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[0008]  AKEHIRAL [\ —HfEDy o 7 MBI Z B ARAESZ 44 (nAChR) 53 7B 73 sl 7
(R BRI e R U R L g BRAT AR, B 22 B Rz i 3 | [ 70 e d A s R S oK
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a0

[o009] FARTE

[o010]  MR#IEAKWZATTH, &t T —M TR T B IT RoRMIMEIE R AT EY), K255
AT R AR A A BOK &Y, b /e DA TT o AR AT B R 2
DRI B 06-C12 53« pg 2 &k C1-C6 SEdik., 02-C6 Fedk, C3-C7 ks, C1-C6
P A L L C6-C12 P B L. C6—-C12 54 L. C1-06 BEhndh . C6-C12 5Lt . 06-C12 Fhnlk.,
C1-C6 Fr LB A C2-C10 2435 3E s H B /& 0 B NH.

[0011]

v | AN
[0012]  ASSCHT A ARIE“ S 5L S48 A B/ — AR RIRER 250, 1 oh Firdk 5 7] i 1 45
LN ZE B R R A I T VRS AE — o T S o 8 b — AN T R A 0 1 R
B B IR B
[0013]  ASCHTAIARIE “ 765k RIS EA B ABREEL—AEE N, 0 FIP [REF
(5 ER 144 F, o TR TR 1) HUAt b, fuIE Rk L Iy BE 5 . BT SR BR AT I ok g 5 — A
TN RERAN / B — AN AR ER A A B, B I e TR 2 3 o B — AU AT
19101 5 R e R A
[0014] A< SCHT A9 C6-C12 5 4 (0=l B A1) ek ) Sy 2 S e L 28 T
A e v 8 /D — AN T 0 1 B 1 AR AR

o Ik

pi
g
B

[0015]  ASCH Y C6-C12 F7 e a2k (1 Al BR A 11 SEA9] o i R A R R0t 258 8, . ik
C6-C12 F5 e Ak 28 b — AU i Al Q0 o Jol 5 BObE 2 () B R BUAK

[0016]  C6—C12 J5 Fehm Ak iR BR il PRS2k 5 B AR AT R B 2 2

[0017]  AE—SEsLi s, AE30 LAT TT H (1) B [0 NH, Jirik C6-C12 J5 2L m] 2R 2k IR

FEELER I

[oo18]  FE-—HesjiE Ty, 3N T B 1T B S A0 FF 75 2 — AR BE BRI AT A4, 7 HH A
GUEEARN T B ARAT DAL S WIEES & H HSRAS KR E PR d] & . DRI, Tk 5 4
24 T I WL WE B R AR ) 7 A R AR O T3 B B B 1, 1R B AR BRI A R B YE
4, B ik s o AR U P AR 4 75 2

[0019] S MipgZk 1 «F AAL e B AT A4

[0020]
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[0021]  7ELA ERER R B Ee , R ]y Ak . 7B L b e B 42 Hh A )38 FH A 7 7%
i, BE SRR | EAERIERE R A 2 5, ek 2 ] SR IS5 AL S
FEEE G (DMF) 7245 150°C T N, -1 6- MEne AL &4 3, 48 J 2 a4 K Al 6 Ik ng
fiil —3— R 4, SR 5 A @ LL 51 NZ IR FAF &AL E5H 5.

[0022] [ MREZE 2 B Rl e ER AT AE )

[0023]

(4) (&)
[0024]  7EDL EHEIRI SR 2R, R AT N5 ./ 6- MENE R —3- B ER & ik 6 A -3-
& LLG , ALl 5 N2 TRk RS R &AL A 7,
[0025] [ EREER 3 A AL E BR AT A

[0026]
o
/;2\ d\ o i
\¥\fi AR Q
" i ey e

[0027]  FELL EHERIK SN T, R A 05 . B 2- 54N -1, 2- & - HEWE -3- FR
AR 2- AR —1- 5 0k -1, 2 A - MENE -3- IR PR DAJS , SR /K g VR IR, mI a5

ANETIHRGREREMNEY 1.

[0028]  FiriAmtme AT AW sLBl A ol T Bt 1T RoR A& 22 iR 2 1 2,
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B0 T s R SR £ R AT AR ST AR AR 2 [R] 3 e A A, G i 8 3k A e R L HLRT O RE %
£ B Frat R AR B R A Wi T A AR AT A RAE R B4R Eh o IX LSRG sefilf - 0
MLERATEALER, (0 218 AHIR R A AR T IR IR « H R R S 2R - IR BRI IR L T iR L 4
IR HR P T IR AR EURER S TR ORI I  OR FR R B IR IR R R IR L LR L LR
AR IR B A B BLIR TR AR R A L AR R R L B R SR IR TR o R &
FR . FF KT R edicylinic BR. ecylinic MR & SR A PEMIER (gluceptic acid) XUFEZE
1S & M . £ RN AL IR ER (glycollarsanylic acid) SR FFEE . 5 ALV EE I
hexyllisorcynonic fg.7A & . 751 (hydrobamic acid).ihlie &R . HER. KL
TR FLABIR R PKER . estolinic BRANVRER AN R « p— FEZE F et R BF CUICTA IR L 12 1R
PSRRI IR S KA IR T BB G R 4 S B R R L I R AR 2 B2 (theoclic acid) .
TER IS < 2k, Tl = 4 B VB B BB U L, S AN EE T E RN
A -D- # e D T/ R SR, LS A 2R i 2 BB AR . Wl E
T8 W ER BICR A 28 m] R X B R A O B T A, ARE IR T ER AR N B AETT AR T 3K
1T RRBATATI S A ERIB VARG . XA RGNS A K EABES YD -
[0029]  FE—LESja 7 S HH, Firads WL i R A3 AR ) S AR A 22 () o e A AR P R fir AR B 2 T BR
X I R AR A Y. BRIAE A5 KB, (A s SRR s AL &1
Al g B A AT AT Be AR 22 [ o e AR T R A4, Horp Frik iR & W] & A&
WD) A4y S5 A AR AT B W e AR AT/ BSOS B i A . B, Brad e A4 0l o R
B¢ S— M, ZANERIR (893 ) MR A I EUARER AT it - Bl S sl - A . HAT XU 1k
AL RTR SR ] A E- B Z- AR, 3T 8l 1T AL A AT AT e AR 22 [R] 93
SRR ST N KN I HTEE .

[0030]  7E—Lesijf Ty Eop, Bl b me BT A Pk B R A N- (- SR 2 3F [2. 2. 2]
F =3- 3 ) —6- S —1- JRIE -3 mbie A N (- 0 38 [2. 2. 2] 3F -3- 0 ) -1-(2- &
o8 B ) -6- A -3 Wb mE BB e, NS (- AR OFR [202.2] R -3- R )-1-(B- |R
HE ) -6 AR —3- MbE BB N-(1- 28090 08 [2. 2. 2] 3% -3- 2 ) -1-(4- SR ) -6
A —3— b e B BE L. N-L(BR) —1- 202 =36 [2. 2. 2] 3¢ -3- & ]-1-(4- &R E ) -6- A AR
mE g —-3— HBE e, N-[(3S)-1- % 2% —3F [2.2.2] 3¢ -3- & ]-1-(4- & R &k ) -6- % AR
MEmE —3— FF B e, N-(1- 0 2% =3 [2.2.2] 3¢ -3- 2 ) —1-(4- o 2 ) —6- 4 AR -3 it
WE L e, N-(1- %0 2% ZBF [2.2.2] 3¢ -3- 2 ) —1-(2— 3R oK AR ) —6- A AR -3- ik g HH
B s N=(1- 20 2% 36 [2.2.2] ¢ —3— B8 ) —1-(3— R R 2 ) —6— 4 48 —3— Mt mg Y Bt iz
N=(1- 4% 3 [2.2.2] 3¢ -3 Bk ) —1-(4- R OR ) —6— AR -3 ML e B Bt fie . N-(1- %
Z T [2.2.2] R -3- AR ) -1-(2- FOE DR Ot ) -6 A A -3 ML mE OB i N-(1- AR
TR [2.2.2] 3 -3- 0t ) —1-(4- HE R R R ) -6 S AR -3 mbnE OB L. N-(1- AU A
o[2.2.2] 3¢ -3- KL )-1-(3— Bk O R ) -6- S AR -3 b e FFOBE k. N-(1- 4+
Ho[2.2.2] 3¢ -3- KL )-1-(4- & R o8 BL ) -6- S AR -3 b g FFOBE k. N-(1- 4+
o [2.2.2] 3¢ -3- Bk ) -6 S AR —1-(4— TR R 2R 0 ) -3— b g H M i N-(1- | 2R = 3
[2.2.2] 3¢ =3- 0t ) —6- A AR —1-(2- P9 —2— 2 o1 0 ) -3 mb mg HF B e N-(1- | 4 =
W o[2.2.2] 3¢ -3- 0 ) -6 S AKX —1-(4- P —2- FROR L ) —-3- ML 0E A It flg . N-(1- &L 2% —
Wo[2.2.2] ¢ -3- B )-1-(4- 3 O J % Bk ) -6- S0 AR -3- Wb nE OB e, N-(1- &

10
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W [2.2.2] 3F -3- ) -1-(4- HF 5 28 O 0 ) -6 S AR -3 b me HOBE R N-(1- A A
W o[2.2.2] 3 -3- B ) -1-(2- A R R Ot ) -6 S X -3 b me F W e N-(1- 2R
W [2.2.2] 3 -3 3L ) -1- (3~ P FE IR L ) —6- S AC -3 mbme B BE L. N-(1- & 2« 3
[2.2.2] 3F -3- 58 ) —6- EAR —1-[4-( =H AL ) 5L J-3- ke ke N-(1- 7% 3
[2.2.2] 37 -3- B )—6- %R —1-[4-( =@ P AL ) JR0k 1-3- mbug Bt N-(1- &
W [2.2.2] 3¢ -3-Jk ) —6- AR -1-[2-( = P AEHEL) ZRHE -3 mbme Flefk. N-(1- 2%
TR [2.2.2] F -3-F)-1-(2, 4- EUUESRL ) -6- FAN -3 ke I BEAG . N-[ (3R) ~1- &2k
TR [2.2.2] % -3 H ) -1-(2,4- EUOR AL ) -6 AR -3 M e B BE A% N-[(3S) -1- &
FIN[2.2.2] F 23— 0 ) -1-(2, 4- SEOREE ) -6 AR -3 mbmE FEBERL . N-(1- B AR
W [2.2.2] 3F -3- 4 ) -1-(3- & 4 AR ) -6- S /8 -3 mbme B B N-(1- 24
TR [2.2.2] F -3- A ) -1-(2- & 4- R ) -6 A AR -3 mhne B BE L. N-(1- A
& ER [2.2.2] F -3- ) -1-(2,5- ROR R ) -6 S AT -3 Mb e B M i N- (1 A
TR [2.2.2] 3 -3 ) -1-(8, 5 AR AL ) -6 AR -3 WL e SR e N-(1- AR
W[2.2.2] 3¢ -3- ) -1-(2,4- AL OR AL ) —6- S A —3- kg Pk A N-(1- &4+ —
W[2.2.2] 3¢ -3- ) -1-(2- & —4- B A IR L) -6 S AR -3 mb g Bk i N-(1- 0 24
TR [2.2.2] 3 -3-FE ) -1-(2, 4 ECOR L ) -6 AR -3- mbme HEE G N-(- 2
I [2.2.2] 3F -3- ) -1-(2- & -5 AL ) -6- AR -3 mbe FBif%. N-(1- &k
o[2.2.2] 3 -3- A ) -1-(4- BUT  -2- SO A ) -6 248 —3— mbng BB fle . N- (1- ok
T [2.2.2] 3 -3- B ) -1-(2- 4 mOR AL ) -6- AR -3 kg BB g, N-(1- AR
T [2.2.2] F -3- B ) -1-(4- FO2- O AL ) —6- AR -3 kg B g, N-(1- R
TR [2.2.2] 3 -3 HE ) -1-(3, 4 AR R R ) -6 AR -3 b mE BB L N- (- A
B L [2.2.2] F -3-JE ) -1-(3,4- UK ) -6 S AR -3 mb e B M . N-(1- U
TR [2.2.2] 9 -3- HE ) -1-(8, 4 R OR AR ) -6 S A -3 Mt e BB e N-(1- A
Wo[2.2.2] 3¢ -3 B2 ) -1-(4- & -3 B DR 0 ) -6 S AX -3 Mt me FF Bt A N-(1- 40 %
TR [2.2.2] 3 -3 ) -1-(8,5- R AL ) —6- AR -3 WL e e B N-(1- &R
[2.2.2] 3 -3- ) -1-(4- R —2- AR ) —6- AR -3 mbue B R N-(1- 2k
W[2.2.2] 3¢ -3- ) -1-(2, 5~ “HE I ) -6- FAC -3 mhng FBERZ. N-(1- &
W [2.2.2] 3¢ 3-8 ) -1-(2,3- & R ) -6- A0 -3 mbwe B Bk e N-(1- & 2% 5
[2.2.2] 3F -3- £ ) -1-(3- & —2- F A FL IR AL ) -6 A% —3- ke FEEIL. N-(1- H & =
W[2.2.2] 3 -3- 4L ) -1-(3- R —4- B ) -6- S A8 -3 mbme F B, N-(1- 24
TR [2.2.2] F -3- ) -1-(2, 4- R ESEE L ) -6 AR -3 b R fE. N-(1- U2
TR [2.2.2] 3 -3- ) -1-(3- & -4- HORE ) -6 AR -3 mbie BB, N-(1- Ak
W[2.2.2] 3¢ -3- 5 ) -1-(4- & -3- M ) -6- A -3- mbme FBEAL N-(1- Jx—
I [2.2.2] 3F -3- ) —1-(2- FEHE -5 FEIEHE ) —6- %A% -3- mbme FFBEAE N- (1- AR
TR [2.2.2] F -3- ) -1-(4- & -2 BAROREL ) -6 FAAR -3 e R BERG N-(1- AR
I [2.2.2] 3F -3- ) —1-(4- AL —2- HEOR L ) -6 24X -3 mbne FF BE e N-(1- &
BT [2.2.2] F -3-F)-1-[4- & 3-( =ZFF ) K H 1-6- FAR -3 mhnE B L.
N=(1- %% 38 [2.2. 2] 3¢ -3 2 ) -1- (56— & —2- AL ) —6- %A -3 mbng F .
N=(1- 5% 50 [2.2.2] 9% -3- ) —1-[2- & -4-( ZF FH L) K& ]-6- E AR -3- 1t

