 376/378 (M+H)"
'H NMR (DMSO-dg) & 11.18 (1H, s); 8.28 (1H, 1); 7.37 (1H, d); 7.28 (1H, dd); 7.26 (14,
d); 2.92 (2H, d); 2.82 (2H, t); 2.54 (2H, t); 1.94 (3H, s); 1.63 (6H, q); 1.52 (6H, s).

d) 2-F22-5-(3-3| =ZA L2 3)-N-(EZ A ZZ[3.3.1.1° T8l F2-1-D &) -l =o}u| =

0 C°ﬂ A olafgZeazadolE (0.575ml) 2 Egodolwl (0.63m)E HEHS|E2Fe (30ml) F4-F 22—

EAER2[3.3.1.137d2-1-du D)ol ] 722 d |- AZ 293k (DA ¢ 6c, 1.64 g)9] &l 7183
1 A ol 20 eiotstel A S O CoA # 10mD) 45} $2 FEF 018 el Folol 23
H BB 37 1 AIRE Foll W BFES HE Gatel] 3 o d opAlElo| =8 ST §714E Fe G
0% 23], THA BH £ HEF 9102 23 D AFE 1 3 FEAL, P ol F02 A2 etols
kel S YA Aok A ArEads] (RS 96:4 2 £%)2 AASto], TA 3A 33

MS (APCI +ve) 362/364 (M+H)"

'HNMR (CDCL) § 7.55 (15, d); 7.31 (1H, d); 7.19 (1H, dd); 6.28 (1H, 5, br); 3.66 28, b;
3,17 (2H, d); 2.72 (2H, 1); 1.92 (3H, s); 1.8 (2H, quin); 1.68 (6H, ; 1.59 (6H, 5); 1.28
(1H, 1).

e) 2-FRE-5-[3-[(We<x

Hil

DA Z2H | -N-(EgAZZ[3.3.1.1°7]91 3 -1-dd&)-wl =o}u =

MetEzd F2d5 (11 m) 2 Egodolyl 2 mDE 0 Colld HERave 5 2-F22-5-(3-3| =5 A Z29)-

(Eaxlﬂi 3.3.1.137 8 a-1-g v e)-M=elu| = (A A ¢ 6d, 2.65 g)9] &Nl H7Fatieh. 1 A P?Oﬂ kg
FEg old ohElo]ER SHakla B2 18, £t Bl 4 JEF §90R 28 Y JFR 13 FHe% N
3 eh i a 0w A7 3 sl A s aetel 2218 ASEE ooel Al HE (B2 @)% FHes

r\l

z
2

MS (APCI +ve) 440/442 (M+H)"

'H NMR (CDCl,) & 7.55 (1H, d); 7.34 (1H, d); 7.20 (1H, dd); 6.32 (1H, t, br); 4.21 (2H. 1);
3.18 (24, d); 3.01 éSH, s); 2.77 (2H, t}; 2.09 (2H, quin); 2.01 (3H, s); 1.69 (6H, g}; 1.59
(6H, d).

f) 2-222-5-[3-[(2-3| =2 Ao &)o}n] =] Z2 D |-N-(Eg A Z=Z [3.3.1.137 g T-1-du&)-wl Zo}u] = o} A4
Bt

o Er-golal (0.07 mDE n-%8e (5ml) & 2-F22-5-[3-[(MEdE2x DA |22 |-N-(EZ A F2[3.3.1.1%7] 1)
A-1-dvE)-d=oln| = (A A o] 6e, 0.170 g)2] AErN ol H71etar Auflg 7)o 12 A|ZF < 100 Tl A 71L&}
Ak F99 22 YA I|EA §AE o e oA H O ER A5 a £3tE el A YEF SN0z 238 YU 4
22 1 3] FZ89 a1, u}JLﬂ* o2 AZAN7 2 2ol A HE8 k. 24 94 HPLC (0.1 % 4 9% oA
Hlo]E F 25 %] 95 % ot EUED FulZ §35)2 GAste] obAHlolE 9l ¥4 35+ (0.070 )& 533t}
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MS (APCI +ve) 405/407 (M+H)*
'H NMR (DMSO-d,) 5 8.28 (1H, 1); 7.36 (1H, d); 7.25 (1H, dd); 7.20 (1H, d); 3.4 (2H, 1);
2.92 (2H, d); 2.50-2.65 (6H, m); 1.94 (3H, s); 1.87 (3H, s); 1.74-1.61 (8H, m); 1.52 (6H, s).

AA 7
2-Z 22 -5-[3-[(3-3|=2A X2 F)o}u]| = | L2 I |-N-(EF A Z2[3.3.1.137 |-t F-1-d &) -l =o}n| = A1t
o
H
N~ -OH
H
N
© Cl
-T2 AL (I1ml) & HEHIEZFESR 30ml) F 2-F22-5-[3-[(HMEET DA |22 | -N-(EgXEZ
[3.3.1.137] 8|3 -1- v &)-wl Zo}u| = (A A o] e, 0.270 g)] &Mol| A7}t &ML shFo|A] 12 A7t FoF 7}A 3}

%% WE} 7 FEES =3
g olA el E huf (25 WA
= Eh&lzLMfé&g;ﬂa

1=
Ak F919] SRR YAANTIEAM ke EgEs w2 St Haredow 3 3
har, Ak mhavle o 2 A RA AL skl A S5kl oA EY ER-/0.1 % 4
95 %)= &EA 7= A 9% HPLCE gAlste] op A EATAR] Al $h3= S 75513
kel 9AbA 9l Al 892 (0.070 g)& 533U

MS (APCI +ve) 419/421 (M-+H)"

'H NMR (DMSO-dg) & 8.67 (2H, s); 8.31 (1H, t); 7.41(1H, d); 7.30-7.25 (2H, m); 4.74
(1H, 1); 3.47 (2H, q); 2.95-2.85 (6H, m); 2.67 (2H, 1); 2.00-1.84 (SH, m); 1.76 (2H, quin);
1.63 (6H, q); 1.52 (6H, s).

}\]/\|01| 8
2-ZF22-5-[3-(Hgoeln )= 2R ]-N-(Eg|A|ZF2[3.3.1.137 ]| T-1-L W &)-l Zo}n| = o} 4 E2SA
H
N\"
H
N
(]

Ci

HEolwl (2 M HEZS E2F T, 8 mDE 2-F22-5-[3- [(Uﬂ% TS A 22 |-N-(EAZ2[3.3.1.1%7] 4
I-1-dyE)-dl=zolu = (Ao ]6e 0.250 g)oll A7}l doE FHoA 18 A7 B¢t 70 CollA 7L 33t} =9
o] 22 YA Z|HA, &N 8 o e oM E|o]|ER 8A5tal XolE Bt A UEF fdo2 238 Y AFR 1 3 &
sFolar, shak u}mﬂg 2 AxA l 1 Atetell A &8tk 0.1 % T4 dEF oMAH O E T ol EYE™ ) (25

WA 95 %)= §EA17]= 24 978 HPLC= A 0}04 obA| EAF QI Al 3F3HE (0.140 )& 5383l
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MS (APCI +ve) 375/377 (M+H)"
"H NMR (DMSO-d,) 5 8.30 (1H, t); 7.37 (1H, d); 7.24 (1H, dd); 7.21 (IH, d); 2.92 (2H,

d); 2.62 (2H, t); 2.53 (2H, 1); 2.30'(3H, 5); 1.94 (3H, s); 1.86 (3H, s); 1.57-1.77 (8H, m);
1.52 (6H, s).

A 9

2-222-5-[3-[(-HEd)op| ] 2B |-N-(E A ZF2[3.3.1.1%" ]9 - 1-dv ) -l =olv] =, dabed

QS

H

e

ZI

© Cl

o]~z zHolul (0.5 m)S HEFGS=2Za (20ml) £ 2-222-5-[3-[(HEeszd)eA]|Z2T]-N-(EQA 2=
[3.3.1.13 7] 2-1-dwd)-wl =o ‘3]5( A A4 ]6e 0250g)4 golo] Hrbsla AHE BB o)A 24 A7 70 C
oA 7+ stTE, EIES 7Helato A EEaa FEES SCX FA o)A LAY 234 o8 AAsAT) E4 S
$4ked (0.10 g) & & 53819t}

MS (APCI +ve) 403/405 (M+H)"

'H NMR (DMSO-d,) & 8.67 (2H, s); 8.31 (1H, 1); 7.41 (1H, d); 7.30 (1H, dd); 7.26 (1H,
d); 3.33-3.22 (1H, m); 2.93 (2H, d); 2.87 (2H, s); 2.69 (2K, t); 1.86-1.95 (SH, m); 1.63 (6H,
q); 1.52 (6H, s); 1.22 (6H, d).

AAle 10

5-[3-[(2-ofn e-2-WE Z 2ol | L2 |-2-F 22 -N-(EgA| 2 2[3.3.1.137 | F2-1-L v e)-wl Zo}n| =
]oﬂﬂ.oﬂ

= =
H
N
NH,

2T

ci

2-wg-1,2-227A]o}d (0.12m)S HEHIEZFT U ml) F 2-F22-5-[3-[(MdEX DA |22 ]-N-
(Eg]AZ2[3.3.1.137 g3 -1-gre)-wl =olu] = (A A ¢ 6e, 0.250 g)¢] &Nl HA7}alm D5 BB 12 A] }
5060 CollA 7FEalint. FH o 2w ® YA 7| WA, EFES o g olAHo|ER 34 el ¥3tE B =4 UE
gdow 23 L AFr 13 FEa, FAvtadees ﬁiAl 71t 7Hkatell A sEakel vk 24 94 HPLC

(0.1 % 774 45T oA H O E F 25 WA 95 % oA EUEY FH|2 &5)2 GA5to] ol EAIAQ A4 3g=S 5
53tk Ot T 4 M gato 2 2 g3ty oAkl A4 3HgHE (0.045 2)& 533
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MS (APCI +ve) 432/434 (M-+HY'

'"H NMR (DMSO-d,) § 9.40 (2H, m); 8.60 (3H, m); 8.32 (1H, t); 7.41 (1H, d); 7.31 (1,
d); 7.27 (1H, s); 3.20 (2H, s); 2.92 (4H, d); 2.71 (2H, t); 2.01 (2H, quin); 1.94 (3H, 5); 1.63
(6H, q); 1.52 (6H, 5); 1.39 (6H, 5).

