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48 F ) A R ZEREHEIONE KBS HE-TOC - £ B
s R A e N2-0R-5-R ok o9® (23945 ) &2 K@ R vk vh
(I0EH)F X F R RBR RS M Z R B E K HKD-65C
o ROJE R A A E-TOCRER ISH 48 > RiE1-2 8 k% £ F £
2R BB (9 )& Ky & kd(5EH)F 2 F & &H
e N (SRR ) R A F L0 4 0 KK EANIME B
KiEBRSOEH)F - B A4 F R NB B T B (3x25€ # ) ¥
e B X K R o4 A B K B OBR A R 0 B 0 R B oo %
i £ BB LB MBI 0 AEBEE & R T (1:9F 1:4

)iz # » EFRARBEEALESEHQTIOL) £ 4 & B 8 -
'H NMR (400MHz, CDCl;) 8 8.41 (1H, s), 7.98 (1H, s); 6.21 (1H, t);
3.16 (2H, d); 2.05-2.02 (3H, m); 1.76-1.73 (3H, m); 1.66-1.63 (3H,
m); 1.57-1.55 (6H, m) »
k5 25 0 193-194°C
(i) & -2-% %X [3-(wW & -2H-7k #% -2-% B £ )& £ | £ 7
B % = T B

Ao-2-0 X kAP M E =T 8 (1.2% )% & KNN-=— 7 %
Y oEE R (SE )P 2 5 &R A60%H 1L 48 (02454 )— o R =
o R Z R 0 2-(3-2 A R K )W & -2H-7% & (1.36
% )he Ao )iﬁ@i%é\a‘h&i?%’%#%d\ B 0 AR fE R K (50
TR B KR AR C 8 (3x258 H)F - b B 2 E
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(38) EHRAKE

B4 A & R BLOER S St R 0 @R 0 R M 0 HFORE A
(16l ) £ & & 4 -

'H NMR (400MHz, CDCl3) 8 4.60 (2H, m); 4.05 (2H, % ); 3.90-3.70
(4H, m); 3.60-3.41 (7H, m); 2.22-2.09 (3H, m); 1.91-1.82 (4H, m);
1.47 (9H, s) °

(i) 3-(4-{[(1-& A % £ ¥ £ )& & 18 % }-5-

ook -2-%)7A
2-% A [3-(W K -2H-k %k -2- K R A )A K 1k A F B F=TH8

Iy

N-(1-4& Bl 5% & 7 % )-2-/2 -5-% & # & &8 & (% # 2())
(0434 )& & -2-% & [3-(@ & -2H-7% % -2-% & £ )@ £ | k&
A 7B S = T & (% % 2(ii)) (0.60% )4 & Kk T B5 (6% # )&
ZZBR(6EH )T Z B FE R AR T RSH 4E KR K LA (]
(0,004% )& — R 1L % = X B 42 (0.014% Yhw A » R & 4 & &
THHE2IE - ROV BRE B4 ETH LEW®IL:
AR Tl BEBR T OB (19:1FE 7:3)E B 0 fEF R ZBAEA A
(0392) 2% & B -

'H NMR (400MHz, CDCl3) & 8.58 (1H, s); 7.67 (1H, s); 6.25 (1H,

£); 4.57 (1H, t); 4.33 (2H, %); 3.9-3.77 (2H, m); 3.5-3.41 (4H,

m); 3.18 (2H, d); 2.02 (3H, ®); 1.92-1.85 (2H, t); 1.80-1.60 (7H,

m); 1.58 (12H, s); 1.48 (9H, s) °

MS: APCI (+ve) 516/518

(iv) 3-(4-{[(1-2 B % X F A )V A 1B A }-5-A % % -2-£)F

A [3-(w & -2H-9k b -2- K R A )A KL 1k X P & % = T &
3-(4-{[(1-& Al % £ ¥ % &

XY

BEI# K }-S5S-Rabw-2-%)F
2-e A [3-(w &R -2H-9k vh -2-K A KA )R KA 1R A P& =T

.43 -
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(39) ERRAGR

B (F #12(1i1)) (0354 )& 5%4 /5 (0.020% )X B # M % & £
F X ERQRE)T#HH#H > AH LT HFRMFRKELIE - RASY
B ECRB KRB AT B LB EILL AR TF R A
(19:1£9:1)im 8 » HHF AEAILESEHMO248) 2 8 & B -
'H NMR (300MHz, CDCl;) & 8.54 (1H, s); 7.44 (1H, s); 6.42 (lH,
%); 4.54 (1H, t); 3.83 (1H, d=t); 3.73 (1H, m); 3.50 (1H, m); 3.38
(1H, m); 3.25 (4H, t); 3.19 (2H, d); 2.78 (2H, t); 2.01-1.9 (5H, m);
1.80 (2H, t); 1.78-1.62 (4H, d= d); 1.60 (10H, d); 1.44 (9H, s) °
MS: APCI (+ve) 604/606 (M+1)

(v) N-(1-2& Bl £ £ 7 £ )-5-8 -2-{3-[C-~ 2 & A )k £15
A1 E A MRl 0 — B E B

3-(4-{[(1-& Al e £ 7 X))l AR A }-5-Ratwg-2-%)" &
[3-(@ & -2H-"k 7 -2- % B % )@m X | XA T & % = T & (% #l
2(iv)) (0244 )iE A F B (10 4 )R 2M®E B k5 & (10E #)
ZREMF S FERBFEOISIE - REYMEE HHEY A
Mg AL KIZERQLSEF)HE - BEDERAN AT
M (3x252 FH)F » S X E R MR B - %% E AR
b & A 1,4-— B B ¥ 2 EXR(I0OEH4ME % )R » 4 0.5
'J?ﬂ%’°;‘§;&iﬁ“‘%é@’5%%#%%&5%175@2Mﬂi4b£h7J<5:;”~\;‘(i(25%
HF)F 0 EBR AN R TR (325 H)F 0 b oz K R4
M RBMET B ERANAEAL S X Z R TF K T
0.884& 7&K (89:10:1)iK # - » # X 4 H & » & 1t & # 1,4-= &
AE P2 E R (10E HAMBER)A + A% £ A ZEHME G
BE B L 85 /F B2 ¥ B 4 & 0 K EF B EIiLASY0.11548) £
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(40) BARAKE

® & B 8 o

'H NMR (400MHz, DMSO-dg) & 8.78 (2H, X ); 8.60 (1H, s); 8.54
(1H, t); 7.36 (1H, s); 3.46 (2H, t); 2.95-2.83 (8H, m); 2.08-1.99 (2H,
q); 1.95 (3H, s); 1.81-1.74 (2H, t); 1.69-1.58 (6H, q); 1.52 (6H,s) °
MS: APCI (+ve) 420/422 (M+1)

%og & 210°C o M

Wt & 1& 2

(vi) [3-(4-{[(l-2 A % & F £ )k £ 18 £ }-5-R ot = -2-%) ®
AAICH{FZTA(=F A )y R AR XA £ )BKE A T

B OH = T &

A EAOCB{FZTE(=F A )y AR AR X))k £

¥ A % = T 8 (0.50% )# 9-44 (boroa)® 3£ [3.3.1]F % (6.0%

AT R R FILOSMER)F ZERED AAD R T /i
408 o BR AL EOC BB QLEAAKT ZIME K)

e N e R A MR B ISH 4 0 N-(1-2 Bl s X F % )-2,5-=

£ A i 8 Mk (0.50%)(mWO 01/94338¢ A it & # )& @ (= X °

B )42 (0)(0.045% )7 & ANN-Z F 2 P8 B 32 #H)¥ 2 &
Re N o RAE M ETOCH BT Awdhd s BF > 448 Ffo B 5k (25
EH)VHE > KX R ONE B T E (3x25E H)F o A H 2 XK
oA A s K OBL OB BN OO 0 BE 0 BRE o R EBH
E B M HEIL AR T BB T B (9:1F 4:1)ix B o fE
FORAR M A 4 4 (046)

MS: APCI (+ve) 636/634 (M+1)

(vii) N-(1-2 Bl & & F &£ )-5-8 -2-3-[B-&# £ & X )k £ 148
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41) EARAYH
AI1E S MG S8

[3-(4-{[(1-&2 Al &= &K F KA ) A % £ }-5-Ratw-2-£)F
EFIBH{[F=ZT A (F X)) AR A B A )& & 7
FZ T B (K B 2(vi))(0.464 )ix A R b B 1,4-= & =~ B
ZHER(IOEAFAME R ) BRE & 2 KRB #dgl4-= & ~
B /F 8 ¥ & & & X i@ B i B8 342 HE S (024
L) 2 & & #H K o
'H NMR (400MHz, DMSO-d¢) 8 8.78 (2H, %); 8.60 (1H, s); 8.54 o
(1H, t); 7.36 (1H, s); 3.46 (2H, t); 2.95-2.83 (8H, m); 2.08-1.99 (2H,

q); 1.95 (3H, s); 1.81-1.74 (2H, t); 1.69-1.58 (6H, q); 1.52 (6H, s) °
MS: APCI (+ve) 420/422 (M+1)

%o £ 210C » B

T #l 3

N-(1-2 Bl %&£ & F £)-2-8-5-(3-[G-# £ A& £ ) £ 15 £ #

e AR AR
’ @
=
H l
N X N
o) Cl

(i) N-(l-2 Al 4 & F K )-5-8 -2-& -# & & ik
2-78 K -5-mh - & B (26545 ) N BB EE R (10 H )¢
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(42) | BRRARE

P R B e N B KNN-Z F & F o8 R (1) £ & X B FR
/'/.?\

fm B E 100CE3I N8 » R &M A K » BE - SLF7 X H

Bt AN R K R FTR(ITOEF )T > A % 20C 1-4 Al
e A F A B (1654 )& =T e RQB8l1E )N £ Kk = & F &

B0ZEH )P Z iR A& W& FHMmA o R BIR A BHEL,E

A0S MB B K IE R ‘B » R & KB B B BE - B4

c B B E BB LE W HIL AEERCTE =R TK(1:9)

R E IR RBEAMILESY 0 2B B

'"H NMR (300MHz, CDCl;) § 8.65 (1H, d); 8.42 (1H, d); 6.50 (1H, t);

3.19 (2H, dd); 2.05-2.02 (3H, m); 1.76-1.73 (3H, m); 1.66-1.63 (3H,

m); 1.57-1.55 (6H, m) °

MS: APCI (+ve) 430/432 (M+1)

% % 163-164°C

(i) N-(1-2 Al &£ & 7 £)-2-8 -5-C-8 £ & £ )# & 8 iz
N-(1-& Bl &£ & F & )-5-# -2-K - & & & (% # 3(1))(2.15