11
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e B A N= (1= 202 38 [2. 2. 2] 9F -3- ) —1-(4- & -3- J|A AL ) —6- AR -3 mtng
BRI N-(1- 0% 3F [2.2.2] 3¢ -3- J£ ) -1-(2, 4, 5~ = A FL IR ) -6- EAL -3 it
e B A N= (1= 200 0 [2.2. 2] 3% —3- 2 ) —1-(2, 4, 5 =& R4 ) -6- H AR -3 mLng
FHBE M. N-(1- 2804 3F [2. 2. 2] ¢ -3 58 ) -1-(3, 4, 65— = A HE ) —6- %X -3- it wg
B R N= (1= 28078 3R [2. 2. 2] 3F -3- 58 ) —6- A% —1-(3— JR LRI ) -3 mb g I Jiz
N=(1= B 30 [2.2.2] 3% -3 4t ) —6- AKX —1-(2— ZR3E A AL DR 2L ) -3 It e R It iz
N-(1- 2 38 [2.2. 2] 37 -3- 58 ) —6- A —1- (- ZRERIRIE ) -3 mbug FBEA% . N-(1- %
& IR [2.2.2] 3 -3- HE ) -1 (4= REE IR ) -6 FAC -3 b B RG . N-(1- H & R
[2.2.2] 3¢ =3 J& ) —1-(2- AL -5 AL ) -6 AR —3- ke B B Az N-(1- & 2%
TR [2.2.2] 3 -3- ) -1-[4-(4- AR AL ) DKL 1-6- AR -3 e R L N- (- A
BT [2.2.2] ¢ -3-F)-1-[4-(4- AR R R L) IR HE 1-6- AR —3- e F L L.
N=-(1- 7% —3F [2.2.2] 3¢ -3- 3 ) —1-[4-(4- FAERAL ) JK5E ]-6- %018 —3- mbme FF ik
e N=(1- 7% 38 [2.2.2] 3F -3 &) —1-(2- & —4- JR AL OR 3, ) -6 AR -3 nibme FF ik
s N=(1- 8% 38 [2. 2. 2] 3¢ —=3- 3 ) —1-[4-(4- ERESE ) JR3E 1-6- AR -3 kg
WERG . N- (1= 0% =3 [2.2.2] 3 -3- 0k ) - 1-[4- (4~ FEESRAESE ) 280k 1-6- A0 -3- it
e R A N= (1= 2% 38 [2.2. 2] 37 -3- 45 ) —6- %A —1- (4- R IR ) -3 mkmg H
BeRg . N-(1- 0% 30 [2. 2. 2] 3¢ -3- 3 ) -6 A —1- (2 ZREE AL ) -3 mbng Bt
N=-(1- 284 F [2. 2. 2] 37 -3- 28 ) —1- (4- S PR AL ) —6- 54X —3— Mk B Bl N- (1- 4
kIR [2.2.2] F -3 2 ) - 1-[4- (B AL ) RS 1-6- 4048 -3 mbme P EEA N- (1- S0
W [2.2.2] 3F -3 58 ) —1-[2- (RS ) JRHE 1-6- A% -3— mbme A BER N-[ (3R) —1- &K
TR [2.2.2] 3 3= AR )-1-[2- CRRERSE ) JROE 1-6- SAR -3- mbme I EERG N-[(39) -1- &
kIR [2.2.2] 9F -3 ]-1-[2- (R ) R 1-6- 448 -3 mbme A R N- (1- e —
Wo[2.2.2] 3F -3- ) -1-[2-( &k ) 7%k ]-6- 44X -3— mbme FEEfiL . N-(1- HR =5
[2.2.2] 3¢ -3- ) -6- AR —1-[2- (A —2- HEBRAR ) 2R -3 mbme B fL N- (1- &8 —
I [2.2.2] 3 -3- 4L ) —6- AR —1-[2- (CGRIE AR AL ) ZRHE 1-3- mbme kA% N-(1- 2«
B[2.2.2] F -3- ) -1-[2-( BRI ) -5-( =PI ) EIHE 1-6- AL -3 nthug B B
N-(1- 2% 3 [2. 2. 2] 3¢ -3- 38 ) ~1-[4- FE AL —2- (FFmRSE ) 2% 1-6- A —3-ntng FF
BERG N- (1= 2828 =38 [2. 2. 2] ¢ -3 58 ) —~1-[2- (&Rt ) -4- FAA ORI 1-6- A0 -3t
e i WN= (1 2802 38 [2. 2. 2] 3F —3- 48 ) —1-[4- & —2- (R AL ) 7R ]-6- 418 -3t
e FF G N-[ (BR) —1- 228 —FF [2.2.2] 3F -3- & ]-1-[4- & —2- (st ) 784t ]-6- %
£ =3 mbme B N-[(3S) —1- &% 38 [2. 2. 2] 3¢ -3- 2 ]-1-[4- & 2- ( Bt ) K
H 16— FAR -3 mEne B N-(1- 2% FF [2.2.2] % -3- 3 ) -1-[4- & 2-( B
B ) RSE 1-6- AR -3 mbmE B RG N-[ (BR) —1- &% 3 [2.2.2] ¢ -3- 2 ]-1-[4- H
B -o-(HF BR ) JK R ]-6- A% -3-mbome FOBE . N-[(3S)-1- A 2+ = B [2.2.2]
3 -3- 3 ]-1-[4- A 2- (AR 2L ) R AL 1-6- AR -3 mbme B AE . N-(1- 22 R
[2.2.2] 3¢ =3- 58 ) —1-[4- $UT 2 —2- ( FRR AL ) 2R 1-6- AR -3 mbme B N-(1- &
R [2.2.2] 9 -3 B ) -1-[4- S -2- (R —2- JEERAR ) JRAE 1-6- A -3 ke Bt
i N-(1- 2% =38 [2.2.2] 3¢ -3- ) —1-[2- (B 2 ) —4- TR R R 0 ]-6- 4K -3 it
e R i« N- (1= 28078 88 [2. 2. 2] 37 —3- 4k ) —6- 4% —1-[2- ( ORmRAE ) K3 ]-3- kg

12
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B N-(1- 2% —3F [2.2.2] 3¢ -3- 38 ) - 1-[2- ( AR AL ) —4- 77 —2- B0 AL ]-6- A
A -3 ke B BERG N- (1- 250 38 [2. 2. 2] 5 -3-B8) -1-[4- & —2- (& mdt ) R0 ]-6- %
A —3— g B R A N-(1- 2% 3R [2.2.2] ¥ -3- 3 )-1-[4- 23 2-( AR & ) &
Bt 1-6- AR -3 ke I BERL N- (- 200 3 [2.2.2] 3 -3- ) -1-[4- O -2-(H
s ) L ]-6- %0 -3 mMbmg e N- (1- 2% 36 [2. 2. 2] 3¢ -3- J& ) -1- (2 Fmilk
FEORFL ) —6- S AR -3 MEmE B WERL . N-(1- 0% 8 [2. 2. 2] 3% -3- 26 ) —1- (4 AT e ik
R ) -6 FAR -3 mbue I BERL . N-(1- &4 =36 [2.2.2] 3¢ -3- 2 ) -1-(1- 282 ) -6- 4
A =3~ b e B BEAL N- (1- 2% 3R [2. 2. 2] 3F -3- 4t ) —1-(2- 250 ) -6- A% -3- g
Wi N- (1= 280 =80 [2. 2. 2] 37 -3- 3 ) —6— %X —1-[2— (2— MERR L ) JRJE T-3- ik g F St
file N=(1- 2828 =30 [2.2.2] 3¢ -3- 5 ) -1-[4- & —2- (2- WEMEJL ) JR0E ]-6- 44X -3 1t
WE FFBERL . N-(1- 22 30 [2.2.2] 3¢ -3- ) -1-[2- (5 FE A& —2— mem it ) R 1-6- %44
£ =3 b e B BEA N- (1- 4% 8 [2. 2. 2] 3F -3- 48 ) —1-[2-(1, 3- FRJFmEme —2- 5 ) R
5 -6 A -3 Mb g B N- (1- 078 08 [2. 2. 2] 3 3-8 ) —1-[4- (5 2 —2- AR
H) A ]-6- A A -3 b B AL N- (- B2 8 [2. 2. 2] F -3- ) -1-[2- & -4-(5-F
HE 2w AXOOR L) R O ]-6- A AR -3k omE A OBE MG N-(- A4 O [2.2.2]
3 -3- 2 ) —6- AR -1 (2 BRAROR —2— HEORAE ) -3 mbme SRR . N- (1- B 23 [2. 2. 2]
3 =3- ) -1-[2- (5 H & —2- BAR IR 2L ) JRHE -6 44X -3 mbme B AL N- (1- &R 3
[2.2.2] 3 -3-FL) —1-[3-(2— 3L —4- e L ) ZRHE 16— 54X —3— ntb e B Bk e N- (1- 2 2%
TR [2.2.2] 3F -3- ) -1-[4- SRRSO 16— AR -3 ke FEERE N- (1- &R
[2.2.2] 3¢ -3- B8 ) —1-{4-[ (0L - T -2 Bk — (0t ) - HR Rk ] R ) -6 %AX -3 nitng
F I o (1- 2802 3F [2. 2. 2] 3¢ -3- ) —6— 284K —1- IRk —3— bme IR . (1- &8 30
[2.2.2] 3¢ -3- 0k ) -1-(2, 4- “GURME) -6— %AX —3- mbug FERER N- (1- 2% —3F [2. 2. 2]
3 =33 ) -2 AR 1 ZRIE -3 mEmE R G ON- (- Rk R [2. 2. 2] -3-3E) -1-(4-
AR ORI ) —2- S AR -3 mb e R e N- (- g4 SRR [202.2] 9 -3- ) -1-(4- UK
5 ) —2— FAR -3- MEmE B WERE . N-(1- &% 8 [2. 2. 2] 3 -3- 3 ) -2- AR - 1-[4- (=&
B ) ORE 1-3- mbme B BE G, DA N-(1- &R =30 [2. 2. 2] 3% 3-8 ) —1- (4= FUT AR
5 ) —2- AR -3 e B .

[0031]  7E—UEsfifi 7 =W, Ik ke i MmN o 7 MRBE 2, B AR AT A K S 30 7 B R
A EENH

[0032]  ASSCHTHIARTE “Bishif)” RLER IR T 1 Ha T2 & 30 BT, AR T8 Bl A i e
WS B AR (B, o 7 M5 2B IEAZ AR ) 10 & D — R ARSI AT . B,
ARE WA WAV 2R EEE SEE RN EY g A EA R (B, o 7 B2
BLARTRSZ AR cMet) BIAEMITEIERINAY . B0, FrkitiefiT Al e m S 658 o 7 415
B W RS2 A 1) e o 225 A6 338 DA 5 L P A5 54 a1 A B HCAE T B B8 97 A R e i T £
PR REE I DAk

[0033] MK o 7 524K CLRITE S @m0, 22 2] R AL R B 1 T A Th g HR
B, B, MBI o 7 2RSS TR IR A K (R TE RN B AT | B R R BRE L 5 AR A O
(10 000 AL DA N B G K o 40 2R L VR T T R R AG v R R 22 BN B AG CADHD) | 5 BRAR
A 1A 51 R RRE B 2 A R RORE AR G0 22 M T A 2 | A A U I B a PR
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TEAT o RAMEZIm, DA S 5] HH O 2R 1 3 B R A R I B MU RE . IR B a 7
SZARR)ETERE EH] o 7 SZARBCAR R AR B AT, BT o 7 S AR A4 A A PR 1 S2 4
A AEPUR BB A R EEh R SR AR a 7 A2 AR FEAA R H TR T R Bl I L A
BTl S TR (A R0 R At 5 RE AR 5 T S ) A 2 B sl 7R L B £ Wk A 3
FEANFRKIEM AL P NI BEFIVER ) [Gotti C and Clementi F(2004)Prog.
Neurobiol. 74;363-396; Jones HE, Garrett BE, Griffiths, RR(1999) J. Pharmacol. Exp.
Ther. 288:188-197;Castner SA, Smagin GN, Piser TM, Wang Y, Smith JS, Christian
EP,Mrzljak L,Williams GV(2011)Biol.Psychiatry69;12-18;Wallace TL, Callahan
PM, Tehim A, Bertrand D, Tombaugh G,Wang S, Xie W, Rowe WB, Ong V,Graham E, Terry
AV Jr, Rodefer JS,Herbert B,Murray M,Porter R, Santarelli L, Lowe DA. (2011)
J. Pharmacol. Exp. Ther. 336;242-253;Bitner RS, Bunnelle WH, Decker MW, Drescher
KU, Kohlhaas KL, Markosyan S, Marsh KC,Nikkel AL, Browman K, Radek R, Anderson
DJ, Buccafusco J, Gopalakrishnan M. (2010) J. Pharmacol. Exp. Ther. 334;875-886;Wo
odruff-Pak, DS, Santos IS(2000)Behav.Brain Res. 113:11-19;Spinelli S,Ballard
T, Feldon J,Higgins GA, Pryce CR(2006)Neuropharmacologybl:;238-250].