A4 11
2-F 2R -5-[3-[4-3=2A Lol = | 22 |-N-(E A F=2[3.3.1.137 b FZ-1-L v &)-wl =o}n| =
H
H
N
(e}

Cl

4-obH]n-1-2E2 (0.1l mDE HEHIER2F S (4 m) F 2-F22-5-[3-[(MEET DA | Z2 I ]|-N-(Ea] A
22[3.3.1.1371d 3 -1-g v ) -sl =o}u] = (A A ¢ 6e, 0.25 g)oll H7Fstal WA E FH A 12 AJ7F E3F 60 Coll A
7Fa sl 591 €] iﬁi WA 7IHA, E8EE old oA HolER 3| etal 23t et 4 YEF FENoR 2
3 g Az 13 FEe3laL, 4t vkavle Oi AxA 713 Fgstell A skt 241 974 HPLC 0.1 % 54 4=
' OHAHIOlE & 25 LHxl 95 % PN EUED L2 £3)2 4A 5] ol EatAe] ¥4 3FES F53190 54 2
M?¥ﬂ4EE°iﬂﬂ&ﬂﬂﬂﬂﬂw1 2 FE5te B4 3= (0.065 )& 5313 q

MS (APCI +ve) 433/435 (M+H)"

'H NMR (DMSO-dg) 5 8.28 (1H, 1); 7.35 (1H, d); 7.24 (1H, dd); 7.20 (1H, d); 3.37 (2H,
t); 2.92 (2H, d); 2.63 (2H, 1); 2.40-2.60 (4H,m); 1.92 (3H, s); 1.70-1.55 (8H, m); 1.52 (6H,
s); 1.40-1.45 (4H, m).

Al 12
2-FR2-5-[3-[2-3=FA-2-MEd L A)olu] e | Z2 A |-N-(E A ZF2[3.3.1.177] ¥l - 1-d vl &) -wl = o}n|
=, OM]E*L"é
Hvk
N
OH
H
N
0

2-3|=EEA-2-1Ed-1-Z2FHo}Y [Journal American Chemical Society (1941), 63, p 1034¢] w2} A Z]1(0.25 ml)

S HE-1-2 8m) F 2-F2E-5-[3-[(MEdEX DA T2 |-N-(EZAF&[3.3.1.13 b a-1-Ld v &) - =
ofp| = (Ao 6e, 0.250 g) &Ml H7tstar Lo FHAA 24 A|ZE &< 100 Coll A 78ttt 99 === Y7}
WA, S35 S olE ofAlH ol ER g A5t x st et A YEF F8do =2 2 3 YU 4R 1 3] FE8% L, &

_82_



53] 10-0710110

Ab vl o2 745_4 7] 31 7Febstel A w53l th fHRES SCX F%] ol A uﬂ FZol 9l GAsta 24 94
HPLC (0.1 % 4 =¥ oA H ol E = 25 WA 95 % oA EVEZ Fuj 2 &5)2 AA|ste] oA EALA S %4 513
= (0.160 g)& ?%o}aiﬂ}.

MS (APCI +ve) 433/435 (M+H)"

' NMR (DMSO-dg) 5 8.20 (1H, 1); 7.36 (1H, d); 7.26 (1H, d); 7.21 (11, 5); 2.92(2H, d;
2.63 (2H, £); 2.55 (2H, 1); 2.40 (2H, 5); 1.94 (3H, 5); 1.8 (3H, ); 1.80-1.58 (8H, m); 1.52
(6H, s); 1.08 (6H, s).

A 13

2-22 & -5-[3-[[2-(Eoln )e g Joln = | X2 |-N-(E A Z2[3.3.1.1%7 8| F-1- I e)-sl=olu = o]

ZI

C

a) 2-F22-5-(3-FAZ2d)-wl x4k

=6G0g T FL2UEF 539 R Ed &2 (1.6
mD)< N,N-tH e 5otr = (50 mDell &gataL : g)% Aol A H7bekalnt. 24 AIE Fof] ol " ofAl H o]
E Y2 M Atks A &2 ks Ed=ol Hrlekgla A E PdE AHsiitt. #717dS weA7Ia 2 M Ao s
33 AA R 1 3] AH s 2tk radlg e AxA 711 o #}shm FLA AT ATt (" ofAH o] Ero}
AEAH19:112 &%) A=nEag v &2 FAste] QY 7 (2.77 9)& =319t}

2-FRZ-5-20=HI%A (5.0 ), HHEZHHIG R
= P

MS m/z 212/214
"H NMR (CDCL,) 5 9.82 (1H, s); 7.83 (1H, d); 7.42 (1H, d); 7.30 (1K, dd); 2.98 (2H, 1);

2.83 (2H, 1).

b) 2-FZ2-5-[3-[[(1,1-gdEdEA) 72w d [ [2-[[(1,1-vrEd SA) 728 d v dolu] = o & Jo}u] = | L &
2 ]-w Ak

UEF EFolEA BRI =8 = (310 mg)E W E-S (15 mD) 5 (2-otu| o &)we -1, 1-t)Hd o e Fh2npl Ak o ~
g 2 [J. Med. Chem (1990), 33(1), 100°] w&} A %1(0.156 g) © 2-F 2 &-5-(3-2 AT 2Z)-H A (0.21 g, AA|
o 13a)e] & ol H7tatATt. 24 A 7F Fo, ok EA (0.2 mDS H7tetal EFES FHAA AU ARES O
S22 (10 mDol AE3hA 7122, EFoEoldl (0.45mlD) 2 (1, 1-gHEdEANII=2E YT 1,1- ﬂ\ﬂ]E‘OHE‘ EJ{} of] =~
H2 (1 g9E A7Feklvh 24 AR Fol ¥hg 8223 10 % KHSO, = 2 3], 9= 1 3] Al¥sta ik vl os A
27131, st SEAIZ T Ael7F ARetE 2] (o] A-diko ol A Hl o] Elol | E4L/80:20:1 2 §-& 3 U,
o g oA E| o] EFA EAH 10012 &F) 2 GAste] 22l HA4) 33& (0.2 )& 53T

MS (APCI+ ve) 471/473 (M+H)™"
0) 2-F 22 -5-[3-[[2-(WEelu ) g ol | Z 2 |-N-(EZAZZ [3.3.1.1°7 9|3 -1- g &)-wl Zo}n| =

QLR
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PyBrOP (0.2 )& NN-gHgdEEoln= (10 ml) = 2-F22-5-[3-[[(1,1-vH g EA) 72 d ] [2-[[(1,1-1]
e EAN7t 2R d W ol o & Jolu| =] Z 2 |-dH 24 (0.2 g, AA] 4] 13b), olthrtebwEolwl (0.1 ml) & E
ool (0.15 mDe] & Hell H7Fsd et 1 AlZE 9] BEg E3-ES old ofAH o] ER Xt B2 M F 3 thg,
Azl oty gNoR 23] E3H Al A UER o7 23] W A5R 1 3] AHsAT. 7] FEES S
Ugo2 AxzAl7]|a, o3sta S8A 71 Ag 7t (E2 2 ehde2/2 A 10 %= §F) Az2rtEadu 2 A48
St A ES dEE 2 el e-E/1:1 (15 mDoll AJ-&aiA1 7132 Y4k (2 mD) 5 4 M f4ks A7kl £3=8 o
Hhalo] 9bd 3 RS A7) 3 %4 RP-HPLC (oA =HUEH/0.1 % 4 ETZF L EoIAEAH O Z AA 3T} 1,4
O5A/vers T4 M Ao s Aelste] dAtd oz d3AIA 1A 3H5H= (0.055 g)& 533t

MS (APCI +ve) 418/420 (M+H)" . , :

"H NMR (DMSO-d,) § 9.50-9.00 (4H, m); 7.42 (1H, d); 7.29 (1H, d); 7.27 (1H, s); 3.25
(4H, s, br); 3.05-2.90 (4H, m); 2.70 (2H, t); 2.60 (3H, s); 2.00-1.90 (5H, m); 1.63 (6H, q);
1.52 (6H, s).

A 14

(9)-2-2RZ-5-[3-[(2-3|=FAZ2d)oh =] 2 |-N-(BE A FZ[3.3.1.157] ¥l 2-1-Lv &) -l =olw] =, ¢

e

\/l
N o
OH

ZT

Ci

a) 2-FEEZ-5-20 E-N-(Eg|A\F2(3.3.1.137 ¥ 2-1-dw &) -l =oln| =

2-EFRE-5-2 24 (10.0 @S YE22HE (160 mDol A 1§ 54
e Eoln = (40 w)E H7FstSleh 24 AlZE 3o & & FHA|A
g (160 mDoll A]-8-3j A1 Z T 30 C mIRteY] 2 & FA|stes W2hstHA Egof
Heoll (6.9 mDS H7beith A E A EFES 1 AIZ B A F A 4

o] AL o & ofAE o] E (400 mD) H 2 M 94F (300 mD 9] E3tEoA WHAA A& S|AIF o2 A 2 7] g
A AAt AF] F1S B A 7]a 2 M 4k ER 89 (300 mDez A &3 5 A

1=
1%
&
2
N AT g

o

o

=)

=

W~

oo

=)

o

X

ol

ol

K

o

o

v

o

=)

)

o|
!

~

WA A DA S5 TAE o] 24k (100 mhol BEA F, oI Fhel 3 F7he) o] ez
O

iy 40 mh o2 A
Aalgiey, AE A 2AF 40 T 17 S Eol A AEAAT (14.0 g).

MS (APCI +ve) 430/432 (M+H)" _
‘H NMR (CDCl;) § 8.00 (1H, d); 7.66 (1H, dd); 7.14 (1H, d); 6.17 (1H, s, br); 3.17 (2H, d);
2.01 (3H, s); 1.69 (6H, q); 1.58 (6H, d).

b) 2-2R2-5-(3-$2ZT2W)-N-(EgAZR[3.3.1.177 vl 2-1-g &)l =o}u] =

2-F22-5-20E-N-(Eg|AZ2[3.3.1.1°7 g Z-1-due)-M=o}n = (5.00 g, A A d| 14a), Bl EPE A2
Y= (3402 B T FA UYEF (2.44 905 Sk YAt Pd(OAc), (0.0533 g), EF< (50 mD) % <44 ¢
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S8H31aL, 5 A1ZE 5Q 80 Tol A 7hEskivh e 22 24 £
S ]7i ettt o2 F7ke] E7d (2X50 ml) .2 Al H8tar &5l
D= *ﬂi—ié}i, MgSO, & HZA7IH F5ato] vhe 244 114 (3.82 g)& F5313itt

MS (APCI +ve) 360/362 (M+H)"
'H NMR (CDCL) 5 9.81 (1H, 5), 7.56 (1H, 5); 7.32 (1H, d); 7.19 (1H, d); 6.28 (1H, 5, br);
3.18 (2H, d); 2.96 (2H, t); 2.81 (2H, 1); 2.01 (3H, s); 1.70 (6H, q); 1.58 (6H, s).

