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TR REFHGLANRNERIIBR A REBERERE » 2
W EEFARRED) - ABEAZXFESH -~ F @hAHRE
Rt n B HLELLAR ZEBNGANEGERAD
RBHEBEHMZAKLABS) ZEL X2 AEHMZIBS T EAHKE
ZIBS % £ & A XA H1E 2IBS - # 5 2 B B HAZEE
MBS ERRE  Zoh il FEARR  ARAR
Thompson WG, Longstreth GF, Drossman DA, Heaton KW, Irvine EJ, Muelle
r-Lissner SA. C. 57 45 M B 7% JE %1 35 45 1% B J& > 4 : Drossman DA,
Talley NJ, Thompson WG, Whitehead WE, Coraziarri E % % > Romell :
‘ hREMEBRIE (S H,REALESERGE,F 2R, McLean,
VA : Degnon B 4 /2~ & 5 2000 : 351-432 & Drossman DA, Corazziari E,
Talley NJ, Thompson WG & Whitehead WE, Rome II: B A zh sc &£ B B
%R Z % B R & X 4F,Gut4sS (4 % 2),I11-1181.9-1-1999 # -

TEAEAZRBANEZGRARBELEIXNIZEMILEY
nREREEZRAE REHGANEREMTLEXAHS
Z JE R e
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i, 5] 42 DIPEA
752!, 4] % DMF
3 4 1843R A, #] 4 HATU
R\N,(CHz)nR
e (v
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o)\R2
& B 3F 4

hCB, #2 hCB, % £ & 4

{£ 4% B Receptor Biology 2 A # CB, % # (hCB;) * & #& B8
BioSignal z A %8 CB, % %% (hCB,) 4= g B # 37°C T &k A% - i@ i® 25
WAL A IR 0 N AR Y E S & H B (50 mM Tris, 2.5 mM
EDTA, SmMMgClL & 05 & 54/ £ # & & f5 B 8 2 BSA pH7.4)
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THE IR CABEROLTEI RN - BRAEN-FIR P -
KB UL A H £ hCB, 8 hCBy b 2 ICsy > {4 &1 10-25 B & - & /&
B & 3 /& > 4 PH-CP55,940 » # 4 # 20000 £ 25000 dpm (0.17-0.21
nM)F » AR&EBHE0OMA FIT - BLELSHFEE—HE
e @A H02 MHU210 R £ R 7 £ F A& - £ ERW
RBE o EAEFTERTHAECNSE £ A 3B kAL EH
(50 mM Tris, 5 mM MgCl,,0.5 & % BSApH7.0) » & 5 & & & &
Tomtec 2% Packard #% & % % Unifilters GF/B (& 8 2 #8 £ 0.1% & ¢
Mi B2 BE T ) o ARIE BASSC T AR LN EE o 5 A 65 B/ 3
MS-20 B3 % & % 44 - 4& TopCount (Packard) ¥ 3} & % 4 7% &
(cpm) °

hCB, #2 hCB, GTP 7S # &

& 45 8 Receptor Biology = A #1 CB; % # (hCB,) * 2 A # CB,

% 8 % f B (BioSignal) # 37°C F & #& i® 25 & 4% 3% 4t 58 3
R i £ GTP ¢S & 4 4 % & (50 mM Hepes, 20 mM NaOH, 100 mM
NaCl, 1 mM EDTA, 5 mM MgCl,, pH 7.4, 0.1% BSA) + # #% - A % 8
66 ¥ ZECso 8 B 2 10- 2 B 8 - /& o 42 32 4 > 4 300
Mt AWEEME G KBS # 100000-130000 dpm GTPe? S S
(0.11-0.14nM) £ 47 - R EE KR S RN B 2 &4 > A BAH N 4
M (hCB,) % 10 uM (hCB,) Win55212-2 R % & 1 75 & F #l & - »
¥ 42 AR (& 4 15 uM (hCB,) % 30 uM (hCB,)GDP) % 2z 3 + 4
ta b B #5625 uM (hCB2) % 112.5 M (hCB,)GDP 7 & & 5 4
UL FERMRBE > ENERTRANS 4 > £ A3

Z % #% & & & (50 mM Tris, 5 mM MgCl,, 50 mM NaCl, pH 7.0) » 4&
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E)hmES-RA2[1-F A5 2 AKX F & 2000=% 5% >
061 X F » M»HE HHT XM S 8%B)# HATU(257.0 % %
068 ¥ F)ZDMFGCEH)EZRN - H#RERAHIEH B
R RBAEEZEYTRE - R Y # d % MHPLC » £ A
20-80% CH;CN/H,O 416 » # # R ¥ U RHEFERBELEH B
# 48 £ 2 TFA B (76 £ % > 23%) - 'HNMR (400 MHz, CDCl;) &
1.31 (t,J=7.23 Hz, 3H), 1.86 (m, 1H), 2.07 (m, 2H), 2.19 (m, 1H), 2.95 (m,
4H), 3.20 (s, 1H), 3.57 (m, 1H), 3.81 (m, 1H), 7.55 (m, 4H), 7.83 (d, ]=6.25
Hz, 1H), 7.87 (m, 2H), 7.97 (d, J=8.20 Hz, 1H), 8.49 (s, 1H), 8.92 (d, J=8.98
Hz, 1H), 9.54 (s, 1H), 12.04 (s, 1H). MS (ESI) (M+H)" 436.1.

¥ B B.5-f & -2-[(I-% & %)Bgil-%?ﬁﬁ

5 cquk on
Cl\@(‘LOH NH O
NH, o ’
EOCTF #H1l-=HAROTHA 064 X F) £ CHCL(E
o VP2 BR > AME2EASARAFHRAIOE SR » 064 E H
)R =ZCEOOMA064E £ F)ECHCLESEH) T X R
SN KRB BRERAADNERETHHLBRER - HHBR
EE G BBEREUAHORMK > KE  EEALZEFEHE M
2 £ 42 2848 A (200 £ % > 95%) o 'HNMR (400 MHz, CDCl3) &
7.59 (m, 2H), 7.67 (m, 1H), 7.75 (d, J=8.59 Hz, 1H), 7.81 (m, 1H), 7.94 (d, J=
8.20 Hz, 1H), 8.07 (d, J=8.20 Hz, 1H), 8.26 (d, J=2.15 Hz, 1H), 8.33 (d, J=

7.23 Hz, 1H), 9.13 (d, J=8.79 Hz, 1H). MS (ESI) (M+H)" 326.
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' ) 2
N-[4-f K -2-[[[2-4-Ba-h £V A A1 A XA 1-5 %88

cn\(:f?\OH CI\©\/I?\N/\/O
NH O - NHH O
0 O 0 O

BEREPIFTSHBAZRLZAF #EADMFGCEA)F 2584
2 [(1-x A AR AR FE£QOE % » 061 £E F) - HATU
(2570 % > 068 E X B )R 4Bk L B (160 5 > 1.22% &
H) o4& & 4 # & i# 48 HPLC - 4 A 20-80% CH; CN/H, O & 1t
RBERE S ARBEZRCSY > HiaEZTFAB 8% % -
17%) - ' HNMR (400 MHz, CDCl;) § 3.24 (m, 2H), 3.81 (m, 2H), 3.93 (m,
8H), 7.56 (m, 3H), 7.68 (d, J=2.34 Hz, 2H), 7.85 (dd, J=7.13, 1.07 Hz, 1H),
7.89 (d, J=1.76 Hz, 2H), 7.98 (d, J=8.20 Hz, 1H), 8.50 (s, 1H), 8.87 (d, J=
8.59 Hz, 1H), 11.68 (s, 1H). MS (ESI) (M+H)" 438.1.
T #3
N-[4-% & -2-[[4-[2-4-"H 3wk £ )T A -1-x B wb ot £ 18 £ 1%
K )-1-% #% 8 A%

()

S
e

HBEOLIFTFSBAZREF SERADMFGCE )T 25-8 4

101539 -39.-



200539856

2-[(1-F AR AR AR F 8 (2000 £ % > 061 £ ¥ ¥ ) « HATU
(2570 % % > 068 F ¥ F )R 4[2-(I-X5 & wb "4 £)T £ -5 43 %
RQBEXLI22EZE F) -4 £ W & %48 HPLC » 4 A 20-80%
CH;CN/H,O &1t » K R % > URBZHEILLY » & 248
f& 2 TFA 8 (67 £ %, » 18%) - 'HNMR (400 MHz, CDCl;) & 2.32 (m,
8H), 3.14 (m, 4H), 3.29 (m, 2H), 3.37 (m, 2H), 3.89 (m, 4H), 7.20 (d, J=2.15
Hz, 1H), 7.38 (m, 1H), 7.50 (m, 1H), 7.56 (m, 2H), 7.71 (d, J=7.03 Hz, 1H),
7.79 (m, 1H), 7.90 (m, 1H), 7.98 (d, J=8.20 Hz, 1H), 8.32 (s, 1H), 8.88 (s,

o 1H). MS (ESI) (M+H)* 507.1.
£ ) 4
N-4-R A2 [R-(—FmA)CA A A IRA1- X % 8 %

)

Q |
Cl OH Cl N/\/N\
H
NH

BREREHAITPSBAZER HEADMFGE )+ 2584
@ 0¥ ABAEAIRTHQ00E L 061 % ¥ F)- HATU
(2570 % % » 0.68 & ¥ F)ANN-= F £ -12-2 = gz (136 #% ¥ >
122 % &£ F ) 1& & 4 # & 1 48 HPLC » 4& A 20-80% CH; CN/H, O
Bt R RE URBEZBIAESW & H 48 B 2 TFA B (48
£ % » 15%) - 'HNMR (400M Hz, DMSO-Dg) & 2.75 (s, 6H), 3.18 (m,
2H), 3.51 (q, J=5.79 Hz, 2H), 7.58 (m, 2H), 7.67 (dd, ]=8.79, 2.54 Hz, 1H),
7.81 (dd, J=7.03, 1.17 Hz, 1H), 7.85 (d, J=2.34 Hz, 1H), 8.00 (m, 1H), 8.09
(d, J=8.20 Hz, 1H), 8.31 (m, 1H), 8.50 (d, J=8.79 Hz, 1H), 9.01 (m, 1H), 9.28
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(s, 1H), 11.74 (s, 1H). MS (ESI) (M+H)* 396.1.
T 5
N-[4-80 & -2-[(4-H 22 ok B pe A )3 AKX A 1-1-3% #% 6 i

CI\CE?LOH Cl\@fiN/O
NH O - NHH O
o) O o O

BRBRESLITSRAZREAF HEADMFGEA) T X 5-A 4
2[(1-FE A A AR P #(00.0%F % 0 061 FZ F) - HATU
2570 5% > 068 E £ F) R4 A KBHK(I8MFA » 122 F
H) o1& & 4k & %48 HPLC » 4 A 20-80% CH; CN/H, O & 1t -
Rt R ARBEBZRAEACLLS Y AL MBEZTFABGLE L »
16%) - ' H NMR (400 MHz, DMSO-Dg) 5 2.78 (m, 4H), 3.57 (m, 4H), 7.57
(m, 3H), 7.70 (m, 1H), 7.79 (dd, J=7.03,1.17 Hz, 1H), 7.98 (m, 2H), 8.08 (d,
J=8.20 Hz, 1H), 8.30 (dd, J=6.25, 3.51 Hz, 1H), 8.36 (d, J=8.98 Hz, 1H),

PY 9.79 (s, 1H), 11.42 (s, 1H). MS (ESI) (M+H)" 410.0.

K 5] 6
N-[4-F 3 -2-[(4-T A -1-5 & wb " R)x R X A ]-1-% & 8 %
g

BEBREVITSBAZRA HEADMFGCE#) ¥ 25-A 4
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2-[(1-2% & % A ) A R F 8 (2000 £ ¢ » 0.61 £ ¥ F) ~ HATU
2570 % % > 068 E X F )R 1-Z A X fwb# (1928 # > 1.22%
¥ HE)o 46 & M & 1% 48 HPLC » 4£ A 20-80% CH; CN/H, O & 1t -
KRB RE URBEARAICLAY HHEAEEZTFAB (4E % >
20%) - 'H NMR (400 MHz, DMSO-D;) & 1.16 (m, 3H), 3.08 (m, 2H), 3.25
(s, 2H), 3.52 (m, 2H), 3.84 (m, 2H), 4.47 (m, 2H), 7.43 (d, J=8.40 Hz, 1H),
7.55 (m, 4H), 7.58 (d, J=8.20 Hz, 1H), 7.67 (m, 1H), 7.97 (m, 1H), 8.04 (d,
J=8.20 Hz, 1H), 8.23 (m, 1H), 10.68 (s, 1H). MS (ESI) (M+H)"422.1.

y N

N-[4-8 & -2-[[B-4-BHRh A)A A AR EIRA - XA 8K
o ol

Cl\@[U\OH Cl\@:u\N/\/\N/ﬁ
NH O NHH O K/O
e T

BERBREHIFSBAZEZAF HEADMFGEH) T 25-8 5
2% A A AR F 5% 2000%F % 0 061 & E F) - HATU
@ (570%% 068EEF)R4BRHURBEATSMA » 122 H
) 4 A H ¥4 HPLC » 4 A 20-80% CH; CN/H, O 4k 1t -
KRB R UREBRAEACS Y AL BEZTFABE S E R
13%) » ' H NMR (400 MHz, DMSO-Dg) & 1.80 (m, 2H), 2.91 (m, 2H), 3.08
(m, 2H), 3.23 (m, 4H), 3.51 (m, 2H), 3.82 (m, 2H), 7.57 (m, 2H), 7.64 (m,
1H), 7.81 (dd, J=7.42,1.56 Hz, 2H), 8.00 (m, 1H), 8.09 (d, J=8.20 Hz, 1H),
8.31 (m, 1H), 8.49 (d, J=8.79 Hz, 1H), 8.98 (s, 1H), 9.68 (s, 1H), 11.84 (s,
1H). MS (ESI) (M+H)" 452.1.

101539 -42-



200539856

F 7 8 #1

N-[4-F A 2-[[(4-~ ambw £ FARA | A X AL
B EN-[2-[[4-(B2 & F A )1 x &bz K] A
# Bh AR

&

?At

%
4-F R K -1-E

I—I

H NH,
54
o]
- H O
NH O NH O NH O
o) O o O

BBESIFTHRAZEZLS  EADMFGCEA)F X584
2[5 A8 A ATE F 5% Q2000%E % 0061 £ ¥ F) - HATU
570 % > 068 £E X F )R 4 A F A )N &bz (139% % >
122 £ ) 1& & ¥ # & # 48 HPLC > & A 20-80% CH; CN/H, O
b R R URBTIHRELESY
A N-[4-F A 2-[[G-~awtw XAFRE)ER]IBLAIXA]L-EZ 5

® B 0 & H e B 2 TFAE 25% % ° 8%) - 'HNMR (400 MHz,
DMSO-Dg) & 1.24 (m, 2H), 1.73 (m, 2H), 2.74 (d, J=8.40 Hz, 3H), 3.18 (m,
2H), 3.30 (m, 2H), 3.61 (s, 1H), 7.57 (m, 2H), 7.65 (dd, J=8.88, 2.44 Hz, 1H),
7.78 (dd, J=7.03, 1.17 Hz, 1H), 7.83 (d, J=2.34 Hz, 1H), 8.00 (dd, J=6.05,
3.32 Hz, 1H), 8.09 (d, J=8.40 Hz, 1H), 8.29 (m, 1H) 8.39 (s, 1H), 8.56 (m,
1H), 8.96 (s, 1H), 11.87 (s, 1H). MS (ESI) (M+H)* 422.1.
b).N-[2-[4-(Bz A FA)I-XN b A 1B A 4R X RA)1- 5 %
Ak > A H 4 E2ZTFABE 32% % > 10%) - 'HNMR (400 MHz,
DMSO-Dg) & 1.25 (m, 4H), 1.61 (s, 2H), 1.74 (m, 3H), 2.65 (m, 2H), 4.39
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(s, 2H), 7.38 (d, J=2.54 Hz, 1H), 7.50 (m, 1H), 7.54 (m, 3H), 7.66 (m, 2H),
7.96 (m, 1H), 8.02 (m, 1H), 8.23 (s, 1H), 10.42 (s, LH). MS (ESI) (M+H)*

422.1.
& ) 10 £ 11
N-Q2-[[4-Q-mz T A& )l-xawmH AR |4A XA 1- 5@
BE B N-[4-8 A -2-[[[2-(I-~ @b R)T A AR AIRAE]L-
* H B ORE
[ NH,
@ ) NJ‘” [”]
Cl

\CE‘LOH
NH NH
M *f
BBREHALIFSHRAZREAF  EADMF(G £ #) “F' Z5-/E
2-[(1-F A5 A AR F 8 (2000% % 0 061 £ ¥ F) -~ HATU
(2570 & % °068 & ¥ H) &R 1-Q-B £ T £ )7 & ok = (160 £ # -
® 1.22 % 3 ¥ )48 & 4 # & 1% 48 HPLC » &£ A 20-80% CH;CN/H,0
it AR URBTHRE=—ILEYH
). N-R-[[4-Q2-s A Z A )1l-xawmH A B A4 RX A 1% %
» A R 48 B 2 TFA S (19% % » 6%) - ' HNMR (400 MHz,
DMSO-Dg) & 2.45 (m, 2H), 3.11 (m, 6H), 3.22 (s, 2H), 3.63 (m, 2H), 4.99
(s, 2H), 7.41 (d, J=8.20 Hz, 1H), 7.55 (m, 3H), 7.66 (dd, J=7.03, 0.98 Hz, 1H),
7.97 (m, 3H), 8.04 (d, J=8.01 Hz, 1H), 8.23 (dd, J=6.25, 3.32 Hz, 1H), 10.64
(s, 1H). MS (ESI) (M+H)* 437.1.
b) N-[4-# & 2-[[[2-(1-7x & wb# £)T A1 A 1B AIXK A 1%
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%A A HAAEZTFA® 33 % % » 10%) - |HNMR (400 MHz,

DMSO-Dg) & 2.44 (m, 2H), 3.22 (m, 8H), 3.45 (m, 2H), 4.86 (s, 1H), 7.57

(m, 3H), 7.82 (m, 2H), 7.99 (m, 1H), 8.08 (d, J=7.81 Hz, 1H), 8.31 (s, 1H),

8.54 (s, 1H), 8.99 (m, 2H), 11.81 (s, 1H). MS (ESI) (M-+H)" 437.1.