[0034]  MRIZAK A 55— Ty, $RAE T — M A TR BRI N RS A &,
BFGRTT EAZER LA REER T A B 25 52 BT R ER L [RS4SR
IKEY) VAR 25 b s Bk

[0035]  7E-— LS Uy S, Brid ORI AG AT B AL HLE AR PR RRE L 5L PR R ZR R
YRR 28 A T T RE B 2R VR M R B 0 R 6 B A /A4S P R RORE /) R ZE P R R
AIDS ( 3Z3&355 ) AHISIRAAE « HIV JRARAE | % Sy AAH ST RAE T Q&R A HEAH DRI ARIE + B e
PO 2 LN R D BERRAG | 5 4F B AH DS IR C AL B RS « e e ST AZ B AS A W AH G A N e A
YIRS R A BN R | G SR B SR S AR AH SC I RNBRAS | L8 2R o AH O [ DA 0 T B e G G
PR3 Z0E L B TSR AT R R 2 B RS (ADHD), BL A2 SIS R NG . Ik 29 4A &
YAE TR B ST, BT R PRI ERRE 0 <6 AR DQRE L LR Z2 4 PR 2R B AL AE (ALS) BCF AZ 0
PRIE J7 [ HA PR R PEAE A

[0036]  ASSCHTFHARIE “INFIBERT " & 45 30 7E DA RN Dl BE BN N 458y i K9 e (3R 4k, 151
Wi, 78 TAEIEAZ VR FI RV SE B T 22 I FNEAZ A0 38 2% 2 R AZ S HEEE A v vl #5051
JEHAE, BN, FETRAT BE 7 AT S5 AL B FEA / B2 AN FT . AR RS CAnR I =
I be AR 2R EL L Y S SR B B AR R E T R ) 22 R B R R BRE ) LA ERR R
1K BAR / B SR G BRSO AT Ay B R L BAE T B AN G B4R A RE . ARIEA
SNBEAG” AN ENBEE” AT E BT H

[0037]  REE“VRYT” A e B TR s A g (IR ) SIS RBRAGAH S
W RV BORAE , Z 3N 2 RS Wi BT A RN S S BN X500 L R I B0 E, (H
H o T 8 B EPOR R REORAE . MR, RIEIRST B NE” & 45 H T Z M8 IR B
B ARE 6 T B8 BB TR BT /65 &85 & B0 Wl R A » BIOH] T BRI BB AR X S0 IR A A RO A 200
MAE YA RGNS, HATERG T B RIR N AT/ BRI AR AL v i 5 S 06 R MR 4 22 56 7
JE o

[0038]  fE—LLsjfi )y G b, Birik Z5 W) 405 m] C il Dy DAATART & i i 420 i FH AT T 2G,

14
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it I i B R B RS 0E R v A BE R Y L BRE A B A (BREE TR JL
PIPA B PN BRI RN EC R ) IR, ik DUIRBE AT - T DRBEHT , Frid 28 & ml
FEAAIEH H (925% 1T B2 I3k (vehicle) o 7F— RS2t 7 2 rp, W0 T D1 IR A 1) 70
TR T R 7 L AN VAR BRI SE B K 2 B AN 2 . T [ A S AR AL 7
I REEE T (lozenge) , BRARKISEBIA W Wyl = I8 770 AL A 7R B A7l
e NLFR A, DLk IR A B T AR 2 R R IT T R AE IS L RRIR YT I00E RS I AN BT 3 v M
Y o

[0039]  7E—ULsiif /7 S v, Ik 29 2 & A mT AR 5 ) il D R 7900 — 580070 o 4 Bl A6 7]
=M.

[0040]  7E—UEsiifiy rf, Ik 2940 A nl AT A A & i@ 42 e A, 1 4, AV S 20
I i B AN A BCCA LA TR SOERE ARG A 90, B A R )R R ORI
FUHEA AL AT AEEE T B 7K BTC K AR TR A8 77 v A 7K B A v 2L 79 Tt 551 SRR S 571 o
X T B8 ANt A ik 25 48 P il 2% 1 43 BT TR B R FL A T T B A R B B
¥ 80 TR Zi A A A E R K BGES R (depot injection) $2fit. FTAZIMA A
Wi Ho At 23 e I 2000 AR B 25 57) B 77 A 771 BRI RN TR R BRI 51 Bk 254
LA PRI A A STESATAT 20 Ty 2ok il 2% 1 3 Br 3 28 AT P X o mI e A AR ST A 1)
FEAF 252 b AT 257 I AR R 711 TR 7 B L At o i )

[0041]  7E—U8sjifa s b, th T IR B 1, AR 2940 59T BAZ) 0. 001 ~ 100mg/kg
AL ETE B 2 R = Ul o A S A RTE AL AR H USRI &= R 0. 00 Img/
kg A HE 2] 100mg/ kg R H , /£ — L5 7 2P N2 0. 01mg/kg A HE 2] 10mg/kg A H,
{EASPR T 1, LB e T 253 R S AR 0 AT B e FH RS PEAL A D B0 PR o 72— S8 sty &,
R 2 a4 — R 2 1-3 K. 4500, 30 1 Al 11 # BT i ik e i fir 4= 4 m]
Be i AR 25 2 A A

[0042]  7E—ULsiifi ) i, BTk 299 40 & Py vl ik — S0 A0 FE ARSI B0 Bh T Bk 75 7k
J A T RE R B 4, I AT C 1] AR 4008 2 %60 AT AT 5 R 3R

[0043]  ARAEA KB 55— N7, BRAL TR RIBERS (9 7515, Bk v B R AR IR T 1
X R UL EHGA A AW . BT Bl mT DLAEAR N SR SNEEAT . Frid Ak P B B
Bk 23 & T Frid 5t %o Fridxt Gm g A4 28 B s ME . 75— 2Lt 7 %
W, AL FTIA 290 A DV AT A0 I8 IO S v R R 1 B B Aok i T 4 e L ZH 2B
BE, ECE U B A U T A . BT UL ERIRER, R A S ey T e R E
UG VEIR o FriR 25420 & Wit FH (6 ST RATAT 204, a0, N ZREEE A, il A
FINER o

[0044]  AK A FAUR

[0045]  7E—LLsTiti/y =rf, TR 294l & W0 ml A AT B SR I7 A 0 32 40 DR IR A e

fFo

= RN
[0046]  BLAEREZ ME LA N SEHEH] PR AN TR A A B I — D BB ST R o {H A2, IXEE S
BB T UL B B B, i Al 5 AERR A — A B2 A SEtE 7 S v
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[0047]  SEREHI 1«4 A N-(1- & 2~ #8 — ¥F (azoniabicyclo) [2. 2. 2] ¥ —3— & ) —6- %K
R —1- R FE —3- mkng F EEA
[0048]

[0049]  SEjafsl] 1-1 A Rk 4- (BRI F L ) —2- )l R — H

[00501 T #70°CF, %) 10min % 52mL (0. 73mmol) 7, Bt & 2% 12 ¥ /N & 500mL F FE Al
50g (0. 36mol) & FIRIVR A, RIS tE . Frig OIS AL [0 R P HEZ 10h (V) .
T VA JZ W R 8 iR R BLAE WG, 78 528 T BRG] TR AN 418 C ER#REL 3
WL AEUE N AR (OF : 2B CHES =1:5) 2ifbHEHEFIAE, Wii#E4E Birfb &4 (s
bR :38g, BT % :53%) o

[0051] (%5 / IRELL =5.8:1)

[0052]  'H-NMR(CDCl,, 200MHz, =% ) 87.64 (s, 1H), 7.58(d, 1H), 6. 62(d, 1H), 4. 02 (s, 3H
), 3. 73 (m, 6H) .

[0053]  'H-NMR(CDCl,, 200MHz, X ) §8.87 (s, 1H), 8. 31(d, 1H), 6. 34 (d, 1H), 3. 89 (s, 3H
), 3. 73 (m, 6H) .

[0054]  SLJitfh] 1-2 A Rk 6— AR —1- 2R -1, 6— & -3 Hkie F R AR

[0055] ¥ 1.06g (5. 2mmo1) 4— ( FHAJE L 8L ) —2— [ e — I ER VAT 10mL DMF )5, 4%
510mg (5. bmmol) ARFZMIANRALIERF o S5, T3 IR BLE T 49 150 CAE Rl FHiH: 10h.
TR AT R 5 Bk e RE45 UG S W% BLE T R L BEAR RS, R A FH Shok Bk, B
PR BREE T8, i vk . 7EWE T AW S, Frf3 R EN (Tt « LR OB =1:2) 4ifL,
MRS Bt &4 (LhR/" & :750mg, 72 :63%) o

[0056]  'H-NMR (CDCl,, 200MHz) & 8. 25 (s, 1H), 7. 93(d, 1H), 7. 50 (m, 3H), 7. 39 (m, 2H), 6. 64
(d, 1H), 3. 87 (s, 3H) .

[0057]  sEjafs] 1-3 « Ak 6- AR —1- 2R3 -1, 6— & -3- Mg H IR

[0058] % 750mg (3. 27mmo1) 6— X, —1— A3k 1, 6— & —3- ALie B R R R VA fE T omL HF
BE AN 3mL K BASG , NN 235mg (9. 81mmol) A AL . SR )5, T2 50 CHg i3 e v
TSR FEZ) Bhe I AHJZ BT R84 8 Pk [ RS RS, 78 B8 R 2B BT 57, Fin HCl
TKIE WK S BLP= i) pH ¥ 5E %8 pH2. IR AL &) (SEhR/™ 2 :470mg, H 7373
67%) &, Aeaifim R E Y.

[0059]  'H-NMR (DMSO-d,, 200MHz) § 8. 18 (s, 1H), 7. 88(d, 1H), 7. 49 (m, 5H), 6. 54 (d, 2H) »
[0060]  SEjafs] 1-4 A R N- (1- & =3 [2. 2. 2] 3¢ -3- 0t ) —6- 44X —1- R0k —3- ML
Rt i

[o061] M H NIATiEZ — A BIN-(1- 20 7% — 3 [2.2.2] ¢ -3- 0 ) —6- % 0 -1- 2%
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B -3- MEnE F B

[0062] 75 1 4% 300mg (1. 39mmol) 6- %8 AKX —1- 2K I -1, 6— & —3- WML ug F R ¥A i T
10mL PU &5k g AT LmLDMF Ji5 » 7] By 38 ¥ W 0N 415mg (2. 08mmol) 3— 24 F 28 7 3F — L IR
EhA 538mg (4. 17Tmmol) — 2.2 R B M ik 1 1% R RV WAL 2 T P FEZ) 30min 5, 4
635mg (1. 67mmo1) 0— ( FEIF =M —1- JL ) -N, N, N’ | N’ — JU R IL RS BB ES (HATU) A ZE
SN IER, SR G AR IR N BCREZ) 24h. SEILVROM E M SR 1 58 FITid S B 45 R S, AR
BN ZBRBTIAYE R, SR 5 F S AT NaOH 7K (pH12) $REL 3 ¥k, HHARENT (&« B
B . FK=10:1:0. 1) 2ifk, MRS EArtb &4 (SEhrr=& :281mg, H 77 :63%)
[0063]  J5VE 2 o5 300mg (1. 39mmol) 6— 484X —1- I -1, 6— & —-3- AtiE B ERVE T 10mL
TE R, F TR RN 530mg (4. 17Tmmol) BLEREC, F i HM AL &1 DMF. 7%
BT 2h f5, AEHT T EBRIRER . 4 415mg (2. 08mmol) 2 T3 — R E A=
10mL Z. &5, 1A IR i o ON 898mg (6. 95mmol) — 7.0 B TR el . K% SLIATRAE =
B EHEL 24h, R EE T &R R BIR GV 2 NG, ik 3- EAE T3 8K
IR NIE RN NI, SR G I L) 150, IR 12 N BRIk &R itk &
W S A1 NaOH 7KV (pH12) $REX 3 ¥k, SR fa FIVBAH Z AT (S5 « B « &K =10:1:0. 1)
afife, Nz B et &4 (S2Br™ & :360mg, 53772 :80%) .

[0064]  J7¥E 3 < 300mg (1. 39mmol) 6— &A% —1- ZK % —1, 6— & —3- MtiE R VA fiE T 10mL
CE G TR NN 415mg (2. 08mmol) 3— 28 42 1 38 — £ 8 #hF1 718mg (5. 56mmo1)
TORERNER . ARG AZ R SLEB I 207mg (1. 53mmol) 1- F ORI =1 (HOBt)
F1 266mg (1. 39mmo 1) N= (3~ = FBR G AL T 2L ) N’ - Z Mtk — WP i #h g £h (EDC) » #51%
SNV VRAE 08 SRS 24he TR B AT R T8 Bk I BE S S, FE B BBRTIA
VTR, SR8 Ja FH G0 A NaOH 7KV (pH12) $2EX 3 4Kk, S8 fa RO IZ 4 (&0 - FEE « &K
=10:1:0. 1) 2lift, M3k Ebrfb &9 (LR~ & :31Tmg, B 2772 :70%) o

[0065]  'H-NMR(CDC1,, 200MHz) 8 8. 11 (s, 1H), 7. 75(d, 1H), 7. 40 (m, 4H), 6. 65 (d, 1H), 6. 26
(br, 1H), 4. 15 (m, 1H), 3. 39 (m, 1H), 2, 89 (m, 4H), 2, 53 (m, 1H), 2. 06 (m, 1H), 1. 53 (m, 4H) »
[0066]  SZiafhl] 2 A N- (1- 262 3R [2. 2. 2] 37 —3— 4L ) —1- (2- &AL ) -6- A8 -3 1k
WE I i

[0067]

SN
4

[oo68] %S5 sitatsl 1 ATI 2 MR T ABRAT B AL &4, A F 2 A AT 2 UK
B PRSI BB o

[0069]  'H-NMR(CDCl,, 200MHz) 6 7. 97 (s, 1H), 7. 84 (d, 1H), 7. 42 (m, 4H), 7. 14 (br, d, 1H), 6
.54(d, 1H), 4. 06 (m, 1), 3. 25 (m, 1H), 2, 77 (m, 4H),, 2. 56 (m, 1H), 1. 92 (m, 1), L. 65 (m, 3H), 1
.45 (m, 1H) o

[0070]  SEJfEfBI 3 : F B N-(1- 0% —3F [2. 2. 2] 3¢ -3- 5 ) —1- (3- @R ) —6— 4R -3- 1t
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W R B
[0071]

BN
[0072] %R 5 SCiEs] 1 A7 2 MHFE R T SRR EARL &9, AR Z AET :3- SR
B FHAERC UG ) o
[0073]  'H-NMR(CDC1,, 200MHz) 6 8. 11 (s, 1H), 7. 83(d, 1H), 7. 29 (m, 4H), 6. 94 (br, d, 1H), 6
.56 (d, 1H), 4. 09 (m, 1H), 3. 32 (m, 1H), 2, 77 (m, 5H), 2. 01 (m, 1H), 1. 72 (m, 3H), 1. 59 (m, 1H) .
[0074]  SEjafs] 4 & pN- (1- 2805 36 [2. 2. 2] 3 -3- 2% ) —1- (4- |UR L) —6— 4R -3t
e FF I i
[0075]

o
[0076]  H:HEL5SEHEA | Ak 2 MGy sR3RAE B BRAL A, R 2 A E T <4- SR
P RRIB R
[0077]  'H-NMR (CDC1,, 200MHz) & 8. 20 (s, 1H), 7. 84(d, 1H), 7. 42(d, 2H), 7. 25(d, 2H), 7. 04
(br, d, 1H), 6. 50 (d, 1), 4. 13 (m, 1H), 3. 23 (m, 1H), 2, 59 (m, 5H), 2. 01 (m, 1H), 1. 67 (m, 3H), 1
.40 (m, 1H) .
[0078] Kt fl 5 « 5 A N=[ (3R) —1- %% A [2. 2. 2] 3 -3-J J-1-(4- G ) 6- %