23)olu ]2 ]-N-(EgAZZ [3.3.1.137] 8| 3-1-L W g)-ul = o}

lH

0) (S)-2-F 2 =2-5-[3-[(2-3]| =FA|2

=, G

HEF BT EA LRI 2= (0.6 9)E UM Gml) 5 2-FR2-5-3-S4T2W)-N-(EAZ2
[3.3.1.1° 7101 2-1-g e &)-wl =] = (0.5 g, Aol 14b) B (S)-2-3| =SA T2 Holl (0.31 g)9] o] 2713
ST 24 A|ZE S0l A 8HA] 2 W %%L%" =4 AErtEaYY (HE22ve + 1% dEY ol T 5 WA 20 %
MEe R §2)% AASAT o B/ 1918 GAEe HAAA, WA nAel TA FFE (0.19 S £56
ot

MS (APCI +ve) 419/421 (M+H)"
'H NMR (DMSO-d,) 6 8.70-8.40 (2H; d, br); 8.30 (1H,1); 7.41 (1H, d); 7.28 (m 4d); 7.24
(1H, d); 5.32 (1H, d); 3.97-3.90 (1H, m); 3.00-2.85 (5H, m); 2.75 (1H, 1); 2.65 (2K, );
2.00-1,90 (5H, m); 1.64 (6H, q); 1.52 (6H, s); 1.09 (3H, d).

AAe 15

(R)-2-F22-5-[3-[(2-3| =2 A Z2R)olu =] 22 F]|-N-(Eg]AF2[3.3.1.1°7 g Z2-1-d v &)-d =o}u| = <

R
H\/L
N
OH

ZT

‘0

AAe 1400 7] ¥ Wil upel Al £,

MS (APCI +ve) 419/421 (M+H)"
'H NMR (DMSO0-d,) 5 8.70-8.40 (2H, d, br); 8.30 (11, 1); 7.41 (1K, d); 7.28 (m ddy; 7.24
(1H, d); 5.32 (1H, d); 3.97-3.90 (1H, m); 3.00-2.85 (5H, m); 2.75 (1H, t); 2.65 (21, t);
2.00-1.90 (5H, m); 1.64 (6H, q); 1.52 (6H, s); 1.09 (3H, d).

AA 16

(R)-2-222-5-[3-[(2-3| =& A -1-Hgo&)oln |22 |-N-(Eg]A Z2[3.3.1.137] 8|7 -1-d v &) -ul = o}
n = dAaked
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N\l/\OH

ZI

AAe 1400 7] =€ Wil weh Az,

MS (APCI +ve) 419/421 (M+H)"

'H NMR (DMSO-d,) & 8.80-8.40 (2H, d, br); 8.31 (1H, 1); 7.42 (1H, d); 7.28 (1H, dd); 7.25
(1H, d); 5.36 (14, s); 3.65-3.60 (1H, d, br); 3.55-3.45 (1H, m); 3.25-3.15 (1H, m); 2.95-
2.85 (4H, m); 2.65 (2H, 1); 2.00-1.90 (5H, m); 1.63 (6H, q); 1.52 (6H, s); 1.20 (3H,d).

A 17

2-F 2R -5-[3-[[2-3| =2 A -1-(3| =2 A He)-1-v g g Jopn| = | X2 |-N (E| A Z=2[3.3.1.137]d| 7-1-¥
HE)-Hl =o}n] =

OH

N
OH

=

O

e 1400 7)€ Wil whet Az,

MS (APCI +ve) 449/451 (M+H)"*

'H NMR (DMSO-d,) § 8.27 (1H, t); 7.36 (1H, d); 7.24 (1H, dd); 7.21 (1H, d); 4.32 (2H, s);
3.22 (4H, 5); 2.92 (2H, d); 2.65 (2H, 1); 2.45 (2H, q(DMS0 9] BH13); 1.92 (3H, s);
1.70-1.57 (8H, m); 1.52 (6H, s); 0.85 (3H,5).

AAef 18

5-[3-[[2-(c}¥Eolu)o 8 Jolu] |22 H |-2-F 22 -N-(Eg A Z2[3.3.1.137]dF-1-d &) -l Zo}u| =
X}od
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ZT

o}

AAe] 140l 7]z € Wil wef Az

MS (APCI +ve) 446/448 (M+H)"
‘H NMR (DMSO0-d,) 5 8.90 (2H, s, br); 8:32 (1H, 1); 8.22 (1H, 1); 7.41 (1H, d); 7.28 (1H,
dd); 7.24 (1H, d); 3.33 (2H, g); 2.95-2.85 (6H, m); 2.63 (2H, 1); 2.00-1.86 (5H, m) 1.84
(3H, s); 1.63 (6H, q); 1.52 (6H, s).

A 19

2-Z 22 -5-[3-[[2-(Fd ol )of & Jojn| = [ 2T [-N-(EFA ZF2[3.3.1.1%7Jd Z-1-g | &)-H =olu| = o]

o A-od
H v H

H
N\/\N/\

ZT

Cl

AA e 140 7<= E gl ulel A %,
MS (APCI+ ve) 460/462 (M+ H)*

'H NMR (DMSO-d,) § 10.70 (1H, s); 9.48 (2H, s); 8.31 (1H, 1); 7.42 (1H, d); 7.30 (1H,
dd); 7.27 (1H, d); 3.50-3.30 (2H, m); 3.25-3.10 (4H, m); 3.00-2.90 (4H, d, br); 2.71 (2H, 1);
2.00-1.90 {SH, m); 1.63 (6H, q); 1.52 (6H, s); 1.24 (6H, 1).

A Al 20

2-Z22-5-[3-[(3-HEAZZI)oln =] 22D | -N-(EZAZZ [3.3.1.157] t|72-1-Awe)-m =o}u] = Ak

N ~~ON

ZT

Cl
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AAe] 1400 7)€ Wil uhel Al £,

MS (APCI +ve) 433/435 (M+H)"

'"H NMR (DMSO-d,) 5 8.77 (2H, 5, br); 8.31 (1H, t); 7.41 (1H, d); 7.28 (1H, dd); 7.25 (1H,
d); 3.40 (2H, 1); 3.23 (3H, s); 3.00-2.75 (6H, m); 2.67 (2H, 1); 2.00-1.80 (7H, m); 1.63 (6H,
Q; 1.52 (6H, s).

A Al 21

2-FR22-5-[3-[(3-3|=FA-3-HE R ol = | Z2 I | -N-(EA F2[3.3.1.137d Z-1-Y v &)-sl =o}u] =

24
H
N\/ﬁ/OH

ZTI

AAel 1400 7)€ Wil wet Az,

MS (APCI +ve) (M+H)*

'H NMR (DMSO-d,) § 8.57 (2H, s, br); 8.30 (1H, t); 7.42 (1H, d); 7.29 (IH, dd); 7.25 (IH,
d); 4.61 (1H, 5); 3.05-2.85 (6H, m); 2.64 (2H, 1); 2.00-1.82 (SH, m); 1.73-1.53 (8H, m);
1.52 (6H, 5); 1.12 (6Hs).

A A4 22
2-Z 22 -5-[3-[(2-HEA o &)ojn] w | T2 T |-N-(EA Z2[3.3.1.137 ] F-1-d v &)-l =o}u] = &I ate]

N
\/\(lj

ZTL

AATe 140l 7= ol wel Az,
5 245 WA 248 T

MS (APCI+ ve) 419/421 (M+H)*
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'H NMR (DMSO0-d,) § 8.79 (2H, s); 8.30 (1H, 1); 7.41 (1H, d); 7.27 (1H, dd); 7.25 (11, d);
3.58 (24, t); 3.30 (3H, s); 3.09 (2H, s, br); 2.95-2.85 (4H, m); 2.67 (ZH, 1); 1.95-1.86 (SH,
m); 1.63 (6H, q); 1.52 (6H, s).

2 A4 23
2-Z22-5-[[3-(WEoln )X 2 Z A W& ]-N-(Eg A1 Z2[3.3.1.137] g F-1-L | &) -sl Zo}n| =

H

ZT
¥

a) 2-F22-5-[[3-[[(1,1-"v g S )72 n d [ dopr| = | L2 LA v & | -mll 24

HEHS =23 (5 ml) F B-3|=FA 2 d)vd 720714t 1, 1-tv g o 28 2 (0.272 g)& FAslol A
0 CE YZAANAY. 23 YEF (249 60 % £4F, 0.110 )< A718deh 2 ES 4207 ¢$1 30 ¥ ¢t
WA AT HEHSE2F & (3 ml) 5 5-(BardE)-2-F22-M %4 (0.300 g)< #7leta £35S 6 A3 59
55 Coll A 7Fgsl el €S WzhA 7)o, 23t 3k =40 ZF 589 5o, ol e olAH 0| E (X3)& F&3aL, &
A adlE o R A7) AL, o ek Zhebstoll A w S A1 A A SHeHE (0.431 @)= 5SFsiTh

MS (APCI+ ve) 358 (M+ H)™ (ESI-ve) 356 (M+ H)"

b) [3-[[4-F22-3-[[(EZAZZ[3.3.1.1%7]dZ-1-dr)olr =] 7t 2r d | Hd v 5] | 229 v e -7} 2npgl
A 1 1-te el o ~H =

2-F2E-5-[[3-[[(1,1-gu el 5 D)7t 2R d | eoln| = ] 22 ZA] [ud ] -Hl 24F (0.318 g, A A4 23a), 7FEHH
oluthE (0.165 g) 2 YuE X Eoln= (10 mDE A 2skel A 30 ¥ 5950 TolA 7ME3ith, TdES Aoz

WA 7] a1 1-otrhtet g ol (0.18 mDS H 718t EES 220l A 20 A|7F 5o wikA] 7] 5 o & oA g0l E
of B3 X3lE Bt A YEF &I o R AlFsa GFE AT &S St atadlFg o A7 A, o ve)
H skl A F5eth ARES A7 A 2 AR2eE Y] (2:1 o] ad@i/dd ol Bl ER &5)2 GAsto

KA 835 (0.236 9)< 53815t}

MS (ESI+ ve) 505 (M+ H)"

) 2-FRE-5-[[3-(MEoln ) Z 2 ZA g ]-N-(E AN Z2[3.3.1.1°7 0 A2-1-d e g) -l =) =
[3-[[4-ZF22-3-[[(EgAZ2[3.3.1.137 ] F-1-dvDo}n = ]7t2Rn d |39 d || EA| | 22 | v & -7} 2 upgl At
1L,1-grge g o 282 (0.236 g, A< 23b), 1,4-t15AF (5mD) & 4 M G4 2 wghe (5 mDS 223l A §H
3 AIZF FQF MRIAIZ 25 % R Lo} =g Mol] Ko 7gtslol A wFete] 8] 2718 58 fE |U1E

19:1:0. 1/ S22 v e e-E Yotz 83417 A2t A 237 Aa=vteadv s JAste] e Al F4 sheh=
(0.106 g)& =33t

_89_



53] 10-0710110

MS (APCI +ve) 405/407 (M+H)"*

'H NMR (CDCL,) & 7.64 (1H, s); 7.39-7.33 (2H, m); 6.29 (1H, t, br); 4.49 (2H, 5); 3.55
(2H, 1); 3.18-3.17 (2H, d); 2.72-2.68 (2H, 1); 2.44 (3H, 5); 2.01 (3H, s, br); 1.86-1.79 (2H,
m); 1.75-1.63 (6H, m); 1.59 (6H, s).