%) M A BE(0.58% ) B BL 42 (I1)(0.015% ) 5 & & 4% (1.05

)R RACW T X 4% (13948 )X B4 4 £ &2 KNN-= 7 4 7

Bk (202 ) F — R EH 208 - R AR S 4 5 A K (100

)

EH)F 0 ERANBEBLE(Ix25FE #H)F o & # 2 X
VA B R OBLBE B R > B R 0 RW - RAEYETHL

Ay

B #r &b > A B BR B O 2 T (L:1)E # - %R #2
ML A M (0.65%) ¢
'H NMR (300MHz, CDCl3) § 9.82 (1H, s); 8.33 (1H, d); 8.01 (1H, d);

b

6.50 (1H, t); 3.19 (2H, d); 2.98 (2H, dd); 2.86 (2H, dd); 2.05-2.02
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(43) ERRLAKE

(3H, m); 1.76-1.73 (3H, m); 1.66-1.63 (3H, m); 1.57-1.55 (6H, m) -
MS: APCI (+ve) 361, 363 (M+1)
(i) N-(I-&2 A % & F £)-2-8-5-3-[C-A AR E )& £ ]A
A A R R K

£ N-(1-2 Bl k& £ F &£ )-2-R-5-C-8 £ & A )% &k & Ik (%
#l 3(i1))(0.10% )% F 8 (3£ )R & & (0.1 & # ) ¥ = #H # &
N N3-fk K B BE(0.04250 ) 0 A& R X FE R W H 2] 8
KRR R AL 8 (0.020% )Am AN 0 RO R A 4 #4200 8

e 4

g
[i4)

N kK Mk oy BCA2MB B kA R R OB OBL T OES
(2x10ZE A ) M - & B 5 8 > H # 8 & X 2MB & Kk &
R(2x10%E H )FE B - & 4 2 Kk % R 4 X SMEA & 1t %
KR &R B AL 0 R N BB L OB (2x25FE H)F 0 & =
EOR MoK & oK BB ER - BE OB

& (00758 ) Z & & B g -

3R AL

'H NMR (400MHz, CDCl;) 6 8.28 (1H, s); 7.93 (1H, s); 6.79 (1H, t);
3.79 (2H, t); 3.17 (2H, d); 2.86 (2H, t); 2.71 (2H, t); 2.65 (2H, t);
2.66 (2H, t); 2.05-1.96 (5H, m); 1.87-1.80 (2H, m); 1.76-1.73 (3H,
m); 1.66-1.63 (3H, m); 1.57-1.55 (6H, m) -

MS: APCI (+ve) 420/422 (M+1)

= 2 105-107°C

' 4

N-(1-2 B % £ ¥ % )-2 SR O-S5-(3-{[(1S)-2-52 X -1-F X T A 1k
£ A AR @ |
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(44) - ERRAKR
NH,,
"»(\OH
7
y N
I
2HALS W E AN(1-2 Bl % £ F £)2-8-5-C-84 8 %)

# o 8 B (K #13(i))(0.10% ) » (S)-2-F A& A 8 (0.046% ) © &
#O& M & 1t (0.020% )M F B2 (3% H )& B 8 (0.1F8 # ) ¥
AR BI3GINZ F ik E Moo mMAMAEB B LR &I K
0.7N& K £ A F 8 F © B 88 C & (1:5)% #& » 5 /3 42 & 1L &
# 0 2 ik 4k (0.082%) e
'"H NMR (300MHz, CDCl3) § 8.28 (1H, s); 7.99 (1H, s); 6.64 (1H, t);
3.56 (2H, dd), 3.23 (2H, dd); 3.19 (2H, d); 2.80-2.70 (3H, m);
2.58-2.50 (1H, m); 2.05-1.96 (3H, m); 1.87-1.80 (2H, m); 1.76-1.73
(3H, m); 1.66-1.63 (3H, m); 1.57-1.55 (6H, m); 1.04 (3H, d) »
MS: APCI (+ve) 420/422 (M+1)
® #l5

N-(1-4& Bl & & F % )-2-8 -5-G-{[(IR)-2-#& % -1-F £ ¢ % ]
Ak A AR & 8 A

ZT
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(45) EARAKR

AL S EEN(l-2R B X T X)-2-8-5-C-A 4% &
A ) A bk B8R B (K ¥ 3(i1)) (0.10% ) > (R)-2-f% % & B (0.046 %)
C R OFUA PN & Ak 8 (0.020% ) F B2 (3E A )R BB (0.1 )
FAR B3I F kB M A EB K LEBWKIL > K
0.7M#& &K & # F 8 & © B 8 C & (1:5)% 8 - £ /342 8 it 4
# + Z ik 4 (0.085%) °
'"H NMR (300MHz, CDCl;) & 8.28 (1H, s); 7.99 (1H, s); 6.64 (1H, t);
3.56 (2H, dd); 3.23 (2H, dd); 3.19 (2H, d); 2.80-2.70 (3H, m);
2.58-2.50 (1H, m); 2.05-1.96 (3H, m); 1.87-1.80 (2H, m); 1.76-1.73
(3H, m); 1.66-1.63 (3H, m); 1.57-1.55 (6H, m); 1.04 (3H, d) °

MS: APCI (+ve) 420/422 (M+1)

T ¥l 6
N-(l-&# Bl e Xk F £)-2-C-fx A A K)-5S-REH Rk x> B &
#®
NH,
Z N
H \
N N
'9) Cl
(1) 3-(4-{[(1 Al & F B )l BIRE}-S-A s ®-2-£)A
2-t K A VT B F = T &
N-(1-& Al t&£ & 7 & )-5-% -2-8 £ 3# & & & (% # 2())

.50 -
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(46) ERARAKR

(0432 )& A -2-% A B X P& $ = T & (0314 )% & Kk C
F(SEH)VARZCTLERGEH)F B TR AT RSH £ K
% AL 47 (1)(0.004 % )& = f AL % = %X 8 42 (0.014% Y Aw A =
e AR THHFOOISH® - BAMWEBEE  RéYAaETH
LR M AL A RE D R FR(1:19)E - EFAREA
it & 4 (0.344) £ &% & 8K o
'"H NMR (400MHz, CDCl;) & 8.58 (1H, s); 7.67 (1H, s); 6.25.(1H,
t);4.82 (1H, %); 4.18 (2H, d); 3.18 (2H, d); 2.02 (3H, s); 1.76-1.64 ®
(4H, d= d); 1.60-1.57 (10H, d); 1.46 (9H, s) °
MS: APCI (+ve) 458/460 (M+1)
(ii) N-(1-4& Al t& & F £ )-2-3-fc £ & £ )-5-8 2 # & & Ik
BB OB #

3-(4-{[(1l-2 A 4 KA F & )M X 1R X }-5-& ot -2-%)7
S2-% K fE A T ER P = T B (F #6() (0344 )& 5% 4 /8 2
MHEE FTREGZERQE)THH A3 &8 FRIK
Bk o REMBIRE 0 R -HEHEARIMI NI &
I ¥ ZRBR(IOEHIME R)RN » # F 0.5 8 - X g &
be > R B LB B RYE  EIFEELESHO.1748)
ZREFEHK o
'"H NMR (300MHz, DMSO-d¢) 5 8.60 (1H, s); 8.54 (1H, t); 8.02 (3H,
% ); 7.34 (1H, s); 2.94 (2H, d); 2.85 (4H, m); 1.97 (5H, m); 1.7-1.58
(6H, q); 1.52 (6H, s) °
MS: APCI (+ve) 362/364 (M+1)
% 2 150°C (% #)
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(47) EARASKE

\ha
+
T
®
L

N-(1-2 Al /£ & F £ )-5-8 -2-[3-(Z £ & A )B® £ |2

ZT
/

(i) T HA(A-2-» A)k & F8HF =T 8

RAZFAIAL S MBI A-2-% X B ATEHES =ZTEQO6L)
» 60% 8 149 (0.186% ) T A # (1.558 # )& & KN-F £ -2-
Wk X B AEF )RR FiE U oA ET B L
B ¥ thib 0 AR TR BB OB (19:1)% # o % (0.34%)
& & h e
'H NMR (400MHz, CDCl;) 5 4.04 (2H, %); 3.36 (2H, q); 2.18 (1H,
t); 1.14 (3H, t); 1.47 (9H, s) °
() 3-(4-{[(I-2 Al x £ 7 A )l R 1 £ )-5-Aw=-2-£)5
2- R(T R )R A TFTHREZT 8

RAF BRI & 12 i N-(1-2 Bl 45 £ F £ )-5-F -2-5 Z %
AR AR (K #12(1) (0402 ) T A (A -2-% £ )k £ 78 § =
T & (% # 7(1) (0.34% ) # 1t 48 (1)(0.004% ) = & 1t & =

-52-



200407297

(48) BERARAKA

KBk 42 (00148 ) Z R (SEH )R & KK (SE )R T
Ui #ix 8 H BHAEAYEZB LB HIL A E DK
B B L B (9:1E 7:3)m #g M 13 R4 M1 4 4 (0304%) -
'"H NMR (400MHz, CDCl;) & 8.58 (1H, s); 7.67 (1H, s); 6.22 (1H,
%), 4.31 (2H, ®); 3.42 (2H, q); 3.18 (2H, d); 2.02 (3H, %);

1.80-1.60 (6H, d=d); 1.57 (6H, s); 1.48 (9H, s); 1.18 (3H, t) °
MS: APCI (+ve) 486/488 (M+1)
(i) N-(1-& Bl % £ 7 £)-5-8 -2-[3-(Z £ A )@ £ & %
AR Ak 0 B KB

RIS W EdE3-4-{[(1l-2 A % £ F L)k & &% £ }-5-
Rk -2-K)8 -2-8 A (T X)X TFP8HFE=ZTEE(CE H

7(i1)) (030 )WXA B #l 6(11)Z #F % & # o 40 8 5 B M % 5 2M

s R KERRQISEA)F » FE R NEEE T 8 (3x25% #)
e X KR MR E e R LB ER ML

ZR TR T E 0SSR K(89:10:1)iE M - S EBEZIHE X
AR E M4 BB Y ER(NOEHIMER) B
A R ZEBEMABBE ERYE B ABEKE- KRB
Witk # 48 HPLC# 1L » £ 13 42 B 1L & 4 (0.025% ) £ & &
'H NMR (300MHz, DMSO-dg) & 8.84 (2H, % ); 8.61 (lH, s); 8.54
(IH, t); 7.36 (1H, s); 3.0-2.80 (8H, m); 2.04 (2H, q); 1.95 (3H, s);
1.7-1.58 (6H, q); 1.52 (6H, s); 1.19 (3H, t) »

MS: APCI (+ve) 390/392 (M+1)

5 B 1 206-208°C (% A& )
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(49) EURAKR

x

(ivy# & 2 (T £ )k X 7 & F = 5
S 23]

-
Fra AR BKATEE=ZTE0L):