FRIENE ~3— At
[0079]

[ooso] A sEHtEfs 1-2 At 1-3 AH 75 305 a6 AR —1- (4- R HL ) -1, 6- —

A -3 e R, AR AT A= RORRAAIERIR IR DL SEHEH] 1-4 RJ7iE 2 A
[ 14 75 2R A B 6— 48R -1 (4 SURHE ) -1, 6 5 —3- Mbng BRI 3R- &k 3R15 H
PR

[0081]  'H-NMR(CDC1,, 200MHz) 6 8. 20 (s, 1H), 7. 84 (d, 1H), 7. 42(d, 2H), 7. 25 (d, 2H), 7. 04
(br, d, 1H), 6. 50 (d, 1H), 4. 13 (m, 1H), 3. 23 (m, 1H), 2, 59 (m, 5H), 2. 01 (m, 1H), 1. 67 (m, 3H), 1
.40 (m, 1H)
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[0082]  SKJEH 6 Al N-[(3S) —1- %A% —¥F [2.2.2] ¢ —3— 2k ]-1-(4- &AL ) —6- %
FRMENE —3- HY Btz
[0083]

[0084]  DA5sEjifs] 1-2 Aiskjdsl] 1-3 AR 77 A i 6- AR -1-(4- &R % ) -1, 6- —
A -3 MEE R, AR 2 AET 4- FORKHE FERIG I RE. DA S SeiEn] 1-4 FJ772: 2 41
5] ) 77 2R A B 6— 84K —1- (4- &UE3E ) -1, 6— & —3— kg B A 38— & EZE T
IR R B A1)

[0085]  'H-NMR(CDCI,, 200MHz) & 8. 20 (s, 1H), 7. 84 (d, 1H), 7. 42(d, 2H), 7. 25(d, 2H), 7. 04
(br, d, 1H), 6. 50 (d, 1H), 4. 13 (m, 1H), 3. 23 (m, 1H), 2, 59 (m, 5H) , 2. 01 (m, 1H), 1. 67 (m, 3H), 1
.40 (m, 1H) .

[0086] S| 7 & p N- (1- 26044 —3F [2. 2. 2] 3 —3-3L) -1- (4- H R ML) -6 F 4L -3t
e FR I e

[0087]

[oo88] MRS5Sty 1 A1 77v2: 2 AR 77 :X3k4S B ARG, ANFZAAET 4 FBORIZ
B B UG R ) o

[0089]  'H-NMR(CDCI,, 200MHz) 6 8. 11 (s, 1H), 7. 74 (d, 1H), 7. 31 (m, 4H), 6. 50 (d, 1H), 6. 35
(br, d, 1H), 4. 11 (m, 1H), 3. 38 (m, 1H), 2, 86 (m, 4H), 2. 61 (m, 1H), 2. 03 (m, 1H), 1. 74 (m, 3H), 1
.55 (m, 1H) »

[0090]  SLjiEfH] 8 A fle N- (1- 2802 A [2. 2. 2] 3¢ =32 ) —1- (2 kAL ) —6- AR -3 1t
e FF P9 i

[0091]

C};§;~,;F7

[0092]  #ZHR 5 sLitts] 1 A7 1 AHRI 7 X3RS B s &7, ANFEZAAET < 2- RN
e ARG IR o

[0093]  'H-NMR(CDC1,, 500MHz) 6 8. 01 (m, 1H), 7. 72 (m, 11), 7. 43 (m, 1H), 7. 32 (m, 3H), 6. 64
19
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(d, 1H), 6. 12 (br, 1H), 4. 03 (m, 1H), 3. 40 (m, 1H), 2. 81 (m, 4H), 2. 59 (m, 1H), 2. 02 (m, 1H), 1. 8
3(m, 3H), 1. 58 (m, 1H) .

[0094]  SEjafs] 9 « & Rl N- (1- 20 36 [2. 2. 2] 37 —3- 2 ) —1- (3-F R dE: ) —6— 4R -3t
W P 4

[0095]

[0096]  #%HR5 St 1 A7 1 AHFE R 77 SRR EARL &9, AR Z AET :3- R
B FHAE RS AR B o
[0097]  'H-NMR(CDC1,, 500MHz) 6 8. 08 (s, 1H), 7. 69 (d, 1H), 7. 51 (m, 1H), 7. 15 (m, 3H), 6. 67
(d, 1H), 6. 17 (br, 1H), 4. 15(m, 1H), 3. 44 (m, 1H) , 2. 95 (m, 4H), 2. 67 (d, 1H), 2. 05 (m, 1H), 1. 6
8 (m, 3H), 1. 43 (m, 1H) »
[0098]  SEjia 5] 10 : & Al N-(1- & 2% = 3F [2.2.2] ¢ -3- Bk )-1-(4- | R I ) —6- %
AR =3- Mg B B
[0099]

Bra s

[o100]  #HR S sLjds] 1 A1 5v2: 2 AR R 77 23RS B A4, ARl 2 AET 4- IR
W PR (AR

[0101]  'H-NMR (CDCl,, 200MHz) & 8. 08 (s, 1H), 7. 75 (d, 1H), 7. 60 (d, 2H), 7. 21 (d, 2H), 6. 71
(br, d, 1H), 6. 55(d, 1H), 4. 09 (m, 1H), 3. 32 (m, 1H), 2, 80 (m, 4H) , 2. 55 (m, 1H), 1. 97 (m, 1H), 1
.69 (m, 31), 1. 50 (m, 11 «

[0102] SR 11 A B N- (1= 5048 3 [2.2.2] 3 -3- 2 ) -1-(2- FAKHE ) -6- A
3 b R

[0103]

OF
[o104]  FME 5 sLjds] 1 A2 2 AR R 77 03R4 B bbb &4, ANFZ A AE T 22— AR
fetl FAE RS U6 I k) o
[0105]  'H-NMR(CDCl,, 500MHz) & 7. 98 (s, 1H), 7. 86 (d, 1H), 7. 27 (m, 2H), 7. 21 (m, 1H), 7. 14
(m, 1H), 7. 02(br, d, 1H), 6. 45(d, 1H), 3. 95(m, 1H), 3. 17 (m, 1H), 2, 74 (m, 4H), 2. 49 (m, 1H), 2
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17 (s, 31), 1. 84 (m, 1H), 1. 58 (m, 3H), 1. 29 (m, 1H) .

[0106]  SEHEBI 12 : A B N-(1- & 4% =36 [2.2.2] FF -3- 3 ) -1-(4- B3 HEH ) -6- %
A =3 mnE B i

[0107]

[o108]  #Z M5 sLpts] 1 A005% 2 MRS T 3RS B AR L &4, AN ALAE T 4- SR
fea VRS R S5kt o

[0109]  'H-NMR(CDC1,, 200MHz) & 8. 11 (s, 1H), 7. 77(d, 1H), 7. 27 (m, 4H) , 6. 65 (br, d, 1H), 6
.57(d, 1H), 4. 09 (m, 1H), 3. 34 (m, 1H), 2, 89 (m, 5H), 2. 48 (s, 3H), 2. 01 (m, 1H), 1. 72 (m, 3H), 1
.52 (m, 1H) .

[0110]  SEjfl 13 : & R N-(1- &2 3 [2.2.2] ¢ -3- 3 )-1-(3- A ) -6- 4
R =3— Mt e

[0111]

OF

[o112] M SsLHER] | Mk LA R 3RS Bt &9, AR LA AE T -3 AR
AR AR UG SR o

[0113]  'H-NMR (CDC1,, 500MHz) 8 8. 07 (s, 1H), 7. 78 (d, 1H), 7. 39 (m, 1H), 7. 25 (m, 1H), 7. 15
(m, 2H), 6. 62 (d, 1H), 6. 37 (br, 1H), 4. 08 (m, 1H), 3. 40 (m, 1H), 2. 83 (m, 4H) , 2. 59 (m, 1H), 2. 4
0 (s, 3H), 2. 20 (m, 1H), 1. 63 (m, 3H), 1. 42 (m, 1H) .

[0114]  SEHGEHI 14 & B N-(1- B4 —FF [2.2.2] F -3- ) -1-(4- 2R FER)-6- K
R =3 AL IE St i

[0115]

[or16] MRS sEHafs] | ik | MR SRS BB, AR AT 4= LR
F AR A2 20 B o

[0117]  'H-NMR(CDC1,, 500MHz) 6 8. 08 (s, 1H), 7. 69 (m, 1H), 7. 27 (m, 4H), 6. 64 (m, 1H), 6. 04
(br, 1H), 4. 12 (m, 1H), 3. 44 (m, 1H), 2. 87 (m, 4H), 2. 71 (m, 2H), 2. 60 (m, 1H), 2. 05 (m, 1), 1. 7
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0 (m, 3H), 1. 53 (m, 1H), 1. 28(t, 3H) »

[o118] St 5] 15« & B N-(1- &A% = 3F [2.2.2] 3¢ -3— 0 ) —6- A0 -1-(4- WAL R
H ) —3— Npne B B

[0119]

[0120] %R 5 SCiEm] 1 A7 1 AR R 77 XERAR ARt &4, AR AT 4- TRER
Fiée s P AE AR 46 S5k

[0121] "H-NMR (CDC1,, 500MHz) 6 8. 08 (s, 1H), 7,67 (d, 1H), 7. 31 (m, 4H), 6. 65(d, 1H), 5. 95
(br, 1H), 4. 10 (m, 1H), 3. 46 (m, 1H), 2. 86 (m, 4H) , 2. 65 (m, 2H), 2. 52 (m, 1H), 2. 01 (m, 1H), 1. 7
2 (m, 5H), 1. 55(m, 1H), 1. 02(t, 3H) »

[0122]  SEjafs] 16 <A f N-(1- 205 38 [2. 2. 2] 3¢ -3- 5% ) —6- SR -1-(2- ] —2- Jo
5 ) -3~ ke Bk

[0123]

[0124] 428 5Lt 1 A7 2 MHEIE 77 XERAR EARb &9, AR E T 2 i 2k
IR FIE R R J5R .

[0125]  'H-NMR(CDCl,, 500MHz) & 8. 02 (s, 1H), 7. 85(d, 1H), 7. 46 (m, 2H), 7. 29 (m, 1H), 7. 08
(m, 1H), 6. 87 (br, d, 1H), 6. 54 (d, 1H), 4. 06 (m, 1H), 3. 39 (m, 1H) , 2, 80 (m, 4H) , 2. 67 (m, 1H) , 2
.56 (m, 1H), 1. 94 (m, 1H), 1. 67 (m, 3H), 1. 41 (m, 1H), 1. 17 (d, 6H) .

[0126]  SEjafh] 17 « & B N- (1- 2% —FF [2. 2. 2] 3¢ —3- &) —6- %84t —1- (4- TH —2- #2%
B ) —-3- WtnE BB

[0127]

[o128] %ML SLHER] 1 ANJ7VA 1 MR T SN B AL &40, AR LT 24— A2
M ARG S
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[0129]1  'H-NMR(CDC1,, 500MHz) & 8. 08 (s, 1H), 7. 68 (m, 1H), 7. 37 (m, 2H), 7. 30 (m, 2H) , 6. 66
(m, 1), 5. 99 (br, 1H), 4. 10 (m, 1H), 3. 42 (m, 1H), 2. 99 (m, 1H), 2. 89 (m, 3H), 2. 55 (m, 1H), 2. 0
0 (m, 1H), 1. 72 (m, 3H), 1. 53 (m, 1H), 1. 28 (m, 6H) »

[0130]  SEjaff] 18 & N-(1- B —3F [2.2.2] 3¢ -3- ) -1-(4- PO T ) -6- &
£ -3- Mk ne B i

[0131]

OF N
lo132] %ML SCEml 1 A5 vk | MR 3RS B bsL &), AR ZALAET 4- S
A RIS R R
[0133]  'H-NMR(CDCl,, 500MHz) & 8. 07 (s, 1H), 7. 68 (d, 1H), 7. 34 (d, 2H), 7. 30 (d, 2H), 6. 65
(d, 1H), 6. 01 (br, 1H), 4. 12 (m, 1H), 3. 43 (m, 1H), 2. 87 (m, 4H), 2. 58 (m, 2H), 2. 02 (m, 1H), 1. 9
0 (m, 4H), 1. 79 (m, 1H), 1. 73 (m, 3H), 1. 54 (m, 1H), 1. 47 (m, 4H), 1. 28 (m, 1H)
[0134]  SEJfEf] 19 A N-(1- &2 —3F [2.2.2] ¢ -3- 3 ) -1-(4- FAEIEFE)-6- A
AR -3 WEIE B
[0135]

[0136]  #%MR5SLHE K] 1 A1J7iE 2 MR 77 SNERAG B 40, AR AL T 24— FAE A
AR AR .

[0137]  'H-NMR (CDC1,, 200MHz) 8 8. 09 (s, 1H), 7. 75(d, 1H), 7. 25 (d, 2H), 6. 95 (d, 2H) , 6. 73
(br, d, 1H), 6. 53 (d, 1H), 4. 05 (m, 1H), 3. 83 (s, 3H), 3. 30 (m, 1H), 2, 61 (m, 5H), 1. 95 (m, 1H), 1
.70 (m, 3H), 1. 46 (m, 1H) .