A Ao 24

2-FR2E-5-[[2-[(2-3| =FA o D)olr| ] o| EA [ D | -N-(E A 2 [3.3.1.137 g Z-1-L v &)-s = o} = o}

M EAE

ZTI
@]
xI

a) 5-(MEEfE)-2-F22-N-(2-E A F2[3.3.1.13" 4 Z-1-d v &) -l =o}lu] =

0 Ceo yZ2der (26 ml) 5 2-F22-5-(R 22X e)-M=x4k (1.0 g)o] &9 trE X Eolr= (0.05 mDE 7}
stal S F 2= (0.52 mDE H7Eekth e ES AL o2 §9-a1 30 1 FoF kAl AT 3 BAE S A F )
A AAS AL A RES DFAA AXAF T FFES S22 (20 mDol 8341713 0 T gE= =g (20
ml) 2 tlo] a2 g Eolwl (2 ml) & 2-otrheretw Eolnl Ak (0.95 g)¢] &do H7tstsitt. v3ES

o3 2 AIZE Bt kAT F71ES & (20 mDE Al F S o X3t st AR TN R AHEa fU5S
Ak vl o R Ax2A7 $ ekt o NS Aot A FFAIA LA E FE3A T FASHA 2

22 e/aiko 2 RE QA stste] WA A Ql FA 83t (1.3 g)& F5313lth

5
rlo
il
i
tlo
a
Ll

b) [2-[[4-FE2-3-[[(EYANZZ[3.3.1.137]d Z-1-Lr)otr] =] 72 J [ D v 54 [ol| & ] (2-3] == A o]
g)-7k=nblsh, 1,1-v e gl g o 28 =

tZzae (30m) F 5-(B2rvE)-2-F22-N-C-EgA 22 [3.3.1.137 8 3-1-2u&)-sl =o}r] = (A A]
o 24a, 0.300 g), Bl Z=(2-3| =S A d &) -7F2 8k 1, 1-tHdol g o 282 (0.312 g) ¥ & EZF 22 o}A H o]
E (0.336 g)°] Ed=a A0l 20 A3 Sot Aastol A ARk T & 4SS Ao mNE 7hs wehfa v ER
2res gl Az=AZ Y. GAlsHA] B2 2d& Ael7h A (o E ofAlH ol ER &&)olM AAIste] Al -4 3
= (0.249 g)= 53t

MS (ESI+ ve) MW 521/523 (M+H)*

o) 2-ZR2-5-[[2-[(2-3| =EA o &)oln] - | EA] [ E |-N-(EFAZ 2 [3.3.1.137 ]t A-1-L | &)l =o}n|

=, obi 24

[2-[[4-F22-3-[[(EANZZ[3.3.1.1%7]d - 1-LvD)eln = ]2 R d |3 d | H E 4] o] & | (2-3] == A of &)~
FhEupal Al 1, 1-td e g ol ~H 2 (0.286 g, AAld 23b), 1,4-tJAH (10mlD) T 4 M 94 2 kS (10 mD< 20
AIZE & Aastoll A A nRkAI 7] AL, 25 % R o 8- o)l a1 ghetstell A wFste] el 971E ATt 8 o
715 19:1:0.1/0 222 e gt g yolz &7 Ag7t 2 724 g2nead 2 FAlsta 94 hple (75:25
WA 5:95/0.1 % 773 tEw oM Ho|EopNEUER) R F7FE AAste] U<l A 315+ (0.051 g)& F53H3dth.
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MS (APCI +ve) 421/423 (M+H)"

'H NMR (CDCl,) & 7.66 (1H, d); 7.38 (1H, d); 7.31 (1H dd); 6.68 (1H, t, br); 4.52 (2H, s);
3.72 (2H, t); 3.63 (2H, t); 3.17 (2H, d); 2.95 (2H, t); 2.85 (2H, t); 2.01 (3H, s, br); 1.9] (?H,
5); 1.75-1.63 (6H, m); 1.59 (6H, s).

A Ao 25

2-2 2 2-5-[[2-[(3-3 =% A Zr@)olr] v ]o] %A 19 D] -N-(22 A 2 2[3.3.1.137 ) 2-1-L ) - =ofr =,
ob A E 444

ZXT
o]
I

a) 2-Z 22 -5-[(2-3| 52 AN EANHE | -N-(E A ZZ[3.3.1.137 g Z-1-L v &)-

&3

Zoln =

gZz2de (10ml) & 5-(R2Ede)-2-F 22 -N-2-EAZZ [3.3.1.1°7]1d2-1-2 v g)-
o 24a, 0.300 g), o€ & Z2]= (0.094 g) 2 & EZFQ ZolAlH o] E (0.336 g)¢] EF=
ﬁ:é}oﬂfﬂ AREAZTE S NG & o R HE 7}utE] w}ahh g2 2 ehs W3l A A A
AL A7) (e obAlElo] ER EF)ol A AAlste] @Al HA) 319% (0.228 g)& =533t}

MS (ESI+ ve) MW 378/380 (M+ H)*

b) 2-F22-5-[[2-[(ME &L DA el A 1 E |-N-(Eg A 22 [3.3.1.1%7]d| A -1-dw &)l =o}r] =

gz ade (10 ml) & 2-F22-5-[(2-3| =2 A EA)HE |-N-(Eg A F2[3.3.1. 137Jrﬂ ~1-dug)-ul =o}
m=(0.228 g, A A4 252) 2 Eglogolyl (0.21 ml)° Aol A 5C = WztA 7] o ui]EP Zze= (0.1 ml)%
A7ratolch EFES Ao 20 A7 FeF WHAIZL 2N ‘é*&Oﬂ B3, o g oA g o E %owl:} S
el 2 N 94k, 23te B 4 YEF Mﬂoaﬂlz@ A5 Al F st gt U}lﬂl o7 AXAZ f7E

& ofhsta esel A 5Eke] WA A9l FAl SFE (0.160 0)& FE5AH

'H NMR (CDCl,) 8 7.66 (1H, s); 7.41-7.33 (2H, m); 6.32 (1H, t, br); 4.57 (2H, s); 4.40-
4.38 (2H, m); 3.77-3.75 (2H, m); 3.17-3.15 (2H, d); 3.04 (3H, s); 2.01 (3H, s, br); 1.75-
1.64 (6H, m); 1.59 (6H, s, br).

o
~

o-Z22-5-[[2-[(3-3 =2 A zzd)olu ] EA W& ]-N-(ET A =2 [3.3.1.157]dFZ-1-d v &) - = o}
=, ol ExY

2-FR22-5-[[2-[(MEEx DA ] liAl]uﬂg] N-(EgA 2= [3.3.1.1%7 8| 3-1-gdw|e)-wl =o}u] = (0.160 g,
A A ¢ 25h), 3- o}u]z: 1-Z2%2 (0.27mD) 2 -5 (4 mDS Lalg FHoA 24 A7+ FoF 110 Col A 3 7+
At TFES YAAT]AL, 2 N FAsE YEF oo Jtal o' ofAlHo| ER 23100t T8 M UYEFS
R ENEIE oquro}cq At A sFadch Ak 2 (19:1:0.1/0) 2 2 2 o gk gk b vy }i L5 ARnE
a9 E sta 94 HPLC (75:25 WA 5:95/0.1 % 4 4EF olAElo] EpNEVEZ) R 712 A A|she] WA 114
o1 %4 3}3% (0.081 g)& F53H
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MS (APCI +ve) 435/437 (M+H)"

'H NMR (CDCL,) & 7.75 (1H, s); 7.37 (1H, d); 7.27 (1H d); 6.83 (1H, t, br); 4.56 (2H, s);
3.90 (4H, s, br); 3.21 (4H, s, br); 3.17 (2H, d); 2.01 (5H, s, br); 1.75-1.63 (6H, m); 1.59
(6H, s). '

A A 26

~2RE-5-[[[3-[-Mgel)ebr ] T2 g ]obn) e | |-N-(E A Z2[3.3.1.1%7 |8l 2-1-d i &)-l =o}n|

5

H
N N

\/\/\r

ZT

a) 5b-HER-2-Z2Z-N-(Eg]AZ2[3.3.1.157 ]9 32 -1-d v &)-wl Zo}u] =

o gIFEEE (25ml) F 5-HER-2-F22HIZXA(5.00 g)¢] e 28 F22 = (3.7 ml) 2 DMF 5
47]—0]—031131— Ag/HE] ‘9:.6‘]—‘:’,_«)\]_9_0“}\1 1 }‘]Z_]' ol A A

0T

)= b A zxsloll A aRkAl L, kel A s slo] Al E S5
Ak 1AE TEFR 2o e (20 mDoll $8jA17]) 3 T F 22 E (20 ml) F 1-obrhutere ol (3.36 g) 2 N,N-T] o] &
Zrgododl (5.55 mDe] &L A71skglvh. A &AE Aol A 20 AZE 2t A4 7] stell A aukA T Wk
THEL Ao 45 &, 10% B4 2§ 589, 10 % 4k 2 25 9 2obd 52 22 A H 8
ek f714% B HEFo R A7) 7, oIshan] Aerer A Shste] 1A Bl HE (7.84 ) FSoheTh

MS (APCI +ve) 383/385 (M+H)"
'H NMR (DMSO-dg)  8.42 (1H, 1); 7.63 (1H, dd); 7.57 (1H, m); 7.45 (1H, d), 2.93 (21,

d); 1.94 (3H, s, br); 1.69-1.58 (6H, m); 1.51 (6H, 5).
b) 2-FRE-5-F2ZU-N-(EAFZ[3.3.1.1°7 0 F-1-d &)-wl =oln =

HEHI=Z2FH (150m]) = 5-HER-2-F2Z-N-(EgJA|ZFZ[3.3.1. 137]‘3‘1]_:/_ 1-dHE)-wl=o}lr| = (3.25 g,
/\U\] o] 252)9] NS A& 7|5kl A -78 CE YA FH T v g OﬂEﬂE’ 6.1m)Fs14M UﬂE‘ElHJ fNs 9B
ok A7) gollo] HA7tetg et EFES 108 B¢ -78 CTollA w71 & #HE (10.0 ml) = tert-5-d8E 1.7M &

O

AL Hrhegirh. EFES 10 ¥ B -78 CAH WAL F, U EFobr = (1.0 mDE A/hsHeieh 49 S0
30 3 Feb-78 Tol A awbAl7 3, £ohel A8k ok £8 (100 mD o2 A3k A ohaelo| B2 FEagu.
FEES ERFT A GEFOR QRN 5, olahsie, o 92 Rekatel A Hate] mA A HHE (2.76 9
S5

MS (APCI +ve) 332/334 (M+H)'
'H NMR (DMSO-dg) § 10.04 (1H, ); 8.49 (1H, t); 7.96-7.91 (2H, m); 7.74 (1H, d); 2.96

(2H, d), 1.95 (3H, s); 1.64 (6H, m); 1.53 (6H, ).