>r
S
e
f\m
(g
-
(9)
q

¥
Ny

60% & 1t 48 (0.254% ) T % # (1.55% 4 )& & kK N-F % -2-
g B (4E )R TR 2(0)X F 2 U -4 2 9 £ &5 B L
B ¥ st 0 AR Tk O BEBR T B (19:1)% B 0 £ 13 (0.53%)
& & d o
'"H NMR (400MHz, CDCl;) 8 5.78 (1H, m); 5.12 (2H, m); 3.80 (2H,
s); 3.22 (2H, d); 1.46 (9H, s); 1.08 (3H, t) °
(v) N-(l-2 Bl )¢ 2 F £)-5-R-2-[3-(Z % %)™ %8 #
f B AR 0 BB B

WA A(T A )R ATFTEHRFEZTEE(E # 7(Gv) (0234 )%
9-# (boroa)® R [3.3.1]F K (SE I+ # W H sk % ¥ 2 0.5MiE
RI)F LB R AR AARL T M6 RS EZTER
B A (ILEHAKFT ZIIMER )W « B ASWBHISH 4
P N-(1-& Bl 2 & F 4K )-2-/& -5-R & # & & & (% # 1(i1))
(0.3834 )& = & [I,1'-% (= X B % )= /& # (ferrocenyl)]4e (II)
(004552 ) #&# KNN-— 7 %X 7 8 fx (8 ) F =2 & & v A
s R A MHEOLH o X MR B K(25EH)EE KR A
B B L B8 (3x25E A )F o & 6 2 X R M 4 & K B B &
R B E O RE o BRBEMETHBLEWNSGIL A ECT
ket BE BR T BS (4:1E 2:1)E B o o # X M ¥ (0304 )&
RGN A BREBFZTER(IOEHIMER) K 4%

A R E R LB B T B AR BB RB R JE R AR
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(50) BARALR

ML & (02454 ) 2 & & K -
' ¥ 8

BOA)ER A &Rk B KB

(1) 2-({2-[(% = T & & # A )l 21T £ )58 £)-5-8 R # &8
£ 2,5-= KRR A d B (182 )% & KNN-= 7 £ ¥ & Ik
(10 H)F Z & & AW A fm N 60% 8 1L 48 (0.4554% ) » &

MEAFLEMAN2- B XA AKAETHEFE=ZTE(.60

TEH) RERKBRSMWAEG660CH R T fv 2 10 88 o K 7%
60% & 1t 49 (02258 )R 2-% A Z A B £ P 8 § = T & (1.60
EHF )N BE B2 RBEBAYEE RA WK
FAA2MB B K E R Q2SEH)F 0 KRR N BB L B (3x25%
)P o St X K R4 A B KKK %R BB R
b - Rt EZT K ELEE MWL X E DT K OB T B

B B (6:4:0.1)/% # - HE 3 A2 AILASH(1.0L) £ & & #

S

o
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'"H NMR (300MHz, DMSO-d¢) & 8.59 (1H, s); 7.60 (1H, s); 7.02 (1H,
s); 3.20 (4H, s); 1.37 (9H, s) °
(ii) 2-[(4-{[(1-& B = & F & VB K 1% % }-5-8 %t »€ -2-%&)

#%
BOA)T A [3-(w & -2H-9k % -2-4 A A )B L 1k L F &&=

._‘

&5
E2-(2-((F ZTRAZ A )R AT £ 15 £)-5-8 & #
# 8 (K Bl 8(i)) (0.3324 )7 & K N-F £ -2-ak % o & (5% )

T ZE R A AN 60%H 1 sy (0.084% ) £ 0.5 8 > 2-(3- ®
B AR R A )m & -2H-"k v (0244 % Yhe A 0 iR A M E R T B #
16 8 o R BB &4 vk K (S50 )R % X 2MB B K E &
(SOE F+ )M 2 - 2 4 M % U A B 8 2 8 (3x258 # )+ >
e X X R Mo & K BB SR B R kR
th & & KNN-— F A P& BKR(SEF)F » 1,1'-8 & = %
4 (0.162% )fm N = A3 B K > RAEMAL-2 B % £ F A
fe (01638 )— 0 R 3 » 2 HEH T2 8 - R B R & 4 % Kk
(S0E )M # » %2 R N BE B T 8 (3x25% # )+ + 4 # =
E R XA KBEEBMNER BE BE - RBEMAER
B bR M st = R F K OBEER T OB (9:1)F M 0
FRAZAAILSHM(0.15% ) 2 & & & o
MS: APCI (+ve) 622/624 (M+1)
(i) N-(1-& Bl 4 & 7 £)-5-8 -2-({(2-[3-% £ & £ )8 £ ¢
AR X )E ik BB
AL At MRl 2-[(4-{[(1-2 Al e & F & )M K8 K )-5-
Aok w® -2-K ) K 1C A [3-(w@ & -2H-R % -2-% A £ )F £ ]
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fe &K F B F = T B (F # 8(ii)) (0.1SA )R & #l 2(v)Z # £ &
fii o 40 B B B X BEORR T B5 AR B 0 £ 13 42 M AL 4 49 (0.084 %)
S SR

'H NMR (300MHz, DMSO-ds) & 8.81 (IH, £); 8.57 (1H, s); 8.54
(1H, t); 7.44 (1H, s); 3.50-3.42 (4H, m); 3.19 (2H, t); 3.01 (2H, t);
2.93 (2H, d); 1.94 (3H, s); 1.76 (2H, E & #); 1.69-1.57 (6H, q);
.51 (6H, s) °

MS: APCI (+ve) 438/440 (M+1) -

£ #l9

N-(1-2 Bl & & F & )-S-£ -2-3-{[(IR)-2-#& £ -1-F £ ¢ % ]
e R 1A R)E A R 8k 0 — B &% B

H

N\(\OH

ZT

AE B LM & 2 F ok Rk A (R)-2-B & -1-& 8 - £ 73
N-(1-& Bl & X F & )-5-8 -2-3-{[(IR)-2-5& % -1-F £ Z £ )
e KX yAm K)E A & 8k 0 2 b 4k o
'H NMR (300MHz, CDCl;) § 8.55 (1H, s); 7.45 (1H, s); 6.47 (1H, t);
3.53 (1H, dd); 3.21-3.16 (3H, m); 2.88 (2H, t); 2.81-2.69 (2H, m);
2.56-2.48 (1H, m); 2.05-1.96 (3H, m); 1.96-1.88 (2H, m); 1.76-1.63
(6H, m); 1.57-1.55 (6H, m); 1.03 (3H, d) - |
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MS: APCI (+ve) 420/422 (M+1)

£ ol AL & 4 (01004 )iE # & Kk R iL & 1,4-— & ~ B ¢
(AN 2 H ) B - ot & T8 @ 888 8B FH I
C EfF AR AL & 4 (00954 ) 2B B o
'H NMR (300MHz, DMSO-d¢) & 8.62 (2H, br); 8.60 (1H, s); 8.53
(1H, t); 7.35 (lH, s); 3.65 (1H, dd); 3.47 (1H, dd); 3.22 (lH, br);
2.94 (2H, d); 2.85 (2H, t); 2.04 (2H, p); 1.98-1.96 (3H, m);
1.76-1.63 (6H, m); 1.57-1.55 (6H, m); 1.18 (3H, d) °
MS: APCI (+ve) 420/422 (M+1)
¥  205-208°C
£ %10
N-(1-4 Bl s & F £ )-5-8 -2-(3-{[(1S)-2-7& £ -1-F £ T £ k&

AI1AKX)EABRBER  —BEKB

H
N
~"0H
Z N -
H |
T

AR B IV T 2 F ik R R (S)-2-fk Bk -1-/ 8 0 #F
N-(1-2 Bl & & 7 % )-5-8 -2-(3-{[(1S)-2-#& % -1-F £ ¢ %£ ]
fe k1R K )R A e sk 0 Z w4k -

'"H NMR (300MHz, CDCl3) 5 8.55 (1H, s); 7.45 (1H, s); 6.47 (1H, t);

3.53 (1H, dd); 3.21-3.16 (3H, m); 2.88 (2H, t); 2.81-2.69 (2H, m);
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2.56-2.48 (1H, m), 2.05-1.96 (3H, m); 1.96-1.88 (2H, m); 1.76-1.63
(6H, m); 1.57-1.55 (6H, m); 1.03 (3H, d) °
MS: APCI (+ve) 420/422 (M+1)

£ o b & 49 (0060 )iEd # & K R A A 14-—- R~ B F
(4N 2E F ) R4 - e g F &8 @ BB CLETHLESL
C I3 AZ AL A (004545 ) Z B B o
'"H NMR (300MHz, DMSO-d¢) & 8.62 (2H, br); 8.60 (1H, s); 8.53
(1H, t); 7.35 (1H, s); 3.65 (1H, dd); 3.47 (1H, dd); 3.22 (1H, br);

’

2.94 (2H, d); 2.85 (2H, t); 2.04 (2H, p); 1.98-1.96 (3H, m);
1.76-1.63 (6H, m); 1.57-1.55 (6H, m); 1.18 (3H, d) -

MS: APCI (+ve) 420/422 (M+1)

1% 2 1 205-208°C
T B 11

N-(1-4& Bl & % A)-S-R-2-(3-[Q- AT X))k A]Am AL

A P
A odx BE R 0 BB B

ke

OH
NH
Z N
H l
N N
o ¢l

() QAF =T A(=F AR AIAR LT £)B -2-%-1-
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A ke X PR E =T B
RAFAAL S & AR-2--1-KA kL PEE=TEHE@O.S
) 60% & b f9 (02274 ) (-8 Z R £)-F =T A -7 £
g oF

B (1€ ) &R & KN-F Kk -2-9t < BR (4 H )R F #

&

iz F xR - MAEAMAETB LB Wi RETKE:
Be B L B5 (25:1)& #& » % 13 (0.8%%) °
'"H NMR (300MHz, CDCl3) & 4.13 (2H, £); 3.75 (2H, %), 3.42
(2H, t); 2.18 (1H, t); 1.47 (9H, s); 0.89 (9H, s); 0.04 (6H, s) °
(i) 3-(4-{[(I-= m % & F £ )k X 1& X }-5-&
A-2-EQAFZTE(=F A )R AR AT £ ) £
VOB ¥ = T &

RABAIL S % aN-(l-2 B 5% & 7 £)-2-28-5-8 2 #
i & BE (F #12(1) (03742) 0 2-{[B =T A (=7 £)® % £ ]

¥

AT X))@ -2-8 -1-% & & B F = T 8 (% # 11(1))
(0.545 ) > = 4k &1 (1)(0.0044% ) > = & 1L % = X B 42 (0.014 %)