[0138]  SEZjEfs] 20 « A pl N-(1- 2% 3F [2.2.2] ¥ -3- 3% ) -1-(2- AL ) -6- &
AR =3 ML B ke

[0139]
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[o140]  FZHEESLHEE] | A% 1 MR TR B 610, AR Z AT (2- AR
HREA IR IR R o

[0141]  'H-NMR (CDC1,, 500MHz) 8 7. 98 (s, 1H), 7. 78 (d, 1H), 7. 48 (t, 1H), 7. 24 (s, 1H), 7. 13
(t, 2H), 6.72(d, 1H), 6. 12 (br, 1H), 4. 11 (m, 1H), 3. 87 (s, 3H), 3. 78 (m, 1H), 2. 85 (m, 4H), 2.5
3 (m, 1H), 2. 05 (m, 1H), 1. 82 (m, 3H), 1. 52 (m, 1H) ,

[0142]  SZHER] 21 A N-(1- B 2% 36 [2.2.2] F -3- 3 ) -1-(3- AL ) -6- &
R =3 Ak g F i

[0143]

N A

[0144] %R 5] 1 A7 1 AHFE R 7 SRR EARL &9, AR Z AET :3- R
IR B UG S5k

[0145]  'H-NMR(CDCl,, 500MHz) 6 7.83(d, 1H), 7. 34 (m, 2H), 7. 21 (d, 1H), 6. 96 (d, 1H), 6. 81
(d, 2H), 6. 48(d, 1H), 4. 12(m, 1H), 3. 67 (s, 3H), 3. 25 (m, 1H), 2. 71 (m, 4H) , 2. 57 (m, 1H), 1. 94
(m, 1H), 1. 66 (m, 3H), 1. 43 (m, 1H) »

[o146]  SEjafsl] 22 A A N-(1- B8 =Fh [2. 2. 2] 3¢ -3- 0t ) —6- AR -1-[4- ( =/ FHE)
FRHE 13— N

[0147]

aFF

[0148]  #ZM& S sLpts] 1 A0057% 2 MRS T 03R4 B AR b &4, AN ALAE T 4- =5/
TN R (SR

[0149]  'H-NMR (CDC1,, 200MHz) 8 8. 09 (s, 1H), 7. 83(d, 1H), 7. 79 (d, 2H), 7. 66 (d, 2H), 6. 67
(br, d, 1H), 6. 64 (d, 1H), 4. 12 (m, 1H), 3. 34 (m, 1H), 2, 84 (m, 4H), 2. 52 (m, 1H), 2. 03 (m, 1H), 1
.74 (m, 3H), 1. 51 (m, 1H) »

[0150]  SEZHEH 23 A N-(1- Z 4% 3 [2.2.2] F -3- ) —6- EAL - 1-[4-( =RmF R
H) R 13- nhnE

[0151]
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lo152] 8 S5 SEHEMI | A7 ik 2 AR T SRS B RR A, R Z AT 4= =T
IR R IR R

[0153]  "H-NMR(CDCl, 200MHz) 8 8. 09 (s, 1H), 7. 73(d, 1H), 7. 40 (m, 4H), 6. 65 (d, 1H), 6. 25
(br, d, 1H), 4. 11 (m, 1H), 3. 41 (m, 1H), 2, 87 (m, 4H), 2. 58 (m, 1H), 2. 03 (m, 1H), 1. 73 (m, 3H), 1
.57 (mn, 1H)

[0154]  SEJf] 24 A N-(1- &4 86 [2.2.2] 3 -3- 3 ) 6- A0 -1-[2-( =ZHmF A
B ZEHE 13- nhiE B

[0155]

O
lo156]  #iE LSl 1 ML 1 AN 7 RBEAE E AR LA, R Z AT 2 =5
BT I LR
[0157]  'H-NMR(CDC1,, 500MHz) 8 7.99 (s, 1H), 7. 72(m, 1H), 7. 58 (m, 1H), 7. 44 (m, 3H) , 6. 67
(m, 1H), 6. 09 (br, 1H), 4. 13 (m, 1H), 3. 43 (m, 1H), 2. 92 (m, 4H), 2. 62 (m, 1H), 2. 03 (m, 1H), 1. 7
3 (m, 3H), 1. 64 (m, 1H) .
[0158]  SZHEMI 25 + A N~ (1- A% 35 [2.2.2] % -3~ 46)-1-(2, 4- ) -6-
i -3 WE P AR
[0159]

[o160]  HXHASSCHEM] 1| FIJy vk 2 R RIEAE B AR A, RAZAET 2,4 &
ST PR A A SR

[0161] 1H—NMR(CDC13,500MHz) §7.96(s, 1H),7.87(d, 1H), 7. 54 (s, 1H), 7. 36 (d, 1H), 7. 22
(d, 1H), 7. 02 (br, d, 1H), 6. 49(d, 1H), 4. 01 (m, 1H), 3. 23 (m, 1H), 2, 77 (m, 4H), 2. 54 (m, 1H), 1
.89 (m, 1H), 1. 63 (m, 3H), 1. 37 (m, 1H) »
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[0162] S Jifi 141 26 + & A N-[ (BR)—1- % Z& — ¥F [2.2.2] 3¢ -3- £ )-1-(2,4- & %
H ) -6 FAR -3 mLmE P %
[0163]

[o164] DL 5 =2 i 5] 1-2 A0 2 4] 1-3 AH 1A 19 75 XAk 6- A AR -1-(2,4- &K
H)-1,6- & -3- Mg R, A2 AET 22, 4- —SURRH R ERRIG R, BLS St
1-4 FJ5vk 2 MR 77 X A B 6- A8 -1-(2, 4- &R ) -1, 6- & -3 itne AN
3R- T R RIS B AR LA

[0165] "H-NMR (CDC1,, 500MHz) 6 7.96 (s, 1H), 7. 87(d, 1H), 7. 54 (s, 1H), 7. 36 (d, 1H), 7. 22
(d, 1H), 7. 02 (br, d, 1H), 6. 49(d, 1H), 4. 01 (m, 1H), 3. 23 (m, 11), 2, 77 (m, 4H) , 2. 54 (m, 1H), 1
.89 (m, 1H), 1. 63 (m, 3H), 1. 37 (m, 1H) »

[0166] S i 41 27 : & B N-[(3S)-1— & £« — ¥F [2.2.2] 3¢ -3- ) -1-(2,4- — & K
5t ) -6 FAR -3 MERE i i

[0167]

[o168] DL 5 52 i 4 1-2 0 S 1 1-3 AH 1AL 07 20 A ik 6- AR -1-(2,4- &R
F-1,6- E -3- MEIE R, AR ZAAET 2, 4- “EORB e RIGE R . PLSSLiE )]
1-4 F1757% 2 MF B9 77 S A ) 6- A8 —1-(2, 4= &Rt ) -1, 6- & -3 ke R A
3S- T R E R IRIF B AR LA

[0169]  'H-NMR(CDC1,, 500MHz) 6 7. 96 (s, 1H), 7. 87 (d, 1H), 7. 54 (s, 1H), 7. 36 (d, 1H), 7. 22
(d, 1H), 7. 02 (br, d, 1H), 6. 49 (d, 1H), 4. 01 (m, 1H), 3. 23 (m, 1H), 2, 77 (m, 4H) , 2. 54 (m, 1H), 1
.89 (m, 1H), 1. 63 (m, 3H), 1. 37 (m, 1H) .

[0170]  SEJfE 9] 28 : & Bl N-(1- (4% 9 [2.2.2] 3¢ -3- 2 )-1-(3- & ~4- FHE AR
5 ) —6- AR -3 e B SR

[0171]




CN 103328477 B i BB 21/62 7

[0172] 4z 5 SEits] 1 A005 7% 2 MR 7 N3k 43 Bt &), ANFZAE T3-S —4- H
£ 917 K Sy

[0173]  'H-NMR(CDC1,, 200MHz) & 8. 07 (s, 1H), 7. 70 (d, 1H), 7. 41 (m, 1H), 7. 26 (m, 1H), 7. 03
(d, 1H), 6. 64 (d, 1H), 6. 23 (br, d, 1H), 4. 05 (m, 1H), 3. 97 (s, 3H) , 3. 42 (m, 1H), 2, 87 (m, 4H) , 2
.59 (m, 1H), 2. 04 (m, 1H), 1. 80 (m, 3H), 1. 56 (m, 1) ,

[0174]  SZjifi ] 29 « & A N-(1- 20 2% — FF [2.2.2] ¢ -3- 3L )-1-(2- & —4- FF & %
5 ) -6- FAR -3 e P B

[0175]

[0176] 4% 5 sLits] 1 A1 753% 2 MR 77 3R A8 Edbr b A1, ANFZ AT :2- 41— F
IR A AR AT ah B ) o

[0177]  'H-NMR(CDC1,, 500MHz) 6 7. 97 (s, 1H), 7. 87 (d, 1H), 7. 27 (s, 1H), 7. 20 (m, 2H), 7. 00
(br, d, 1H), 6. 45 (d, 1H), 3. 98 (m, 1H), 3. 18 (m, 1H), 2, 72 (m, 4H) , 2. 53 (m, 1H), 2. 03 (s, 3H), 1
.86 (m, 1H), 1. 60 (m, 3H), 1. 35 (m, 1H) .

[0178]  SEjaf] 30 A e N-(1- B4 = FF [2. 2. 2] 3¢ -3- ) -1-(2, 5- A HE ) —6- %
£ —3— Nk i FF Bt i

[0179]

[o180] 4% RS St 1 N7 ik 1 AH A 977 AARAT EARL &4, AR ZARAET <2, 5= 23
ARG PR U6 Bt

[0181]  'H-NMR (CDCl4, 500MHz) & 8. 02 (m, 1H), 7. 75(d, 1), 7. 17 (m, 3H), 6. 65 (d, 1), 6. 25
(br, 1H), 4. 11 (m, 1), 3. 41 (m, 1), 2. 85 (m, 41) , 2. 66 (m, 11), 2. 04 (m, 1H), 1. 84 (m, 3H), 1. 6
3 (m, 1H)

[0182]  SEJEMI 31 A AL N-(1- A —FF [2.2. 2] % -3- 3% ) -1-(3, 5- “5HHE ) -6- K
A =3 IEE F BLA%

[0183]
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[0184] %R 5 SCit 1 A7 1 MHFE R R EARe &Y, AR AET 23, 5- =&
IR A AER LR S5k

[0185]  'H-NMR(CDCI,, 500MHz) 6 8. 03 (s, 1H), 7. 70 (d, 1H), 7. 47 (s, 1H), 7. 32 (s, 2H), 6. 71
(d, 1H), 6. 07 (br, 1H), 4. 10 (m, 1H), 3. 43 (m, 1H), 2. 85 (m, 4H), 2. 56 (m, 1H), 2. 02 (m, 1H), 1. 7
1 (m, 3H), 1. 46 (m, 1H) »

[o186]  SEjafs] 32 + A Rl N- (1- %2 3 [2. 2. 2] 3¢ =338 ) -1- (2, 4- ZHHEORIE ) —6- 4
AR =3- mbme B B

[0187]

[o188]  #ZHE 5Lyt 1 A7k 1 AHFE R 77 AERAR BRI &4, AR Z e T 22, 4-
SRR T AR S B o

[0189]  'H-NMR(CDC1,, 500MHz) & 7. 96 (s, 1H), 7. 81(d, 1H), 7. 18 (m, 3H), 6. 63 (d, 11), 6. 10
(br, 1H), 4. 13 (m, 1H), 3. 47 (m, 1H), 3. 05 (m, 1H), 2. 95 (m, 4H), 2. 38 (s, 3H), 2. 12(s, 3H), 1. 9
7(m, 1H), 1. 51 (m, 3H), 1. 40 (m, 1H) «

[0190]  SEjiffs] 33 N-(1- 24 —3F [2.2.2] 3¢ -3- 2t ) -1-(2- & —4- AR ) -6-
R -3~ Nk R B A

[0191]

[o192] B8 5 sEhtifs] 1 A1J7v% 2 M A 77 RERAT B At &9, ANEZAET 2-F -4-F

FOR ek ARG AR o

[0193]  '"H-NMR(CDCl,, 500MHz) 6 8.02(d, 1H), 7. 91 (m, 1H), 7. 37 (s, 1H), 7. 18 (m, 2H), 7. 02

(br, 1H), 6. 64 (m, 1H), 4. 21 (m, 1H), 3. 23 (m, 1H), 2. 95 (m, 5H), 2. 40 (s, 3H), 2. 12 (m, 1H), 1. 8

5 (m, 3H), 1. 49 (m, 1H)

[0194]  SCHEM] 34 & N-(1- B2 = FF [2.2.2] 3¢ -3- 3 ) -1-(2, 4- = eH: ) -6- %4
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A =3 M AR i
[0195]

[0196] %R 5Lt 1 A7 1 MHFE R R EAR L&Y, AR ZAET <2, 4- 25
IR B U6 S5k o

[0197]  'H-NMR(CDC1,, 500MHz) 6 8. 03 (s, 1H), 7. 76 (m, 1H), 7. 34 (m, 1H), 7. 05 (m, 2H), 6. 65
(d, 1H), 6. 51 (br, 1H), 4. 12 (m, 1H), 3. 49 (m, 1H), 3. 22 (m, 1H), 2. 83 (m, 4H), 2. 02 (m, 1H), 1. 7
8 (m, 3H), 1. 62 (m, 1H) »

[0198] <L 9] 35 : A B N-(1- %0 2% — FF [2.2.2] 3¢ -3- & )-1-(2- & -5 F %
5 ) —6- AR -3 e BB

[0199]

AR

o

[0200]  #ZRESSEREH] 1 AL LA F 77 503k Bt &7, AR ALAET (1- 5 -5-
HE R A R IR S5k

[0201]  'H-NMR(CDCl,, 500MHz) & 7. 95 (m, 1H), 7. 79(d, 1H), 7. 43 (d, 1H), 7. 22(s, 1H), 7. 16
(s, 1H), 6.67(d, 1H), 6. 32 (br, 1H), 4. 15 (m, 1H), 3. 41 (m, 1H), 2. 85 (m, 4H), 2. 73 (d, 1H), 2. 3
7(s, 3H), 2. 05 (m, 1H), 1. 72 (m, 3H), 1. 48 (m, 1H)

[0202]  SE 9] 36 & A N-(1- B2 36 [2.2.2] ¢ -3- ) -1-(4- LT 3 —2- &K
B ) —6— AR -3 nbuE F B ik

[0203]

H —2- IR I E IR R
[0205]  'H-NMR (CDCl,, 500MHz) 8 7. 94 (m, 1H), 7. 82(d, 1H), 7. 54 (d, 1H), 7. 33(d, 1H), 7. 23
(t, 1H), 6.61(d, 1H), 6. 57 (br, 1H), 4. 07 (m, 1H), 3. 29 (m, 1H), 2. 84 (m, 41), 2. 60 (m, 1H), 1. 8
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7(m, 1H), 1. 68 (m, 3H), 1. 40 (m, 1H), 1. 34 (s, 9H)

[0206]  SLffifs] 37 A R N-(1- B2 3 [2.2.2] F -3- L) -1-(2- & —~4- |FEH)-6- %
R =3~ MLIE Y Bt Ml

[0207]

[0208]  #%H& S sRitaf] | A% LRI 7 sC3RAS BARL 1, A2 E T 2- E -4- T
RREA R AG 5k

[0209]  'H-NMR (CDC1,, 500MHz) & 8. 09 (s, 1H), 7. 91 (d, 1), 7. 73 (m, 2H), 7. 33 (m, 1H), 6. 67
(d, 1), 6. 11 (br, 1H), 4. 10 (m, L1}, 3. 39 (m, 11), 2. 81 (m, 4H), 2. 56 (m, 11), 1. 72 (m, 411), 1. 4
9 (m, 1H)

[0210]  SEfififd] 38 Al N- (1- 2% —3F [2. 2. 2] ¥ -3- k) -1-(4- | —2- | ) 6- K
X -3 nttwe

[0211]

[0212] %5 STifs) 1 A0 L AR O7 23R8 EdRf A, ARZAET 4- & -2- 5
IR A AER LG S5k o

[0213]  'H-NMR(CDC1,, 500MHz) & 7. 98 (s, 1H), 7. 72(d, 1H), 7. 31 (m, 3H), 6. 62(d, 1H), 6. 14
(br, 1H), 4. 09 (m, 1H), 3. 47 (m, 1H), 3. 36 (m, 1H), 2. 86 (m, 3H), 2. 56 (m, 1H), 2. 07 (s, 1H), 1. 7
2(m, 3H), 1. 53 (m, 1H) .