£ 1] 12
NM4-(CammA)»2[EIAFRAIEEAIBAIXALA- XA 4 8%

¥
. m

SHMAN-(Z B A)2 (R A F A AR A1X A 1%
% B BZ

N9 N9 ?
HN\d\OH HN N
NH NH O
* T T
BREHAITSBAZRZF EADMFGCEH#) ¥ 25(T &
BE)-(I-FEABABEAIRXRTFRASEET > AL EHA
T4 KM S BB HATU(T0O7T.0 Z 5 186 E XL F)RBE A F
BE (4834 31 E X F )4 £ & & i# 48 HPLC > 4£ A 20-80%
CH;CN/H,O 41t » K% R 3 > A RERAHALAHGBOE KL >
5%) o 'HNMR (400 MHz, DMSO-Dg) & 0.83 (s, 2H), 1.07 (s, 2H), 1.44

(m, 1H), 1.60 (m, SH), 2.02 (s, 3H), 2.98 (m, 1H), 7.56 (m, 3H), 7.72 (m, 2H),
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7.83 (d, J=2.34 Hz, 1H), 7.98 (m, 1H), 8.06 (d, J=8.40 Hz, 1H), 8.29 (m, 1H),
8.35 (d, J=8.79 Hz, 1H), 8.67 (t, J=5.76 Hz, 1H), 10.05 (s, 1H), 11.25 (s, 1H).
MS (ESI) (M+H)* 444.0.
S EBS(LEEA)2(I-ZARA)EARX P &

g

o o HNCE“\ on
HN\@fU\ NH

O

e T
C

[ _ BREMITSHBIEA RA-_RKTFRAEA) T 2
S(LEBmA)2-BA-ZFHQGBOE L P 1S5EE F) - £11-
ZHBGIOMA IS EEZFT)R=ZCLREQI6OM A 155 3 H)o
BRUS(LBBEA)L(-EABA) A X THRAELA M
5 A -

T # 13
N@mA 2[R ATAMAIRA IR AL % & &%

FHAN[-E A 2[CET AT AL

e

RIX A I-R5EmA
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& &

O,N N H,N N
0 OO 0 OO

B/ (S0E % 10% % %&)HmER B F BCZN-[2-[[(B

CEAFABRAIREA4FHEAREA- S A B KR AB® T &

COEA)FTZHERAN - BLBRFREMNMMBAELELEFY » R

® SRR THREI N F@ODpsi) - K > ELBRFRRIFTE >
R ELEBRE BREREEZFTRE - A E
# HPLC - 45 F 20-80% CH;CN/H, O 4 16 » #K 44 & % » S R 4%
12 # 4t 4 (36 £ % > 1.3%) - 'HNMR (400 MHz, DMSO-Dg) & 0.81
(m, 2H), 1.08 (m, 4H), 1.42 (m, 1H), 1.58 (m, 4H), 2.96 (t, J=6.35 Hz, 2H),
4.59 (s, 2H), 7.03 (s, 1H), 7.15 (s, 1H), 7.54 (m, 3H), 7.71 (dd, J=7.03, 0.98
Hz, 1H), 7.96 (m, 1H), 8.03 (d, J=8.40 Hz, 1H), 8.25 (m, 2H), 8.62 (s, 1H),
11.19 (s, 1H). MS (ESI) (M+H)* 402.2.

@ JsEBLFEAnL)AL ]-s-zgg-za F 8%

o OZN\C(U\OH
OzN\CED\OH NH O
A

BEBREHAIFSEBIER AR TRUOEA)T X
SR A2 A-XFEUOE L SOEELF) fib 158 (1.1
EH  SOEBEF)VR=ZCBASHA » SOEEF) - #Foa
L[5 A B A AISHA-XTFRAESERANY HC -
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BBEHBLF S %Azﬁﬁ-’ﬁ%DMFﬁ%‘ﬂ')q’zz[(l'

AVERE]S-HA-XRFEGCA9E X FE) - HATUQ3 % -
o COSEER)RBCATFTRIBEA NEEF)- AW B
B # 48 HPLC ° 4& A 20-80% CH;CN/H,0 4, 1t » &K % & # A »
A -
% ) 14
N-[4-8 & -2-[[[(m= & -2H-=k o -4-5)F £ 1 A 15 £ X A -1-%
¥ B A%

(@)
e
Cl
L

o S
0
¥ B AN-[4-8 & -2-[[[(w & -2H-k o -4-%£)F A 15 &£ 15 & 1%
& -1-% # & A%
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(0]
. ogﬁ
CI\@ElLO CI\@EKN
_ H
O
@ U
WEBRT  B4IBAFRAOARRGSTSEEL » 066F 3 F)
A Ao B 6-F K -2-(1-7 A& )-4H-3,1-K ¥ »% = -4-87 (100 &£ %, - 0.33
EEF A AEEGET LM EB R _ER LT 805%
o F)EDMFQREA)FTZHERAN -N2/)0F#% > AH,0(10%E )
HRLBOCEA)EREILADER KWERTEY  HL£AELZE
FRIE AR AZ A S B (130 F £ 0 93%) - |HNMR (400 MHz,
CDCl;) 6 1.16 (m, 2H), 1.62 (m, 2H), 1.82 (m, 1H), 3.29 (m, 2H), 3.36 (m,
2H), 3.98 (m, 2H), 6.30 (brs, 1H), 7.46 (m, 1H), 7.57 (m, 4H), 7.84 (m, 1H),
7.91 (m, 1H), 7.98 (d, J=8.4 Hz, 1H), 8.51 (dd, J=8.0, 1.2 Hz, 1H), 8.87 (dd,
J=8.8, 1.2 Hz, 1H), 11.49 (brs, 1H) ; MS (ESI) (M+H)" 423.0.

¥ B B.6-f & -2-(1-% % )-4H-3,1-X 3 #% » -4-89
O

|
‘ o C \CEI‘\O
A
CI\dOH N O
NH, O

HEBAEOICT MCH,CLCEHA )P 2 1- 58 X R @O0 % -
D ZEF)AmE2BEASRATFHRGARL > 200% £ F )@
—ERALEGEAE—RTFTHEGCOEA)F ZERA - #
REREHMNEITHRHBR  RALEAEETTHSLS - &%
BHENBAKDMFQOEA)F 2 HEZHF B A AT KB
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EA)AHATURBA R 2 EEF) N EBFTEAHH LB 4
HK(00EFA)EOC THEREFKR -KERLBRY L AE

TP B R AR EZEIS WG E 0 99%) - MS (ESI) M+H)*

308.0.

£ %15

N-MA-ZA2-[EREFEA)EAEIREIXEI- A SR

BRI BAZFT X A _EREXTEOSE
#) ~ 6-/ A& -2-(1-% & )-4H-3,1-K # »F  -4-87 (100 £ £ ° 033 £
EE)VARBREATROIZEAL  I0EEHF) R4ARLHILEY
(64 & %, > 53%) - 'HNMR (400 MHz, CDCl;) 6 0.24-0.27 (m, 2H), 0.55-
0.59 (m, 2H), 0.98-1.08 (m, 1H), 3.22 (dd, J=7.23 , 5.27 Hz, 2H), 6.31-6.36
(br. s., 1H), 7.51-7.59 (m, 5H), 7.85 (dd, J=7.22, 1.17 Hz, 1H), 7.89 (m, 1H),
7.88-7.98 (d, J=8.20 Hz, 1H), 8.52 (m, 1H), 8.88 (d, J=8.98 Hz, 1H), 11.58
(s, 1H) ; MS (ESI) M+H)"378.9; # C,,H;,CIN,0,+0.1 H,O Z %4 #

3 EE O C6942; H,508; N,736.F Bl : C,69.42; H,5.13;
N, 7.36.

£ 116

NM4-REA2-[(RTEE)BAIRXE]-% A 8K
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C A

BB TS BT ITEBAZ TR FRAR_ERACTKOSE
)~ 6-F K -2-(1-3% K )-4H-3,1-K # °5 »4 -4-89 (100 £ % ° 033 %
EHEI)RBECLHEOOERL  I0OEE F) > REZEL S HA03
£ % ° 79%) > ' HNMR (400 MHz, CDCl;) § 1.15-1.27 (m, 3H), 1.31-1.42

® (m, 2H), 1.58-1.67 (m, 1H), 1.72-1.77 (m, 2H), 1.95-1.99 (m, 2H), 3.81-3.90
(m, 1H), 6.07 (d, J=7.42 Hz, 1H), 7.45 (d, J=2.54 Hz, 1H), 7.50-7.59 (m, 4H),
7.84 (dd, J=7.03, 1.17 Hz, 1H), 7.88-7.90 (m, 1H), 7.97 (d, J=8.40 Hz, 1H),
8.51 (dd, J=8.01, 1.17 Hz, 1H), 8.86 (d, J=8.79 Hz, 1H), 11.55-11.59 (br. s.,
1H) ; MS (ESI) (M+H)*407.0; # C,,H,;5CIN,0,+0.1 H,O Z 4 #F 3t
%14 :C,70.53; H,5.72; N,6.85. & # 4& : C,70.69; H,5.86; N, 6.79.
T 17
NG E2-[(ERTAFA)EAIBRAIRE]L-X #% 86 8%

_ H

N O —— NH

BB EF LT SEBEAZFTE EFR_ERATKEOSE
)~ 6-F & -2-(1-% K )-4H-3,1-K # »F % -4-87 (100 £ % > 033 &

EER)RBTAEAITEGCEL IOCEEZR) REZHMILE Y
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(107 £ % » 85%) - 'HNMR (400 MHz, CDCl;) & 1.66-1.76 (m, 2H),
1.85-1.96 (m, 2H), 2.05-2.12 (m, 2H), 2.50-2.58 (m, 1H), 3.39 (dd, J=7.32,
5.76 Hz, 2H), 6.15-6.22 (m, 1H), 7.45 (d, J=2.54 Hz, 1H), 7.51-7.59 (m, 4H),
7.84 (dd, J=7.23, 1.17 Hz, 1H), 7.88-7.90 (m, 1H), 7.97 (d, J=8.40 Hz, 1H),
8.52 (dd, J=8.01, 1.17 Hz, 1H), 8.87 (d, J=8.98 Hz, 1H), 11.55 (br. s., 1H) ;
MS (ESI) (M+H)*393.0; % C,3H,;CIN,0,+ 0.1 H,O z 5 # 3+ E 14 :
C,6999; H,541; N,7.10. § a4 : C,70.09; H,531; N,7.02.
£ 1] 18
o N-4-RA2[MEREFA)ERAIBEAIRE]-F 4 & K%
o)
|

%
o

Cl 0 C N;
_ H

(. e

BERB T AT S EBAZ T A _ERATEROSE
)~ 6-F A -2-(1-% & )-4H-3,1-K 3 =5 4 -4-8 (100 £ % » 033 &
Q@ EPH)RBAKETEWIEAL I0EEF) REZHELL
¥ (128 & %, ° 92%) - 'HNMR (400 MHz, CDCl;) & 1.17-1.25 (m, 2H),
1.38-1.78 (m, 1H), 3.22 (t, J=6.25 Hz, 2H), 6.7-6.30 (m, 1H), 7.46 (d, J=2.54
Hz, 1H), 7.52-7.59 (m, 4H), 7.83 (dd, J=7.03, 1.17 Hz, 1H), 7.88-7.90 (m,
1H), 7.97 (d, J=8.40 Hz, 1H), 8.50-8.52 (m, 1H), 8.87 (d, J=8.98 Hz, 1H),
11.53 (br. s., IH); MS (ESI) (M+H)"435.0; #f C,4H,;CIN,0,+0.1 H,0
Z M EME CC 7150 H628; N,641. F A 4& : C,71.39;
H, 6.25; N, 6.36.
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£ %] 19
N-[4-8 & 2-[[[Q- XA BT A)F & 1%

£ A
o %1
N~ O — NH O
U
BB EH BT SBAZ T 2 R _ERACLKOSE
P F) > 6-F & -2-(1-% £ )-4H3,1-% # »% o4 -4-89 (100 £ % > 033 &
FE)R2MMAFER)RECEHOERL  10E E F)» RA4LZ
A5 4 (80 % % » 57%) - 'HNMR (400 MHz, CDCl;) 6 1.27-1.36
(m, 1H), 1.46-1.67 (m, 8H), 1.81-1.91 (m, 1H), 3.39 (d, 5.86 Hz, 2H), 6.67-
6.70 (m, 1H), 7.51-7.57 (m, 4H), 7.82 (dd, J=7.13, 1.27 Hz, 1H), 7.87-7.90
(m, 1H), 7.95-7.98 (m, 1H), 8.50-8.52 (m, 1H), 8.86-8.89 (m, 1H), 11.54-
11.58 (br s, 1H); MS (ESI) (M+H)*473.0; # C,5H,sCIN, 05+ 0.1 H,O +
0.1CH;OH 2 4 # 3+ B 14 : C,6822; H,584; N, 6.34. % Bl 14 °
@ C.6828: H575: N,6.36.
£ #]20
N-[4-f & -2-[(3-8 A -1-x & wbog B )& K 1K K )-1-% # 8 5%

B BB 4TS BAZ T A R _ERETHOSE
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)~ 6-F & 2-(1-% £ )-4H-3,1-X 3 =% * -4-87 (100 £ % » 033 &
EHE)R3IFBANAEU R0 E L  I0EEF) RELA

4 4 (104 £ % > 79%) - 'HNMR (400 MHz, CDCl;) 6 1.43-1.55 (m,
1H), 1.63-1.93 (m, 4H), 1.99-2.15 (m, 1H), 3.31-3.54 (m, 2H), 3.76-3.86 (m,
1H), 7.19-7.25 (m, 1H), 7.31-7.41 (m, 1H), 7.45-7.51 (m, 2H), 7.52-7.58 (m,
3H), 7.73 (d, J=6.64 Hz, 1H), 7.87-7.89 (m, 1H), 7.95 (d, J=8.40 Hz, 1H),
8.42 (d, J=7.62 Hz, 1H), 9.29-7.40 (br. 5., 1H) ; MS (ESI) (M+H)" 409.0 ;
# C,3H,CIN, 03+ 0.1 H,O = 4% # #+ B & : C,67.27; H,5.20;

® N,6.82. & @/ 14 : C,67.18; H,520; N,6.75.
T ) 21
NMG-8E2-B-EFE)I-NAUMREIBRIXAI-ZH&ER

e
N
o)

CI\CEU\ Cl
O “xC
C “C

EH LTS BAZF R A _ERATEOSE
)~ 6-F & -2-(1-3% #)-4H-3,1-3K 3 »5 °# -4-87 (100 £ L > 033 £
EE)RI N awg PEASEL  IOEEF) RELM4
A% (124 F % > 92%) o 'HNMR (400 MHz, CDClL;) & 1.27-1.87 (m,
8H), 3.11-3.23 (m, 1H), 3.44-3.51 (m, 2H), 7.25 (d, J=2.54 Hz, 1H), 7.46 (dd,
J=8.79, 2.34 Hz, 1H), 7.44-7.60 (m, 4H), 7.76 (dd, J=7.13, 0.88 Hz, 1H), 7.89
-7.92 (m, 1H), 7.98 (d, J=8.20 Hz, 1H), 8.46-8.48 (br s, 1H), 9.41 (br. s., 1H);
MS (ESI) (M+H)*423.0 ; # C,4H,3CIN,0;+0.1 H,0 = % # 3t
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8 C,67.87; H,551; N,6.60.F & 4 : C,67.85; H,547; N, 6.51.
T 15 22
N-[4-8 A 2-[(N&-IH— R tBH-1-X )8 XX A 1- X8

® BB EH AT S HRAZ T A _ERATHRO5E
)~ 6-F & -2-(1-F % )4H-3,1-% # F o 4-87 (100 & % > 033 &

EE)AANA-IH—REBHO9OE xR > 10 E F) » &£ 43
i &6l £ % > 47%) - 'HNMR (400 MHz, CDCl;) & 1.54-1.58
(m, 4H), 1.64-1.78 (m, 4H), 3.49 (t, J=6.15 Hz, 2H), 3.59-3.62 (m, 2H), 7.27
(d, J=2.15 Hz, 1H), 7.46 (dd, J=8.79, 2.34 Hz, 1H), 7.45-7.59 (m, 3H), 7.74
(dd, J=7.13, 1.27 Hz, 1H), 7.89-7.91 (m, 1H), 7.98 (d, J=8.20 Hz, 1H), 8.44-
8.48 (m, 2H), 9.20 (brs, 1H) ; MS (ESI) (M+H)" 407.0 ;

o # C,,H,;CIN,0,+0.1 CH; OH = % #7 3+ ® 4& : C,70.58; H,5.75;
N,6.83. % & 4 : C,70.66: H,5.50; N, 6.74.
£ 5] 23
N-[4-8 A& -2-(1-m & wb o8 3 % X)X KX ]-1-% #% &8 A%