P 2L R(6EH )R B KT BB (6 FH )X T #l 21l F & &
i o A M E B LR AL AE T BB T E(S:]
E4: 1) 8 HEFRBELLLSH(0284) Z % &8 -

'H NMR (300MHz, CDCl;) & 8.58 (1H, s); 7.67 (1H, s); 6.23 (lH,
%), 4.40 (2H, m); 3.77 (2H, &); 3.47 (2H, t); 3.18 (2H, d); 2.03
(3H, %); 1.80-1.55 (12H, m); 1.48 (9H, s); 0.88 (9H, s); 0.05 (6H, s) °
(i) N-(1-%& B 5% K F &£ )-5-& -2-{3-[(2-#& £ Z £ ) £ &
A1 E A @ik 0 BB

AL S R d3-A-{[(1-2 Bl A T R )M AR K-S
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A E-2-2)F-2- X Q{[FZTEA(=F A2)® % £]4
AV A ) AT EB&E = T8 (F # 11310) (0.28% )k T # 6(ii)
T E R Moo BB BB LR R RELSY
(0.176 2 ) 2 £ ® & & K

'"H NMR (300MHz, DMSO-d¢) & 8.75 (2H, %); 8.60 (lH, s); 8.53
(IH, t); 7.35 (1H, s); 3.65 (2H, t); 3.05-2.90 (6H, m); 2.84 (2H, t
2.04 (2H, Z & #); 1.95 (3H, s); 1.64 (6H, q); 1.52 (6H, s) °

MS: APCI (+ve) 406/408 (M+1) ©

% Bt 204-205C (5 #)

T opl 12

N-(l1-& Al J& & F 5% )-5-8 -2-{2-[3-#& % & £ B £ ]z & £

2 A B EEAx 0 BB B

B
5y

iz
Rl
B R £ AR r#“‘#—30\£ﬁ° £ R At F e A N-(1-

(i) N-(l-& Bl % & F K)-5-8 -2-2-#8a £ 0 & £ )E # & &
g1t 85 (60% > 0.080% )dw N T — 8 (3£ # )¢ » &

& Bl e K F OK)-2-% -5-% F AR &R B (F # 1(1)) (0.192% )#%
B OKN-F K -2-sb & R B (IEH)F B R - HHEHH B
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£ & X E R £ — 18 MARSH# & 4 # 15% 48 (300R°150C)

o

:17
e ML BIAKGBOEH )P P KR AN BB T B (3x10
EH)F o S F K E R M A B K (2xI0E )ik o
VA s R OBRLOBR S R 0 BB 0 B MW - BmEW AW LEE
gL AL o Wk B OBR T OB R Tk (L:1)E B 0 IR K2 A
L& (009252 ) 2 4 & B 8 -
'"H NMR (300MHz, CDCl;) 8 8.16 (1H, s); 7.09 (1H, s); 6.20 (1H,
br); 4.45 (2H, dd); 3.96 (2H, ddd); 3.17 (2H, d); 2.54 (1H, t);
2.05-1.96 (3H, m); 1.76-1.73 (3H, m); 1.66-1.63 (3H, m); 1.57-1.55
(6H, m) -
MS: APCI (+ve) 364/366 (M+1)
B ZE 1 154-155C
(i) N-(1-2 Al ke & 7 £)-5-8 -2-(2-[C-R A /& L )k £ )2 &
AR A Bk 0 BB

£ N-(1-2 Bl £ & F £)-5-R -2-(2-# A2 2 & £ )& # & &
e (K #12(1) (0108 ) & K — R TR (52 H)F = B # 5
R A N A -%B T (Dess-Martin)i@ & k% (02124 ) 4 & <
B F R EZTREBRHFIONE) R BEBR S4B A 8 5 8 &
AR ESABRKABRMKN(IO%E T /HMH 208 )2 B & 4
¥R At K RO B BB (3x25E ) o A M 2 K R 4P
VA B R OBLOBR B £ 0 BB 0 R % - BB E N T B (2%
H)F 0 3- A &/ -1-8 (0075;{)& & 8 (0. 1~ga+)im)\ o iR
et & BB R A H2H ;?iwé.—_z,a&*‘ kW g At #x
(0.159 )Y A » RE RS HEEE200 8 > B 45 > % %4 &
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B A 2MB B K X &R R BE B C 8 (2x10% #4 )= M - & B &
B H M oA B A 2NB B (2x10E H# )% R o & #f 2 X R
z

B

o

# oK ERASMEA R L K iE g @b ¥R A B K
(2x25E F )F » & 2 £ B R VA #& 5K B BE 4 & B > B
B R W RS N-(l-2 B K KT LS8 -2-{2-[(3-
e R AR A )R AT R AR K B K 0SE) Z8 K -

'H NMR (400MHz, CDCl;) & 8.15 (1H, s); 7.01 (1H, s); 6.31 (1H,
br); 4.41 (2H, t); 3.80 (2H, d); 3.16 (2H, d); 3.00 (2H, t); 2.94 (3H,
t); 2.05-1.96 (3H, m); 1.76-1.73 (5H, m); 1.66-1.63 (3H, m);
1.57-1.55 (6H, m) »

MS: APCI (+ve) 421/423 (M+1)

b ofb A 4 (0.050% )iE A R AL B A 1,4-= & < B ¥ (4N
C2E ) R K c BB kB R B £ FN-(L-
2Bk A P K)-S-R -2-{2-[(3-572a A A A )Rk AT AR E)EH
B AR Mk > BB B (0.024%) Z & & B B o
'"H NMR (300MHz, DMSO-ds) & 8.85 (2H, %); 8.57 (1H, s); 8.54
(LH, t); 8.34 (1H, s); 6.86 (1H, s); 4.53 (2H, t); 3.54 (2H, t);
3.38-3.32 (2H, m); 3.06-3.02 (2H, m); 2.94 (2H, d); 1.94 (3H, s);
1.88-1.82 (2H, m); 1.76-1.73 (3H, m); 1.66-1.63 (3H, m); 1.57-1.55
(6H, m) -

MS: APCI (+ve) 421/423 (M+1)

T 13

N-(1-& Bl & & 7 % )-5-8 -2-((2-[2-A XA 2 2 )k £ 1T %)
]

% A )VE A B 8B Ak 0 = BR H
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(59) EHRALR
HZNI J/OH
N
H—ClI
~Z "N H—CI
H l
N N
!
0 Cl

Z
~
5
B
o
s
o
Jv

fe (0.2084 )i AN-(1-4 Bl & £ 7 £)
-2-0R -5-R R A W BE MR (0.19274 0 F Bl 1(i1)) &R & B 47 (0.14% )
Ao KN-F A2- 8 8 (3EF)FP I REBA - £ K Z
R &£ — 18 MARS# & 1 F Ao 2 1045 48 (300K 150°C ) & &

R BN KR (SOE S )F 0 ERABBK CE(3xI0E #)
oo b H M ERY LB K (2x10F H )ik © &K £ K

BB K R 0 BB 0 R o R A Y RN BT 8 (30
EH)F 0 BB = F = T & (02184 ) A - &2 R X R A Y
EERBFE2IEH RAERRBRTES - A4 W AE® B L
B i #h AL X BEBR T B X B 0 M R 2-[(4-{[(1-2 Al % £ F &)
e B 1HE A )-5-Rwww-2-4)(2-4 £ 2 )kl & A

¥ E F =T & (0.013%) -
H NMR (300MHz, CDCl3) 3 8.08 (1H, s); 6.96 (1H, s); 6.43 (1H,

br); 4.95 (1H, br); 3.83 (2H, t); 3.70-3.62 (4H, m); 3.67 (2H, q);

-64 -



200407297

(60) BERARAKR

3.17 (2H, d); 2.05-1.96 (3H, m); 1.76-1.73 (3H, m); 1.66-1.63 (3H,
m); 1.57-1.55 (6H, m); 1.37 (9H, s) °

MS: APCI (+ve) 507, 509 (M+1)
(ii) N-(1-2 Bl % % F £ )-5-%

el
3
X
S
s
o
b
=
i
o

Ak A)E AN & B K
2-[(4-{[(1-& Bl &£ £ F £ )&
(2-&2 X C A ) 2] A A T8 F =T8T # 131)
(0013 )iz # & &K £ 1L & # 1,4-= & =~ ¥ (4M > 2FE H# )
ERZBEMEZTBRBH I ONHE - B A M AEBRTESE
1342 M Ak A 4 (0.020% ) o
'H NMR (300MHz, DMSO-dg) & 8.39 (1H, t); 8.11 (1H, s); 7.85 (2H,
br); 6.69 (1H, s); 3.74 (2H, t); 3.07-3.96 (4H, br); 2.92 (2H, d); 1.94
(3H, s); 1.76-1.73 (3H, m); 1.66-1.63 (3H, m); 1.57-1.55 (6H, m) °
MS: APCI (+ve) 407, 409 (M+1)
T 14

N-(1-2 Bl & & F % )-5-8 -2-[3-(% & £ &

s
H
Bt
pit:]
b3
&

B Ax » — BB ER

Z
S
B
e
-8
e
N
o
3
In
|
B
I

-8
ek
&
et
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AiAEK)-5-R F A R EE R

pacl

9-#) (bora)® R [3.3.1]F K % W H vk o ¥ 2 0.5 MiE & (2.78
TN I EEF )AL (HFAEXERE)NF =T EA)-F £
HFHh (015 > 069E X F)F - REMY £ R T mw#k £260C
B2 0B o KRIERBEBRSHASHET R 0 BB O0D37%)
AR(IZEH)DF X EZ R EER m A o N-(l-2 8 3% £ F £)-2,5-

AOE A A A (0204 ' 0.59F ¥ F . 4w WO 01/94338F #f

Iy

oSN = AP BmAEROCEH )P T ERMARE O (=

+
T

e )42 (0)(7TE L) N ° Bk m#p 2ET0CE2N8H » B %
2ER O R#B > BRABECZEQRIEH)RBE K(10F )z
Moo K48 B 4 BS BE T B (2x20% )% B 0 & ff 2 A # 4
VA B R (20F )ik VA BROBR 4 £ % B E 0 £ A ET
KB K3 A 4 (0704 ) wé&wm - EF & — % ai
o R e

(i) N-(l-&2 Bl £ F £)-5-R-2-C-#2 % A& L)L #H & 8 &
Ll F A EAT Bk H(IOEH)F - A4 E20C - £
E v m AR ETEHEZEROTISEAIMER) R A
hhoth 2EE R B2 c RIEZXZRALH Z0C K0.68 #H &
ftw ET X% RE > A2 #HFEHEBELNF - RERBER
St oA ToE (30 A )M E LK (2xI10E ) B Kk (208
)k 0 AR B B KR BRE 0 EEETTAE - BAA&YLE
B ERMHEIAL AR T OBEEL T B 0 T OBE(15:4:1)
GA o BB KRS W (0214) L&A o