¢) 2-F 22 -5-[[[3-[(1- Dol &)okv] 1= | =2 A |obv 1 |8 |-N-(E] A F 2 [3.3.1.157 | 2-1- Ao &) - =0

=IR=4
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2-F22-5-X2U-N-(Eg|AZ2[3.3.1.1°7 g Z-1-due)- =o}n = (0.244 g, 2 A ¢ 25b), N-0] AT &3 -
1.3-Zzgt]elul (0.211 g), p-E2 A2 EAF (0.005 g) @ E24 (30 ml)e] E3F % ’ =
oF g SFAI AL EFES YA 73 Al A FFste] o dS 5T oY
A 7)stel A 0 T2 WAA AT 1A 43 54 YEF (0.040 g)& 234 ﬂﬂs}z
A WHEA 7] & 7ketElo A &t IRES A7) (9:1:0.1 U E 22 M e/ E-8/35 % 54
azvtEng a2 gAste] A4 e (0.015 g) 2 Fabs (A4 27 F2)& 539

MS (APCI +ve) 432/434 (M+H)"

'H NMR (CDCL,) & 7.64 (1H, s); 7.37-7.32 (2H, m); 6.28 (1H s, br); 3,78 (2H, s); 3.18
(24, d); 2.84-2.74 (1H, m); 2.70-2.64 (4H, m); 2.01 (3H, 5, br); 1.76-1.63 (8H, m); 1.59
(6H, s, br); 1.05 (6H, d}.

A Ao 27

~[[3-obv] e E 2 )olr] ] 9] -2-F 2 2 -N-(E2 A 2 2[3.3.1.137 18 2-1-Q i g)- = ofm] =

H
N\./\/NH2

ZI

7] A A o 26co A FAME A A (0.125 g).
MS (APCI+ ve) 390/392 (M+ H)*

'H NMR (CDC},) & 7.65 (1H, s); 7.37-7.32 (2H, m); 6.31 (1, t, br); 3.79 (28, 5); 318
(2H, d); 2.77 (2H, 1); 2.68 (2H, 1); 2.01 (38, 5, br); 1.75-1.61 (8H, m); 1.59 (6H, 5, bn).

A4 28

2-Zme-5-[[[2-[(1-vgag)otn| =] & o} = W& |-N-(Eg A F2([3.3.1.137 g Z-1-d v &) -sl =o}m] =

H J\
N\/\N

H

ZT

of & #t] 0} ( 6 g)% /\P"LO}Oi /“ /\] 01] 2601]/‘19} ZELO] gk /‘é 0}04 Zﬂ 2l 4Xﬂ §} % (O 105 @)= —/F%O}?\iﬂr.
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MS (APCI +ve) 418/420 (M+H)"

'H NMR (CDCL,) 5 7.65 (1H, s); 7.34 (2H, s); 6.26 (1H, t, br); 3.79 (2H, s); 3.18 (2H, d);
2.79-2.69 (SH, m); 2.01 (3H, 5, bx); 1.75-1.64 (6H, m); 1.59 (6H, s, br); 1.50 (2H, 5, br),
1.05 (6H, d).

A A 29

3-[[3-[4-F22-3-[[(EgANZZ([3.3.1.1%37 g3 -1-dv)eln = ]7t2nd ] d ]| 22 G o} = | T2 3} 2 2-
g2 o ~e 2, EFEF L ZoAEALA

o}
(o]
F>HL
E OH
F

a) 2-FRE-5-2 L E-N-(EgAZ2[3.3.1.157] ¥ 3-1-dug) -t =olm =

2-22E-5-2 =Wl (10.0 @5 tE 22 E (160 mDoll AEAIZ & Sy S 2= (4.0 mDE H7leta
NN-HHE 25 obu] = (40 p)E H7FeEAT. 24 AZE Foll Evl& SEAA WA A S 58k, B 145 HI=
2 (160 mDoll A-E-siA1Zith 30 T wnke] 25 FAstes YA 7| i A Egfoldolyl (14.8 mDE 718kl
ofturet vidobwl (6.9 mD)S H7bekivh A E o A EE S 1 AR SoF kAR 5, S E SUAA de &
A A& FEs T AAE ol obAlEH ol E (400 mD) % 2 M 4F (300 mDell A mikAlA 2 7] o] £H A4S At
NE] F7174S A7 2 M 48 HEF &9 (300 mD = A H g ok, A 2A17]3L (NaySO,) S8A A 84 LA

Sl A ol -2 (100 b A F, o15}ka kel ol £k (10 m) e 2 Ao, 44 2
9 3AE AZAA 40 TN Azx3te] A FE (14.0 9 F55h

J% mlm

MS (APCI +ve) 430/432 (M+H)"*
'H NMR (CDC1,) 3 8.00 (1H, d); 7.66 (1H, dd); 7.14 (1H, d); 6.17 (1H, s, br); 3.17 (2H, d);
2.01 (3H, s); 1.69 (6H, g); 1.58 (6H, d).

b) 2-FRE-5-(3-FAZ2L)-N-(E&AZ2[3.3.1.177 8 Z-1-d &)t =oln =

2[3.3.1. 137]tﬂ - El)- HiL

2-FR2Z-5-8 2 E=-N-(E¥] [3.

JEF (2.44 9)< s =
AR

0

AlF
ZE22= (3.40g) B F43 T4
L (1.0l mDE YA} oﬂ‘_é} S3ES 80 C°ﬂ/\15 Al ZE
Hala AFELS 2719 EF< (50ml + 50 mDE A A&t EFa
MgSO, & AXA]7]aL ?%"\lﬁ o Al 317 (3.82 g)& 53T

E

07, F99] £ A ee
S E¢sta B (100 mDE A3 %

MS (APCI +ve) 360/362 (M+H)"
'H NMR_(CDCL) 5 9.81 (15, s), 7.56 (1K, 5); 7.32 (1H, d); 7.19 (IH, d); 6.28 (1H, 5, br);
3.18 (2H, d): 2.96 (2H, 1); 2.81 (2H, 1); 2.01 (3H, ); 1.70 (6H, g); 1.58 (6H, 5).

) 2-2RE-5-[3-[@-3EFxAZ2d)olu | Z 2D |-N-(E A Z2 [3.3.1.1%7 8 2-1-d i e)-tl =l =
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UEF EfopEA B2 == (1.86 g)5 HEZEME (150 ml) T 2-222-5-B-FA2Z23)-N-(ErE=

[3.3.1.1%7] 8|3 -1-d v &)-wl=o}n = (1.57 g, A Ao 29b) & 3-o}n| =-1-Z 272 (0.8 ml)2] &Ml A7}519 ).
24 A7k Zol] A eHA] e kS EEE S grntEady (HEEEWE + 1 % dRYol 55 WA 20 % MHS2 &

)2 A WA 1A F-A gFE (1.05 g)& F53F3Th

MS (APCI+ ve) 419/421 (M+ H)*

d) 3-[[3-[4-F22-3-[[(EgANZZ([3.3.1.1°7 g Z-1-du)elux]7t2rd]gd ] 22 ] [(1,1-t v =
AhZtzRd]opn| e | T2 34 2 2-T)re X 23 o ~H =

2-Z22-5-[3-[(B-3|=EA Z 2ol | Z 2 |-N-(EgAZZ [3.3.1.137 ]t a-1-d v e)-w =oln = (0.271
g, AAe] 29¢), NN-T]o] Az ZF o eolrl (0.50 mDE HEgs| =2 F 2 (10 mDE A 23l A &4 wykx 7t} Eg
HEoldd S22 = (0.26 mDS A71eta EFES 204 48 AI7F 5t AHkA 7] § Bof] Ha1 o " ol M H O ER

FEUTY. FEES T I UYEFOR AXA l , o3} ar, 7Hekatel A lﬁ%o}ufi A7} (4:1 o] 284/l El
oAl ER £5)7 ARvEIH Y s A FA) ﬁ}%g (0.158 g)& 533t

MS (ESI+ ve) 603/605 (M+H)*

&) 3-[[3-[4-2 22 -3-[[(EeA22[3.3.1.137 8 2-1-Le Dolul ]2 nd A d ] = 28 Jobn) e ] = 2 g4),
2.2-tMA LR o] 2 2, B EFZobA =4

3-[[3-[4-F22-3-[[(EANZFR2[3.3.1.13 7] Ha-1-dvi)olr =]zt 2 R d [ d | =2 2] [(1,1-t v Lo 5 )7}
2rdloln ]2 2 2-tE 29 o 2|2 (0.158 g, AA] o] 29d), ESZFQ 2o} EA 2 ml) 2 UFE R
e (2 mDS 15 2 &9t sl A 9 awtA| 21§, ZFekstell M 5 sko] Al 8kt (0.170 g)& 538kt

MS (APCI +ve) 503/505 (M-+H)"

'H NMR (CDCl,) § 7.40 (1H, d); 7.32 (1H, d); 7.14 (1H dd); 4.12 (2H, 1); 3.16 (2H, 4);
3.09-2.89 (4H, m); 2.64 (2H, t); 2.06-1.92 (7H, m); 1.75-1.63 (6H, m); 1.58 (6H, s5); 1.18
(8Y, s). .

A A4 30

5-(2-otn| ol 8)-2-F 22 -N-(EZ A Z2[3.3.1.1° 7] ¥l 2 -1-d v &) -l =o}u] =

NH,

Zx

° &

a) 2-F22-5-(Noheme)-N-(Eg A F2[3.3.1.137 ] d| - 1-L e &)ml =o}n =

Alekst ZHg (525 mg) ¥ 18-F82-6 (150 mg)< &= (50 ml) 5 5-(H 2R ] E)-2-2 22 -N-(2-EFRE2
[3.3.1.137 ¥ A-1-Y v e)-Ml =olu| = (A Ao 24a, 1.8 g)] &N H7}8aL %% ZHFatoll A 24 AIE S 7
Gttt WAA 7| HA WS S ES SUAIA AXA 7| AL FFRES oY o} A 1 159} E3td Ak A U EF 8
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Apolol A EEiAIZIG 171 =& 2El 7] aL, A= AlFstaL, &t v adlg o' Az AL, o ek SRRt A
7F (4:1 WA 6:49] o] &-3qt/ o E ofAlE o] E & §F) A=vtE v 2 AAlsto] 24 aAQl -4 8= (1.0
g)& F583AH

MS (APCI +ve) 343/345 (M-+H)"
'H NMR (DMSO-d) & 8.38 (1H, t); 7.52 (1H, d); 7.43-7.38 (2H, m); 4.08 (2H, 5); 2.94
(2H, d); 1.92 (3H, s); 1.63 (6H, q); 1.52 (6H, s).

b) [2-[4-F22-3-[[(EZAIZFZ[3.3.1.1%7 8| F3-1-dw)oln = ]7t2wd | d o g |7t 2upgl 2k, 1,1-t] v e o

23 B2 UEF (1.6 902 WS (100 ml) & 2-F 2 2-5-(A o} &)-N-(Eg A Z2[3.3.1.137] g =2-1-d v
%‘)aizo}up (A Ao 30a, 2.1 g), (1,1-tHEEANFZRY gak 1,1-treo]d o] 282 (2.67 ¢) & H3} z9t
E (1D (1.6 g)9 Wzt oo 254 A71519 ) 1.5 A7 Fo] )= EHW%‘AL ZFES ol ofAlEH o] Et 319
g_/k]. _/;\_ L}EE Q_oﬂ A].o]oﬂ '&]E]—}\];']J_ %%/\—] :H:H—E oﬂ O Oﬂﬂ- ]_oﬂ\jr Tr7] l—ﬂ/\]?] oﬂ/\i /q];d o]_J_ §]—}\]-
UEFOR AFA 7|4, o378ty SHAA L2 A YA E (2.2 g)& 553513 D}.