.

o) N

CI\@E“\O \@(&
P
N O —_— H

Z
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BB EHW LTS HAZ T A _ERACEKEOSE
F) ~ 6-F A 2-(1-% # )-4H-3,1-% 3 «Z #4871 (100 £ %, » 033 &
EE)ERw A B (T1E 5 10E X F) & 442 H 14 4 (104
% % » 86%) - | HNMR (400 MHz, CDCL;) & 1.86-1.99 (m, 4H), 3.54-3.61
(m, 4H), 7.40 (d, J=2.34 Hz, 1H), 7.46 (dd, J=8.89, 2.44 Hz, 1H), 7.49-7.59
(m, 3H), 7.81 (dd, J=7.03,1.17 Hz, 1H), 7.88-7.91 (m, 1H), 7.97 (d, J=8.40
Hz, 1H), 8.51-8.53 (m, 1H), 8.59 (d, J=8.98 Hz, 1H), 10.15-10.22 (br s, 1H) ;

MS (ESI) (M+H)"379.0; # C,,H,4CIN,0,+0.2H,0 = & # 3t & {&
® C,69.09; H,5.11; N,7.32. € &l 4& : C,69.16; H,5.02; N,7.27.
£ 15 24

N-4-f8E2-[CEEARCABAIBAIRLA - A0 88

° 0
|
C o Cl N
_ H
N I NH

O

# B 4o F # THRAZ T X R _ERATHOSE
® )~ 6-8 K -2-(1- A )4H-3,1-K #F =5 w4 4-8 (150 & % » 049 &

ER)R2EABOHB(SEL  I0EE F) REZHILS
#1 (166 & 5% > 80%) ! HNMR (400 MHz, CDCl;) & 1.62 (m, 8H), 4.01

(m, 2H), 6.64 (m, 1H), 7.54 (m, 5H), 7.84 (dd, J=7.2, 1.2 Hz, 1H), 7.89 (d, J=
8.0 Hz, 1H), 7.97 (d, J=8.4 Hz, 1H), 8.51 (d, J=8.0 Hz, 1H), 8.87 (d, J=8.4
Hz, 1H), 11.61 (brs, 1H) ; MS (ESI) (M+H)* 423.1.
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T # 25
N-[4-f & -2-[[2-(03-—a B -2-A)e A Al L 1XA1-%
% B BE
o]
;L
N/ - NH
AL
o BB EO LAY THBAZF A A _ERAXATHO0SE

¥

)~ 6-F & 2-(1-% £ )-4H3,1-% # *% = -4-89 (100 & % > 033 &
EE)R2-QEBACTE)II_AEBTIER > 066 L £ F) >
REZAILASHWA3E % 94%) - 'HNMR (400 MHz, CDCL;) &
2.00 (m, 2H), 3.55 (m, 2H), 3.92 (m, 2H), 4.04 (m, 2H), 5.00 (m, 1H), 7.08
(brs, 1H), 7.47 (m, 1H), 7.53 (m, 4H), 7.88 (m, 2H), 7.97 (d, J=8.4 Hz, 1H),
8.52 (d, J=8.0 Hz, 1H), 8.89 (d, ]=9.2 Hz, 1H), 11.72 (brs, 1H) ;
MS (ESI) (M+H)* 425.1.

@ Fu2
NMG-RA2([I-EFEABAEAIBAIBAEAIXLA -4 &K

OH
O

I’

FH AT SBAZ T B R_ERATKEOSE
2-(1-% % )-4H-3,1-% # =% »# 4-8 (100 £ % » 033 &

S8
=%
o ™
s OF
B ol
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FE)RLIBA-I- B AR FEGOSERL 066 F F) RER
iAW (5% % > 54%) - 'HNMR (400 MHz, CDCl;) 6 1.65 (m,
2H), 1.78 (m, 2H), 1.88 (m, 4H), 3.37 (t, J=5.2 Hz, 1H), 3.68 (d, J=5.2 Hz,
2H), 6.26 (brs, 1H), 7.41 (m, 1H), 7.50 (m, 4H), 7.78 (dd, J=7.2, 1.2 Hz, 1H),
7.86 (m, 1H), 7.95 (d, J=8.4 Hz, 1H), 8.47 (d, J=8.0 Hz, 1H), 8.78 (d, J=9.2
Hz, 1H), 11.18 (brs, 1H) ; MS (ESI) (M+H)" 423.1.

£ 27

N[4§L 2[(3 8 A -1-mw Fowt B K #»% IR K J-1-% % 8 B%

¢ - m&w
? 5

EH AT T HAZ I X A _EREXTKEOSE
)~ 6-F A -2-(1-% & )-4H-3,1-KX # "5 » -4-81 (100 £ ¢ > 033 &
ER)A3W BB EEGC3E R 066FE X F) RERAEALSE
@45 % % ° 35%) - 'HNMR (400 MHz, CDCl;) & 2.00 (m, 2H), 3.65
® (m, 4H), 3.84 (m, 1H), 4.46-4.56 (m, 1H), 7.50 (m, 5H), 7.78 (m, 1H), 7.895
(d, J=7.6 Hz, 1H), 7.97 (d, J=7.6 Hz, 1H), 8.28-8.48 (m, 2H), 9.81-10.03 (m,
1H) ; MS (ESI) (M+H)* 395.0.

' ) 28
NM@4-8 A 2-2-Q-FARXE)I-mam R R IBAIRXEX] L2 %
B B
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C.CE"LO o ML P
PR I e
® e
R EH AT SBAZ T 2 R _ER/ALATHEO05E
)~ 6-F & -2-(1-% A )-4H-3,1-K % *5 »# -4-87 (100 £ 7 > 033 %
EFH)R2-Q-FAXA)w &b B (117 % > 066 E X F)»
® REZEIESHG2E L > 33%) - 'HNMR (400 MHz, CDCL;) &
1.87 (m, 3H), 2.24 (m, 1H), 3.00 (m, 1H), 3.66-3.83 (m, 3H), 3.83 (m, 1H),
5.30 (m, 1H), 6.67-8.00 (m, 12H), 8.52 (m, 2H), 9.68-10.04 (m, 1H) ;

MS (ESI) (M+H)" 485.0.

£ 29

N-MA-F A2 [[13—& 2B 2-£ F A2 )R A2 4)1-% 5
B A%

@ e
BB BB SPBAZXI T, R _EREACTKOSE
) > 6-8/ A -2-(1-3% & )-4H-3,1-K # »5 »f -4-87 (100 & 51 ° 033 &

ER)ARII-— A B-2-F O3 E L » 066 3 F) » & 4H4F
LA (O8E % 0 72%) - 'HNMR (400 MHz, CDCL;) & 3.61 (m,

2H), 3.88 (m, 2H), 3.98 (m, 2H), 4.98 (t, J=3.6 Hz, 1H), 6.39 (brs, 1H), 7.46
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(s, IH), 7.50 (m, 4H), 7.83 (dd, J=7.2, 1.2 Hz, 1H), 7.85 (d, J=9.2 Hz, 1H),
7.94 (d, J=8.4 Hz, 1H), 8.48 (d, J=8.4 Hz, 1H), 8.86 (d, J=8.8 Hz, 1H), 11.50
(brs, 1H) ; MS (ESI) (M+H)* 411.1.

£ 1] 30

N-[4-% & -2-[[(w & -2H-"k »h -4-F s £ 15 A 1R A -1-% & & #%

C.CE:L/O - CCiFQ
. 5

R EHFH AT S BAZF S R _ERATKOSE
)~ 6-8 A -2-(1-% & )-4H-3,1-K H# »F = -4-87 (100 £ %, » 033 &
EFH)RABAE AR HOGTERL > 066E X F) RELAL
4 4 (116 £ % - 86%) - 'HNMR (400 MHz, CDCl;) & 1.59 (m, 2H),
1.94 (m, 2H), 3.47 (dd, J=11.6, 9.6 Hz, 2H), 3.98 (m, 2H), 4.12 (m, 1H), 6.04
(d, J=7.6 Hz, 1H), 7.47 (m, 1H), 7.56 (m, 4H), 7.84 (dd, J=7.6, 1.2 Hz, 1H),
7.90 (m, 1H), 7.98 (d, J=8.4 Hz, 1H), 8.51 (d, J=8.4 Hz, 1H), 8.88 (d, J=8.8
Hz, 1H), 11.51 (brs, 1H) ; MS (ESI) (M+H)" 409.0.
£ # 31
N-[4-% & -2-[[2-(w & 2H-k o4 -4- B )T A A 1 K 1K A )-1-

Clcio - °Cﬁ:ﬁ”©
G
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BB EGH AT THRAZ T A _ER/ALATEO0SE

F) o~ 6-8 & -2-(1-% K )-4H-3,1-X # =5 4 -4-87 (100 & %, » 033 &
EH)RABAEA LA Ak HBE L > 066 E F) » =4
1% AL 4 (119 £ % > 83%) - 'HNMR (400 MHz, CDCL;) & 1.38
(m, 2H), 1.59 (m, 5H), 3.31 (m, 2H), 3.43 (m, 2H), 3.92 (m, 2H), 6.15 (m,
1H), 7.51 (m, 1H), 7.57 (m, 4H), 7.84 (dd, J=7.6, 1.2 Hz, 1H), 7.90 (m, 1H),
7.98 (d, J=8.4 Hz, 1H), 8.51 (d, J=8.8 Hz, 1H), 8.88 (d, J=8.8 Hz, 1H), 11.51
(brs, 1H) ; MS (ESI) (M+H)* 437.0.

® T 1) 32
N{4-f A2 (13— R EB2-4F £)7F A 12 21X £ 1-%
% 8 RE
[\
o) Ojo
N I NH
A
® BB TP U TS BAZ N R _ERATKO5E

F) ~ 68 & -2-(1-3%F & )-4H-3,1-X 3 =5 % -4-87 (100 £ %, » 033 &
EFH)AN-FE-13-—AEEH-2-FROSE L » 066 ¥ F) »
RAEAZMIL A H (68 F £ » 49%)  'HNMR (400 MHz, CDCl,) &
3.13 (s, 3H), 3.57 (m, 2H), 3.70 (m, 4H), 4.97 (m, 1H), 7.36 (m, 1H), 7.56
(m, 4H), 7.77 (d, J=7.2 Hz, 1H), 7.89 (d, J=7.6 Hz, 1H), 7.97 (d, J=8.0 Hz,
1H), 8.43 (m, 2H), 9.15 (m, 1H) ; MS (ESI) (M+H)" 425.0.
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T ) 33
N-[4-f, & -2-[[2-(2-wk =2 & )-1-v9 S mb ot A 15 A 1% & ]-1-% % 8 iz

/
o] 0 N=
C|\©\)ko CI\@L/LLN
~
O X
@ O

BB T AT S BAZFT L FR_ERHLTH05%
® F) - 6-F & 2-(1-% £ )-4H-3,1-% 3 =% = -4-89 (100 £ % > 033 &
EE)R2-2m fwks )b R (O3 £ % » 066 % £ F) >

1 R At A # (68 £ % 45%) - 'HNMR (400 MHz, CDCl;) 6 1.93 (m,

3H), 2.42 (m, 1H), 3.63 (m, 1H), 3.83 (s, 1H), 5.24 (m, 1H), 6.80 (m, 1H),
7.17 (m, 1H), 7.42 (m, 3H), 7.54 (m, 4H), 7.67 (m, 1H), 7.92 (m, 2H), 8.42
(m, 1H), 8.66 (m, 1H), 10.12 (s, 1H) ; MS (ESI) (M+H)* 456.0.

T 34

N-[4-F0 & 2-[[2-(1-x & mb g K F & )-1-X Simb oz A 1% A 1%

@ ili1izmm
CI\@O Cl\Ejiu\hé
- O
BT LY STHRAZFTE R _EREXATKEOSE

¥
)~ 6-8 & -2-(1-% K )-4H-3,1-K 3F »F o -4-87 (100 £ 3¢ 0 033 &
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ER)RI2~amg A FA)NEm=(120E % > 066 F
) R4 42 B A W (70 £ % > 43%) - 'HNMR (400 MHz, CDCl;)
6 1.0-5.0 (m, 21H), 7.38 (brs, 1H), 7.46 (m, 1H), 7.54 (m, 4H), 7.78 (d, J=
6.8 Hz, 1H), 7.89 (m, 1H), 7.97 (d, J=8.4 Hz, 1H), 8.48 (m, 2H) ;

MS (ESI) (M+H)* 490.0.

£ % 35

N-2-[[CR & & F % i £ 14

X
e
&
—
B
e
P
=
55

BB EHUTFTSHRAZ TR R _ERATHKO0S5SE
)~ 6-F & -2-(1-% K )4H3,1-X # -5 4-8A 80 £ % > 028 &
EHR)RBTCATFTHROES P I3EEXF) g 2481K4
# (105 & %, > 94%) - 'HNMR (400 MHz, CDCl;) 6 1.00 (m, 2H), 1.19
(m, 3H), 1.56 (m, 1H), 1.75 (m, 5H), 2.40 (s, 3H), 3.23 (m, 2H), 6.24 (m, 1H),
7.38 (s, 1H), 7.40 (m, 1H), 7.54 (m, 3H), 7.85 (m, 1H), 7.89 (m, 1H), 7.95 (d,
J=8.4 Hz, 1H), 8.54 (m, 1H), 8.75 (d, J=8.4 Hz, 1H), 11.50 (brs, 1H) ;
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MS (ESI) (M+H)" 401.0.
¥ B8 B.6-F & -2-(1-% % )-4H-3,1-X 3 =5 *# -4-8A

o \CE[L o
=
Ce——
C

BZERwEH AT SIEB2 TR A _EnALACTKAE
)~ 2-BAS-FEARFEBEOAOEZ L » SO0 E F) > I-=5 4
® £(105% »55EFE FT)RHATUR.L % » 55 F) » 2 £ 42
1t 4 (140 % » 98%) - MS (ESI) (M+H)*288.1.
£ 1] 36
NR[[GETEFEEAIBEBEAI4FERE]- X %8
O (0] ?
Nig — NH
X s
® BEROR U SBAZ > AR AL CHEOSE
#F) >~ 6-F A -2-(1-3% K )4H-3,1-K # =5 * 4-87 (80 £ ¢ * 028 £
EF)RET BOSERL IOEEF) REZLBLEY

(68 % %, » 65%) o 'HNMR (400 MHz, CDCl;) & 1.74 (m, 2H), 1.92 (m,
2H), 2.08 (m, 2H), 2.55 (m, 1H), 2.38 (s, 3H), 3.40 (m, 2H), 6.17 (m, 1H),
7.26 (s, 1H), 7.38 (d, J=8.8 Hz, 1H), 7.54 (m, 3H), 7.88 (m, 2H), 7.95 (d, J=
8.0 Hz, 1H), 8.54 (d, J=7.6 Hz, 1H), 8.75 (d, J=8.4 Hz, 1H), 11.51 (brs, 1H) ;

MS (ESI) (M+H)* 373.0.
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T 1) 37
NRMETCAFEEAIBAI4A XA - X 4 8K

Cff,?

PERBRANRGE A FEA)ERAIBRA]4R X A% R 8%

] A=
° , e
F o F N
_ H
o — e
@ T
BT U TS BAZFE A _ERACTEOSE
f) >~ 6-8 A -2-(1-% K )4H3,1- K H# =5 4 4-80 (80 £ 5 ° 028 &
FEX)RET BRAS0OE X P 13EXEHF) REZAHALSLS
# (106 £ %, > 93%) - 'HNMR (400 MHz, CDCl;) 6 1.00 (m, 2H), 1.19
(m, 3H), 1.56 (m, 1H), 1.75 (m, 5H), 3.23 (m, 2H), 6.21 (m, 1H), 7.20 (m,
1H), 7.29 (m, 1H), 7.53 (m, 3H), 7.83 (m, 1H), 7.88 (m, 1H), 7.97 (d, J=8.0
Hz, 1H), 8.52 (m, 1H), 8.87 (dd, J=9.2, 5.2 Hz, 1H), 11.40 (brs, 1H) ;
MS (ESI) (M+H)* 405.0.
¥ B B. 6-£ % -2-(1-2% X )-4H-3,1-X 3 % “ -4-8R

F
0 \(:Eko
C
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BREwEH VTSI EBZ T 2 gA_ERABIE
) 2EASAEXFTHTBERL SOEELF) - 254 &
(105% » SSEEZ F)RHATUQR.1 % > 55 ¥ F) » 2 £ 45 &
164 4 (144 % > 99%) - MS (ESI) (M+H)*292.1.
£ /38
N-[2-[[CG& T & 7 &) & 1%

3

Al4-m KEA1-% # &8 i

5 "

BERL T AT S HBAZ I A R _ERACLKOSE
)~ 6-FL A -2-(1-% & )-4H-3,1-% 3 vF 7 -4-89 (60 £ % » 0.206 &
EHIRBRTATEG EA IOEER) RE4LL2ALEY
(77 % % > 99%) » 'HNMR (400 MHz, CDCL;) & 1.72 (m, 2H), 1.90 (m,

*

O
O

2H), 2.08 (m, 2H), 2.54 (m, 1H), 3.40 (m, 2H), 6.16 (s, 1H), 7.18 (dd, J=8.8,
2.8 Hz, 1H), 7.29 (m, 1H), 7.55 (m, 3H), 7.84 (dd, J=7.2, 0.8 Hz, 1H), 7.89
(dd, J=7.6,1.6 Hz, 1H), 7.97 (d, J=8.0 Hz, 1H), 8.51 (d, J=8.4 Hz, 1H), 8.81
(dd, J=9.2,1.2 Hz, 1H), 11.41 (brs, 1H) ; MS (ESI) (M+H)* 377.0.