'H NMR (400MHz, CDCl;) & 8.55 (1H, s); 7.51 (1H, s); 6.32 (lH,
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bs); 3.69 (2H, t); 3.19 (2H, d); 2.96 (2H, t); 1.96-2.05 (5H, m); 1.70
(6H, q); 1.58 (6H, s) °
MS: APCI (+ve) 363, 365 (M+1) »
(i) N-(1-2 Bl % A F £)-5-R-2-C-8 £ @ £ )L # & 8 &
£ N-(l-2 Al 2 KA F £ )-5-8 -2-3-#& £ & L)% # & 8 A%
(0.12% > 0332 X F)(F # l4(i)» & K = K F KR (10F #)
XM HE RN AR -FH T (Dess-Martin)i® # 1 (0.14 4
" 03B3EEF ) A RZIRAMETERELNF o L AR
M AT B (208 )R o BB RN E R S H B KR E
(03758 > AA4ZEH FIRE - B AW BEFEL0H» 48 0 A % 4
o B A B KR (L0OE )ik + A 8 K B BE 4R B B BB 5 WL
Br &% (0.30E )R 2 - & % o
MS: APCI (+ve) 361, 363 (M+1) »
(iv) N-(I-2 Al & X F A)S5-R-2-B3-(E A A mA)B £ ]2
oAk BE R 0 = BB
ik mEEEHATEQEH)DF O A E B A K (0.084F #
099 X F )M 8 & 0.I0EH )R ®E - R & Y £ A BB E K
#1052 48 » K% = s R AWM A1 O0.144 0 0668 £ F)

fla N RBERAMBMHE2008 0 BEm o R4 EABEC
B (20 )% - H M40k 5 88 B 4 2 48 F 5k (102 H#)

BARK(IOZE )ik 5 k& KBB4 £% 0 B8 B K137
KA (0118 ) ML AW ERN R FR(5EH)F S X &
K AL G 4-— F<B F AN 04 H )R 2 > £ 10 48
"R M BRI _RFHEQEH)Y B > 34281
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A 4 (0.098% ) 2 & & B B o

'"H NMR (400MHz, DMSO-d¢) & 8.61-8.51 (3H, m); 3.32-3.26 (lH,
m); 2.95-2.84 (6H, m); 2.05-2.00 (2H, m); 1.98 (3H, s); 1.68 (6H, q);
1.59 (6H, s); 1.22 (6H, d) °

MS: APCI (+ve) 404, 406 (M+1) o

LRI

N-(1-4 Bl £ A F £ )-5-8 -2-G-{[(28)-2-#& £ A £ B £ 1A
&

YE A B ARl 0 — B OEE B

AR B LAV T 2 F ik R R R (2S)-1-f% A &/ -2-8 0

& & # N-(1-& Bl £ & F % )-5-8 -2-(3-{[(2S)-2-#& £ & £ ]
fe R A A)E A B AR 24k o 4 B # 48 HPLCH 1L
>z K (0BIA)EAARULAAI4-— A ~B ¥ 2 i
ROEFIME R ) RéE > HEIFEALESH  Z&EH K
(0.091% ) »
'"H NMR (400MHz, DMSO-de) & 8.91 (1H, bs); 8.71 (1H, bs); 8.60
(1H, s); 8.56 (1H, t); 3.99-3.94 (1H, m); 2.95-2.94 (5H, m); 2.85 (2H,

t); 2.76-2.70 (1H, m); 2.10-2.02 (2H, m); 1.95 (3H, s); 1.64 (6H, q);
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1.52 (6H, s); 1.10 (3H, d) *
MS: APCI (+ve) 420, 422 (M+1) »°
T 16

N-(1-2 Bl b& KX F & )-5-8 -2-3-{[(2QR)-2,3-— & %k & K% |k %}

AA)E A dr iE iR 0 — B KB

H o
//\/N\/;\/OH
2N
H I
N NS
O Cl

VAR B L4(iv)FT T 2 F ik R 4 A (2R)-3-Bx K A -1,2-= B
£ F LS N-(1-2 Rl A F & )-5-K -2-(3-{[(2R)-2,3-= #
EAa AR A )AE)E A @G K Zhk o BB ETH

E, R Fr @ FE D OA(IO:L:1)E & - » #

MEAERARFTPRERFT  RALAALI4-—A B F XA
R(IZEAIMZE R )R E » B HEIFR2ALLSY 2 886
#r K (0.098% ) »

'H NMR (400MHz, CD;0OD) & 8.65-8.62 (2H, m); 7.44 (1H, s);
3.90-3.87 (1H, m), 3.55 (2H, dq); 3.20-2.97 (8H, m); 2.18-2.11 (2H,
m); 1.99 (3H, s); 1.73 (6H, q); 1.62 (6H, s) °

MS: APCI (+ve) 436, 438 (M+1) ©

g 217-219C -
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ZT

AR Bl 14GIV)AT T X F iE R B A (28)-3-Bk £ B/ -1,2-= &
RS B N-(1-2 Bl & F & )-5-& -2-(3-{[(25)-2,3-= #

X

EA XA IAEA)EARE K L 0% - R Lew B
LR EAL O R R TR T E O OR(LI0:L1:1)E R o > B
Z

Y

HAEaWd R FREF RiLAA14-— A8 F 2%
RMIZEFAME R )R » R  EERHEILESY 2 &8
# K (0.057% ) »

'H NMR (400MHz, CD;0D) & 8.64 (2H, s); 7.45 (1H, s); 3.92-3.89
(1H, m); 3.55 (2H, dq); 3.20-2.97 (8H, m); 2.18-2.11 (2H, m); 1.99
(3H, s); 1.73 (6H, q); 1.62 (6H, s) °

MS: APCI (+ve) 436, 438 (M+1) o

T 18

N-(I-2 Al J&e X F £)-5-£-2-3-[4-F AR T A )l £ 18 £

AARERKR  —B®KB

=70 -
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(66) EARAKR

2B :‘OH

ZT

ZT
4

AR B4V & 2 F 5 R g A 4-lr X 2 & 8 » £ 13 42
S M N-(1-£ Bl £ X F £)-5-8-2-3-[4-F A F T £ )&
PR B AR AR 0 Z d K o A B M # 48 HPLCH b -
Z 4 H (00228 )m# R P& * > X A1 &N 1,4-=
A A~BEFTER(NEAIMER )R E > B 4% £ 13281
et 0 £ & & KR (0.025%) -

'H NMR (300MHz, CD;0D) & 8.63 (1H, s); 7.39 (1H, s); 3.61-3.58
(1H, m); 3.10-3.01 (5H, m); 2.96 (2H, t); 2.19-2.00 (5H, m); 1.70
(6H, q); 1.64 (6H, s); 1.47-1.30 (8H, m) -

MS: APCI (+ve) 460, 462 (M+1) »

HE Bk 242-244°C o

' # 19

N-(1-2 B ke & F &£ )-5-8 -2-{3-[(2-#48 % -2-F £ & £ )8k £ ]

Aok RE AR R = BB

271 -
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(67) EARAKR

AT B L4V T 2 F ik A A -l £ -2-F & & -2-8
3RS Y N-(1-2 Bl K F A )-S-R -2-{3-[(2-5 % -2-
FEAEA )R EA]FAIERABBEKR > 2Bk o A8 K
t8 HPLC#: b - o # 2 4 H (00ISA )EA AN — R FH ¥ » 4 &
et &A1 4-— R ~B FZEZR(NEHAME R R 2 » B 5
#HiFFEAINLESY 0 28 EH K0.019%) -

'H NMR (300MHz, CD;0D) & 8.65 (1H, s); 7.44 (1H, s); 3.16-3.09
(4H, m); 3.01 (4H, t); 2.21-2.16 (2H, m); 2.00 (3H, s); 1.75 (6H, q);
1.64 (6H, d); 1.33 (6H, s) °

MS: APCI (+ve) 434, 436 (M+1) »

t5 25 : 236-238°C o
R ¥ 20

N-(1-& Bl & & 7 £ )-5-8 -2-3-{[(IR)-1-(¥& £ 7 £)-2-F #
AAIKREIAEA)EA BB K > — 88 B

ZT

AR Bl L4(iv)FF T 2 F ik R A (QR)-2-M & -3-F £ T-1-
o FAL S N-(1-2 Bl & F & )-5-8 -2-C3-{[(IR)-1-(#& %
FTA)2-PAALA|RA AL )E ARk Zh4k H
fit £ # 48 HPLC# 1L » 5 & 2 4 H (00652 )iAa # — & F & +
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(68) ERRAKR

vk RoAE & A 1,4-= & S ¥ ZAER(IEIFIME R )R E
B BAREILAY L EEH KOOILE) -

'H NMR (400MHz, DMSO-d¢) & 8.60 (lH, s); 8.54 (1H, bt); 8.36 (1H,
bs); 7.36 (1H, s); 3.72-3.68 (1H, m); 3.63-3.57 (2H, m); 3.16-3.04
(2H, bm); 2.94 (2H, d); 2.87 (2H, t); 2.11-2.02 (4H, m): 1.95 (3H, s);
1.64 (6H, q); 1.52 (6H, s); 0.98 (3H, d); 0.94 (3H, d) -

MS: APCI (+ve) 448, 450 (M+1) e

T 21
N-(l-& B & & F K )-5-8 -2-3-{[2«(¥ £k %.)T % 18 £}
HE)E X BB K — B KB
H
N\/\N/
H
=~ "N
H |
N N
@) Cl

A E Bl 4GV T X F i R B R 2- Hﬁ-%& (F % )b £
VB F = T B F2-{3-4-{[(1-2 M % £ F A ) £ 18 &)

- b -2- K )A KA E I A (P A ) RATHE F =T
B > 2 MK o KB OINBRL)EA R FH F » k& K

W

=]
2

A 14-— S B F AN I EH)R > £2.) % Ewm -
HFEREZIDE - BRBYWE R THKROCBEH)F F &I
i3 42 B AL 5 (00354 ) 2 & & B 88 -

'H NMR (300MHz, CD,0D) § 8.71 (1H, s); 7.54 (1H, s); 3.43 (4H, s);

-73-
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(69) ERARAKRE

3.22-3.17 (4H, m); 3.09-3.02 (4H, m); 2.81 (3H, s); 2.24-2.19 (2H,
m); 2.01 (3H, s); 1.75 (6H, q); 1.64 (6H, s) °

MS: APCI (+ve) 419, 421 (M+1) °

%% 216-219°C o

' 22

N-(l-2 Bl % & F £)-5-8 -2-C-{3-(F A & £)dm & 1k &)
AR ARG KT (= AEBEEBD)