MS (APCI +ve) 447/449 (M+H)*

'H NMR (CDCI) 8 7.54 (1, d); 7.34 (1H, d); 7.19 (1H, dd); 6.28 (1H, 5, br); 4.54 (1H, ,
br); 3.39 (2H, @); 3.18 (2H, d); 2.80 (2H, 1); 2.04 (3H, s); 1.70 (6H, @); 1.64 (6H, 5); 1.42
(9H, s). '

¢) 5-(2-oh ol d)-2-F R 2-N-(E A 22 [3.3.1.137 g =2 -1-d v &) -sl =o}n] =

AX (4M, 1,4-t)22F = 3.0 mDS Were/gZF 22 (1:1) (50ml) = [2-[4-ZFE22-3-[[(EGAZ=E

[3.3.1.157] 9] - 1- 2w ope] e | b2l | ol & | h 2 bl At 1 1-E s Rel e o] 2 2 (2.2 g, 4] 300)¢]
golo] A7k 24 A Fol Sl SUAA Fel HA SHEE (1.850) FEHA

MS (APCI +ve) 347/349 (M+H)" ‘
'H NMR (DMSO-d,) 5 8.31 (1H, t); 8.15 (3H, s, br); 7.43 (14, d); 7.31 (2H, m); 3.05-2.98
(2H, m); 2.95-2.85 (4H, m); 1.94 (3H, s); 1.63 (6H, q); 1.52 (6H, s).

A A4 31

2-F 22 -5-[3-[(2-3| =2 A e)Aoln v | L2 H |-N-(Eg A ZF2[3.3.1.1 27| F3-1-d&)-ul Zo}n] =
8]
|o=in®s

N_/—-OH

H

A AT 6ol 7]

i
it
0=
o

of upg} A %,

_46_



53] 10-0710110

MS (APCI+ ve) 475/477 (M+ H)*
A Ao 32

o-Z22-5-[3-(dE-2-Tasidoln ) T2 A |-N-(EgAZ2[3.3.1.137d3-1-d | &)-ul Zo}u| =
e}
p Win s

s

AAre 6fell 7]=d el wet Al

MS (APCI+ ve) 415/417 (M+ H)*
A A4 33

222 -5-[3-[[2-(F] Do m)el & W Ropn] e | =28 |-N-(2 2] A2 2[3.3.1.177] ¢ 2L-1-L | &) - o} ]

la ad

\)

I

N—
S
\
A 6fell 7]&H Wl wEt Alx.

MS (APCI+ ve) 446/448 (M+H)*
A Ao 34

5-[3-(FEo ol ) L2 ] -2-F 2 2-N-(EZAZFR[3.3.1.137] g 2-1-L v &)-fl =o}m =

_47_



be Sal:

éNk\
AAre 6fell 7] | el whet Al

MS (APCI+ ve) 445/447 (M+ H)*

A Ao 35

53] 10-0710110

2-Z 22 -5-[3-(dEddoln] )22 |-N-(EZA Z2[3.3.1.1°7 g F2-1-gugd)-Hl =olu| =

o}

oMz

§N_
Aol 60l 7] Wil uhe Az,

MS (APCI+ ve) 445/447 (M+ H)*

A A 36

\)

—F2E-5-[3-[[2-(Held ot ) & ol dopr] & ] 52

it

A 6fell 7]=d el whe Al
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MS (APCI+ ve) 488/490 (M+ H)*
A A 37

2-FRE-5-[3-[(2-3|=ZAde)rdobr] =] L2 A |-N-(E| A F2[3.3.1.13"] ¥ - 1-d &) - =oln| =

by Wl

gN—_
HO

A A6 6l 7<% W ol whal A%,

MS (APCI+ve) 419/421 (M+ H)*

AN 4 38
2-222-5-[3-(FZ2Heln ) T2 A |-N-(Eg A Z2[3.3.1.137 g 2-1-d W &) - =oln] =

@)

b_/ﬁ el
§N_/-

AAre 6fell 7]=d el wet Al

MS (APCI+ ve) 445/447 (M+H)*

A Al 39

2-F22-5-[3-[(2-3| =2 A eE)(1-vEo|&)oln =] X2 A |-N-(Eg A Z2[3.3.1.137 ]9 2-1-d v &)-ul =}

Hl=
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i i

i

AAre 6fell 7]=d Wl wet Al

MS (APCI+ ve) 447/449 (M+H)*
A A4 40

5-[3-[FE -3l =S )otn ] 2 A ]-2-F L 2-N-(EANZFZ[3.3.1.1% b Aa-1-Ldw ) -l =o}r| =

oS e

éNJ_O
AAre 6fell 7]=d el whe Al

MS (APCI+ ve) 461/463 (M+H)™"
A A 41

2-Z R Z-5-[3-(te "ol )2 |-N-(E A Z2[3.3.1.137 ] F-1-L v &)-sl Zo}n =

i Val:

/‘

<N
AAe 6fell 7]=d el whe Al

MS (APCI+ve) 417/419 (M+ H)*

A Ao 42
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53] 10-0710110

2-Z R Z-5-[3-(tv ol )2 |-N-(E A Z2[3.3.1.137 ] F-1-d | &)-sl Zo}n =

fn W

AAre 6fell 7]=d el wet Al

MS (APCI+ ve) 389/391 (M+ H)*
A Ao 43
5-[3-(Fgugolr )T 2 ]-2-F 22 -N-(Eg A Z2([3.3.1.137 g 2-1-d v &)- sl =olv] =

O

b_ji ol

¢

e 6fel 7]=d el wet Al

MS (APCI+ ve) 431/433 (M+ H)*

A Ao 44

2-FR2-5-[3-[@-F=FAde) L holu| e | T2 A |-N-(E A F2[3.3.1.137 ] ¥l F-1-d v e)-wl = o} =

O

b} ¢
N
)

AAre 6fell 7]=d el wet Al

MS (APCI+ ve) 447/449 (M+ H)*

_51_



53] 10-0710110

A Al 45

2-222-5-[3-[E@-3s=FAd)olu ] Z2F |-N-(E A F2[3.3.1.1%7 18 F-1- L &) -l =o}n] =

b Val

an\
HO
AN o 6fol] 7] 5 W o] uhel A%,
MS (APCI+ ve) 433/435 (M+ H)*
A4 46

2-Z 22 -5-[3-(t R ol )2 I |-N-(Eg A Z2[3.3.1.1%7]d| Z-1-d | &)-wl zo}u| =
o]
Lo i O

ad
I/

A o 6fol] 7] g W o uhel A %,
MS (APCI+ ve) 473/475 (M+ H)*

A Ao 47

2-F2Z2-5-[3-(EdZR2Holn )T 2D ]-N-(Eg]AZ2[3.3.1.137 g 2-1-d o &)-sl =o}u| =

oS

/‘z

2

)2
(i
OJI
L

A Ao 6] 7] of upg} A %,
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MS (APCI+ ve) 431/433 (M+ H)*
A Ao 48

2-F22-5-[3-[HE(-vEde)oln =] Z2H]-N-(EA|Z2[3.3.1.1°7] 9| Z-1-L v &) -l Zo}u] =

AAre 6fell 7]=d Wl wet Al

MS (APCI+ ve) 417/419 (M+ H)*

A Al 49

\)

~FR2-5[3-[[3-(rgetn )Lz m ol ] 2 A ]-N-(Eg AN FZ[3.3.1.11d 2-1-d e )~ =o}n)

o

éN‘
N—
/

AAre 6fell 7]=d el wet Al

I

MS (APCI+ ve) 460/462 (M+ H)*

A A4 50

\)

~2R2R-5-[3-[AN22AAQ-S =S Aol ] 2 ] N-(EH A Z2([3.3.1.137] ) 2-1-Q v D)- o} )

I

_53_



o

B

AAre 6fell 7]=d el wet Al

MS (APCI+ ve) 487/489 (M+ H)*

A A4 51

=
[< 3]

53] 10-0710110

o-F22-5-[3-(NZ2aAddoln )2 |-N-(EZ A Z2[3.3.1.137 g Z-1-L v &)-wl Zoln =

o

/N“O
2 A 1ol 7]% 9 el aiek A2,

MS (APCI+ ve) 457/459 (M+ H)*

A Ao 52

2-F 2R -5-[3-(NFa2AHoln )2 G |-N-(Eg A Z2[3.3.1.1>7 ]| 3-1-

laWal:

NH

O

AAe 6fell 7]=d el whe Al

MS (APCI+ ve) 443/445 (M+H)*

A A4 53
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2-222-5-[3-[[I-Gle2A v E)-22-tWezz g |olu =] Z2H | -N-(Eg] A Z2[3.3.1.137 g F3-1-d v &)-

Hl =ofn) =
0
oM

NH

HO

AAre 6fell 7]=d el whe Al

MS (APCI+ ve) 461/463 (M+ H)*
A A 54

2-Z22-5-[3-(NZF2Z2oln )X 2 I |-N-(EgAZ=2[3.3.1.1°7 g T -1-du&)-wl Zoju] =

bJH o

NH

g

A o 6fol] 7] g W o uhel A %,
MS (APCI+ ve) 401/403 (M+ H)*

A Al 55

2-Z 22 -5-[3-[[2-(Fudo}n| =)o & Jopn] e | T2 T |-N-(EZ A Z2[3.3.1.1%7 ] d| F-1-L | &) -l Zo}n| =
Lo S8

H

SN
—N
\

A Al e 6l 7]

T
g

1ol whe) A=

i
i

o
O:
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MS (APCI+ ve) 432/434 (M+ H)*
A A4 56

2-F 2B -5-[3-[(3-3=2A-2 2-tME g ol = | X2 I |-N-(E A F2[3.3.1.137d| Z-1-L v &)-wl =0
"=

AAre 6fell 7]=d el me Az

MS (APCI+ ve) 447/449 (M+H)*
A A 57

2-ZF22-5-[3-[(1, -t g)eln =] T2 |-N-(E A Z2[3.3.1.1°7 b Z-1-L v g)-wl Zo}lm| =
0
L Wi &

NH

X

AAre 6fell 7]=d el whet Al

MS (APCI+ ve) 417/419 (M+ H)*
A A 4 58

2-F2Z-5[3-[[3-(IW ol )2 Joln w229 |-N-(Eg]A] &2 ([3.3.1.137 g 3-1-gdvg)-d =o}u =
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la Vel

?H
N
/

AAre 6fell 7]=d el wet Al

MS (APCI+ ve) 446/448 (M+H)*
A A 59

2-222-5-[3-(NF2Adoln )22 h|-N-(Exg]AZ2([3.3.1.137 g 2-1-gd v &d)-d =o}u =
0]
jo =i ;

NH

c

AAre 6fell 7= | el whe Al

MS (APCI+ ve) 429/431 (M+ H)*
2 A el 60

2-2F22-N-(Eg|AZ2[3.3.1.1371d2-1-4wE)-5-[3-[(1,2,2-EgWE T g)olr] = | T2 7 | -W Zolu| =

ha St

.