£ 4 39

N-2-[[CR T A& F &) & 1%

\J

A]6-F AR K1-% # 8 %

X
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5
e OO

T EBRANDR[[GET AT

i
55

e AR 1 A ]-6-F R OK AR AR

3 5

HRBWwEH LY SHBAZ T A _ER/ATH05%
#)~8-F & A aa“')mmmx#%%4m@m%i’mm
EFEE)RBCT BEOSOE % > I3E X HF) RELHA
4 # (92 & %, > 84%) - 'H NMR (400 MHz, CDCL;) & 0.98 (m, 2H), 1.16
(m, 3H), 1.65 (m, 4H), 1.78 (m, 2H), 3.26 (m, 2H), 3.92 (s, 3H), 6.43 (m, 1H),
7.09 (dd, J=8.4, 1.2 Hz, 1H), 7.16 (dd, J=8.0, 1.2 Hz, 1H), 7.32 (d, J=8.0 Hz,
1H), 7.55 (m, 3H), 7.88 (m, 2H), 7.97 (d, J=8.4 Hz, 1H), 8.25 (s, 1 H), 8.54
(dd, J=8.4, 0.8 Hz, 1H) ; MS (ESI) (M+H)" 417.0.

% B B.8-F £ & -2-(1-% £)-4H3,1- % # 3 = -4-

A
0
e
g

Sy
-

|4 S HEBxFx A _ERraterdz
F) 2B EI-FAE-XFHESEL  SOEEF) -5 #
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ARAOS 7 » SSEEF)RHATURL % » SS5EE F) » 12 4
%A 4 (149 5 0 98%) - MS (ESI) (M+H)*304.1.

F 1] 40

N-2-®&A-6-[[CRT A F A A%

0

3

RIXAI- X # 8%

b3

@
THBANRAURKRG6[[CREAFA A A IXA -2 588
| e
T 9 (] N
N” —_— NH
Cl Clo
BB EHI4FSBAZFE /&R —ERAXTHEOSE
Py )~ 8-R A -2-(1-3% K )4H3,1-KX #5744 487 (100 & % » 033 &

EH)RET BRASOE % » 13 2 F) > 442 HI A
# (34 % % > 25%) - 'HNMR (400 MHz, CDCL) & 0.96 (m, 2H), 1.15
(m, 3H), 1.56 (m, 1H), 1.66 (m, 3H), 1.76 (m, 2H), 3.26 (t, J=6.4 Hz, 2H),
6.34 (brs, 1H), 7.31 (t, J=8.0 Hz, 1H), 7.46 (dd, J=8.0, 1.6 Hz, 1H), 7.58 (m,
4H), 7.91 (d, I=7.6 Hz, 1H), 8.00 (d, J=8.4 Hz, 1H), 8.53 (d, J=8.0 Hz, 1H),
8.59 (s, 1H) ; MS (ESI) (M+H)* 421.0.

% B8 B. 8- & -2-(1-3% & )-4H-3,1-X 3 *3 = -4-89
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o)
0 o)
OH N7
—_—
NH, Cl
o' r

BHRWFTH VT SHEBIF L A&

(1%
) - %3ﬂ2€?ax(855gi,50%;¢i) 1-% 2 £ &
(105% * 55FEE F)RHATUQR.L % » S5 £ £ F) » £ 42 M4

b4 4 (153 % > 99%) - MS (ESI) (M+H)* 308.0.
T ] 41
®
N2[[GRT X FAEAIB A]6-F £ XA -1-% % 8 5%

e

TRANR[(RIAFARAIBLAICT A XA -S40

o e

0 Q:U\H

N/ - > NH

L °

BRLoFTH BT SHRAZF X AR _BERACTHOSE
F) ~ 8-F & -2-(1-3% K& )-4H-3,1-% 3 »% »# -4-89 (100 & % » 035 &
EHX)RRT BRASOE ¢ P 13EEZ F)» R4LZHEIL S
# (105 % % » 75%) ° 'HNMR (400 MHz, CDCl;) & 0.96 (m, 2H), 1.16

(m, 3H), 1.56 (m, 1H), 1.65 (m, 3H), 1.76 (m, 2H), 3.25 (t, J=6.4 Hz, 2H),
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6.19 (m, 1H), 7.27 (m, 1H), 7.35 (m, 1H), 7.43 (d, J=7.6 Hz, 1H), 7.55 (m,
3H), 7.90 (m, 2H), 7.98 (d, J=8.4 Hz, 1H), 8.52 (d, J=9.2 Hz, 1H), 9.40 (s,
1H) ; MS (ESI) (M+H)* 401.0.

% B B.8-F K -2-(1-% % )-4H3,1-X ¥ »F * -4-88

P BERBRwoEA LAY SEBIIE R _ERACEIE
)~ 2-BEA3FEAEFHRTOESR > SOEELF) - 1-EH A
£(105% » S5SEEZF)RHATUQRL % * SSEE F)» R4
1t & (139 % » 97%) - MS (ESI) (M+H)* 288.1.

T 5] 42
N-G-REA2[[ERCAEAFEEEIREIRA]I-F # 8K

FRANS-RA2(ERIAFR)EAIR AR A1 FRBE

BBwEA LT STBEAZFE ERA_ERATLKOSE
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)~ T-8 A -2-(1-% A )-4H3,1-% 3 % o -4-87 (100 & %, 0 033 &
ER)ABRCAFTERAOE L > 13 E X F)» REZBHES
#1 (76 £ % > 55%) o 'HNMR (400 MHz, CDCl;) & 0.98 (m, 2H), 1.22
(m, 3H), 1.58 (m, 1H), 1.76 (m, 5H), 3.23 (m, 2H), 6.22 (m, 1H), 7.13 (dd, J=
8.4,2.0 Hz, 1H), 7.43 (d, J=8.4 Hz, 1H), 7.56 (m, 3H), 7.85 (m, 1H), 7.90
(m, 1H), 7.98 (d, J=8.4 Hz, 1H), 8.53 (dd, J=8.4, 1.28 Hz, 1H), 9.02 (d, J=2.0
Hz, 1H), 11.81 (brs, 1H) ; MS (ESI) (M+H)* 421.0.

¥ B B.7-R & -2-(1-% £ )-4H-3,1-X 3 *% o -4-89
‘ (0]
i o8
d e s’
Cl NH, O

BB EHF LTS EBZ Ik R _ERmATk(E
) 2EEAARRXTHRGBSERL "SOEEZF) - I-EH KK
(105% * SSEE E)RAHATUQRL % » 55 E F) > 442
# AL A 4 (145 3%, 94%) - MS (ESI) (M+H)* 308.0.
@ £ ] 43
NB-fRA2[[CRT A F A ) A

5;&

H
Je
e

T RBRANDB-RA2[[CRT AT A A4

BIX A% #% 86 8%

d
9,\‘%

XE
o
I
=
oS
=
5
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@)

o)

e

o)
= :

N O e CE:\: O
@ T
BB EHIAFT ST BAZFTF A A _ERATHEOSE

)~ 5-& & -2-(1-3% & )-4H-3,1-K # »F »# -4-87 (100 £ 5 » 033 &
EEIRAEDT BASOE X » 13EEF) RE{ER AL S

Py 4 (128 & %, » 92%) - 'HNMR (400 MHz, CDCl;) & 0.98 (m, 2H), 1.18
(m, 3H), 1.58 (m, 1H), 1.64 (m, 3H), 1.74 (m, 2H), 3.28 (m, 2H), 6.25 (m,
1H), 7.23 (dd, J=8.0, 0.8 Hz, 1H), 7.43 (m, 1H), 7.54 (m, 3H), 7.77 (dd, J=
6.8, 1.2 Hz, 1H), 7.89 (m, 1H), 7.98 (d, J=8.4 Hz, 1H), 8.48 (m, 2H), 9.73
(brs, 1H) ; MS (ESI) (M+H)* 421.0.

% B B.5-f & -2-(1-% % )-4H-3,1-K 3 »F v -4-8
o 0

(LS
CE“H__> ‘
®
PN ()

BERBRoEH MUY S HEBz YR A _ERACTHK(E
) 2-BEOCREAFERGBSER SOEEF) r I-xH AR
(105% * S5 EEHF)RHATUQR.L A » SSEE F) » RE2ZA
16 4 # (1.50 %, » 98%) - MS (ESI) (M+H)* 308.0.
£ 1) 44
NB-RA2[ERTAFAAIBRAIRA - &R
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Q
O
o
O
=

. Ay
BB ERI4FTSEBRAZFE £ RASREA2(Q%
B)4H31-X #5466 E % > 2B EEF)ARTAFT
BE(53M» £ McOH ¥ » 0.88 E 7 » 466 & ¥ H)» R E AL
P 4 4 (849 £ % » 93%) - 'HNMR (400 MHz, CDCl;) & 1.73 (m, 2H)
1.86 (m, 2H) 2.05 (m, 2H) 2.56 (m, 1H) 3.45 (dd, J=7.23 , 5.86 Hz, 2H) 6.20
(m, 1H) 7.22 (dd, J=8.01, 0.98 Hz, 1H) 7.43 (t, J=8.30 Hz, 1H) 7.55 (m, 3H)
7.78 (dd, J=7.03, 1.17 Hz, 1H) 7.90 (m, 1H) 7.98 (d, J=8.40 Hz, 1H) 8.48 (m,
2H) 9.75 (s, 1H) ; MS (ESI) (M+H)"393.0 ; # C,3H,,;CIN,0, 2 % #f
3+ 4 1 C,7031; H,539; N,7.13.F # 4& : C,70.54; H,5.62;
N, 7.05.
& 1] 45
@ NDR{CGEoATFTAMEAIRATARA-H 5 &6 5

O
N
é&;
Jo
e

S EBANR[BCAFAAIBAIZFERA-EHER
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BB EH AT SHAZFTE R _ERACKOSE
)~ 5-F K -2-(1-3% & )-4H-3,1-X 3 »F *# -4-87 (100 £ 3 > 035 %
EHF)ARHECT BRASOE % " I3 ZEEF) RE#EZFHALES
® # (102 & % > 73%) - 'HNMR (400 MHz, CDCl;) & 0.91 (m, 2H), 1.07
(m, 3H), 1.54 (m, 1H), 1.59 (m, 3H), 1.68 (m, 2H), 2.43 (s, 3H), 3.25 (t, J=
6.4 Hz, 2H), 5.97 (brs, 1H), 7.06 (d, J=7.6 Hz, 1H), 7.38 (t, J=8.0 Hz, 1H),
7.53 (m, 3H), 7.74 (dd, J=7.2,1.2 Hz, 1H), 7.88 (m, 1H), 7.97 (d, J=7.6 Hz,
1H), 8.17 (d, J=8.4 Hz, 1H), 8.45 (m, 1H), 8.93 (s, LH) ; MS (ESI) (M+H)*
401.0.
% BE B.5-9¥ X -2-(1-% # )-4H-3,1-X 3% =% *# -4-8R

o o éﬁ

BB EHA LTS HEBI L A _EREACEIE
)~ 2B AT ERFROOEL SOEEF) ~ L-xH A
£U105% »5S5EFE F)RHATUQRL % » 55 3 F) » #4242
At A (130 % 0 91%) - MS (ESI) (M+H)*288.1.

T 1] 46
NRICGE T A FRA)E AR A4S FRAA XA - FHBRT
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I (0} ;
Oﬁ“
H
? NH
(0]

FRANR[E LA FEEAIBEMS=FAERXAL-%
# B A%

‘ 0] [ (0]
P H
cl) N)’ —_— <|) NH

BB EHH AT STBAZ T A A _ERAXATKEOSE
)~ 67-= F A A& -2-(1-% & )-4H-3,1-X ¥ =5 °# -4-8 (100 £ 51 °
030ZXF)RARET BASOE L 13 E X F) RHEZA
it 4 4 (119 & % 89%) o 1HNMR(4OOMHz,CDC13)6O.98 (m, 2H),

e

1.22 (m, 3H), 1.56 (m, 1H), 1.74 (m, SH), 3.23 (t, J=6.4 Hz, 2H), 3.94 (s, 3H),
4.05 (s, 3H), 6.09 (brs, 1H), 6.93 (s, 1H), 7.53 (m, 3H), 7.86 (dd, J=6.8, 1.2

Hz, 1H), 7.89 (dd, J=7.6, 2.0 Hz, 1H), 7.96 (d, J=8.0 Hz, 1H), 8.54 (d, J=9.2
Hz, 1H), 8.68 (s, 1H), 11.88 (s, IH) ; MS (ESI) (M+H)* 447.0.

¥ B B.6,7-= F & & -2-(1-% £ )-4H-3,1-X 3% »F *# -4-&A
c|) 0 OD\)LO
]Cft_, 50
A

BB ERUAF S EBEBz T R _ERATE(

o
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)~ 2B A4S F AA-RTFRONVERL  SOEEF) - I
EHRARAOSSK P 55 EE F)RHATUQRL % » 55 2 F) >

RAERZEIA W (28 % > 77%)  MS (ESI) (M+H)" 334.1.

T 5] 47

NR[ERTEFEEAIBA]I-T REA]L-X 5% 8%

AXRI-Ennm

BT AT S HBAZFE EFR_ERATHO05E
)~ 5-F B A 2-(1-F & )4H3,1-% # 72 o 4-81 (303 £ £ 1.0
EXHF)RRTCATFTHEGOER "26EFE F) RELAL
£ # (350 & % > 84%) - 'HNMR (400 MHz, CDCL;) & 0.9 (m, 2H),
1.22 (m, 3H), 1.56 (m, 1H), 1.74 (m, 5H), 3.23 (m, 2H), 3.89 (s, 3H), 6.78
(dd, J=8.4,0.8 Hz, 1H), 7.52 (m, 4H), 7.80 (s, 1H), 7.86 (m, 2H), 7.95 (d, J=
8.0 Hz, 1H), 8.53 (d, J=7.6 Hz, 1H), 8.58 (dd, J=8.4, 0.8 Hz, 1H), 12.52 (s,
1H) ; MS (ESI) (M+H)" 417.0.

% B B.5-F f A& 2-(1-% A )4H3,1-X 5# °5 o 4-59
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P o~ o
o~ o
o)
@KOH _
N
—_)

BB EH 4TS EBz Tk g RA_ERAteK0E
)2 A6-F AA-XFHREOERL S0EEF) 1-%5 8
ARAO5 % » SSEEF)RHATUQRL % » 558 8 F) » 42 4
12 A A (133 % 0 88%) o MS (ESI) (M+H)"304.1.
o T 5] 48
NRETAFR)EAIBAI-FRAEXA- X % &%

BB EH BT S BAZF A R _ERACTHEOSE
@ ) 5FEAEEA2-EA)HIL-E#-F4 486Gl E % 0 02
EXR)RBETATFTHRGEL IOEEF) ReELALS
# (35 % % > 45%) o 'HNMR (400 MHz, CDCl3) & 1.74 (m, 2H), 1.92
(m, 2H), 2.08 (m, 2H), 2.55 (m, 1H), 3.23 (m, 2H), 3.89 (s, 3H), 6.78 (dd, J=
8.4, 0.8 Hz, 1H), 7.52 (m, 4H), 7.80 (s, 1H), 7.86 (m, 2H), 7.95 (d, J=8.0 Hz,
1H), 8.53 (d, J=7.6 Hz, 1H), 8.58 (dd, J=8.4,0.8 Hz, 1H), 12.52 (s, 1H) ;

MS (ESI) (M+H)" 389.0.
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E %] 49
N-R[(BRTEFE A A]3-2 X A)1-X % &8 K%

cftg)__., S

HOCTF » #BBs(1 EA)H A ENLR[[CET £ F £ £ ]

o AI3-FAXAI-Z48BEG00E %L 02 E F)z
CH,CL(ISZEA)ERN - HRERLEWNEBRTHHEBR -
R AAEEFTRE &8 E %5 M»EOAc ¥ » & 22 1 MNH,OH
KER -~ BAKRKRERI - & KMSO B K 38R - 7B B E B
% 0 1E % G # & # 48 HPLC > 4% A 20-80% CH; CN/H, O 4 1t >
Rtk R¥E ARBEBELASHGIE X > 20%) - 'HNMR
(400 MHz, CDCl;) &  0.89 (m, 2H), 1.12 (m, 3H), 1.44 (m, 1H), 1.64 (m,
5H), 3.17 (m, 2H), 6.66 (brs, 1H), 7.28 (m, 1H), 7.54 (m, 3H), 7.83 (d, J=