ZTI

AR Bl I4GVFF T 2 F ik A A3- A& E(F X)X
VR % = T B 3 3-{[3-(4-{[(1-& Bl & A T &) A]IEE)
S-R e -2-£2)B AR AIC A (FPA)VKEAPHRRE =T
B » Z ok o (01218 )3 A R TR ¥ A& KR
A 14-— 8 < B P AN 1 E )R Z > £2.) F KR &H
B EREIHYT - RS oA H MM e HPLCH b -
342 it 5 4 (0028 ) 24 & B %2 o
'H NMR (400MHz, CD;0D) 5 8.57 (1H, s); 7.33 (lH, s); 3.13-3.06
(8H, m); 2.93 (2H, t); 2.72 (3H, s); 2.16-2.05 (4H, m); 1.98 (3H, s);
1.75 (6H, q); 1.62 (6H, s) °

MS: APCI (+ve) 433, 435 (M+1) »
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(70) EARAKR

K B 210-212C -

R ] 23

N-(l-4 Bl 5 & 7 £ )58 -2-[3-({2-[(2-% % ¢ % )8 £12 &)

A )R AR ARG - B |
%

H

ZT
/

o) Cl

AR IANF T X2 F i R ER2-BECTEAQ-EET X))
B A P B % = T & B2-{3-G-{[(1-2 Al & £ 7 £ )ik % ]
g ALI-S-Awmm-2-A)B A BEAEICAQ-AAT A )EE

TE » ZHHK o Za(00628)EA R F ¥ .
Ak BAL B A 14-— RSB FUN IEH )R EZ - £2]
Mg Lt R s REZHE R MHdE RTFROBEH)
¢ B o IR R EILASH(0006%) & EBE-
'H NMR (300MHz, CD;0D) 5 8.61 (1H, s); 7.39 (1H, s); 3.86 (2H, t);
3.47 (4H, t); 3.27-3.16 (4H, m); 3.10-3.08 (2H, m); 2.99 (2H, t);
2.22-2.17 (2H, m); 2.01 (3H, s); 1.75 (6H, q); 1.64 (6H, d) °
MS: APCI (+ve) 449, 451 (M+1) °
gk 231-233C o
T #l 24

N-(1-42 Bl £ £ 7 £ )-5-8 -2-CG-{2(=C &£ & X)) Xk %k}
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(71) EARAK R

AR Bl 14(iv)PT T 2 F ik A& ANN-=C % -1,2-= f »
FARMEALSYHN-(I-2 A HE FA)S-R-2-3-{[2-(= T % &%
Ayz XX 1@ XA )R A Bk Z o4k o B E A
HPLC#4 1t - 5 8 2 4 H (0057 )iz # — R F ¥ © A & 1t
A 14— A AB FZTER(IEHIME R )R B H - K
FAERAMLSY 0 2 HEH K (0.0627) °
'"H NMR (400MHz, CD;0D) § 8.62 (1H, s); 7.43 (1H, s); 3.51 (4H, s);
3.35-3.31 (2H, m); 3.18 (2H, t); 3.08 (2H, s); 2.99 (2H, t); 2.21-2.17
(2H, m); 1.99 (3H, s); 1.74 (6H, q); 1.63 (6H, s) °
MS: APCI (+ve) 461, 463 (M+1) «
£ ¥ 25

N-(1-2 B b & F & )-5-8 -2-(3-{[2-78 % -1-(& £ F £)z £ ]

e AVAE A)R AR B 0 - BB
H
N
\(\OH
ZaaN OH
H l
N ~
o Cl
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(72) %aﬂﬁaﬂéﬁﬁ

AT B4V T X FiE RERA2-lEAB-1,3-= 85 # 17
AL & N-(1-2 Bl £ & 7 X)-5-8K -2-(3-{[2-# % -1-(#
A7 A)C AR AR EA)EH B K Zhk o A MK
# 4 HPLC# 1t - 2 8 X H K (0.072A)E A Z R FH ¥ » &
ARILAAIG4-—_ A ~B FITER(IEHIME R )R 2 R %
 EIFRAIMLLESY 0 £ & & H K (0.080) ¢
'H NMR (400MHz, CD;0D) & 8.61 (1H, s); 7.40 (1H, s); 3.80 (2H,
dd); 3.73 (2H, dd); 3.19 (2H, t); 3.07 (2H, s); 2.99 (2H, t); 2.19-2.11
(2H, m); 1.98 (3H, s); 1.73 (6H, q); 1.61 (6H, s) °
MS: APCI (+ve) 436, 438 (M+1) «
¥ #:201-203°C -

T ¥l 26
N-(1-2 Bl 5 £ 7 £)-5-8-2-3-[Q-# LA )NF A ) A&

AV E A BB KR 0 — B K B
l
N\/\OH
~ N
H l
N X
|
o ¢l
T O L4(VFF T 2 F ik B A2-(F Al X)T 8 % 7
#riﬂ: i N-(1-42 Bl 5% & F A)-5S-F-2-{3-[(2-& £ 2 £)(¥F

E)k A)lm X2 A sk Ak > Z Ak o R B iy 4 £ 48 HPLC
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(73) BEHRAKR
it o o B X 4 H (00614 )AE A =R P ¥ X &AL &H
l4-— 8 ~B 2 ER(12 %4M/&/{i))ii‘*”o%;*fﬁ’&?a#¥

MiL o4 0 2 & H K (0,069 ) °

'H NMR (400MHz, CD;0D) & 8.64 (2H, bs); 7.46 (1H, s); 3.87-3.84
(2H, m); 3.39-3.16 (4H, m); 3.07 (2H, s); 2.99 (2H, t); 2.91 (3H, s);
2.24-2.16 (2H, m); 1.98 (3H, s); 1.73 (6H, q); 1.61 (6H, s) °

MS: APCI (+ve) 420, 422 (M+1) »

¥ 25 206-208°C -

£ 27

N-(l-& 8l b2 X F % )-5-8& -2-{3-[(3-#& %X -22-—F %k & % )M
XA AR A Bk —BKB

H

ZT
/

AR W L4V T 2 F i B E A 3-B & -22-—F & & -1-
B R FEALSHN(l-28 % KX FX)-5-£-2-{3-[(3-7
2P AABE)VEEA]AREAIRE A @B K 2K LA
i 0122 )E W R F R T © X & KRR M L4-= & <
B P (4N 04 H )R E A 10N 4K B B - R X &R

T (20 )@ R > # FFAULESHO091%L) £ B # -
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(74) EARAKR

'H NMR (300MHz, CD;0D) § 8.66 (1H, s); 7.44 (1H, s); 3.49 (2H, s);
3.13-3.08 (4H, m); 3.01-2.96 (4H, m); 2.23-2.12 (2H, m); 2.00 (3H,
s): 1.75 (6H, q); 1.64 (6H, d); 1.05 (6H, s) °

MS: APCI (+ve) 448, 450 (M+1) ©

T 5 28

N-(1-4 Bl %2 & F £ )-5-8 -2-3-{[QR)-2-#& % A X 1l X} &

E)R A Ak fx 0 — B KB
OH
H :
NN
Z N
H l
N N
o C«l
VA | 14(iv)PF & 2 F & B & A (2R)-1-F % & -2-8 » 1#
1346 4 4 N-(1-2 Bl 45 & F £)-5-8-2-(3-{[(2R)-2-#& & & £ ]
B £ VA £ )R A & sk Rk 2 b 4K o ki 4L & 49 (0.0625 )iF A
— R PR F Bk R EAHLA-Z RN EF AN 042 H)

RE A0 K EE - A YA _RFTR(OE A )B R

32 B AL A 4 (0.033% ) Z B 8% o

'H NMR (400MHz, CD;0OD) & 8.57 (2H bs); 7.35 (1H, s); 4.04-3.96
(1H, m); 3.10-3.06 (4H, m); 2.95 (2H, t); 2.85 (2H, t); 2.16-2.10 (2H,
m); 1.98 (3H, s); 1.73 (6H, q); 1.62 (6H, s); 1.21 (3H, d) °

MS: APCI (+ve) 420, 422 (M+1) °
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(75) EOARAKE
1% 2. 224-226C -
T 29
N-(1-4& e X F K )-S-R -2-({[3-(F % I X2 )@ %X 1k X} F
E)EZ A st fr 0 — B & @
H H
~ N
H |
N X
o ¢l
(i) N-(l-2 Bl J& £ F £ )-5-8 -2-2 % % & # & 8 fix

N-(1-& Bl % £ F % )-2,5-=
A (T %
¥ £

Br < £ @B & a4 R = &

FTOE MR T — AR KB R26-= F =
[ (= X
JE IR A M Ao B E 80C B 4 BF o
B N B &
VA BS BR T BS

(30 # )ik - A # 8 X & K &
o k th th & BB LR W L

(1:20):% 38 - 3 KR AL 44 QR214)-

'"H NMR (300MHz, CDCl;) & 8.58 (1H, s); 7.62 (1H, s); 6.79 (1H,

dd); 6.36 (1H, bs); 6.25 (1H, dd); 5.56 (1H, dd); 3.19 (2H, d); 1.98

(3H, s); 1.70 (6H, q); 1.59 (6H, s) °

MS: APCI (+ve) 331, 333 (M+1)

-80-

Z B (S0Z F)F » & kK (2x25% 4 )

fEABEEQIALIRZT
£)H % (2.61% ) & ANN-= 7 & 7 & B (S0£ )
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£)]4e (I)(0.24% )8 2 - &
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(76) BEARAKEH

(ii) N-(1-2 Bl % & 7 £ )-5-% -2-F 8 & & # & 8 %
N-(1-2 Al £ £ F £ )-5-8 -2-T % £ & # & & k& (% #
29(i)(L.70A)E A = R TR (SOEH)F > XA BB (1E )R

2o AR T AHE-T8C - £ RAFEEANERZITEFER2DNG
C EEHFRE AKRRFT EBAANZFERIONE > = F K B (2
EH )N KR KR EETER pxz&é?;ﬂfﬁq(zxw%é’r)&
Bk (30F Ak ¢ A MmOk B kKB SR B
R - BB AEHTHBEEW &L AEBEKE =
o(1:20)i5 # > f£ 13 kK 2 M1 & M (1134 ) -

¥

=

'H NMR (300MHz, CDCl;) § 10.06 (1H, s); 8.81 (IH,‘s); 8.15 (1H,

s); 6.20 (1H, bs); 3.17 (2H, d); 2.02 (3H, s); 1.70 (6H, q); 1.58 (6H,

s) °

MS: APCI (+ve) 333, 335 (M+1) »