[0214]  SZja 6] 39 : & B N-(1- & ¢ — FF [2.2.2] ¢ -3- 3 )-1-(3,4- — FF 4 it %
Bt ) —6- AR -3~ e B

[0215]

O =W s
(02161 45HR 5 Sl | AIJ7i% 1 AR TR RAS B AR A, R Z AT 13, 4- =

AR LA VB IR R
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[0217]  '"H-NMR(CDCl,, 500MHz) 6 8. 10 (s, 1H), 7. 73(d, 1H), 6. 91 (m, 3H), 6. 57 (d, 1H), 6. 33
(br, 1H), 4. 10(d, 1H), 3. 95 (m, 3H), 3. 91 (m, 3H), 3. 37 (m, 1H), 2. 81 (m, 4H), 2. 55 (m, 1H), 2. 0
4 (m, 1H), 1. 68 (m, 3H), 1. 49 (m, 1H) .

[0218]  SZjf] 40 A A N-(1- B 4% 30 [2.2.2] 3 -3- 3£ )-1-(3,4- ~& K H ) -6- &
£ —3— Nk e HF Bt M

[0219]

@ .
[0220]  $ZBRS a1 A1 7798 1 AR 5 X3RS B Artb &9, AR AAAET :3,4- &
AR VR R LG Rk
[0221]  'H-NMR(CDCl,, 500MHz) & 8. 07 (s, 1H), 7. 74 (d, 1H), 7. 55 (m, 2H), 7. 23 (m, 1H) , 6. 59
(m, 1H), 6. 42 (br, 1H), 4. 12 (m, 1H), 3. 38 (m, 1H), 2. 83 (m, 4H), 2. 63 (m, 1H), 2. 03 (m, 1H), 1. 7
3(m, 2H), 1. 49 (m, 1H) »
[0222]  SEHEM] 41 & B N-(1- B2 —3F [2.2.2] 3¢ -3- 3£)-1-(3,4- —Hm ) -6- &

A =3 M AR i
[0223]

[0224]  #ZRESSLHE R | ATk 1 AR AT GRS AR b &9, AR ZALAET 23, 4- 9
HIA RS IR R o

[0225]  'H-NMR (CDC1,, 500MHz) 8 8. 08 (s, 1H), 7. 72(d, 1H), 7. 32 (m, 2H), 7. 16 (m, 1H), 6. 65
(d, 1H), 6. 29 (br, 1H), 4. 10 (m, 1H), 3. 40 (m, 1H), 2. 87 (m, 4H), 2. 53 (m, 1H), 1. 98 (m, 1H), 1. 6
7 (m, 3H), 1. 48 (m, 1H)

[0226]  SE i ] 42 : & B N-(1— &0 2% 3 [2.2.2] ¢ —3— ) -1-(4- & —3- B & %
B ) —6— FAX 3 LnE A

[0227]
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[0228] MG 5 SEif] 1 A5k LRI 7 N3RAG EFrfb &, NFEZAAET 4- - -3-F
IR RS UG )5k .

[0229]  'H-NMR(CDCl,, 500MHz) & 8. 02 (s, 1H), 7. 62(d, 1H), 7. 42(d, 1H), 7. 28 (s, 1H), 7. 18
(m, 1H), 6. 63 (d, 1H), 6. 01 (br, 1H), 4. 06 (m, 1H), 3. 42 (m, 1H), 2. 80 (m, 4H) , 2. 59 (m, 1H), 2. 4
2(s, 3H), 1. 97 (m, 1H), 1. 63 (m, 3H), 1. 48 (m, 1H)

[0230]  SEJffF] 43 & R N-(1- B2 =8 [2.2.2] 3¢ -3- ) -1-(3,5- —H A ) -6- 4,
A =3 Ak e AP i

[0231]

[0232] ¥ M5 sLEy] 1 A5k 1 AR TG 3RS AR &7, AR Z AT 3, 5-
IR A AR SR S5k o

[0233]  'H-NMR(CDCl3, 500MHz) 6 8. 45 (m, 1H), 8. 42 (s, 1H), 8. 15 (m, 1H), 7. 10 (m, 2H), 6. 86
(m, 1H), 6. 59 (d, 1H), 4. 57 (m, 1H), 4. 17 (m, 1H), 3. 99 (m, 1H), 3. 52 (m, 1H), 3. 29 (m, 2H), 3. 11
(m, 1H), 2. 50 (m, 1H), 2. 48 (m, 1H), 2. 08 (m, 2H) , 1. 83 (m, 1H) .

[0234] 52 B 44 - & BON-(1- & 2% = 36 [2.2.2] ¥ -3- 3 )-1-(4- | —2- B & %
B ) —6— AR -3 nbuE F B ik

[0235]

0PN
[0236] % M85 SClefs] 1 AT 74 L AHIFI DT S3RAT BEARL &1, ARZAET :4- 3/ —2-
HEIRREA VRS AR R o
[0237]  'H-NMR (CDC1,, 500MHz) 6 7.94 (s, 1H), 7. 71(d, 1H), 7. 16 (m, 1H), 7. 05 (m, 2H) , 6. 65
(d, 1H), 6. 05 (br, 1H), 4. 09 (m, 1H), 3. 42 (m, 1H), 2. 88 (m, 4H), 2. 56 (m, 1H), 2. 14 (s, 31), 1. 6
7 (m, 4H), 1. 52 (m, 1H) .
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[0238] 5 jifi 1l 45 : & B N-(1- &0 2 = OF [2.2.2] 3% -3 3£ )-1-(2, 5- — B 4 0k 2%
B ) —6- AL -3 nbug B Bt e
[0239]

O7 T
[0240]  #MR 5 sLjds] 1 A5V 2 AR 77 X3RS A&, AR ET 22, 5- —H
AR IR AR A LR Rk o
[0241]  'H-NMR(CDCl,, 500MHz) & 8. 06 (s, 1H), 7. 74 (d, 1H), 6. 57 (d, 1H), 6. 52(d, 1H), 6. 50
(m, 2H), 4. 08 (m, 1H), 3. 79 (s, 6H), 3. 37 (m, 111), 2. 95 (m, 41), 2. 60 (m, 1H), 1. 98 (m, 111, 1. 66
(m, 3H), 1. 48 (m, 1H) .
[0242]  SLjEMH] 46 A R N-(1- 2R 236 [2.2.2] 3¢ -3- ) -1-(2, 3- &R ) 6- 4
R =3 L nE B
[0243]

[0244] #5552 1 ANT7E 1 AR 8077 SO3R1G B s &9, AR ZALAET <2, 3- &
Ak ARSI SR .

[0245]  'H-NMR (CDC1,, 500MHz) 8 7. 99 (s, 1H), 7. 80 (d, 1H), 7. 61 (d, 1H), 7. 38 (m, 2H) , 6. 63
(d, 1H), 6. 29 (br, 1H), 4. 08 (m, 1H), 3. 42 (m, 1H) , 2. 85 (m, 5H) , 2. 08 (m, 1H), 1. 82 (m, 3H), 1. 5
9 (m, 1H) .

[0246] S 47 : & A N-(1- 2% 3 [2.2.2] ¢ -3- ) -1-(3- & —2- F A MK
B ) —6- SR -3 L L

[0247]

[0248] &ML SLitt] 1 AT ik LA AT RS BbML &8, AFRZALAET :3- 3 -2- F
AR LA VB IR R
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[0249]  'H-NMR (CDCl,, 500MHz) & 7. 97 (s, 1H), 7. 81 (d, 1), 7. 52(d, 1H), 7. 21 (m, 2H), 6. 72
(d, 1H), 6. 21 (br, 1H), 4. 14 (m, 1H), 3. 84 (s, 3H), 3. 41 (m, 1H), 2. 98 (m, 41), 2. 68 (m, 1H), 2. 0
3 (s, 1H), 1. 68 (m, 3H), 1. 45 (m, 1H)

[0250] Kt 1] 48 « A5 J N-(1- &A% 36 [2.2.2] ¥ -3 3k ) -1-(3- /i —4- F A 2L K
) —6- %R -3 mtne AL

[0251]

[0252] BB 5 sEhtts] 1 AJ7v% LAH A B T7 RERAT B AL &9, ANEZRAET 3-F —4- F
SR R ARG IR R

[0253]  'H-NMR(CDC1,, 500MHz) § 8. 09 (s, 1H), 7. 69(d, 1H), 7. 03 (m, 3H), 6. 60 (d, 1H), 6. 21
(br, 1H), 4. 09 (m, 1H), 3. 92 (s, 3H), 3. 40 (m, 1H), 2. 94 (m, 4H), 2. 60 (m, 1H), 2. 01 (m, 1H), 1. 8
5(m, 3H), 1. 49 (m, 1H) .

[0254]  SE i 4] 49 « & AR N-(1- &0 4% = ¥F [2.2.2] ¢ -3- ) -1-(2,4- = F % B R
5 ) -6 FAK -3 MERE i i

[0255]

[0256] {5 seciats] | AnTrik 1 MRS RS BASL &, AR ZARAET 22, 4- —F
SRR R IA Bk

[0257]  'H-NMR(CDCl,, 500MHz) & 7. 95 (s, 1H), 7. 72(d, 1H), 7. 18 (m, 1H), 6. 61 (m, 3H), 6. 17
(br, 1H), 4. 12 (m, 1H), 3. 85 (s, 3H), 3. 79 (s, 3H), 3. 42 (m, 1H), 2. 92 (m, 4H), 2. 60 (m, 1H), 1. 9
0 (m, 1H), 1. 73 (m, 3H), 1. 41 (m, 1H) .

[0258]  SEHfafs] 50 ARl N-(1- %% =30 [2. 2. 2] F -3- 3% ) -1-(3- & —4- AL ) -6- A
R -3 e F i

[0259]
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[0260] 4% HE5sKiats] 1 A0 753 LRI 7 23R8 B bR A, AR ZAAAE T 23— & —4-
IR B 6 k) .

[0261]  'H-NMR(CDCl,, 500MHz) 6 8. 02 (s, 1H), 7. 68(d, 1H), 7. 51 (d, 1H), 7. 37 (m, 2H), 6. 63
(d, 1H), 6. 02 (br, 1H), 4. 05 (m, 1H), 3. 42 (m, 1H), 2. 85 (m, 4H), 2. 58 (m, 1H), 2. 02 (m, 1H), 1. 7
2 (m, 3H), 1. 56 (m, 1H) .

[0262]  SEJfE 7] 51 : A B N-(1- & 2% —FF [2.2.2] ¥ -3- 3 ) -1-(4- & -3- FAE X
HE ) —6- AR —3- e B LR

[0263]

[0264] %M SRt 1 AT 74 L AHIFI DT S3RAT BARL &1, ARZAAET 4=/ -3-F
SRR R Ia Bk

[0265]  'H-NMR(CDC1,, 500MHz) § 8. 03 (s, 1H), 7. 77 (d, 1H), 7. 62(d, 1H), 6. 97 (m, 2H) , 6. 60
(d, 1H), 6. 42 (br, 1H), 4. 18 (m, 1H), 3. 89 (s, 3H), 3. 41 (m, 1H), 2. 87 (m, 5H), 2. 18 (m, 1), 1. 8
0 (m, 3H), 1. 58 (m, 1H) .

[0266]  SKJti % 52 : 5 e N=(1- %% 36 [2. 2. 2] ¥ -3- Fk ) -1-(2- WA —5- ALK
) -6 AN -3 g F B

[0267]

Ht —5— H ORIt AR RS 46 Tk o

[0269]  'H-NMR(CDC1,, 500MHz) & 8. 02 (s, 1H), 7. 81(d, 1H), 7. 23 (m, 1H), 7. 12(s, 1H), 6. 79
(d, 1H), 6. 63 (br, 1H), 6. 60 (d, 1H), 4. 20 (m, 1H), 3. 78 (s, 3H), 3. 72 (m, 1H), 3. 20 (m, 1H), 2. 8
8 (m, 4H), 2. 38 (s, 3H), 2. 18 (s, 1H), 1. 82 (m, 3H), 1. 59 (m, 1H) .

[0270]  SZjifi %] 53« & B N-(1- & 2% — FF [2.2.2] ¢ —-3- K )-1-(4- & —2- 7 ¢
Ht ) —6- FAR -3 MEnE i i

[0271]
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[0272] 4% STiEf] | F0753% L AR O7 03R48 B bR A1, AR Z A FE T 4 —2- F
HEOR A AR RS 46 ) o

[0273]  'H-NMR(CDC1,, 500MHz) 6 8. 01 (s, 1H), 7. 81(d, 1H), 7. 37 (m, 2H), 7. 14 (d, 1H), 6. 78
(d, 1H), 6. 48 (br, 1H), 4. 15(m, 1H), 3. 49 (m, 1H), 3. 05 (m, 1), 2. 89 (m, 4H), 2. 17 (s, 3H), 2. 1
0 (m, 1H), 1. 80 (m, 3H), 1. 63 (m, 1H) .