@  72Hz 2H), 7.88 (m, 1H), 7.96 (d, J=8.0 Hz, 2H), 8.26 (m, 1H), 8.48 (d, J=

8.8 Hz, 1H), 12.08 (s, 1H) ; MS (ESI) (M+H)" 403.0.
£ #] 50
NRGETAFPA)EAIBAI-BRXA - A 88K
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BB o ETHAOZHFE FERANREE T A 7 £ )i £ 18
A]3-F AKX K13 % 8 #% (1000 £ % > 026 & 3 ¥ ) # BBr; (1
EH) RELZBIAEASHQ2E L > 23%) - HNMR (400 MHz,
CDCl3) § 1.62 (m, 2H), 1.81 (m, 2H), 1.98 (m, 2H), 2.44 (m, 1H), 3.32 (m,
2H), 6.67 (d, J=8.0 Hz, 1H), 7.21 (m, 1H), 7.50 (m, 3H), 7.81 (d, J=6.8 Hz,
1H), 7.87 (m, 1H), 7.95 (d, J=8.0 Hz, 1H), 8.06 (s, 1H), 8.26 (m, 1H), 8.40
(d, J=8.0 Hz, 1H), 12.38 (s, IH) ; MS (ESI) (M+H)" 375.2.
£ 151

® N[A-RE-2(ERTEFEA)EEIRE]IXK]S 5k % 8 A&

T EBANM-RE2[[ETEFA)BRAIBAIRXAL]SE2H LA

B
5

O
o CI\QfKN;
Cl H
T — “rC
NH, 0 7

ROCTF » B—ERACZEWIEAL I0EEF )HFmE
2-BASA-NERLEAFEA)XTHREM4EL  0SEEF >
MAEE BT LS EB) a8k 8 (130 % > 075 &
HF)EDMF(I0OZEA)F ZERAN - NEHE200 4% 0 & i
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HATUBTO ZE L " 1S E X H) - B RERASMEET R T H#H24
N RBUHOGOEA)ERBEER - KERLEBRY 4
EEFHBE URBEBHACSHWEOIE L > 42%) - 'HNMR
(400 MHz, CDCl;) & 0.95 (m, 2H), 1.01 (m, 3H), 1.45 (m, 1H), 1.56 (m,
3H), 1.64 (m, 2H), 3.25 (d, J=6.4 Hz, 2H), 6.19 (brs, 1H), 7.45 (m, 2H), 7.56
(m, 1H), 7.72 (d, J=7.6 Hz, 1H), 8.03 (d, J=8.4 Hz, 1H), 8.31 (d, J=8.4 Hz,
1H), 8.41 (d, J=8.8 Hz, 1H), 8.87 (d, J=7.6 Hz, 1H), 9.11 (d, J=4.4 Hz, 1H),
13.98 (brs, 1H) ; MS (ESI) (M+H)" 421.9.
TREB2EAS-A-NEIETEA)RT &K

c i Og)

! o

Cfﬁlo—_’c'm§

NEEBT  #HBELEAFTFHKEOGEIL 60 E F)HmESR

£ 477 £ (isatonic) B B 60 % » 30T X HF )M — B A & ¢ B
B8 '30EEHF)ADMFOEA)F X HERAN » 2/ 854 »

® MHOWEA)ALBGIEA)ERERAHHFR - KE
M TEREEFEB UREELELESHTOR 8T%) -
MS (ESI) (M+H)* 267.1.
£ 1 52
N-4-fA2[ERTATFAEAIBAIXA]2 S0k % 8 K
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5
Sk “CL
CI\@“\u - NH

o N

2
=

B EHSIFFBAZ T > R & &/ &% T K G81
EAZOERFT)-2-BAS-A-NCGRT A F &)X F & 5 (400
EXRISEER) Bk -2-% 8 (346 % 2.0 £ ¥ F) &R HATU

® (760 5 » 20 EE F ) REZALESHGROE L > 60%) -
I'H NMR (400 MHz, CDCl;) & 1.02 (m, 2H), 1.17 (m, 3H), 1.61 (m, 2H),
1.68 (m, 2H), 1.77 (m, 2H), 3.35 (d, J=6.4 Hz, 2H), 6.13 (brs, 1H), 7.47 (m,
2H), 7.62 (m, 1H), 7.78 (dt, J=8.4, 1.6 Hz, 1H), 7.86 (d, J=8.4 Hz, 1H), 8.30
(m, 3H), 8.80 (d, J=9.6 Hz, 1H), 12.75 (brs, 1H) ; MS (ESI) (M+H)*422.1.
® #1153
N-[A-RA2[MERTCAFEEAIBRLSIRA]2-2FH% % 8 %

NH, O)\[ND
N
HOC T # fib2-6-Z (148 £ % > 075 % ¥ ¥ ) £ CH,Cl,
OSEHA)F2HER FoE_ERACK027E R 10E
EH) 228K -S5-A-N-GE T A)RXPEBEU4E R » 05

EXE)VEDMFGSCEAF)PZRAMAN - Rt > B RERAS
MAERTHFE2DF > EZ2UHO0ROEA)E R B FE &K -
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ME LB > A EEFHE > ARBLZHELS D06 E
% > 50%) o 'HNMR (400 MHz, CDCl;) § 1.03 (m, 2H), 1.19 (m, 3H),
1.61 (m, 2H), 1.69 (m, 2H), 1.77 (m, 2H), 3.34 (d, J=6.4 Hz, 2H), 6.16 (brs,
1H), 7.50 (m, 2H), 7.87 (m, 2H), 8.17 (m, 1H), 8.31 (m, 1H), 8.81 (d, J=9.2
Hz, 1H), 9.69 (s, 1H), 12.74 (brs, 1H) ; MS (ESI) (M+H)" 423.1.

T ] 54

NMG-RA2[[ECEAFAEAIBAIXLA -S4 8%

O
Cl H
N —_—
L rC
a0

BRI EHB2zFE FA_EAREATHANESL 1S

EEF) - 2-BAES-A-N-GETEFE)XFTERERQTE XL L0

EEF)RAICL-EEHBQOCELISEEF) BHLZHALL

M (178 £ %, » 43%) - 'HNMR (400 MHz, CDCl;) & 0.99 (m, 2H), 1.22
| (m, 3H), 1.56 (m, 1H), 1.75 (m, 5H), 3.23 (d, J=6.4 Hz, 2H), 6.21 (brs, 1H),

7.46 (m, 1H), 7.53 (m, 4H), 7.84 (dd, J=7.2, 1.2 Hz, 1H), 7.89 (m, 1H), 7.97

(d, J=8.0 Hz, 1H), 8.52 (m, 1H), 8.88 (d, J=9.2 Hz, 1H), 11.53 (brs, 1H) ;

MS (ESI) (M+H)* 420.9.

® ] 55

N-4-FRA2MCRTAETAELAIB A XA ]33 o)k % 8 %
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O
0 CI\CfLN;
Cl H
N _—
58, '
L
N

BB EHRSIFSBAZ TS AR &K T 809
ERAISEEF)-2-BAS-AR-NCGET AT A)XRT & k(187
ERO0TERERHF) 32k % BAT3E XL 1.0%E & ¥ )R HATU
® GEXLI0OEEF) REZLAEALEMWOSERL » 85%) °
I'HNMR (400 MHz, CDCl;) & 1.00 (m, 2H), 1.22 (m, 3H), 1.56 (m, 1H),
1.75 (m, SH), 3.30 (d, J=6.4 Hz, 2H), 6.26 (brs, 1H), 7.48 (m, 1H), 7.51 (m,
1H), 7.62 (m, 1H), 7.81 (m, 1H), 7.99 (d, J=7.2 Hz, 1H), 8.15 (d, J=8.0 Hz,
1H), 8.74 (s, 1H), 8.80 (d, J=9.2 Hz, 1H), 9.50 (s, 1H), 12.38 (brs, 1H) ;

MS (ESI) (M+H)"422.1.
£ 15 56
NM4-fREA2-[ERTCAFA)RABAIRA] 20 % 8K

ot
RO}
CI\E:EU\INI L "
. A

)

BB THASITSBAZ T AR _E A A T KO0
250158 EF) 2 A S5-A-NGET AT £)% F & 5 (134
EH O0SEEF)-2mb 5B (186 % % 1.5% 3 F )& HATU
GCOERISEER) REZLRBILEHABE L *» 5%) °

N
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'H NMR (400 MHz, CDCl;) & 1.04 (m, 2H), 1.24 (m, 3H), 1.57 (m, 1H),
1.74 (m, 5H), 3.34 (t, J=6.4 Hz, 2H), 6.22 (brs, 1H), 7.49 (m, 2H), 8.73 (s,
1H), 8.79 (m, 2H), 9.47 (s, 1H), 12.65 (brs, 1H) ; MS (ESI) (M+H)" 373.1.
£ 57

N-[4-8 A -2-[[CRT A& F A AR AIRA3-8 7 # &8 K

O
o cl N;
H
N E—— NH
Ns

H
o NH,

=

BERwEHSITSBRAZFT > A =2 &% T KA
EACISEER)2-BAES-A-NCGET AT A)XTF & A (134
EXO0SERE F) 3% #B#K(86 % % 1.5E ¥ F)AHATU
GC0Ex " 1SEEF) REZFZHBREEHASE 5 > 56%) -
I'H NMR (400 MHz, CDCl;) & 1.02 (m, 2H), 1.24 (m, 3H), 1.74 (m, 6H),
3.35 (t, J=6.4 Hz, 2H), 6.20 (brs, 1H), 7.51 (m, 2H), 7.69 (m, 1H), 8.36 (d, J=

o 10.0 Hz, 1H), 8.81 (d, J=10.0 Hz, 1H), 9.34 (s, 1H), 13.06 (brs, 1H) ;
MS (ESI) (M+H)* 373.1.
® 1] 58
N-[4-8 & -2-[[CRT & F &) AIRAE2-HZH 8B RE

? @9
e
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BB EBSB2HFEk R _EREATKEANE H » 15
EEF)2EAEASA-N-ERCEAFRA)XFERAME L 05
EEF)RAAL2-FHBABERL " 075 EE F) > RELZ241t
4 4 (109 & % -+ 52%) - 'HNMR (400 MHz, CDCl;) & 1.04 (m, 2H),
1.23 (m, 3H), 1.79 (m, 6H), 3.34 (t, J=6.4 Hz, 2H), 6.32 (brs, 1H), 7.49 (m,
2H), 7.58 (m, 2H), 8.04 (m, 4H), 8.55 (s, 1H), 8.84 (d, ]=8.8 Hz, 1H), 12.15
(brs, 1H) ; MS (ESI) (M+H)" 421.1.
£ % 59

@ U RAUCEE R T R AR IR A ek ok e R

o) gj Cl\@:“\N
Cl\chﬁ NHH
NH f0) X

BB EHBSB32zHE A _ERACTKHOU0EL 0 LS

EEF) 2BASANGELATR) R T amU34E L 05

@ EEF)RANEHBRGBHEARBIEL 0SEEF) &£
442 At A (27T £ % 0 14%) - 'HNMR (400 MHz, CDCl;) 6 1.02

2

(m, 2H), 1.24 (m, 3H), 1.74 (m, 6H), 3.29 (t, J=6.4 Hz, 2H), 6.28 (brs, 1H),
7.45 (m, 1H), 7.47 (m, 1H), 7.81 (dd, J=4.4, 1.6 Hz, 2H), 8.79 (m, 3H), 12.30
(brs, 1H) ; MS (ESI) (M+H)* 372.1.

£ 1] 60

N@G-RAE2[ETAEAFE)EAIBAIRXRA] 3w = & 8 K
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&
0 9 O
CI\@ﬁ‘\ﬁ - NH

=

BB EHB2FE FA_EARATHKUNEL > LS
EEF)2BASANECATFREA)EXFTEBEAMERL 0S5
EEX)RAA A BBEEHB3SEL075EEF) 24
B A W (4 E % 0 13%) - 'HNMR (400 MHz, CDCL;) 6 1.04 (m,

2

2H), 1.23 (m, 3H), 1.79 (m, 6H), 3.32 (t, J=6.4 Hz, 2H), 6.29 (brs, 1H), 7.48
(m, 3H), 8.28 (m, 1H), 8.79 (m, 2H), 9.27 (s, 1H), 12.25 (brs, 1H) ;
MS (ESI) (M+H)* 372.1.
£ 61
(R B A)S-A-NCGET AT X)X T i
D~y
o cl \
® c:|\©\)'\H \th:H
NH, o)\©

BB EFSB3Z ik  tA_ERACKEOANESL 1S5
ERXF)2-BASANCGEIAFA)XTFEHBBEAMERL 0S5
EEF)RAACLRTFEHASE L P 075 EE F)» BREAZLHALL
& ¥ (75 % %, 41%) - 'HNMR (400 MHz, CDCl;) 6 1.04 (m, 2H), 1.25
(m, 3H), 1.59 (m, 1H), 1.78 (m, 5H), 3.32 (d, J=6.4 Hz, 2H), 6.25 (brs, 1H),
7.50 (m, SH), 8.02 (dd, J=6.8, 1.2 Hz, 2H), 8.81 (d, J=8.8 Hz, 1H), 11.96
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(brs, 1H) ; MS (ESI) (M+H)*371.1.
£ 1] 62

N-[4-RE2[MERTATF E)EAIR AR A]34 = & -2H-1,5-%
R R B H-T-% 8B

= *@@
. O
BB EOASB2FTE BRA_EAATHEANERL > LS

ELF)-2-BASANGEIAFRA)RTERA3ME L 0S5
£ EHE)R3A =8 2H-15-2 # = & £ t B % -7-f 1t 5 &
(160E 5% > 075 EE F) > RYEZHAILEHWGOE L 16%) -
'HNMR (400 MHz, CDCl;) & 0.98 (m, 2H), 1.17 (m, 3H), 1.59 (m, 1H),
1.73 (m, 5H), 2.19 (m, 2H), 3.25 (d, J=6.4 Hz, 2H), 4.25 (m, 4H), 6.55 (m,
1H), 7.00 (d, J=8.4 Hz, 1H), 7.39 (m, 1H), 7.49 (dd, ]=8.4, 2.4 Hz, 1H), 7.57

o (d, J=2.4 Hz, 1H), 8.61 (d, J=8.8 Hz, 1H), 11.74 (brs, 1H); MS (ESI) (M+H)*

443 1.

£ 1) 63

N[M4-f AR ATA)EAIBAIERL]23-= 8-7T- X H#%
% ¥ B B
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O
cl H
N _— >
\@EKH NH O
NH2 o)

HEBLEHGSITSHEAZ TR R F R AT KA
5010 EEF) 2B AS5-A-NCGRT AT A)XT &8 #x (134
TR OOSEEF) 238X HA%SB-T-HBROIER > 06E

® ¥ FZ)RHATU(GB0 £ % * 1.0 E ¥ ¥ ) - # & # 48 HPLC & 1t
%o BEAZBILSHUSE L %) - 'HNMR (400 MHz, CDCl3)
8 0.96 (m, 2H), 1.17 (m, 3H), 1.56 (m, 1H), 1.71 (m, 5H), 3.22 (m, 4H),
4.78 (t, J=8.4 Hz, 2H), 6.13 (brs, 1H), 6.93 (t, J=7.6 Hz, 1H), 7.31 (dd, J=7.2,
1.2 Hz, 1H), 7.37 (m, 1H), 7.84 (d, J=7.6 Hz, 1H), 8.45 (d, J=9.2 Hz, 1H),
11.01 (brs, 1H) ; MS (ESI) (M+H)" 413.1.
£ 1] 64
NMG-f A 2[R A FAEAIBAIRAN-E K B 6B

® g}
0]
H
CI\@[lkN - NH
NH, (0]
BB EHASITSBAZF E 0 R = £ A KT K27
EHIOEEE)-2BASA-NCGET A FA)R TP & 5z (134

2L 0SEEF) 1Bk #®(I73 2R I0EEF )R
HATU(BRO £ % > 10Z X ¥)» # b #MHPLC4 L& » RA
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B AL A % (28 % % » 13%) - 'HNMR (400 MHz, CDCL;) & 0.99
(m, 2H), 1.17 (m, 3H), 1.56 (m, 1H), 1.72 (m, 5H), 3.30 (t, J=6.4 Hz, 2H),
6.14 (brs, 1H), 7.46 (m, 2H), 7.67 (m, 2H), 7.84 (m, 2H), 8.63 (d, J=5.6 Hz,
1H), 8.81 (d, J=8.8 Hz, 1H), 9.49 (d, J=9.2 Hz, 1H), 12.60 (brs, 1H) ;

MS (ESI) (M+H)* 422.1.