(iii) N-(1-2 Al bt X2 F £)-5--2-({B(F A & L)ALk A}

¥ EA)R A BB AR — B K B

N-(1-& Bl 5% £ 7 £ )-5-8 -2-7F s £ 2 # & & i (% #
fie

e f&
29(i) (024 )AE N P E(IOEH)F " 3-F AR EL(F £)

x A&
?&%E_TQE(O:;gi);ﬁ? (027%;‘71')"7{75\7)\ o R A
£ B BB EWMEFEISH4E - RKRiE=ZC 8 A LXMEA W (025

R)pmA » RBRRESHBHF2008 0 R Ay RA

2ME B K E R(IOEH )R BB C 8 (10€ )2 M - & B &

o A # 4B B A2NB B (2x10E 4 )¥E R - & Hf 2 Kk X R

oA SME R b 4 K FE e it 0 FE R ON BB T & (2x25
&

£ H)F B 2 3 OB 4 A & oK BLOBR B £ R 0 & B
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(77) ERRAKR

kW o BB EA R TFTRFT R E KRR AL
—RSBEFUNIEH)VRE S A2 % EE B85 E R
HEZHE o R E R FTRE(NOEN )Y B 4 & » £ 1342
R 4 & 4 (0.1104 ) »

'H NMR (300MHz, CD;0D) & 8.75 (1H, s); 8.67 (1H, bt); 7.56 (1H,
s); 4.48 (2H, s); 3.27 (2H, t); 3.18-3.09 (4H, m); 2.75 (3H, s);
2.25-2.15 (2H, m); 2.01 (3H, s); 1.76 (6H, q); 1.65 (6H, s) °

MS: APCI (+ve) 405, 407 (M+1) °

¥ % : 285-287°C -

£ % 30

N-(1-2& Al ke & F & )-5-8 -2-[({2-[(2-5a A . £ ) % 1T % b R

ik ¥
A)F A2 A 8 aE k0 — BB B

ZT
/

VAR BI29(IHIFF T 2 F i A A2-l A £ 2-2 AT %)
fe X P B % = T 8 » £ F2-{[4-{[(1-2 Bl £ X F % M

5
b

HEAEI-S-Robw -2-%X)7 A1k AT A (2-B AT )k £
T E S Z T8 Lk -ZaEdRKRFTRT  AEKR
b & #» 1,4-— & <~ B F (4N 1 EH )R E » £2.) B #% & 4%

R EREZIHE - A R PRGCEH)T A&
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(78) HARAHK R

a0 HEHFAEAILSW(0.118% ) £ 4 & B g -

'H NMR (400MHz, CD;0D) § 8.76 (1H, s); 8.64 (1H, t); 7.55 (1H, s);
4.51 (2H, s); 3.85-3.83 (2H, m); 3.57-3.32 (4H, m); 3.23-3.21 (2H,
m); 3.08 (2H, d); 1.99 (3H, s); 1.74 (6H, q); 1.62 (6H, s) °

MS: APCI (+ve) 421, 423 (M+1) »

ts B&: 289-292°C -

T ] 31
N-(1-&2 Bl % & F £)-5-8 2-({R-(FP A B A£)Z £ 1B £} 7
AVE A B B Ak 0 — B g B
%
\/\N/
H
ZZN
H l
N ™
o} Cl

AR B 29T T 2 F ik R R 2-f A T A (F )ik £
TR FE = T & BF2-{[4-{[(l-&£ M K% A F £
-S-R b owE -2-K)F Al AT A (F A )R AT
B » 2K - ZHmEARFTRTFT A E KR
AANBE FUN  IE2H)RE > E3 % BEwm HI1F£K%
Z 4K o A B Mt # 48 HPLC4 46 - K 14 1t & 47 (0.058 %)

M

)
M.
o

\

~e.

R FREF A EKRAILA NI R S<E P (4N 0.4

)R E  E102 KRS KERAKiES Y £ 8é

JC I

8 (0.062% ) °
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(79) BERARAK R

'H NMR (400MHz, CD;0D) & 8.73 (1H, s); 8.66 (1H, t); 7.55 (1H, s);
4.54 (2H, s); 3.58-3.55 (2H, m); 3.50-3.47 (2H, m); 3.08 (2H, d);
2.81 (3H, s); 1.99 (3H, s); 1.74 (6H, q); 1.63 (6H, s) °

MS: APCI (+ve) 391, 393 (M+1) »

1% 8 259-262°C -

T ] 32
N-(1-2 Bl % & 7 £)-5-8-2-{3-[Q-£ A £ )l L2 £} 2
Ao RE R 0 — B B

OH
N/\/

N-(l-2£ 8l Jx X F £)-5-8-2-2Z % %&£ & # & & i (0372

2 2
F 125 A)EBG))E A FE(IEH) &2 &8 (1E )

 REBEBE(IEH)ZRESGH F » £ R ZTBE R MKA2- L T 8
(1E )R &2

-

fm 2 2 100C R 18 8 - B R A % 2 £ &

BN 0 Fo B BE R M E R (20 H)F 0 X Z R T A (2x20%
‘f!')—’?iH1°éﬁ‘zﬁ%iﬂi%kxa’%7kﬁﬁﬁﬁﬁiéiﬁ%'xﬁ
B R B R ETHBLELEWEHEIL AT B R VT

ket & (10:30:0.1)% # - o & < 4 ¥ & A K 16 & # 1,4-
AEEFRERR(NEAIMER)AN » R HFFALS
# 0 2 & & #H K (0.027%) -
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(80) ERRARE

'"H NMR (400MHz, DMSO-dg) & 8.95 (2H, m); 8.62 (1H, s); 8.55 (1H,
t); 7.41 (1H, s); 3.68 (2H, t); 3.32 (2H, m); 3.20 (2H, m); 3.04 (2H,
m); 2.95 (2H, d); 1.95 (3H, m); 1.71-1.57 (6H, m); 1.53 (6H, m) °
MS: APCI (+ve) 392, 394 (M+1) °

t5 %k 242-244C -

T ] 33

N-(I-& Bl £ & 7 £)-5-R-2-2 % % &2 A & & i (0372 %

H 1252 A ) (W29 F8B(1IEH) 2 AHE(1E H)

C REBRBR(IZEH)Z RSP o £ R ERAI-IRE B B

(l1EH)RE » wH ZI00CE I8N B - F R A HEETE

BN o fo B B MR R (O0EFH)F » A = R F & (2x20%
£y

F)ER - B X F B E R Y A& KR

s

4 3
B R R EFB LR WKL A FE O ZRT

i

’

5

\

ot R (10:30:0.1)% # - o # X 4 K 5 A KL & # 1,4-=

pocl

B FXER(IEHIMER)R > B % 0 #1342 8 1t 4
# £ & & # K (0.025% ) -

P
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(81) BERRASE

'H NMR (400MHz, DMSO-dg) 0 8.82 (2H, m); 8.62 (lH, s); 8.54
(1H,t); 743 (1H, s); 3.50 (2H, t); 3.30 (2H, m); 3.17 (2H, m); 3.02
(2H, m); 2.95 (2H, d); 1.95 (3H, d); 1.78 (2H, & &#); 1.71-1.57
(6H, m); 1.53 (6H, m) -

MS: APCI (+ve) 406, 408 (M+1)

t5 BE: 240-242°C o

£ ] 34

N-(1-2 Bl & & F & )-5-8 -2-[3-(F £ Iz £ )@ £ & # & &
]

B o BR BB
H
N\
~" N
H |
N N
o] Cl

Wom EA(F A )R A PEF = T 8 (0274 )# 9-# (boroa)#
B (33 1]E R (624 #H A @ & "k ¥ X 05ME & )F 2 &
R B R R T e 4B o B R A S E0C 0 B EL 47 (LS
z FXIMIE R )R AN > R A WIEHISH» 4 > N-(L-
2 Al % 9}%"‘? A )-2-0R -5-8 R AR B (K B 1(11))(0.50 %) &

T (= XM X )= X 8 (ferrocenyl)] 42 (I11)(0.045 % )
A # KNN-Z FREFHBBEUGEF)F I FERMAN - RS Y
£ 60CH R T Aw #3080 > X fafo Bk Q25 H)H B - X

BMONBEBR L B (3x25F H)F o & HF X F R 4 A & Kk R
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(82) BERARAKR

B e R 0 B B 0 R E o BRaedEZTH LR HIL A
2Tk BN B L OB (6:1% 1.5:1)E % - » # = 4 % (0.50
A)EARILEHAI4- A BRE FZER(NOE H4ME &)
R AR ZIEMEI4- RSB/ TE RS S B
VA i@ s R HFRALASMO019K) & EH K

'H NMR (400MHz, DMSO-d¢) & 8.84 (2H, %); 8.60 (1H, s); 8.53
(1H, t); 7.35 (1H, s); 2.95-2.82 (6H, m); 2.02 (2H, q); 1.95 (3H, s);
1.64 (6H, q); 1.52 (6H, s) °

MS: APCI (+ve) 378/376 (M+1)

B g5 210-212°C -

£ 35

N-(1-2 Bl %&£ & F % )-5-i8 -2-{[(2S)-2-7#& £ 3 (F £ I £)&
AR A R % & & %

07NN
oH
Z\
H |
N N
0O Br

(i) N-(l-%& Btz & F % )-5-1% -2-F & & & # & & &
E T % 42 (2.51

o

# AT F Z2SME R ) A = R A A
e (0.88% # ) & Kk w H ok oh (15F #)F £ -65C £ b 5 &

F A -65C & & fm NS-i8-2-F & K ot € (0.82F # )5 & Kk w

KR (10 F)F X B RB3IOS 4 - R 1-28 % X F £

.87-
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A REBEEB (ML )RN &2 K Rk wm (10 H)P 2 X & £ -65C
VA Ny e N B3O 48 o RO R A 4 e Ak EO0C 0 KA f8 Fo BB
K (0% )M B X BN BB T B (3x20% )P o & HF