AAe 6fell 7]=d el whe Al

MS (APCI+ ve) 445/447 (M+ H)*
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éN
Aol 60l 7] Wil uheth Az,

MS (APCI+ ve) 417/419 (M+ H)*
A Al 62

2-F22-5-[3-[[1-Bl=2 AW e)-2-WEdzagd]oln ]z |-N-(Eg|A|Z2[3.3.1.1°7 g 2-1-L v

ojlu| =

ie St

HO

AAre 6fell 7]=d el wet Al

MS (APCI+ ve) 447/449 (M+ H)*
A A4 63

2-F2Z2-5-[3-[(1-HgzzD)o}n =] Z2F |-N-(EZAZZ [3.3.1.1°7]g2-1-d v &)-d =o}n =

loWa .

_58_
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Aol 6ol 78 ol whet Az,

MS (APCI+ ve) 417/419 (M+ H)*
A Ao 64

2-Zw2-5-[3-[[2-(MEE ) g ]elm ] 22 |-N-(EA ZF2[3.3.1.1%7 v Z-1-dug)-wl 2o}l =
oS
NH
§
\
A 6fel 7]&E Wl wEt Alx.

MS (APCI+ ve) 435/437 (M+ H)*
A A4 65

~FR2-5-[3-[(2-3=FA -1 1-guldeD)olu e | L2 A |-N-(E A Z2[3.3.1.1% 7] g 2-1-L v &) sl =o}u)

b Ut

\)

I

HO

e 6fell 7]=d el wet Al

MS (APCI+ ve) 433/435 (M+ H)*
A A4 66

2-Z72Z2-5-[3-[(ANZF2a Ay e)oln =] T2 |-N-(EZAZFZ[3.3.1.137]d)3-1- | &)-al =o}u] =
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e Val

O
A ¢ 6fol] 7]4d W o whe) A &=,
MS (APCI+ ve) 457/459 (M+ H)*

A A 67

2-Z 2 F-5-[3-(2-Z2Hdoln )L 2 I |-N-(EF A Z2[3.3.1.137 ] Z-1-d v &)-sl =o}n] =
o]
o Wi

NH

)

AAre 6fell 7]=d el whe Al

MS (APCI+ ve) 401/403 (M+ H)*
A A4 68

2-FRR-5-[3-[2-ZF e 2ol =] 22 |-N-(Eg A F=2[3.3.1.137 ] d| FZ-1-L v &)-wl =o}n| =

NH
$
AAre 6fell 7]=d el whet Al

MS (APCI+ ve) 407/409 (M+ H)*

A A 69
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-2 22 -5-[3-[(2-HEA -1-HEo| o} | Z2F | -N-(EZA ZFZ([3.3.1.137]d| T -1-d v d)-wl Zo}r] =

o e

AAre 6fell 7]1=d el me Az

MS (APCI+ ve) 433/435 (M+ H)*
A Ae] 70

2-F 28 -5-[3-[3-(MEo}n ) T2 ZA |22 |-N-(Eg A Z=2[3.3.1.137]dFZ-1-Lw|e)-wl =oln| = o] 41¢]

O\/\/N\

ZT

a) 2-F22-5-(3-20 =22 3)-N-(EgAZ2[3.3.1.137 ]9 2-1-d v &)-ul Zo}u| =

2-F R 2-5-(3-3| =B2A X2 I)-N-(EZAZF&[3.3.1.137 ]t FA-1-d v &) -wl =o}u]= (5.9 g, A4 6d), 2=
(6.2 g, 24.4 mmol), EH L LA (6 4 g, 24.4 mmol) & o]v|t}E (1.66 g, 24.4 mmol)S TlF=Z 2w g (100 mb)ol
A 1 AIRE S Aol A kA T vEg=S 34 T4 Nay,S,0,% A kil 2 B Azl 542 old ofAlH o]

ER FEaolh #7173E& EstaL 112417131 (NayS0 ), s5A171M A2]7h (EtOAc: o 283/ 1:3 0.2 §-&)o A 2
o ARvtEad e 2 gastel & G nAQl A sk (6.8 98 T3

MS (APCI+ ve) 472/474 (M+H)™"

b) 2-F22-5-[3-[3-(MEop ) T2 XA | L2 H |-N-(E A F2 [3.3.1.177]dz-1-dve)-sl =oln =, o]

S EYEFORENGAEHE (0.7 g, 3.2 mmoD)S T FEZ2HWE (20ml) = 1,1-tHEEd(3-3s| =2 22 )HE 7=
HFRIAE (1.8 g, 9.5 mmol) [Synth. Commun. (1995), 25(14), 2135-43]¢l A 7}sldth. 10 & $of 2-F 22 -5-(3-8

QX2 I)-N-(EgAZ2[3.3.1.1%7 g a-1-due)-sl Zo}n =(1.0 g, Ao 70a)S H7}8ta EFEL 24 A 7H
Fot AT A E EFES B2 AHE L 53T 1,4-US5/WEere T 4 M fGate g At 5535
RPHPLC=Z A A|5}o] M2 71|91 %A 33+ (26 meg)S $535+4 U

MS (APCI+ ve) 433/435 (M+ H)*
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I NMR (DMSO-d,) 8.79-8.35 (1H, m), 8.29 (1H, t, J = 6.2 Hz), 7.38 (1H, d, J = 8.1 Hz),
7.31-7.14 (m, 2H), 3.48-3.31 (4H, m), 2.98-2.81 (4H, m), 2.63 (2H, t, ] = 7.6 Hz), 2.50
(3H, s), 1.94 (3H, s), 1.87-1.73 (4H, m), 1.64 (6H, m), 1.52 (6H, m)

AAe 71

5-[[[(1-ohv] A ZF R 2 E ] (2-3| =2 Ao &)oln| W e |-2-F 2 & -N-(Eg A Z&[3.3.1.137 g 3-1-¥
e - =olu] =

ZT

a) b-BERHE-2-F2 2 -l

50 C9 FREXE (500ml) = 2-FE2-5-ved-wlxA (25 g)o] auty & olo] N-H Alolm= (27.40 g)& A
7Fekith S8 2aE FAE WA (purge)dhal oFFH] 20| A PrEliH 2 (0.10 )% 3 R o2 Hrtedg. £95 1
Al ZE &< ol A 7HE Sl 719 ofF b ol AREZYEH (0.10 g)& #H7Fshal &3 A ZF &t F7TE T
A3t SN S WF o g FE35HaL, o g of g 2o xHﬁoM?l o 7}sle] B84 SAloln = %— A A3 T} oﬂEﬂ
7
Al

=

B2 N Gl 89, G2 AR P rhaFo deA A Fg 5HA
Mt Fle RE 55 o 2432 A4 EFEL 1 J
| axg% A3et, ol aaatow A H e AFelA AxAA HAl HFE (17 2)& F5a90.

b) 5-HEZRHE-2-F 22 -N-(EAZFZ[3.3.1.1°7 g F2-1-L i &)-u Zo}n =

0 Co tE=22re (250 mD) B HuExEov = (0.12mD) T 5-BEE2RHE-2-F 22 -Hlx
o] BHEAZ] Slo] &4 F2E= (8.7 mDE H7Isld ¥4 x2S Al As A A0S N%gi
U g8 AFo g 2 AFES tF2 2 e (300 mDoll A-E3)A7]13, 0 C

o}¥l (12.4 ml) 2 ojt}ntemeoln) (7.54 m) O & g dhth, 158 Fo], 0 T §HS ﬂoﬂ% oHl = (1 L) ¥ 1N
T Gato g AlF e & AFZ MFHst {F71ES A rtaFo R AZRAT A JAF o R FE5e] M Bl 1A
s3HE (19 92 533t

2F(AA e T1a, 12.4 )
diivh. 714 W&ol &
™ tolaxzedod

H“ru
o
_|\l
E

MS (APCI +ve) 396/398 (M+H)*
'H NMR (DMSO-dg) § 8.39 (1H, 1); 7.50-7.40 (2H, m); 4.74 (2H, 5); 2.92 (2H, d);
2.50 (3H, s); 1.94 (3H, 5, br); 1.67 (3H, d); 1.59 (3H, d); 1.52 (6H, s).

c) 2-FRR-5-[[(2-3 = Aot ] E ] -N-(Ee A F2[3.3.1.1° 7]t 2-1-Lwl &) -wl =ofw] =

E2¢ (40ml) F5-HERWEY-2-F22-N-(EgAZ2([3.3.1.1°7 g Z-1-dwe)-sl Zo}n = (A A« 71b,
0.300 g) & o eF&o}lwl (0.5 m)Q EFEL 24 A|7F 59 100 Col A 71d3a19t). 2L WA 7] a1, L35 et 5
2 UEF 89 2, o' olAH o ER FE3la, Bt vfadlgo g ARA YA o 148ty 7Hekatol A FEEhe]
A Bl B4 33HE (0.280 9)& 53t

MS (APCI+ ve) MW 377/379 (M+ H)"
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DILI-[[[[4-F22-3-[[(EgAZZ[3.3.1.1°71d 2-1-d v D)elu] = 72 nd | H 9 W2 ] (2-3] =2 A o &) o} u]
g SRR ]-7t=28piE 1 1-tuEo g o ~H =

2-Z22-5-[[(2-3 =2 A e)ohu =] E |-N-(EZ A Z2[3.3.1.1%37 b Z-1-D v &)-fl =o}v] = (0.250 g, A Al

o 71c), 1-EE2EUANFE2Z2I)-7l=2u02k 1, 1-tHEog o 282 (0.260 g), YEF EotNESA MR =g =

(0.600 g) Bl Y2 = 2wl (50 m)& Aaskell A 24 A3t §<F 97 WA AT, Ete& Ehe Wik A HEH 78

Mol a1, 22w eto g2 35350, Ak nfvFo 2 ARA7] AL, o et Fekstel A s & Th Al eHA] 22
B4 A7t A (g oA H o] E)ol| A AAste], ¥4 85= (0. 302 2)& F5353 .