£ 1] 65

NA-RE2([MERTIEFR)EAIBEIXA 42K % &8 %

o Y
O\*?——’ Cﬁg;

BB AN TS HAZ R A2 R/ A T 027
ERIOEEF)2-BAS-A-N-GET AT X)X T & ar (134
EACOSEER) -4k 8 (73E %> 1.0%E ¥ ¥ )& HATU
G ERLI0EX F) £ dh#MHPLCH L% > RELAEL

o 44 (20% % ° 10%) - 'HNMR (400 MHz, CD;0OD) 6 0.91 (m, 2H),
1.17 (m, 3H), 1.68 (m, 6H), 3.10 (d, J=6.8 Hz, 2H), 7.56 (dd, J=8.8,2.4 Hz,
1H), 7.74 (m, 1H), 7.84 (m, 1H), 8.01 (m, 2H), 8.18 (d, J=8.8 Hz, 1H), 8.48
(m, 2H), 9.16 (d, J=4.8 Hz, 1H) ; MS (ESI) (M+H)" 422.1.
£ 1] 66
N-M4-RA2[CET A F A AR AR A 4454k & 86 %
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'y
0 gj CI\E:,\)(”
CI\Cﬁ\ﬁ B NH
N

N

2

BB EHASIYSBAZ %> A= 8E &K T w027
EACIOEEF)2-BAS-A-N-ETEA T A)RT & & (134
EXRO0SEEHF) -k 4% 8 (1742 % 1.0% 3% F) KR HATU
o (G80E X 10E X H) £ #MHPLC4 L »r REFAL
4 ¥ (25 & % 0 12%) - 'HNMR (400 MHz, CD; OD) & 0.94 (m, 2H),
1.17 (m, 3H), 1.66 (m, 6H), 3.14 (d, J=6.8 Hz, 2H), 7.58 (dd, J=8.8, 2.4 Hz,
1H), 7.75 (d, J=2.4 Hz, 1H), 7.96 (m, 1H), 8.03 (m, 1H), 8.51 (m, 3H), 9.52
(s, IH) ; MS (ESI) (M+H)"423.1.
£ ) 67
NMG-RA2-[ERCAFA)ELAIREAIXLAI-FAL-I-F 4
B B

RN

Cl
N —_— -
\@6\?‘ NH O
NH2 /o) O

BERBRoEHASIYSBAZY X A= F &K T KA2T

EH IOEZEE)-2-ASA-NCGTATFTRA)E T & k(134
EROSEEF)-2-2FAA-I-EFRERQBER I0EEF)
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BHATUBS0Z % > 10EE F ) b #MHPLC4ILL » 2
HAEBILAS H(2E % 5%) - 'HNMR (400 MHz, CD; OD) & 0.89
(m, 2H), 1.17 (m, 3H), 1.56 (m, 1H), 1.69 (m, 5H), 3.06 (d, J=6.4 Hz, 2H),
3.96 (s, 3H), 7.36 (m, 1H), 7.47 (m, 2H), 7.55 (dd, J=9.2, 2.4 Hz, 1H), 7.67
(d, J=2.4 Hz, 1H), 7.84 (m, 2H), 7.98 (d, J=9.2 Hz, 1H), 8.65 (d, J=8.8 Hz,
1H), 8.69 (m, 1H) ; MS (ESI) (M+H)* 451.1.

£ 1] 68
N-4-REA2[CERTLATFE)EAIB A IX A 20k & % & %

O
o) CI\C(lkN;
cl H
N —_—
g, .
NH, o™ AN
=

BRBWEHSBZ I E AR ARATKEAOE L > LS
EEF)-2-BASANGERLIAEATFEA) X FHEBEUME 0S5
EET)R2URHKZABARABEHKRBUSERL 0TS EEF) &

® A2 B A A (78 & % > 42%) - 'HNMR (400 MHz, CDCl;) & 1.00
(m, 2H), 1.21 (m, 3H), 1.56 (m, 1H), 1.74 (m, 5H), 3.30 (m, 2H), 6.13 (brs,
1H), 7.44 (m, 3H), 7.86 (m, 1H), 8.22 (dd, J=8.0, 1.2 Hz, 1H), 8.73 (m, 1H),
8.78 (d, J=9.2 Hz, 1H), 12.57 (brs, 1H) ; MS (ESI) (M+H)* 372.1.

7 1] 69
NM4-EA2[RTCEFEEEIREAIXEAI2-AEAICEART
)X F &%
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S

o cl \

CI\@EILQ \CE::H .
BB EHBzTE BA_REAAZKEANES 0 LS

EEZF)2-BASANGEIEFE)RFEBEAMERLO0S

EEF)R2AAICGCAFRAIRFERIATTERL »0T5EE

E) REZEZBIES HEB4E L 37%) - 'HNMR (400 MHz, CDCl;)

5 1.02 (m, 2H), 1.22 (m, 3H), 1.58 (m, 1H), 1.77 (m, 5H), 3.30 (m, 2H), 6.19

(brs, 1H), 7.39 (t, ]=8.0 Hz, 1H), 7.45 (s, 1H), 7.49 (d, J=9.2 Hz, 1H), 7.78

(m, 1H), 8.18 (m, 1H), 8.69 (d, J=9.2 Hz, 1H), 11.64 (brs, 1H) ;

MS (ESI) (M+H)" 457.0.

£ #170

NMA-fRA2[ERIEFA)EEIBRAIREA]23-= R -XTFE8HBAE

&
o o) gj C'\@:u\”
Cl\@ﬁ‘\u — NH F
NH O*@/F

2

BB ERSB32FE FR_ERAXACTKANE X » LS
EEXF)2BASANGETCATE)XFEREA3ME 0S5
EEF)R2I_A-RFTHBAIREAL 0TSEEF) R4
RS HmATE % » 8%) - 'HNMR (400 MHz, CDCl3) & 1.02 (m,

2H), 1.22 (m, 3H), 1.58 (m, 1H), 1.78 (m, 5H), 3.30 (m, 2H), 6.19 (brs, 1H),
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7.21 (m, 1H), 7.34 (m, 1H), 7.45 (s, 1H), 7.48 (m, 1H), 7.74 (m, 1H), 8.71 (d,
J=8.8 Hz, 1H), 11.64 (brs, 1H) ; MS (ESI) (M+H)" 407.0.

T 4 71

-RA-NMA-R AR EAFE)REAIBEAIXE2A-XT@BE

O oy

3

2

BB EASB3ZFE #FR_ERATKEW27TERL 0 10
EEF)2-BAESANGECEATFR)XTFERGOE L 019
EEF)R2AALIA-XTHAGCSEL 03 EEF) &4H
AL ASHA4E FH > 18%) - 'HNMR (400 MHz, CDCl;) & 1.02
(m, 2H), 1.23 (m, 3H), 1.56 (m, 1H), 1.75 (m, 5H), 3.30 (m, 2H), 6.19 (brs,
1H), 7.22 (m, 2H), 7.46 (s, 2H), 7.87 (m, 1H), 8.69 (d, J=8.8 Hz, 1H), 11.59
(brs, 1H) ; MS (ESI) (M+H)" 423.0.

@ =52
NM4-fA2[ELAEATFRAEAIBAIRXA23ZFA-R Y

B
BB FHB2zH kA _ERACHERO2TE L 10
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ELE) 2MASANGECATA) L THBMBGOE £ 0.19
EEF)RAI23-—F X FEBGCIE L » 03 E F) » =24
2AEILSEHR2E L > 30%) - IHNMR (400 MHz, CDCl3) 6 0.96 (m,
2H), 1.21 (m, 3H), 1.56 (m, 1H), 1.75 (m, 5H), 2.32 (s, 3H), 2.39 (s, 3H),
3.24 (m, 2H), 6.20 (brs, 1H), 7.16 (m, 1H), 7.24 (m, 1H), 7.36 (d, J=7.6 Hz,
1H), 7.43 (s, 1H), 7.48 (d, J=8.8 Hz, 1H), 8.78 (d, J=8.8 Hz, 1H), 11.14 (brs,
1H) ; MS (ESI) (M+H)* 399.0.
T 15 73

@ NP RA(ELATABAIBAIEAIR 2ERT
AR T B

Oy

BB ERNBzFE R _ERAZKE027TERL 10
@ EEE)2BASA-N-GECTATFTA)XTaEGOE L 019
ELH)RIJAA2ERARTFAI)RFHBAOGESL » 03X
H) £ EE IS HQ0E % 15%) - 'HNMR (400 MHz, CDCl;)
8 0.99 (m, 2H), 1.24 (m, 3H), 1.56 (m, 1H), 1.75 (m, 5H), 3.24 (m, 2H),
6.22 (brs, 1H), 7.30 (m, 1H), 7.36 (d, J=7.6 Hz, 1H), 7.45 (s, 1H), 7.50 (dd,
J=9.2, 2.4 Hz, 1H), 7.60 (m, 1H), 8.67 (d, J=9.2 Hz, 1H), 11.31 (brs, 1H) ;

MS (ESI) (M+H)* 457.0.
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£ 1] 74

— & 15 B * -4-# B PR

Cl F
N —— NH o~
FO
NH o

2

BB EHNBZLrTE ER_ERATEUTESL > 10
EEHF)-2-BASA-NCGERTATFA)XF & GOE L 019
EEF)R22-Z R -13-X # = & 15 B % 4-8 16 3 86 (66 £ % °
0BEEF) > REBLALAHA3E L » 10%) - 'HNMR
(400 MHz, CDCl;) & 1.02 (m, 2H), 1.23 (m, 3H), 1.56 (m, 1H), 1.75 (m,
5H), 3.30 (m, 2H), 6.18 (brs, 1H), 7.22 (m, 2H), 7.47 (s, 2H), 7.68 (dd, J=6.8,
2.4 Hz, 1H), 8.71 (d, J=8.8 Hz, 1H), 11.66 (brs, 1H) ;  MS (ESI) (M+H)*
451.0.

o T # 75
N-4-F A 2-[[CRT A F A ) AIRAIXAT6R % -4H-1,3-K
H = R or: B M-8 &K%

O
cl H
\©\)kﬁ —_— NH 00
NH, OA@)
F
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BB THSIIYTSTEAZ T, FR_ERATEHGLE
R 04EZEFH) 2-BAS-A-NETATFA)RXT &8 %GBS
X 019FE ¥ F) ~ 6-f & 4H-13-X # = & = B % -8-% & (60
EX03ZEEXFT)RHATU(S2 £ % ' 04 E E ) # & i 48
HPLC 4 it %% » R R B AW BIE £ » 47%) - 'HNMR
(400 MHz, CDCl3) & 1.01 (m, 2H), 1.23 (m, 3H), 1.56 (m, 1H), 1.76 (m,
5H), 3.26 (m, 2H), 4.97 (s, 2H), 5.50 (s, 2H), 6.06 (brs, 1H), 6.86 (m, 1H),
7.40 (s, 1H), 7.44 (dd, J=7.6, 1.2 Hz, 1H), 7.78 (dd, J=7.6, 1.2 Hz, 1H), 8.66

® (d, J=9.2 Hz, 1H), 11.61 (brs, 1H) ; MS (ESI) (M+H)" 447.0.
K 176
NMA-#E 2[R EAFAMAEIREAIREA]2FAICEAT
£)-% F &

S &
oY G

BB ETHASINTITBRAZFT XA A _ER A TKEGLE
X 04EEF) 2-BASA-NCETATFTA)RTFEHEKGOE
A0 EEFR)2-FAICEATEA)RFHROGIERL 03
EXF)RHATU(S2 &£ 5 » 04 & £ ¥ ) # & 1% 48 HPLC 4 1t
% RALBAILASHQ0E K 0 23%) - 'HNMR (400 MHz, CDCls)
§ 0.99 (m, 2H), 1.22 (m, 3H), 1.56 (m, 1H), 1.74 (m, 5H), 2.59 (s, 3H), 3.25

(m, 2H), 6.25 (brs, 1H), 7.40 (m, 1H), 7.45 (s, 1H), 7.51 (dd, J=8.8, 2.4 Hz,
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1H), 7.67 (d, J=7.6 Hz, 1H), 7.73 (d, J=7.6 Hz, 1H), 8.77 (d, J=7.6 Hz, 1H),
11.36 (brs, 1H) ; MS (ESI) (M+H)" 453.0.
T 77

3-F-N-[4-m A -2-[[CRT A F &)k A 1%
B A%

3

AIXA2-FA-XTF

~

9 Sk
. 2—”’@%

BB EHSITP S BAZ T R _ERLATHEGLE
X004 EFEF) S 2-BmAS-A-N-CGETHETFTR)RT & KGO
EAOOEREFT) - 2-FRAIR-XAFHROGEGIEL 03EEF)
BHATU(IS2 £ 5 " 04 E X X)) £ 5 #EABHPLC& 1% » &
42 MBI 5 (10 £ % > 13%) - 'HNMR (400 MHz, CDCl;) & 0.97
(m, 2H), 1.21 (m, 3H), 1.56 (m, 1H), 1.72 (m, 5H), 2.50 (s, 3H), 3.22 (m, 2H),

@  6.22 (brs, 1H), 7.20 (m, 2H), 7.42 (m, 3H), 8.73 (d, J=8.8 Hz, 1H), 11.29
(brs, 1H) ; MS (ESI) (M+H)" 419.0.

T 15 78
NM4-RA2MERTCEAFE)EAIBAIXALA]23—F & X-X
L
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Y
5 el
Cl\@:lkﬂ —_— NH 07 |
2 0)\(5/0

BB EBSIYSBAZFT A _EREATHEGLE
A 04AZEEF) S 2-BAS-R-NCRT A F X)X F & k(50
ERC09EEHF) 23— FARX-XFHGSER " 03EE
HF)RHATU(152 £ % » 04 £ ¥ ) » # & # 48 HPLC & 1t %
RHEZAILSHWQOEH > 25%) - 'HNMR (400 MHz, CDCl;) 6
0.99 (m, 2H), 1.22 (m, 3H), 1.56 (m, 1H), 1.74 (m, 5H), 3.27 (m, 2H), 3.91
(s, 3H), 4.02 (s, 3H), 6.12 (brs, 1H), 7.06 (d, J=8.0 Hz, 1H), 7.13 (m, 1H),
7.40 (s, 1H), 7.44 (dd, J=9.2, 2.4 Hz, 1H), 7.65 (dd, J=8.0, 1.6 Hz, 1H), 8.61
(d, J=8.8 Hz, 1H), 11.54 (brs, 1H) ; MS (ESI) (M+H)" 431.0.
£ 4 79
N-M4-RA2(ERTAFEAEAIBAIXE]F AL 2-F 4-
@ X7

9 9

BB EFEHSIPHTEBEAZFT E  FA_E/REXTKEOLE
R4 EEZF) S 22BAS-A-NCGETATFT AR T &GO
EXRO0OOZEEF) 229 AI-FAE-XRFERGOE L » 03EF
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2 F)RHATU(IS2 £ % > 04 £ ¥ ¥ ) > # & i 48 HPLC 4 1t
%o R AZARILS M (SE X 19%) - |HNMR (400 MHz, CDCl;)
§ 0.99 (m, 2H), 1.24 (m, 3H), 1.56 (m, 1H), 1.77 (m, 5H), 2.36 (s, 3H), 3.24
(m, 2H), 3.86 (s, 3H), 6.22 (brs, 1H), 6.93 (d, J=8.0 Hz, 1H), 7.14 (d, J=7.2
Hz, 1H), 7.23 (d, J=8.0 Hz, 1H), 7.43 (s, 1H), 7.48 (dd, J=9.2, 2.4 Hz, 1H),
8.77 (d, J=9.2 Hz, 1H), 11.16 (brs, 1H) ; MS (ESI) (M+H)" 415.0.

% %1 80

N4 A2 [[(ETETF A AIRATS-B ok ol # 8 A%

ol — f;

BB EHSIP S BAZF: R _EREATKEGLE
A 04EEF) S 22BAS-A-N-ETEATFTA)RXT & (S0
ERXO0OIOEEF) Evbok S5-%EBGC2E R > 03T EHF)A
[ ) HATU(152 £ %, * 04 % ¥ ) # & % 48 HPLC & 1L %4 » 4= 4%
2 81t 4 4 (18 £ % » 23%) - 'HNMR (400 MHz, CDCl;) & 0.99 (m,
2H), 1.22 (m, 3H), 1.56 (m, 1H), 1.74 (m, 5H), 3.25 (m, 2H), 6.25 (brs, 1H),
7.46 (s, 1H), 7.54 (m, 1H), 7.68 (m, 1H), 8.12 (m, 2H), 8.40 (m, 1H), 8.62 (d,
J=8.0 Hz, 1H), 8.86 (d, J=8.0 Hz, 1H), 9.32 (s, 1H), 11.76 (brs, 1H) ;

MS (ESI) (M+H)* 422.0.
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T 5] 81
6-F-N-[4-R A 2[R AFHE A A IXE]2-84£-3-F
ESS A

?__, @9
L Ay

Py BERoEHASB2 2 EA_EREACKU2TEL 10
EEF)2-BAES-ANECATFA)XFEHEBEGOE L 0.19
EEXEF)R2-AAGGCRAIFA-XRTF@BROG2ERL > 03 E
F) RHEAZ A A @3 E KL 53%) - ' HNMR (400 MHz, CDCl,)
8 0.99 (m, 2H), 1.21 (m, 3H), 1.56 (m, 1H), 1.76 (m, 5H), 2.27 (s, 3H), 3.24
(m, 2H), 6.22 (brs, 1H), 7.15 (m, 2H), 7.44 (s, 1H), 7.50 (dd, J=8.8, 2.0 Hz,
1H), 8.75 (d, J=9.2 Hz, 1H), 11.20 (brs, 1H) ; MS (ESI) (M+H)" 437.0.

T 15 82
o 2-8-N-[4-RE2[(RCAFRA)EEAIBEAIXAIZ-EAT
A)XF 8GR

O

o cl é
cl H
N —_—_—
\C(U\H NH CI F
NH, OA@);F

R EBSIF S BAZFT R  ER_—ERATHKGLE
RO04ZEEF) 2-BASANCGETEFRA)XFERGOE
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X O0ZEEF) 2-8A3EZRFEA)RFHOGERL 03
EEXHE)RHATU(I5S2 £ % * 04 £ ¥ H ) # & i# 48 HPLC 4k 1k
%o REZBAILAS W (2E K 0 14%) - ' HNMR (400 MHz, CDCl5)
6 0.99 (m, 2H), 1.22 (m, 3H), 1.56 (m, 1H), 1.74 (m, 5H), 3.25 (m, 2H), 6.25
(brs, 1H), 7.53 (m, 3H), 7.74 (d, J=7.6 Hz, 1H), 7.80 (d, J=8.0 Hz, 1H), 8.75
(d, J=9.2 Hz, 1H), 11.42 (brs, 1H) ; MS (ESI) (M+H)" 473.0.