[0274]  SEZJafhl] 54 A R N-(1- 2028 —3F [2. 2. 2] 3¢ -3- ) —1-(4- H& AL —2- I AEOR
5 ) —6- AR -3 e BB

[0275]

[0276]  #ZHEHSLEE] 1 FIJ7vE 1 MR R TT 3R EARL &, AR ZAAET 4- B
Bk -2 FEOR A AR LG 5K .

[0277]  'H-NMR(CDC1,, 500MHz) & 8. 01 (s, 1H), 7. 85(d, 1H), 7. 06 (d, 1H), 6. 79 (m, 3H), 6. 58
(d, 1H), 4. 20 (m, 1H), 3. 79 (s, 3H), 3. 44 (m, 1H), 3. 05 (m, 1H), 2. 90 (m, 4H) , 2. 09 (s, 3H) , 2. 07
(m, 1H), 1. 81 (m, 3H), 1. 59 (m, 1H) .

[0278]  SEjiafs] 55 A R N-(1- 2804 36 [2. 2. 2] ¢ 3-8 ) -1-[4- & -3-( =m P &) K
FE ]-6- SAR —3- e B B

[0279]

[o280] % ME L sk 1 ATk 1 AR BT NRB B &%, AR Z AT

A= -3- (=P ) IR IR R

[0281]  'H-NMR(CDCl,, 500MHz) § 8. 07 (s, 1H), 7. 72 (m, 3H), 7. 53 (m, 1H), 6. 65 (d, 1H), 6. 09

(br, 1H), 4. 13 (m, 1H), 3. 48 (m, 1H), 2. 89 (m, 4H) , 2. 57 (m, 1H), 2. 01 (m, 1H), 1. 78 (m, 2H), 1. 6

9 (m, 1H), 1. 43 (m, 1H)

[0282] St 56 « 5 Bl N=(1- &2k 2 3F [2.2.2] % -3- 2 )-1-(5- & —2- AR
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H ) —6- AT -3 WL BBk
[0283]

[0284] & HB 5 SKhtfs] 1 A1J7% LAH A B 77 RERAS BEARL &Y, ANFEZAET - -2- F
AR e AR A 4R SR .

[0285] "H-NMR (CDC1,, 500MHz) 6 7.91 (s, 1H), 7. 70(d, 1H), 7. 42(d, 1H), 7. 26 (s, 1H), 7. 00
(d, 1H), 6.61(d, 1H), 6. 06 (br, 1H), 4. 10 (m, 1H), 3. 80 (s, 3H), 3. 37 (m, 1H), 2. 88 (m, 4H), 2. 5
7 (m, 1H), 1. 98 (m, 1H), 1. 67 (m, 3H), 1. 42 (m, 1H) .

[0286]  SEjafs] 57 « A N-(1- &8 3 [2. 2. 2] 3¢ -3- 4t ) —1-[2- S 4-( =Fm P HEAE)
oA 16— AR -3 MERE LR

[0287]

[o288] MR Sl 1 A7k 2 MR 7 X IR B B 69, AR Z &7 T
2- & —A- (=R ) R RS R

[0289]  'H-NMR(CDC1,, 500MHz) & 7. 95 (s, 1H), 7. 82(d, 1H), 7. 47 (s, 1H), 7. 41(d, 1H), 7. 30
(d, 1H), 6. 63 (d, 1H), 6. 50 (br, d, 1H), 4. 11 (m, 1H), 3. 36 (m, 1H) , 2, 87 (m, 4H) , 2. 62 (m, 1H) , 2
.00 (m, 1H), 1. 71 (m, 3H), 1. 50 (m, 1H) .

[0290]  SEjifh] 58 & N- (1- &2 —FF [2.2.2] 3¢ —3—- 3 ) -1-(4- 5 -3- |AH ) -6- 4
R —3— Mg R A

[0291]

[0202] 4 S | RIJTIE: | AR 7 O3RAS ERRAL A, AR AME T 24— 5 -3
SRR B R
[0293]  'H-NMR (CDC1,, 500MHz) 6 8.09 (s, 1H), 7.73(d, 1H), 7. 51 (t, 1H), 7. 25(m, 1H), 7. 15
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(d, 1H), 6.62(d, 1H), 6. 29 (br, 1H), 4. 13 (m, 1H), 3. 47 (m, 1H), 2. 86 (m, 4H), 2. 65 (d, 1H), 2. 0
2(m, 1H), 1. 95 (m, 1H), 1. 71 (m, 2H), 1. 54 (m, 1H) ,

[0204] St 451 59 : & B N-(1- &% =3 [2.2.2] ¢ -3- L )-1-(2,4,5- = F A AR
B ) —6- FAL -3 N P LR

[0295]

[0206] %R 5 Sjm] 1 A7 1 MHFE R T RS EARe &Y, AR AT 2,4, 5- =
AR 2 DR gt FH VAR R Sk

[0297]  'H-NMR(CDC1,, 500MHz) 6 8. 09 (s, 1H), 7. 69 (d, 1H), 6. 65 (d, 1H), 6. 56 (s, 2H), 6. 07
(br, 1H), 4. 11 (m, 1H), 3. 87 (m, 9H), 3. 43 (m, 1H), 2. 82 (m, 4H), 2. 59 (m, 1H), 2. 01 (m, 1H), 1. 6
9 (m, 3H), 1. 54 (m, 1H) »

[0208]  SEjafs] 60 « A Rl N-(1- 2% 36 [2. 2. 2] 3¢ -3- 3% ) -1-(2, 4, 5— =FURHE ) —6- 4
AR =3— mibme F B

[0299]

[0300] %M sl 1 AL 1 AR GRS BARL &), NRIZARET 2,4, 5- =
SIRMEA Vo R

[0301]  'H-NMR(CDCl,, 500MHz) & 7. 93 (s, 1H), 7. 78 (d, 1H), 7. 69 (s, 1H), 7. 49 (s, 1H), 6. 68
(d, 1H), 6. 22 (br, 1H), 4. 13 (m, 1H), 3. 42 (m, 1H) , 2. 88 (m, 4H), 2. 67 (m, 1H), 1. 78 (m, 3H), 1. 6
5(m, 1), 1. 47 (m, 1H)

[0302]  SLHEf] 61 « Al N- (1= U0 38 [2. 2. 2] 37 3-8 ) —1-(3, 4, 5- =A%) 6- %
R -3 e F B

[0303]
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[0304] 4z 5Lt 1 A7k 1| M FE R D7 N3RS BAstb &9, AR AAAET 23,4, 5- =
BN ARG SR

[0305]  'H-NMR(CDCl,, 500MHz) & 8. 07 (s, 1H), 7. 78(d, 1H), 7. 18 (m, 2H), 6. 58 (m, 2H) , 4. 09
(m, 1H), 3. 67 (m, 1H), 3. 40 (m, 1H), 2. 83 (m, 3H), 2. 57 (m, 1H), 1. 99 (m, 1H), 1. 68 (m, 3H), 1. 51
(m, 1H) o

[0306]  SEZJifi 191 62 : & Bl N-(1— & 4% —FF [2.2.2] ¥ —3- L) —6— AL —1-(3— L 2%
B ) -3 Mk B B RL

[0307]

[0308] %5t 1 177 2 AR B 77 ER1R EARtb &4, AR AT 23— JRER
Fiée i FHAE AL 46 S5 k)

[0309]  'H-NMR(CDC1,, 500MHz) 6 7. 78 (s, 1H), 7. 63 (d, 1H), 7. 45 (m, 3H), 7. 22 (m, 6H) , 6. 57
(br, d, 1H), 6. 28(d, 1H), 3. 90 (m, 1H), 3. 19 (m, 1H), 2, 71 (m, 41), 2. 42 (m, 1H), 1. 80 (m, 1H), 1
.57 (m, 3H), 1. 30 (m, 1H) »

[0310]  SLjEfd] 63 & pl N-(1- 228 36 [2. 2. 2] ¢ -3- 3t ) -6 AR —1- (2- ZRIE AR
IR ) —3- M B A

[0311]

[0312]  #ZHR S SLiE] 1 AJ5ik 2 MR T XER1E B Frb &4, AR AAET 2- R H
SRl VRS IR IR R

[0313]  'H-NMR (CDC1,, 500MHz) 8 8. 03 (s, 1H), 7. 80 (d, 1H), 7. 23 (m, 7H), 7. 02 (m, 2H), 6. 92
(br, d, 1H), 6. 44 (d, 1H), 5. 04 (s, 2H), 4. 01 (m, 1H), 3. 24 (m, 1H), 2, 75 (m, 4H), 2. 55 (m, 1H), 1
.89 (m, 1), 1. 63 (m, 3H), 1. 33 (m, 1H)

[0314]  SEjE 5] 64 : A B N-(1- 20 2% 38 [2.2.2] 3 -3- 2 ) -6 & AX —1-(2- AR
A ) —3— MEWE FF B i

[0315]
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[0316] %R S SCtt] 1 17732 2 MR B 77 XER1E EARib &4, AR AT 22— AR
Fiée s P AE R 46 Sk o

[0317]  'H-NMR(CDC1,, 500MHz) 6 7. 78 (s, 1H), 7. 63(d, 1H), 7. 44 (m, 3H), 7. 20 (m, 6H) , 6. 57
(br, d, 1H), 6. 28(d, 1H), 3. 90 (m, 1H), 3. 19 (m, 1H), 2, 76 (m, 41), 2. 41 (m, 1H), 1. 80 (m, 1H), 1
.57 (m, 3H), 1. 30 (m, 1H) »

[0318]  SLJiE 5] 65 : A Al N-(1- 7% 3F [2.2.2] 3¢ -3-F ) -1-(4- ZR B R AL ) -6-
AR =3- mbme B B

[0319]

[0320]  #ZMESSRHEE | M5k 1L AR 3RS Bt &9, AR LA T 4- FRFETR
et IR AR Skt o

[0321]  'H-NMR(CDCl,, 500MHz) & 8. 16 (s, 1H), 7. 72 (m, 3H), 7. 62 (m, 2H), 7. 49 (m, 4H), 7. 42
(m, 1H), 6. 67 (m, 1H), 6. 14 (br, 1H), 4. 12 (m, 1H), 3. 42 (m, 1H), 2. 86 (m, 4H) , 2. 58 (m, 1H), 2. 0
2(m, 1H), 1. 72(m, 1H), 1. 53 (m, 1H) »

[0322]  SEEHA 66 : & B N-(1- B2 = HF [2.2.2] 3 -3- ) -1-(2- A4 HE 5 FE R
H ) —6- AR -3 nbuE B Bt fig

[0323]

o
[0324] % HA 5 S2if | AIFvE | MR O s34 AR AL &, R 2 AL FET 2 B
35— LI VA G BB

[0325] 1H—NMR(CDCI:»,,BOOMHZ) §8.02(s, 1H),7.71(m, 2H), 7. 57 (m, 2H), 7. 51 (m, 1H), 7. 48
(m, 2H), 7. 35(m, 1H), 7. 14 (m, 1H), 6. 67 (m, 1H), 6. 02 (br, 1H), 4. 12(m, 1H), 3. 88 (s, 3H), 3. 4
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5(m, 1H), 2. 85 (m, 4H), 2. 58 (m, 1H), 2. 02 (m, 1H), 1. 73 (m, 3H), 1. 56 (m, 1H) .

[0326] S 5] 67 : & B N-(1- 2 2% =3 [2.2.2] 3¢ -3- ) -1-[4-(4- & R &) XK
He 1-6- FAL -3 Ntk P BERG

[0327]

[0328] %R STty 1 A5 1 AHIE 7 03RS EARb &4, AR AET 4-(4- &R
) R ARG R

[0329]  'H-NMR(CDC1,, 500MHz) 6 8. 15 (s, 1H), 7. 69 (m, 3H), 7. 56 (m, 2H), 7. 45 (m, 4H) , 6. 68
(m, 1H), 6. 03 (br, 1H), 4. 13 (m, 1H), 3. 43 (m, 1H), 2. 86 (m, 4H), 2. 56 (m, 1H), 2. 03 (m, 1H), 1. 7
3(m, 1H), 1. 56 (m, 1H) .

[0330]  SEjafs 68 At N-(1- &% 36 [2. 2. 2] 3¢ -3- ) -1-[4-(4- FAEA R ) R
H ]-6- FAR -3 e BB

[0331]

[0332] BB ESKhtfs] 1 A1J7v% 1 AH AR D7 N3RAF B AR L&, ANFEZAAET 4-(4- B4
FORHL ) ORIk ARG JERL .

[0333]  '"H-NMR(CDCl,, 500MHz) 6 8. 15(s, 1H), 7. 70 (m, 3H), 7. 57 (m, 2H) , 7. 45 (m, 2H), 7. 03
(m, 2H) , 6. 70 (m, 1H), 6. 03 (br, 1H), 4. 13 (m, 1H), 3. 89 (s, 3H), 3. 45 (m, 1H), 2. 84 (m, 4H), 2. 5
8(m, 1H), 2. 02 (m, 1H), 1. 74 (m, 3H), 1. 65 (m, 1H) .

[0334]  SZjEH 69 : & R N-(1- %8 4% ~FF [2.2.2] 3 -3- 3L ) -1-[4-(4- A ZHEL ) 7
gt -6 FAR -3 MEnE i i

[0335]
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[0336] & HR5sLhtfs] 1 A1J7v% 1 AH ARG DT W3R4T B A&, ANFIZAAET 4-(4- A
oRAE ) ORI ARSI JE R .

[0337]  'H-NMR(CDC1,, 500MHz) § 8. 15 (s, 1H), 7. 71 (m, 3H), 7. 53 (m, 2H) , 7. 46 (m, 2H), 7. 31
(m, 2H), 6. 69 (m, 1H), 6. 60 (br, 1H), 4. 13 (m, 1H), 3. 43 (m, 1H), 2. 84 (m, 4H), 2. 56 (m, 1H), 2. 4
3 (s, 3H), 2. 03 (m, 1H), 1. 73 (m, 3H), 1. 57 (m, 1H)

[0338] S i 9] 70 : A B N-(1- %0 2% Z FF [2.2.2] 3¢ -3- ) -1-(2- & —4- R R
gk ) -6 FAR -3 MEnE i i

[0339]

(3;* wot

[0340]  #%HE 5 sKitats] 1 075k LA IR 7 3R A8 B bR &), ANFZ AR T 22— | -4- 0%
TR AR RS Bt o

[0341]  '"H-NMR(CDCl,, 500MHz) 6 8. 65 (s, 1H), 8. 39 (m, 1H), 8. 34 (m, 1H), 7. 74 (m, 1H), 7. 59
(m, 3H), 7. 48 (m, 3H), 7. 41 (m, 1H), 6. 68 (d, 1H), 4. 06 (m, 1H), 3. 48 (m, 1H), 3. 13 (m, 4H), 2. 51
(m, 1H), 2. 05 (m, 1H), 1. 77 (m, 3H), 1. 51 (m, 1H) .