MS (APCI+ ve) MW 546/548 (M+H)*

e) 5-[[[(1-oh A ZF 2Tz ) g ](2-3| =2 A o D)oln| = W E |-2-F 22 -N-(Eg]A|Z2[3.3.1.1%7]d|7-1-
o o €] ) -l = o}u| =

[1-[[[[4-F22-3-[[(EIANZZ[3.3.1.1° 7] a-1-grD)o}r] =] 72 B d |5 d | v & ] (2-3] =2 Al o] &) o} ] 12 ]
e AZ2Tagd]|-7t2872 1,1-td g g o ~8 2 (AAld 71d, 0.302 g)& WEL (10 ml)el 3473t
AF(10ml) + 4 N HCIS #7189t 2353 A0 A 14 A1 7F 5ok wukA 7] S 25 % oFRy o} =g olo) Ja1 7t
et A FFete] 8] 718 58t fr2 9715 AP (19:1:0.1 Y E 2 2 e/ ehg/g ol = 8-F )0l A
2y grn ey 2 GAste] oAl ¥4 3= (0.230 g)& 53T

MS (APCI +ve) MW 446/448 (M-+H)+

'H NMR (CDCL) 8 7.69 (1H, s); 7.37 (2H, m); 6.38 (1H, t, br); 3.73 (2H, s5); 3.64 (2H, 1);
3.18 (2H, d); 2.74 (2H, 1); 2.49 (2H, 8); 2.21 (3H, 5, br); 2.01 (3H, s, br); 1.75-1.64 (6H,
m); 1.59 (6H, s, br); 0.59 (2H, t); 0.40 (2H, 1).

A Ao 72

~[[@-3=FA o) [2-(d " olr]m)o] & o] = J e D | -2- v D -N-(E A 22 [3.3.1.137 | g Z-1-L w &) -l =
ojlm| =

(\OH
N\/\

N/
H
H
N
o <
a) [2-[@2-3=ZA ) [[4-mE-3-[[(EYAZZ[3.3.1.137 v - 1-Lo)olr| = ]7t= 1w d s d | & Jo}r) 1]

e e -7F=nkRlAk, 1,1- ﬂﬂﬂ.@_ & o ~H =

2-ZFR2-5-[[(2- ‘5‘1‘:E/\Mlg)o}uli]‘]ﬂ%]—N—(Eﬁl A 27 [3.3.1.137 g 3-1-g v &) -l =ou = (0.30 g, A Al
o 71c), MIE(2-SA&ol&)-7F2xI%E 1, 1-tuEd g o 28 2 (0.276 g), UrE% EolAEA R Z3| =8 = (0.720
g) % Elﬂiiﬂﬂﬂ (50 mD< 24 A ZFEF Aastol A 3 WA o £33 =S E3tE Bt A UEF 89

i, YEEEWEo R FEeka, Ak vkl o R A7) AL, o st ghetetel A S AT A SHA] e
A27F (19:1 tE 22 Y el/mete 2 85)2 AAste] -4 343H= (0.285 g)& 5313t}

MS (APCI+ ve) MW 534/536 (M+ H)*
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b) 5-[[(2-F =g &) [2-(Eop| )ol D ]opr| v & | -2- & -N~(Ee| A &2 [3.3.1.1° [ =2 -1 - v &) -

Zoln =

[2-[(2-3| =2 A &) [ [4-WE-3-[[(EYAZZ[3.3.1.1°7 g T-1-du&)oln =] 72 1 d |5 d ] v & Jo} 1] 1= ] o]
gl g -st=npaal 1 1-tH gl g o ~H 2 (XAl 72a, 0.285 g)= HWEHS (10 mDdll &34 7]a, T4 (10 ml)
% 4 N HCIS H7l8tal £35S A4 14 AIF 5 wHkA ZATh 8948 25 @ R o} 8ol K31 7He}3}ol A
EZ2AA 8 975 FEST 58 971E Agg A (8:2:0.2/ YF 2R ehv et myolE 8%) IRl E L
o] = At 2 A sheHE (0.167 g)= F53H3 o

A

MS (APCI +ve) MW 434/436 (M+H)+

"H NMR (CDCL,) 8 7.65 (1H, s); 7.35 (2H, s); 6.41 (1H, t, br); 3.67 (2H, s); 3.57 (2H, t);
3.17 (2H, d); 2.68-2.61 (6H, m); 2.38 (3H, s} 2.01 (3H, s, br); 1.76-1.63 (6H, m); 1.60
(6H, s, br).

AA 73

2-222-5-[3-[[2-(1-vE-1H-o]ut}E-4-d o] ]o}n] = | L2 A ]| -N-(E A F2[3.3.1.1°7 bl 2-1-d &)

-l Z=ofm| =

ZT

AN o 6ol 714 W] e} 2-F 22 -5-[3-[(MEEX DA |22 I | -N-(Eg A ZZ[3.3.1.137 ] 3 -1-d W
g)-wZolu = (A A d 6e, 0.5 g) ¥ 3-wEd] 2EW (0.22 g) o2 FE A ste] T A 33E (0.060 g)& 53515t

MS (APCI +ve) 469/471 (M-+H)"

'H NMR (DMSO-dy) § 9.45-9.30 (2H, m); 9.02 (1H, s); 8.32 (1H, t); 7.55 (1H, 5); 7.41
(1H, d); 7.28 (1, d); 7.26 (1H, d); 3.82 (3H, s); 3.30-3.20 (2H, m); 3.15 (2H, 1); 2.95-2.85
(4H, m); 2.70 (2H, f); 2.02-1.93 (SH, m); 1.63 (6H, q); 1.52 (6H, s).

A A 74

\)

~ZF22-5-[3-[[2-(IH-o]vtFE-4-)e & Jolr] e | Z2 A |-N-(E A 2 2[3.3.1.13 7] ¥l 2 -1 - L v &)l = o}

it

N\/\EN\>

N
H

ZT

Cl
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2 A) 1 6foll 71%H W] we 2-F 22 -5-[3-[(MEEXT D) A |22 |-N-(EgAZZ[3.3.1.137 g3 -1-d |
g)-wl=zolu = (AA 4 6e, 1 mg) & 3 2EMHl o 2 RE A5l T A 3= —’FC;} ca=

MS (APCI+ ve) 455/457 (M+ H)*
A A d 75

2-Z 22 -5-[3-[[3-(1H-°]n}Z-1-d)Z 2 G Joln =] 22 F |-N-(Eg A F2[3.3.1.1°7 g Z-1-I W &) sl =o}

=IR=%

ZT

Ci

/\1]

=
gl)
=)

o 6ol 7]%E W] upe} 2-F 22 -5-[3-[(MEEZTD)A |22 |-N-(EgJA| Z2[3.3.1.1%7
—fl ol = (AAld] be, 1 mg) B 1-(3-ol =z d)omhE 2 Y ko] B4 HREL 4%%}911:}.

MS (APCI+ ve) 469/471 (M+ H)*

A A 76
2-Z 22 -5-[3-[(3-3|=2A| 2o} = | L2 I |-N-(E A Z2[3.3.1.137 | F-1-g v &)-dl =o}u] = ¢Jrte]
H
N\/\/OH
H
N
o Ci
UEF EFoNEARRESEFHE 4.109)S HUFEHE (200 ml) & 2-F22-5-(3-24AZ2I)-N-(Eg|XNZF=Z
[3.3.1.1°7 ]| 3 -1-guE)-w=o}lu = (3.46 g, DAl 14b) Z 3-o}n| =T 2 7L (1.73 mD) 2] &Nl Hr}aldt). 24
A7 Fo] FA|EA] e ks B E S S5 ARvtEDHY 5 WA 20 % WEr/OFEEME + 1 % FEYohE
19:

=
A=las
AL o H /M e E 1912 5-F 4de AAAA, B4 A9l #4 3§ (1.60 g)& 5383

ﬂll

MS (APCI+ ve) 419/421 (M+H)*

'H NMR (DMSO-dy)6 8.67(2H,s); 8.31(1H,t); 7.41(1H,d); 7.30-7.25(2H,m); 4.74(1H,t); 3.47(2H,q); 2.95-2.85
(6H,m); 2.67(2H,t); 2.00-1.84(5H,m); 1.76(2H,quin); 1.63(6H,q); 1.52(6H,s).

okgshA £ A
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Hzdwlzd ofd =4l E XA o] E (bbATP) 59 54 3t¢a 52 P2X, 8419 ZheAlzx ddutolr o] F4
o & vA= Ao w FAH t} (3 (Drug Development Research (1996), 37(3), p.126)). ZLH B2, o Bl
HZulo]= (3% DNA ZZH)9| £43}o], bbATPE Al43l0] 4442 2484 7]= 4%, AEU DNA] Adat o
Bl g Rrto]Eo] o] Trbshs Ao ® RFHAY. B39 7k P2X, 784 243k HER AR 5 1ol A,
P2X, EAlol U@ SiHEe) dae AR 5 A,

olg] gt WAl o7 AAlo o] mA| shFHE Zh7hE P2X, 8ol dig AFgA el s APt dE 5o, vitte] H
g 96-< wlo] A ZEFO|E] S o] Eo A A AdtE A9, o] A5 1074 M o ElFH Zulo]= 34 THP-1 A X dEH
(2.5 X100 M FE/ml) 200 WS 3 5= A8 2N 250 w0, 10° M bbATP 85 1 ZF 928N 25 i, 2 A 3o
3X10° M&Z §iate LZHF $E2 80 25 (E Yt SolEd Zetrg AES Yu COM 1AIZE & <2F A5

o]AFT) 1 tg, ZYolEE HZ1-9d1 (Perkin—Elmer) ¥ % Z¢ o] E 35 7] (7] 520 nm, ¥= 595 nm, &% %1
o7]1¢] 7§- 15 nm, W& 49 20 nm)ol A A= Fek v E 9134, bbATP (P2X, 584 &L%Xﬂ 9 g EAa5

20| E (P2X, =84 A&ADE B vix+2 Aol ARt #=53ts Aol bbATP 25l 2442 50% 744
71d 22 AE stE w29 vholu s RIgk pICy, #h ZH2He] A1 shgtEol disl Akt Al o] shetE
S 472 plCyy k0] 5.0 Zeh= A 24S 7H el 45y

H:l
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