£ 17 83

N-[4-fE-2-[[CRT A F A EAIR AR E]S-20k % 8%

® | g)
o — O

BRBROTHASIFSBRAZ Y ERA_REARACTHEGLE
X 04FEEF) 2-BAS-A-NCGETETFA)XTF & &GO
£ 50019 X F) bk 5-%852% %03 % ¥ F)AKHATU

@ (52%# 043 F) B #BHPLCH L% » LB AL
& # (23 & % > 29%) - 'HNMR (400 MHz, CD; OD) & .98 (m, 2H), 1.22
(m, 3H), 1.74 (m, 6H), 3.17 (d, J=6.8 Hz, 2H), 7.60 (d, J=6.8 Hz, 1H), 7.78
(s, 1H), 7.90 (m, 1H), 8.10 (m, 1H), 8.19 (d, J=6.80 Hz, 1H), 8.31 (d, J=8.4
Hz, 1H), 8.60 (d, J=8.8 Hz, 1H), 9.11 (s, 1H), 9.37 (d, J=8.8 Hz, 1H) ;
MS (ESI) (M+H)* 422.0.
£ ] 84
NRETCAFE A IBAI4T AXEA- 52 A 8%
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TRANDRE A FA AR AI4F RX A 1-$48%

BB EHSB2HFk RA_ERACTEKEUEH)  2-K
ES-FAENERIAFE)RFEEGCIUTEEFT > MR
UHBTLHM S EBRACI-LZB(I4EF 568 HEF) 2
H“REBAILESWM(T2E L 0 4%) © 'HNMR (400 MHz, DMSO-Dg) 6
0.81 (d, J=11.72 Hz, 2H) 1.06 (m, 3H) 1.58 (m, 6H) 3.00 (t, J=6.35 Hz, 2H)
3.78 (s, 3H) 7.15 (dd, J=8.98, 2.93 Hz, 1H) 7.29 (d, J=2.93 Hz, 1H) 7.56 (m,
3H) 7.75 (dd, J=7.03, 0.98 Hz, 1H) 7.97 (dd, J=6.15, 3.42 Hz, 1H) 8.05 (d, J=
8.20 Hz, 1H) 8.30 (dd, J=6.35, 3.61 Hz, 1H) 8.46 (d, J=8.98 Hz, 1H) 8.73 (s,
1H) 11.64 (s, 1H).MS (ESI) (M+H)* 417.1.

LB 2EAS-FTAANCGEIATRE)RT &K

b | 09
T, — O

NH,
BB EHFSIYSEB2z YA R _EREACTKEAE
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)~ 5-F A KA R (isatonic) B EF (1.0 %, > 517 E £ F) ~ #
CEFEROBHBA SITEEF) RELELLY » £ 4%
EEZEERAMN S EA -

£ ] 85

N-GB-F & & 2{[C-~amr-1-A A2 )18 A2 4)1-5
il

P
o7 o o~ o O
P H
N —_— NH

R T IAF SBAZ FE > £ AS5F &K-2-(-%
3 )-4H-3,1-K 5 o -4-87 (100 &£ # > 033 &£ ¥ F )@ (2-x &
R-I-RCEW(ABERL  I0EEF) REZAHALEH T
% % ° 56%) - 'HNMR (400 MHz, CDCl;) 6 1.47 (m, 2H), 1.58 (m, 4H),
2.41 (m, 4H), 2.48 (m, 2H), 3.44 (m, 2H), 3.98 (s, 3H), 6.77 (dd, J=8.4, 1.2
Hz, 1H), 7.53 (m, 4H), 7.87 (dd, J=7.2, 1.2 Hz, 2H), 7.94 (d, J=8.4 Hz, 1H),
8.50 (brs, 1H), 8.54 (d, J=8.0 Hz, 1H), 8.61 (dd, J=8.4, 1.2 Hz, 1H), 12.79
(brs, 1H) ; MS (ESI) (M+H)" 432.0.
¥ 1] 86
N-Q{[1A4—8 B 2-AF A )RAIBAIIFAXA)»I-ET
B Az
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0™

o~ o o/oﬁ/O
0 N
_ H
@ U

BB EH 4TS HBAZFE - £ AS5-F &AL 2-(-%
B )AH3,1-K Hv5 74 480 (100 £ % » 0332 ¥ F) @ (14— & 4
B-2-AFRA)MA7TE xR > L0EE F) > 242814 9 (94
£ % ° 68%) - 'HNMR (400 MHz, CDCl;) & 3.37 (m, 2H), 3.59 (m, 2H),
3.78 (m, 5H), 3.97 (s, 3H), 6.79 (d, J=8.4 Hz, 1H), 7.53 (m, 4H), 7.86 (m, 2H),
7.95 (d, J=8.4 Hz, 1H), 8.20 (brs, 1H), 8.53 (d, J=8.0 Hz, 1H), 8.61 (dd, J=
8.4, 0.8 Hz, 1H), 12.56 (brs, 1H) ; MS (ESI) (M+H)* 421.0.

£ 4] 87

BEBOEH BT SBAZFTE 0 £ AS5F AL -2Q0-%
K )-4H-3,1-K 3 °F o -4-89 (100 £ 3,0 033 & ¥ F ) 82 (2-75 43 vk -4-
ALE)RANERL > I0EEF) BREL2HALESHA12E
% - 78%) ° 'HNMR (400 MHz, CDCl;) & 2.50 (m, 4H), 2.56 (m, 2H),

3.49 (m, 2H), 3.72 (m, 4H), 3.9 (s, 3H), 6.78 (dd, J=8.4, 1.2 Hz, 1H), 7.53
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(m, 4H), 7.87 (m, 2H), 7.95 (d, J=8.4 Hz, 1H), 8.41 (brs, 1H), 8.53 (d, J=7.6
Hz, 1H), 8.61 (dd, J=8.4, 0.8 Hz, 1H), 12.72 (brs, 1H) ; MS (ESI) (M+H)"
434.0.

& 15 88

N-G-FEA2{[C-w @t g-1-A A )R£3 £ 1% £)1-%
¥ B AR

e

P
@i D
d(o de/\/N
_ H
N —_——

o
Uy

HERoEH 4T FTBAZ F ik £ ASF & AL-2-(-%
A& )4H-3,1-R =5 74 4-8A (100 £ ¢ > 033 & ¥ H ) f1 2-w & wb
F-1-R A4 E R P 1LOEE F) > 2442 21 4 4 (108
% % > 78%) » 'HNMR (400 MHz, CDCL;) & 1.80 (m, 4H), 2.54 (m, 4H),
2.65 (m, 2H), 3.47 (m, 2H), 3.92 (s, 3H), 6.76 (d, J=8.0 Hz, 1H), 7.52 (m,
4H), 7.87 (d, J=8.0 Hz, 2H), 7.94 (d, J=8.4 Hz, 1H), 8.46 (brs, 1H), 8.54 (d,
J=8.0 Hz, 1H), 8.60 (d, J=8.0 Hz, 1H), 12.71 (brs, 1H) ; MS (ESI) (M+H)*
418.0.

% 15] 89
N-{3-F & & -2-[(w & -2H-"k % -4-5& Hﬁi‘s)#ﬁ AIXAI-ETFERE

o) o~ o

o b‘

O
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BB TP 4T S BAZ Sk £ ASF A A 2%

B )-4H-3,1-% # 75 7% 4-87 (100 £ %, > 033 & ¥ F )@ w & -2H-k
%4 (0l E L LOEEF) REBEILLHOSE L
74%) » | H NMR (400 MHz, CDCl;) & 1.56 (m, 2H), 1.95 (m, 2H), 3.50 (m,
2H), 3.92 (m, 2H), 3.96 (s, 3H), 4.16 (m, 1H), 6.78 (d, J=7.6 Hz, 1H), 7.53
(m, 4H), 7.78 (m, 1H), 7.87 (m, 2H), 7.95 (d, J=8.4 Hz, 1H), 8.53 (d, J=8.0
Hz, 1H), 8.60 (d, J=8.0 Hz, 1H), 12.50 (brs, 1H) ; MS (ESI) (M+H)" 405.0.
g ) 90

@ S RTARACIATEARAXTEAIRAITL)SA
wk -4-% BR B = -T B

-~ e

O 0O

Sy &
— R

BERBLOEBLFSHFEAZ T L EASTAE2(-%

() E)4H3 - X #5348 (100E % » 033 E X F)HE3-BEATF
R)YERh4-# B E=-TEQO6E S »10E X HF)  REL4Z
BiEASHmA20%E % 0 70%) - 'HNMR (400 MHz, CDCl3) 6 1.30 (s,

oﬂ
\lf

Y

9H), 3.19 (m, 1H), 3.44 (m, 1H), 3.59 (m, 1H), 3.80 (m, SH), 3.95 (s, 3H),
4.22 (m, 1H), 6.75 (d, J=8.0 Hz, 1H), 7.50 (m, 4H), 7.88 (m, 2H), 7.95 (d, J=
8.4 Hz, 1H), 8.18 (brs, 1H), 8.54 (d, ]=8.0 Hz, 1H), 8.64 (d, ]=8.4 Hz, 1H),
12.80 (brs, 1H) ; MS (ESI) (M+H)* 520.0.
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£ 4 91
N-{2-[(1-5 2 8 #222]F 3-A A ) A3 FAELA)I-EF
B R

Cﬁ:/o
>R

BB EH BT S HRAZFT R EASTF RE2(-E

@ il EAEAAMI0EL 0OBELT)REEE D

A6 E R I0EBEEF) REBRABALCEBHOGSE R 39%) -

I H NMR (400 MHz, CD;OD) & 1.86 (m, 1H), 2.01 (m, 2H), 2.24 (m, 1H),

2.30 (m, 1H), 3.18 (m, 1H), 3.31 (m, 4H), 3.72 (m, 1H), 3.94 (s, 3H), 4.40

(m, 1H), 7.04 (d, J=8.4 Hz, 1H), 7.53 (m, 1H), 7.56 (m, 4H), 7.79 (d, J=6.8

Hz, 1H), 7.95 (m, 1H), 8.04 (d, J=8.4 Hz, 1H), 8.34 (m, 1H) ;

MS (ESI) (M+H)" 430.2.
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MANHCI R B2/ 0 - B AE B REZ AL 4% A& £ HC
# > ¥ & & % - lHNMR (400 MHz, CD; OD) & 2.85 (m, 2H), 3.42 (m,
1H), 3.60 (m, 4H), 3.75 (m, 1H), 3.95 (s, 3H), 3.98 (m, 1H), 7.04 (dd, J=8.0,
1.2 Hz, 1H), 7.58 (m, 5H), 7.87 (dd, J=7.2, 1.2 Hz, 1H), 7.97 (d, J=8.4 Hz,
1H), 8.06 (d, J=8.4 Hz, 1H), 8.38 (d, J=8.0 Hz, 1H); MS (ESI) (M+H)" 420.2.
£ 1 93

N-3-F & A2 [(BARh4-EmAE)REIXK)1- 5 F 8%

o~ o o~ o (\})
_N
. C(:\/O———> @kt"

BRoETHIAFTSHEAZ TS ERAS-F AL 2% %)
4H-3,1- % H# »5 o4 4-87 (100 & % - 033 & ¥ F ) # °5 35 o -4-B%
(12zxn > I0EEHF) REFLACS D ALTFABGS E
% - 20%) o 'HNMR (400 MHz, CD,OD) & 2.87 (m, 4H), 3.73 (m, 4H),
3.90 (s, 3H), 6.99 (d, J=8.4 Hz, 1H), 7.57 (m, 4H), 7.72 (m, 1H), 7.78 (d, J=
7.2 Hz, 1H), 7.94 (d, J=8.4 Hz, 1H), 8.02 (d, ]=8.4 Hz, 1H), 8.33 (d, J=8.0
Hz, 1H) ; MS (ESI) (M+H)" 406.2.
£ #] 94
N-B-FAE2[(NARR-I-EABEE)ERAIXAI-FETFER

o7 o o7 o O
o) N’N
P H
® O
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8

BB B4 FBAZ X BS5-F & H&E-2(0-%
£ )-4H-3,1-38 # »5 o -4-80 (100 £ % » 033 & & HF )8 < & ok %
lBE(00E R » LOEXF) REFL ALY ALTFAR
(24 £ %, ' 14%) - 'H NMR (400 MHz, CD;0OD) & 1.56 (m, 2H), 1.83 (m,
4H), 3.30 (m, 4H), 3.92 (s, 3H), 7.04 (d, J=8.4 Hz, 1H), 7.56 (m, 5H), 7.79
(d, J=6.0 Hz, 1H), 7.95 (d, J=8.4 Hz, 1H), 8.03 (d, J=8.4 Hz, 1H), 8.33 (d, J=
9.2 Hz, 1H) ; MS (ESI) (M+H)* 404.2.

7 5] 95
® NGAER T B BIRE)T R EIIE T S
o~ o
N/\/OH

oo

R EXHAFSBAZF &> EAS5F &4 -2-1-% %)
4H-3,1-K # »5 o4 -4-80 (100 & %, » 033 F & F ) g1 2-8: & ¢ 8 (61
EXRIOEEF) RHELAEAELASH(T2E % » 60%) - 'HNMR
(400 MHz, CDCl5 ) 6 2.30 (m, 1H), 3.57 (m, 2H), 3.78 (m, 2H), 3.97 (s, 3H),
6.78 (d, J=8.4 Hz, 1H), 7.54 (m, 4H), 7.85 (m, 2H), 7.95 (d, J=8.2 Hz, 1H),
8.27 (s, 1H), 8.53 (d, J=8.0 Hz, 1H), 8.61 (d, J=8.4 Hz, 1H), 12.55 (s, 1H) ;
MS (ESI) (M+H)" 365.2.
£ ] 96
N-2-{[Q- R E ) AIBA}3-FRARE)I-EF 8%
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BB THIMAFTSHEAZ L £ RAS-FAKE-2(-%
& )-4H-3,1-K H "5 v 48R (100 £ 3 > 033 & ¥ F )& 1-8 K &/ -2-
B(MSEx 10X F) REZH/LESHWOGE L > 52%) °
I'HNMR (400 MHz, CDCl;) & 1.21 (d, J=6.4 Hz, 3H), 2.34 (m, 1H), 3.27

® (m, 1H), 3.55 (m, 1H), 3.96 (s, 3H), 4.00 (m, 1H), 6.78 (d, J=8.4 Hz, 1H),

7.54 (m, 4H), 7.86 (m, 2H), 7.95 (d, J=8.2 Hz, 1H), 8.21 (s, 1H), 8.53 (d, J=
8.0 Hz, 1H), 8.60 (d, J=8.4 Hz, 1H), 12.49 (s, 1H) ; MS (ESI) (M+H)*379.2.
x 1] 97
N-Q{[2-# THEBEAIRA)-FAXE)I-F 7 8K

BT 4TS BAZFE  EAS-F ARK2(0-%
& )-4H-3,1-K H 75 % -4-87 (100 £ 53 » 033 & ¥ F )¢ 1-Bx X T -2-
BERIERLIOEE X)) R4ELZMIL S 4 o MS(ES)M+tH)"

393.2.