Z E OB 4 oA & K OB OBR S8 L fE B R REYMEA
BB ERM I 0 A R Fhe ! &E(19:1F 2.5:1)% &

HEiF A2 RALESH (Ll ) 2 2# & & K
MS: APCI (+ve) 381/379 (M+1)
(i) N-(1-& Bl & & F &£ )-5-/& -2-72 %X & # & & ix
st b 45 (048 % )he AN = F A B 4 A R (041 # )% T M
BOEH)FP Z FZ RN » REWBEHLLE - KIEN-(1-2 A
ek P K )-5-0 -2-F ROK R A B BE AR (0.945L )(F #l 35(i))Ae
N RBREHEGCOCHR T wHILNEF - RAER S H K
K(ISOZEH)HE > A A B A BB KE . RTHE/F X
£k k- B MR EFYE XBREKE ERFARABEAEAL
4 4 (0.70% ) °
(iti) N-(1-2 B k& & 7 K )-5-/2 -2-[(29)-3% & ¢ 4% -2-% -F

picl

AR A R B A

(S)-#8 Kk # % X 5% BL & b 8 (0.294) > & & 4 (1.82% ) &
N-(1-%& Bl b & F & )-5-i% -2-72 X & # & 8 A (041 2 )(F #l
35(ii))# & K NN-=— F A 7 sk IR (6 7 )F X 8 ¥ & £60TC
AR T 28 - RBERASY AN EZTE AKGSOEH)
oFE 0 K IRONBEER T B (3x20E FH)F o A G X K R MK
#woK OB OER BN L MR 0 @B 0 R M - Btk E B LEEN
ik 0 A R F OB BT OB (4:1E0:1)x # - EHF K
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12 Ak A (00124 )
MS: APCI (+ve) 423/421 (M+1)
(iv) N-(l1-%& Bl £ & F 5 )-5-i% -2-{[(2S)-2-#8 X% -3-(F £ & %)
AR TR AR & K
N-(1-2 Bl £ & F % )-5-& -2-[2S)- B & T % -2- N
£ B AR BE (0.12% )(F # 35(iii)) > 40% F B K & & (4% #)
Bla-— R B UBEH)ZT R A HEHEIHF - R BER S
MR B R B ETHE LRI ABEE T A T B
0.880& & & (4:1:0.1E 1.5:1:0.1)ix 8 - > d = 4 T & #» £ 1t
FA14-— B ~B P2 ER(NOEHIMER) B &%
2 ik & # (0.0394 ) -
'H NMR (400MHz, DMSO-ds) & 8.80 (1H, %); 8.60 (1H, %);
8.49(1H, t); 8.36 (1H, s); 6.83 (1H, s); 5.87 (1H, d); 4.3-4.1 (3H, m);
2.92 (2H, d); 2.57 (3H, T =& #); 1.94 (3H, s); 1.64 (6H, q); 1.52
(6H, s) °
MS: APCI (+ve) 454/452 (M+1)
T ¥ 36

N-(1-& Bl £ & F £)-2-({3-[% 3-A £ & L )k £ 1% £ k&

A)J-AR 2B BGEKR > —BKRB
)
H
N Y N/\/\N/\/\OH
H
0 Cl

(1)  3-[(4-{[(1-& Al 4 & F A )M &A1& K }-3-A nt =€ -2-%)
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>
cc

¥R $H = T &
N-(1-& Bl £ & F £ )-2,3-= & & # & 8 £ (040 )& 3-k&
w K F B % = T & (0.4% )% DMSO (4 - )¥F £ —
B % & & 5 160C i # Ss 8F - B 8 Z & A/ N > E & A
NaHCO;ixE & * 7&K » KHSO E & » R K ik o & & £ & » & #
KA o AR HETERE N A BB CE/CKESL
R BIFREAILESY 0 2 EE H(0415) -
MS (ES+) 477, 479
(ii) N-(l-& Bl % £ F £)-2-[C-F £ & £ )k £ 1-3-&
d A i 0 — B OB B
3-[(4-{[(1-2 Al & &K F A )M A JH A }-3-R & -2-% )&
A]1A AR A TFTEF = TEEOLILEL)T #36G()A F &E(15E
F)F AHCIA I4-—m A~ B ¥ FZRUGEH)RE R A MY
 ERBBEHEISINNE - BRAE - FTEWAN BRAE  HK

be
°‘7:

FREAILESGY 0 2R ®EHRY -
MS (ES+) 377, 379
(i) N-(1-2 Bl Je & F %)-2-[{3-[R CB-{[F =T X (= F %)
Tl AR A A X)) E]A K R A)-3-8 & H & 8K

£ N-(1-2 B 42 £ F £)-2-[3-fc £ & £ )Mk £ ]-3-8 & #
& BB (0328 )(K #I36(INAR3-{[F Z T A(=F £)® &
RJA A 1A & 016 )R —Z R TR (ISEH )Y m A = T &
BA M S AL S8 (0184 ) iR & 4 £ F B #H # 18] ¥ - NaHCO,
RN A EBRAN_R TR P o F R LB E B KB

& BB #r 0 42 A NH;/MeOH/CH,Cl % & 5 # # » £ 13 42 &
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it & % £ & & 0 -
(iv) N-(l-&2 Bl £ 7 £)-2-(3-[2B-A LR AL )KEX]AF f&f}
B A )R EABREE > —BH® B |
N-(1-2 Bl & & 7 A )-2-[{3-[£ 3-{[F =T £ (=7F % )_5}'7
AR A )@ A )R A 18 K ik X)-3-8 2 A & & i (F ¥
36(iii))A P 8 (5% #)F MHCIA 14-— & ~ B ¥ (3% #F)H)AE
oo b EBBEBEINEF o FEHKE - A4 X #E A HPLC
#4 1¢ o {& B NH;/H,O/CH;CNtE & = # % - 4 &z & # F &
o B HCIE 2 » B H A& > #HEFHAksHm - 2 8éH
2 (0.14% ) »
'"H NMR (400MHz, DMSO-dg) & 8.68 (1H, t), 8.10 (1H, d), 6.86 (1H,
d), 3.65-3.74 (6H, m), 3.30-3.36 (6H, m), 3.075 (2H, d), 2.12-2.22
(2H, m), 1.93-2.02 (7H, m), 1.77 (3H, d), 1.69 (3H, d), 1.62 (6H, s) °
MS (APCI+) 493, 495 [M+H]"
LA
b A4 de K P 8 A KX F 8k &R ¥ = 5% B (bbATP)E
ke B P2X. % B2 2 M B Bl 0 i 4T fm B B P 3L 2 M A& (Drug
Development Research (1996) 37(3). p.126) - B 3t °» & 3% X #8 1&
Fl bbATP & & 1t T 4t (ethidium)(— #& % £ DNAE 8t )H# & T
EAu ek o m B g RDNAK &2 R s & kH W K
Bk T A AEPX, 2 FZBE O BRTEZE — 1
ot HAPX; X HER

vh b R B K & T AR S A P2X R R X

Lo

B - B RBR B AICH T RME KR T EF &
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# B AN250m S B K IE & & 42004 F THP-1%4 g (2.5 x 10°
B tm fo /£ )% HI10'MiR 1L T 48 = 8 % ik > 25 7 & 49 4
B & & 4 H 10°M bbATP » R 25# # & 47 & #H 5 & 2 H 3 x
I0°M# S b & 4 - Z R A E - 2B A > £37Cx% F 1. &
> 5K 1 # R £ — 18 Perkin-Elmer# # 4 3% | B ¥ i#% % 520 nm
' B 4 595 nm 0 & M (slit)® & P Ex1Snm’ Em 20 nmifg R - &
Bo$2 B & 0 4 3 48 A bbATP (— # P2X,% 8 i & #| )& wt %
BE S-BE BR (— M P2XsH I B )A K P15 45 H B - & FF 7
Z R B HEE KBRS ZpICsofh > 1B RKK LAY
B v bbATP# % ]| F M 50% A § R A X 8 #H 1 - & F #
b & 4 88 T 45 4L Bl F M > B A plCsofh >4.50° #] 42 » & #] 12

B R Bl 2621 & 4 o R B A plCsofd 7.1 & 7.8 -
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B P XERAEE
AEARB L TE XIS Y

(CH,),—A - Ar

£ ¥ m' A R'ZAr&L F P £ &
F o RE BB RAF MY A KHKF
— & W o B Em b F R RE LR AR

12~ BEXEAFR

The invention provides compounds of general formula

(CH,)—A-Ar

R R’

1

R M

in which m, A, Rl and Ar have the meanings defined in the specification; a process for,

and intermediates used in, their preparation; pharmaceutical compositions containing

them; a process for preparing the pharmaceutical compositions; and their use in therapy.
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RZ R2 R2
(1D) (11D (IvV)
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/% }H\RS/ \R7

X% — 18 & % % & F % — 18 >N-R¥%&
n& 0% 1
R°2 C,-Csta £ » X T EE ML Z VY — @2 H L & F

(V);

B Ci1-Celt B A 2 R K & K
REAR & B = 2 — 1B &KRF > C-Celi A(EHB KB E D

—B® A 2L BEC-Co A& &R (=)-C-Colt £ B
A(A g B2 EMREE Y -—BHELERK)RK&ERK)
RC-GE R A (BB MHEE Y —@EBEaREL > B FA
Ci-Coti 8 £ 2 B & £ R &)
R°% — @ & & F» C-Cshi £ > A T EE ML E ) — M@
EaRA o BE o OAC-Colt R A ZRKERK S

{2 &
(a) #n&k 08 > A& NHC(O) A
(b)y ¥n& 1> X% & A A& CO)NHE » R°AR'R B #
- B &R T RFRHFX-MBLRLE2RKZC-C
A RERAR Z — % -~ M@ AR F ¥ REAR'Z
- T kA B A8 RKZC-Ci £ &
(c) $¥n&d 1> X& & % % >NH » & Ai NHCO)# - R®

ER'A BB £ -—B&RF X FAH £ —@ i8R
K 2 C-Coti £ » R ¥ RRAR'Z — % — @ & B F 8§
REEAR Z — F 2 — @ £ 8 R KX 2 C,-Cela £ &

g

-CH,CH,0H
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BREFHFEANEBFIEZA(DILsH » £ F
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&R'E 2k — M@ A XE FF
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Ark — 8 F 5] %

4
R* R
3 R3 R*
R3 R 7
N | N N
Rz R2 R?
(1) (I11) (IV)

R°PZR'Z — 2 @ & > # & » I & > A4 £ -—M@ L &4
(i)C-Coht X EE ML ZE Y —@EBHFRFRMK: (i) C3-Cy
R AE C((DC-CRALZEMRLEI ) —BaEFR TR
K0 B (iv)CyCeB % £ R A RARZ % — & — 8 & & &
xR F

R — @ F X = £

$6
X N
% L\RS/ R

X% — 8 & & % & ¥ % — /8 >N-R*%& ;
n&g o0k 1
RPEC,-Csk £ A TEEHLE ZE VY — @&l L & F

V);

» AR C-Cett & 2 BRAK X R K
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RO'REAR'& B = &« — @ &R F » XRC-Cstt £ » £ T &
EHgES-BEARE BF RC-Cit R EZRA
A RO
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(d) ¥ n& 08 - A% NHC(O)' &

(e) ¥¥n& 1 X& & » A A& CO)NHE » REZR'F B &
- RFAFTRE LR - M@K 8 RKKXC-Cs
ko XERARZ - (- AR F®¥ - RRAR'Z
F-F k- B ALRRKZIC-Cstx £ &

(f) £n& 1> X% & "% % >NH' & A% NHCO)# - R®
AR'T A M A -—BARRE T L F A8 £ —818R
% Z C-Cske £ * X ERAR'Z — % — 18 & B T &
' R°AR'Z %5 — F &2 — 18 &£ & R & 2 C,-Cstx £ &

-CH,CH,0H
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o

£ ELBETHZ R B A 4 e
3R Y H & AR
4. R E ¥ H & AR
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go
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