101539 -110 -



200539856
B PXHEARE

XKL HAEER LTRSS 28
0]

_(CH,),—R’
1 N\
(R R
NH

2
o) R I

EFRIOR R R MA N wALIHRALT T2 2 4 L&
CaohFLb Y 2BEABERuioy HEYE - LTAH

Wik HIREERARBRZREL -

N RXBFHPE

101539 -4-



200539856

+ - FHREAEE
L — AWM A KL LTRSS - FHRERY -

HEEZHRHIREY
o

/(CHZ)H—‘R4

mi4E 80,1 %2;
nt € 480,1,2,3,4%5;
RiamrEAEE - A B A Crgi B A

RZ{;%%EC% 07‘]‘%-@-(:2 10%&5}8’2 ,-,ﬁ’-‘P,AFHﬁ’\EﬁRZ
ZC6 10%7.%?51 10%5?2%’4?$E%I}L ‘&.g"@f&ﬁx

‘ 1”('.?@;_%@4%1%@ F}ﬂ:—? @4bcl6%%‘cl-6ﬁg‘i£‘
3 @4bcl GF%% E 3 fgs_g'cl.(sﬁt

s

B -BE CRAEAC . REA -CLeiBE C AR

RZEAARBEC . GFA I RABEC LA G BELE
Mk s Ceox 2 ~Coet B A-BAEA - C ot 38
AAA - BARCG (#BA EFZANEALARZC (B

101539 -1-



200539856

A G BRAE -G BHE S Cs10F A~ C et B A B
A -C o BEAABERCG HEL  HABLH— %

ABGEABFE - BULC . ¢ E -~ C
CHAEC s AA A
B CretthCei A&
C

4

% 18 1%
%%‘%%‘Bﬁ?‘i\ C1 5};6%\‘
BE-Cl.eb i ~BE - CL ok &

4

Ci-skt & % % ~ Ci.ele i & ~ = 1-6 % BB B~ B A -Cle

3
® 5 A K Cs.10% A Croti b & R th B Coio#t B
4*i ' EEI {%' t 8 da

o, W KBElz b M £ F
miE B0,1&2;
nt# B80,1,2,3 8 4;
RtELEERF RA BA -#HA -z@ani- B
A -Cama A Cahi fCaaAARBIC K
a BC o BA  HAFZAMNEAR
ZCooFx ABC o BBEA  HAFAHKH X FEEAEAR

101539

'
[\ 5]
[



200539856

R ZEABHEERF BEC A

Cialt & ~ BC A sk ~8EBAC A~ K

A -CiRAEXCHE -Cs#EREAC3RAC.aEA

BACEEA S —C A BARKAC A A
R#%EB REC ¢ RMM4EHC W

B G BEA-BE G BEALARE-BARC #%

RO AFZARZEER ZC .o A G BHREA - C .o
E-BEE - C#BRAAEL-BRARCG . #28E HAAF LK

Ciste & ~ 7 & ~ wE A > BIEC AR -BHE B
g-_"clgﬁb% ~ B A C1-3%§L7§S'C1-3%£< N C1-ﬁﬁb§-&.¥ﬁ£‘ N
£

Cl-gﬁtﬂﬁgs‘:—c '%%&H&%'Clg,%ﬁ‘;ﬁ

/(CHp—R*
N

R BEE —RtEEA A Bt L -
wankE R sk sk K bk = Hmbk K

gt K- Ewmmfrie k=2 K 58

LI AR S SR S SN (A SRR S K
—R-SRBMASESA AP A tBERA B E
S A S S I AP S S A NP SRR
A SRl WAL SRR N R S AL K
NEMmEEA AR ERBHE S NERF R = A
14-— 8 -8-R B M4515 84 » AABAHK —RNFEBAEN
S AEMGEERE - BC KA Clam i A

8

®
ﬁ

I
1l

& & F
s

101539 -3-



200539856

n% % A0,1,2,3 &4;
R EBErZEadF A A cvEmEmt - g4k
Costt 84 ~Cila b~ AIC AL R GILC A
RI#4ZEl XA~ %4 vmbog X ~mbhb &~ Fog & - &4
® TR T T T T TN TS
ok B v Befob K v EeFok L~ 123-= 9% K~ moek X~ 1,23-
E ok &~ 123-F — ok A v 124-Z ok A - 12408 — ok £ -
1,24-5 — o F ~ 1,34-= o & ~ 134w — ok K & 1,34°F — =
Aovlvk A s &k E R R - R E - Bl
A wma Bk A 14XA_REBEFF F
FIA 238X HFhd A L2-XFEFT2 K 13-XHF
—REEEBRHE 23R -14-XF A EBRBEE - 34-= &
2H-1S5-XA# —A A tBHA ~4HI3-XH A BHE -
XHFrkwm A

ook &~ K

u‘r u/"i‘g ~ ul;tu

101539 -4-



200539856

R*1% & A

3 EO, W] O D],
Or w0 w0 #( X0 A0 3@%0\«
L1040 40+ o8F-

mEE A AR Rl A OB AREL - O
o BAABEE OB TAEMA -OZAABEARC.,
A EBABFAKE - EMEE

ERA  ZARAKAEE R
oA BRAEAFTE C2-BACE-RBEA -BETFEAF
AR T A -

4. Wi K B3IZ b HF
R*1% & B

101539 -5-



200539856

4 AE LK — %
F-FEA-FAEA -8
£ RIH-12-— = £ F & o
5. mH kAl sd W E¥Pmal;

n{4 ¥ AB0,1,2%3;

R#BrLEARE KA A -CEREE- B
Ciatt @A ~Cia A s BC 3 ARARBLC KA

(P EEABRAK ZABDAKEEB
A-FAEAFHA - 1H123-= 4% F

2\

RP4E A XA %A - mbog X vmbb & - Bog K~ %3
R £ WS E B B S S £ SO S
Fok K~ 1,23-= o2 A - mok K123
E ok A v 1230F — ok K v 1,24-Z o R~ 12408 = ok K

101539 -6-



200539856

N 113'2:{ #

-l4-XF R =EBHE - 34

&y

Bl

1,2‘3;{ #‘ ‘/g\‘ "

8 F ok A

'fﬂ%*ﬁ’—% > 2,3-

3K -~ 23-

= g,

-
—

&

E N

L R T I Y B

MR MR ERRARE L EERRA EARENHK —

e

e

s & - 7

BERRK  ZADHEEAHF - F

N ? g‘% ? % N 1H'1,2a3'

%EE-—AwBA - —RtEKA-Ew

N ﬁ"bt"i% > @ﬂ"kb

N\

S O b A
A -8-RBMASIRSE HARABE A% — % % @

\

R -

ﬁﬂ%ﬂig ~

-
—

%%ﬁ 1:4'

%

)

mAeEEaaf A -HEA-F

=4
i

&y
;wmﬁ
i

[}
e

-TARE -~ =

"

~ZLABREF

b A -F K BRabez & o

R4

n

/(CH,)
3

4N

6. wwiF KB XS54 4

101539



200539856

N ~
Ly N~ OMe Q FVARN N=
£N £N £N 3N /Y ,

0O
$Or A et 50de #0O0

‘%ND/\NHZ’ ;NUN/\/NHZ %N\/__—l %N/\:[OH ;NCO

OH

o . .o wWDre (O
E“NO i\N’_\ %N& %p D<]§r©

f—\
4N N
O

7. w3 L£ESK62 1A 4 0 RP4L:E B

101539 -8-



200539856

EHAFEALHZ—xFELERRAK A@EALEBL B
T aE - BA ?i%?&~m¢ma@§?

4«\*

A B 1H-mb ok X F &

8. Wi KBE1-6FEF—Hx bbb £ ¢

R* % i B

L LK

ALK - RSZBEABRR ZARGEARF T

N
’

101539 9.



200539856

AFRE-EA-FAATFA-IH123-=Z=4¢ K F & & IH-
mbok B F R o

9. —Hitb& Y » H%EH
N-[4-f & -2-[[[(1-2 A 2-w G wb s £)F K 1 & 1% A IX
A% % & A%
N-[4-8 & -2-[[2-G-BRHEB)CAEIBMAEIBAIXA] -2 4
& R

N-[4-F % 2-[[4-2-4-B vk £)T A J1-x Swbh A5 £
o ¥ A% % 8 8
N-@4-fA2[R(=FHA)CAIRAIBEIXAL-X 4
& B
N-(d-RA-2-[@-BHRnh A A)RAIRA-= % 8%
N-[4-fL A 2[4 A-1-x Bt A ) R IX A -1-% % &
B
N-4-RAE2-[B-@BRHB)RAIBMABAIXAI-F 4
& B
N-(4-8 &2 (G-~ amr AP A)EAIBRAIRXRAI-EF 4
B B
NR[4-mEEFE)»I-NERTAIBAI4GREXAL-ER
& B
N-2-[[4-2-p AT A )l-x &t K] A48 X £ -1-%
% 8 8
N-[4-8 & 2-[[[2-(1-x &wbt A)T A A1 A IX A%
¥ & A%

101539 -10-



200539856

1-% #

4#%]

]

P

1%

£

N-[4-(T 8 B2 % )-2-[[CR & A F £ )%

B M

1-% % 8 A%

%]

4
~

4

e

N-[4-B & -2-[[CR T & F &)

N-[4- . & -2-[[[(w & 2H-7% %% -4-% )F £ 18 £ 1% £ ]

%]

4
~

1-% % & A%
N-[4-% & -2-[[GE A A F X)) K]

N-[4-F A& -2-[CGR T K )ER £ ]

1-7% ¥ 8 B%

1-3% # & %

N-[4-R&-2-[[CET AT A )mAIRE]
N-[4-f & -2-[[CGR & & F &) & % & 13

%]

4
&

g

®

%]

4
po

1-% ¥ & B¢
A -1-% % 8 Rk S

%]

4
&

4

ARCTA)FT AR AR E]

&
- A

N-[4-§ & 2-[[[(2-7

RE

1-% #

N-[4-f A 2B FA)-NEnw A1 AIEA]

B

i

N-[4-f & -2-[(( & -1H-— & £ BH-1-R)R A IX K]

BE Bz

-7 % 86 B%

2§§ ) 4 25; ]

N-4-f &2 [[QrAiART A )MAIREIRXRA]

i

1S

N-[4-% & -2-(1-m & wt % X §

1-% # &

X

A2 B -2-A)T K1k A IR K]

-
—

N-[4- & % -2-[[[2-(1,3-

1-% % & 8%
N-[4-8 £ -2-[[[1-(2F 2)E A A AR

%]

1-% %

]-w- %]

P

Wm

-11-

101539



200539856

N-[4-& % -2-[3-%

%A

% ]-H- % ]_1_

1S

& )-1-w & wk & K 14

4

e

S

N-[4- £ & -2-[[2-2-F

# BE A%

A AR A -

-
—

N-[4-£ % -2-[[(1.3-

53
e
K

b
-* N

1-% %

% ]

4
*

A% A]

8

N-[4-f A -2-[[(w & -2H-7% =5 -4-% )

B Bz

At

N-[4- % & -2-[[[2-(m & -2H-7k % -4-%& )T & 18 A 1% £ ]

%]

¥ B Mt

EYR
-

-

42 B -2-KF A)F A IR A

—
—

N-[4- £ % -2-[[(1,3-

11-

¥ B AR
N-[4-f £ 2-[[2-Q2-wk o2 £ )-1-m & b 5 & 15 £ 1%

ES
# 8 Bk

N-[4-f & 2-[2-(I-x b A FA)L-N b £A]1EK K]

1-% ¥ & A&
N-[2-[[G& & & F & )&

N-[2-[[GE T & 7 £ )8
N-R-[[GET & F &)

%]

<4
5

K13 % 8 A S
4-8 X A 1% % 8 8

4

K 14-F %3

mmm

]

P

N-2-[[CGE T & F %)%

1-% ¥ & B%

-H-%]

&

N-2-[[GE T & F A ) AR A ]6-F

1-% ¥ & BZ

%]

4
-—.

&

=

E-6-[[CRT AT A ) A]

&

N-[2-

N-[5-f A& -2-[[GR e A& F A )i &

-12-

101539



200539856

1-% % & B
A 1% #% 8 B

++%]

]

P

mmm

]

B3

N-B3-f & -2-[[GR T & F £ )&
N-3-# & -2-[[CET A F %)

4

e -
A]3-FARXK]

£

xR

1

®

]

%
NRIGE T A F R AR A4S F AKX XK

N-[2-[[GE & & F & )&
B B

mmm

N-[2-[[CG& & & F &)

1-% # & Bz
X J-1-% # 8 AR

+ - E]_

&

N-[2-[[GE T & F &) £ 1% £]-3-F

N-2-[[GRE & ¥ F £ )8
N-[2-[[GE2 T & 7 & )&

1

K

5 1-2-7% ok % BB

4

N-[4-f 2 2-[[GR T A& F £)B & 1K X 13

5 278 05 R H&

4

N-[4-% & 2-[[CRT A F A)| A& H A3

B Bz

.o
W
g =%
#ow
% o
o
£ I

4
po

N-4-fA2([RT AT E)EERE]
N-[4-f & -2-[[GRT & 7 &) AR X3

%

%

N-[4- & % -2-[[(

Bz

A ]-3-% v & &

AT AR AR AIX

%

22

N-[4-& %

%

N-[4-f & 2-[[(R e & F 5)/%

2-7 ¥ 8 B%
& ]-4-wt o€ # &

%]

4
&

&

ax

%

EX

N-[4-8 & 2-[[CRT A F A)m & 1K K13

-13-

101539



200539856

Bz
N-[4-f £ 2[R T & F A8 A 1% A %A |30k = % &
Bz
(R TFHBBEA)SENGELATRA)ET @R
NM-RA2[(RE A TFE)RAIRAIZ A4 &

2H-1,5-X # — & | + B MW -7-% 8 B

&

N-f & 2[R S A F &) £ 1% £ 1% £123-= &-7-%
¥ vk vh # B BE
® N A 2[R S £ 7 A)E AR A XA -B &k %
[ .
NGE AR AT A)EAIR B IX A 14k % 8
Bz
N R IR T A T A A A TR & 14k oK % &
Bz
NS R 2GR & 7 £ AR AL £12-F & & -1
% 8 %
® N-f & 2GR & & F A% & 1% & 1% & 120 % % &
B

101539 -14-



200539856

%123 F A-X

4

% 13

a

N-[4-f & 2-[[CEE £ F &) 44

¥ ER RE S

®

N-[(4-F % 2[[CET £ F £)% 4]

= & -1,3-

% ]-2,2-

4

N-[4-& A -2-[[CR T & F £)m A 1% £ 13

A 15 B My -4-F 8B AR
N-[4-REA-2-[[(RT AT E)EA]

rXH =

% -4H-1,3-

W

% 1-6-

4,
&

s

mmm

"

& 12-F & -3+

4
&

s

i

&

N-[4-£ A2 [[CRT £ F &)k

#FRA)-X T EE R

£12-F A -

4
&

3-RAN[MA-RA-2[[(ERT AT 2)EEIRA]

%

4
&

TR -

1% & IR 5 1-2,3-

4

N-4-F & 2[[CRE £ F 4)

¥ B BE S

2-F

A13-F AL

N-[4-F % -2-[[CRE T & F &)

%

4

ey

#

N-[4-

A2MRTCEFE)EEAIBEEAIXA]S-ZA2H R

.%

ey

% 12-#

<4
&

6-F -N-[4-RA2[[RT AT E)EAEIRA]

&

% 13-(=

4
&

ey

E

2-f N-[4-F & 2{[(F & £ F £)8% £ ]

KK ]-5-+8 vik #% B

&~

N-[4-f0 A -2-[[CRT & F A& A]H A

W&,

-15-

101539



200539856

N-[2-[[CG& T & F &) KR & ]4-F
N-3-F # & -2-{[2-~ s &-1-K T

XY BGRZ

N-Q-{[(1,4-= & re B -2-K F A )8 A1 A )-3-F &K K)-1-
E

N-G-F &K -2-{[C-BAaK4A T A)mAIBAIXE)-E
¥ B AR S

N-GG-F & & 2-{[C-mw St & -1-4 T £ )i £ 15 A 1K X£)1-
® irax
N-(3-F & % -2-[(w & -2H-"k =% 4- % & A )i A IX A }-1-%
Ll ;s
3-{R-FAA G- X FTHARA)RFEHEBA AT X)B
Bk -4-H B E =-T B
N-{2-[(1-R % ;& # 2221 3- £ B A )R £ 13-7F & X & }-1-

® T EERR
N-G-9F & & 2-{[(BAak3-AFA)EAIBEIRXRE)I-%
U
il
N-B3-F @ A2 [(Baah-4ARA) g A IXA}1-EF &
B
N-(3-F A2 [ &mr-1-ABmA)RAIRAN-ZT &
B
N-Q{[Q-r T A ABE}3-FARE)LE T &K
N-Q-{[2-m A ) AIBA)FRRE)-E F 8K
N-Q-{[-fs THEE A A }3-FREXA)L-X F &

101539 -16 -



200539856

ARHEBZLETHR
104035 £B1-6 ~9F 2 —Bxitbt A4 AHAHERHER -
l.—#wF £AEI9OFE—BFHz bbb N ERHELLE LA
ROHBBGRANERER
2. —# i £AI9FE—FHz AW N EHHLELZHA
B BEBGANEGRODBEBEEERE °
B.— w3 LFEIIFEE—FH2zitbHh N BERELEZHA
R RBBGRANERMNBEERBEREZEE
L e P P PY TS Y EE O
ROBBBGANLBEER BRE-SPHEHBEL T4
KR T THRESME - MEIRERKER RS 2T RIE-
15 #B&asd R4 B KBEIIOFYE—FHZILEY
BREZETHZEA -
16. —#H %X iLbHhzFHik >
I N /(CHZ)n—R4

R R

\_ NH

I

Lo Xiem
0

OH

101539 -17-



200539856

\_/

# R*(CH,),R*NH 1t & #7 > » &k % 4w DIPEA - & #| % 4o DMF >
BEABEAEZERAZIBARABZLHATULR £ T REZH B >
-

miEB0,1&2;

nt% % 80,1,2,3,4 &5

RizBrZEa@E A -BEA HE C.eBEE
—CehmAvEmmEEt - -BE C A 2
BALC . ¢ AE > Ceh AR BMC A

S¥

Rz{%:ig a C6-10%%ﬁicz-1o%ﬁ;§£\ K FZA %iﬁRz
Z Co10F% B ECy ot 3B A > HABFERAE— R $EEER
AVILIE A W% E B B §4bcl6%£‘cl-6%£{‘i£‘

R SCC A A BIEC AR ~8BE - BEC .ok
-3 Cl-sﬁﬁg‘ﬁi C1 6}93% N C1-6%¥m£i N Cl-sﬁti#‘c

% #%EBBRE - BIC . ¢HE -~ Cls
mg\%%‘ﬁg~q4%i£~iwq4mi£~ﬁg~
e Clei k- BMA C AR C.snA CL.emB A

101539 18-



200539856

5 ARCo 05 B-CLomt:h R %% B Cp ot
BA O HAGABAHK —RSFBELAIRRK ZABHAEE S
- B ERARZC . ¢ERE Cern k> 8K A~ Cp
A A - BILC . ¢ EAR gl BAC A BEE

’

Cr.et B A Ci¢n A -CeBE ~ClsfAHE > Celt
Bk ZCle A-BA BAC HEE CGERE G
A A BFAC oA~ Co10F &2 RCo.10% £ -Crght
£ o

101539 -19-




200539856

- HERKR
(AFREREXBA (& )
(Z)AREKE Z M358 30 A:

A AEEACERT BRI E TSRS,

101539 -5-



	BIBLIOGRAPHY
	DESCRIPTION
	CLAIMS