[0342]  SEEH] 71 A R N-(1- B 2% 3 [2.2.2] ¢ -3-H)-1-[4-4- G R A &) &
H ]-6- FHAR -3 mbmE B

[0343]

0’ S

[0344]  FZRESSEHEH] 1 A5 1 AR AT SRS B 690, AFRIZALAET 14— (4- 0K
I ) IR ISR IR

[0345]  'H-NMR(CDCl,, 500MHz) § 8. 15(s, 1H), 7. 78(d, 1H), 7. 45 (m, 3H), 7. 10 (m, 2H), 7. 04
(m, 3H), 6. 68 (d, 1H), 6. 38 (br, 1H), 4, 17 (m, 1H), 3. 42 (m, 1H), 3. 08 (m, 1H), 2. 88 (m, 4H), 2. 0
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9 (m, 1H), 1. 78 (m, 3H), 1. 64 (m, 1H) »

[0346] S| 72 A e N-(1- &% 36 [2. 2. 2] 3¢ -3- 0 ) —1-[4- (4- AR ) o)
He 1-6- FAL -3 Ntk P BERG

[0347]

Q g %
[0348] %MKt 1 ANT574 1 AHFIE DT S3RAT BARL &1, ARZAET 24-(4-
R ) IR IR LG EURL
[0349]  'H-NMR(CDCl,, 500MHz) 6 8. 15 (s, 1H), 7. 73 (m, 1H), 7. 32 (m, 2H), 7. 22 (m, 1H), 7. 08
(m, 3H), 7. 02 (m, 2H), 6. 63 (d, 1H), 6. 58 (br, 1H), 4. 15 (m, 1H), 3. 42 (m, 1H), 3. 01 (m, 1H), 2.9
1 (m, 3H), 2. 72 (m, 1), 2. 36 (s, 3H), 2. 04 (m, 1H), 1. 74 (m, 3H), 1. 55 (m, 1H)
[0350]  SEJtBY 73 A A N-(1- %% =36 [2. 2. 2] ¥ —3- % ) -6 X —1-(4- AR
Ik ) -3— WLIE F LR
[0351]

[0352] 4% H8 5Lt 1 A7 2 MHIEEI 77 XERAT E AR &4, AR AAE T 4- RS
IR FIE R R J5R .

[0353]  'H-NMR(CDC1,, 500MHz) & 8. 14 (s, 1H), 8. 85(d, 1H), 7. 34 (m, 3H), 7. 15 (m, 2H), 7. 14
(br, s, 1H), 7. 01 (m, 4H) , 6. 46 (d, 1H), 4. 04 (m, 1H), 3. 23 (m, 1H), 2. 76 (m, 4H) , 2. 64 (m, 1H), 1
.93 (m, 1H), 1. 64 (m, 3H), 1. 37 (m, 1H) .

[0354]  SEJEMA 74 « & A N- (1- B 2% —FF [2.2.2] 3¢ —3— &2 ) —-6- A4t —1- (- R R
B ) —3- HLE R

[0355]
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[0356] %M SEHf] 1 ATy ik 2 AR 7 2GRS B AR &1, A AR T 2- R4k
R PR IR IR

[0357]  'H-NMR(CDC1,, 500MHz) 6 8. 06 (s, 1), 7. 75(d, 11), 7. 35 (m, 1H), 7. 27 (m, 31), 7. 15
(m, 1H), 7. 08 (m, 1H), 6. 95 (m3H), 6. 64 (br, 111), 6. 42(d, 1H), 4. 02 (m, 11), 3. 23 (m, 1H), 2. 75
(m, 4H), 2. 53 (m, 1H), 1. 91 (m, 1H), 1. 62 (m, 3H), 1. 35 (m, 1H) .

[0358]  SEJfafsi] 75 « 5 N-(1- % 0K [2. 2. 2] 3 -3 3k ) - 1- (4~ ZHRIEFIEL ) -6- A
AR =3 e F B

[0359]

OFF

[0360] MRS SLEfs] 1 A1 T77v2: 2 AR 7 ERkAS B AR LA, ANFZAAET 4- 2Bk
IRt ARG S5k .

[0361]  'H-NMR(CDCI,, 500MHz) & 8. 09 (s, 1H), 7. 80 (d, 1H), 7. 53 (d, 2H), 7. 26 (d, 2H), 6. 95
(br, d, 1H), 6. 49 (d, 1H), 4. 04 (m, 1H), 3. 26 (m, 1H), 3. 18 (s, 1H), 2, 76 (m, 4H) , 2. 60 (m, 1H), 1
.93 (s, 3H), 1. 86 (m, 1H), 1. 64 (m, 3H), 1. 41 (m, 1H) ,

[0362]  SZiEf] 76 AR N- (1- 2828 =35 [2. 2. 2] 37 —3- ) —1-[4- (R ) K 1-6-4
AR =3- mbme F B

[0363]

oF N
[0364]  F MR 5L 1 AT V% 2 MR BT X3R1E B b &4, AR AFET 24— CHRER
B ) FRRAE R R
[0365]  'H-NMR (CDC1,, 200MHz) 8 8. 06 (s, 1H), 7. 80 (d, 1H), 7. 13 (m, 4H), 7. 05 (br, d, 1H) , 6
.43(d, 1H), 4. 03 (m, 1H), 3. 23 (m, 1H), 2, 74 (m, 4H), 2. 54 (m, 1H), 2. 46 (s, 3H), 1. 90 (m, 1H), 1
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.63 (m, 3H), 1. 38 (m, 1H) .

[0366]  SEjafs] 77 & A N- (1- &% 36 [2. 2. 2] 3¢ -3- 0 ) —1-[2- (A Ak ) Rk ]-6- %A
R =3— mbme B B

[0367]

G
[0368] 4% HE 5 STyt 1 AJ7y% 2 AHIR B 77 2ER1F AR &Y, AR ZAAET 2- (R
) R ARG R
[0369]  'H-NMR(CDC1,, 500MHz) 6 7. 94 (s, 1H), 7. 86 (d, 1H), 7. 42 (m, 1H), 7. 33 (m, 1H), 7. 23
(m, 1H), 7. 13 (m, 1H), 7. 11 (br, d, 1H), 6. 49 (d, 1H), 3. 99 (m, 1H) , 3. 20 (m, 1H), 2, 75 (m, 41) , 2
.53 (m, 1H), 2. 37 (s, 3H), 1. 89 (m, 1H), 1. 63 (m, 3H), 1. 33 (m, 1H) .
[0370]  SZJE M 78 : & A N-L (BR) —1- 2% —3F [2.2.2] 3¢ —3— 3L J-1-[2-( WAL ) 2
H ]-6- AR -3 e BB AL
[0371]

OF
[0372] LA S M ) 1-2 St 1) 13 A [0 07 3 A 6 AR —1- (- (TR AR & ) 2%
He) -1, 6- A -3 WENE R, AN ZALET 2- CRBREL ) R R IR R LA S S
i 14 A3 LA D7 2 AR 6- AR —1- - CHRBR3E ) 2856 ) -1, 6- 4 -3- 1t
W AN 3R- R AL IR R ERIRAS B AR A
[0373]  'H-NMR (CDCl,, 500MHz) 8 7. 94 (s, 1H), 7. 86 (d, 1H), 7. 42 (m, 1H), 7. 33 (m, 1H), 7. 23
(m, 1H), 7. 13 (m, 1H), 7. 11 (br, d, 1H), 6. 49 (d, 1H), 3. 99 (m, 1H), 3. 20 (m, 1H), 2, 75 (m, 4H) , 2
.53 (m, 1H), 2. 37 (s, 3H), 1. 89 (m, 1H), 1. 63 (m, 3H), 1. 33 (m, 1H) .
[0374]  SZHEM] 79 - & A N-[(3S)—1- & 24 —F3F [2.2.2] 3¢ —3- 3 1-1-[2- (R ) 7%
e ]-6- SR -3 HEnE P B
[0375]

[0376]  LAL5 SK 1] 1-2 A S 41 1-3 M [ 1 O s Bl 6- AR -1- - (Rt ) %
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F)-1,6- ZE -3- W IR, AR AT 2- (FBRE:) et FERLS k. L5
% 1-4 73 1 HER 720 HE RO 6- A0 -1- - CER AL ) 2R3 ) -1, 6- & -3- it
W AT 3S— LS T R RS AR 5.

[0377]  'H-NMR(CDC1,, 500MHz) & 7.94 (s, 1H), 7. 86 (d, 1H), 7. 42 (m, 1H), 7. 33 (m, 1H), 7. 23
(m, 1H), 7. 13 (m, 1H), 7. 11 (br, d, 1H), 6. 49 (d, 1H), 3. 99 (m, 1H), 3. 20 (m, 1H), 2, 75 (m, 4H), 2
.53(m, 1H), 2. 37 (s, 3H), 1. 89 (m, 1H), 1. 63 (m, 3H), 1. 33 (m, 1H) .

[0378]  SEjafs] 80 « A i N-(1- 2% —3F [2. 2. 2] 3¢ -3- &) —1-[2- ( LB Ak ) RJE ]-6- %
£ —3— Nk g R Bt frc

[0379]

[0380] 4% HE 5 STyt 1 A7y 1 AHIRI B 77 ARG AR &M, AR Z AT 2-( 200
) R ARG R

[0381]  'H-NMR(CDCl,, 500MHz) 6 7. 95 (s, 1H), 7. 84 (m, 1H), 7. 43 (m, 2H), 7. 32 (m, 1H), 7. 23
(m, 1H), 6. 65 (br, 1H), 6. 59 (d, 1H), 4. 12 (m, 1H), 3. 35 (m, 1H), 2. 92 (m, 1H), 2. 87 (m, 5H), 2. 6
7(m, 1H), 2. 01 (m, 1H), 1. 72 (m, 3H), 1. 53 (m, 1H), 1. 29 (t, 3H) .

[0382]  SEffiff] 81 : A N-(1- & 2% —FF [2.2.2] ¥ —-3- 3 ) -6- A48 -1-[2- (7 —2- &
B ) 2R3 1-3- nme B R A

[0383]

[0384]  f% M85 sl 5 1 A5 E L AR 7 3R A3 HAsfb & 90, AR Z &b A2 T
2- (T —2- b)) IR HITE LG Bk

[0385]  'H-NMR(CDCl,, 500MHz) 6 7. 95 (s, 1H), 7. 84 (d, 1H), 7. 56 (m, 1H), 7. 41 (m, 1H), 7. 34
(m, 1H), 7. 22 (m, 1H), 6. 72 (br, 1H), 6. 55 (d, 1H), 4. 04 (m, 1H), 3. 34 (m, 2H), 2. 81 (m, 4H), 2.5
1 (m, 1H), 1. 94 (m, 1H), 1. 67 (m, 31), L. 40 (m, 1H), 1. 23 (m, 6H)

[0386]  SEJifsi] 82 « G pl N-(1- Z800% —3F [2. 2. 2] 3 —3- J& ) -6 SAC ~1-[2- (COREEH iR
) REE ]-3- meuE B

[0387]
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[0388] 4% HR 5Lty 1 A5 1 AHIE 77 23RS EARb &4, AR AET 2- (CRHEH
TS ) R ARG SRR o

[0389]  'H-NMR(CDC1,, 500MHz) 6 7. 79 (m, 3H), 7. 45 (m, 1H), 7. 37 (m, 3H), 7. 23 (m, 4H) , 6. 66
(d, 1H), 6. 32 (br, 1H), 4. 18 (m, 1H), 4. 06 (s, 2H), 3. 47 (m, 1H), 3. 06 (m, 1H), 2. 89 (m, 4H), 2. 0
8(m, 1H), 1. 78 (m, 3H), 1. 56 (m, 1H) .

[0390]  SZjififd] 83 & pk N-(1- & 2% —3F [2.2.2] 3¢ -3- H)-1-[2- ( FBHEE ) -5 ( =%
FRER ) JRME 1-6- MK -3 ki FEL

[0391]

[0392] 4% M85 SLitaf] 1 A7k L AHIEN B 77 RIS AR &Y, AR Z AT 2- (R
B -5-( =Zm A ) IRt R FR .

[0393]  'H-NMR(CDCl,, 500MHz) 6 7. 93 (s, 1H), 7. 89 (d, 1H), 7. 78 (m, 1H), 7. 50 (m, 1H), 7. 43
(m, 1H), 6. 67 (m, 1H), 6. 15 (br, 1H), 4. 13 (m, 1H), 3. 41 (m, 1H), 2. 94 (m, 1H), 2. 89 (m, 3H), 2. 8
3(m, 1H), 2. 47 (s, 3H), 2. 03 (m, 1H), 1. 72 (m, 3H), 1. 54 (m, 1H) .

[0394]  SEjafh] 84 A N- (1- 2% —FF [2. 2. 2] 3¢ —3- 3t ) —1-[4- 4L —2- (R AEL)
IR ]-6- AR -3 HEIE B IZ

[0395]

[0396]  J%H& L SLiEH] | ATk 1A B 7 ARG AR &0, AR ARAE T 24— HA
M —0- (B ) ZRIETRMEAR M o IR o
[0397]  'H-NMR(CDC1,, 500MHz) 6 7. 97 (s, 1H), 7. 74 (m, 1H), 7. 18 (m, 1H), 6. 87 (m, 1H), 6. 79
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(m, 1H), 6.69(d, 1H), 6. 10 (br, 1H), 4. 05 (m, 1H), 3. 88 (s, 3H), 3. 42 (m, 1H), 2. 87 (m, 4H), 2. 6
5(m, 1H), 2. 42 (s, 3H), 2. 05 (m, 1H), 1. 73 (m, 3H), 1. 58 (m, 1H) .

[0398]  SEjafs] 85 « A A N-(1- 2R 36 [2. 2. 2] 37 -3- 0 ) —1-[2-( &hidk ) —4- P4
R ]-6- AR -3 MbiE B

[0399]

[0400] MBS SEhtife] 1 A7k L AH A 7 RIS B ARt &0, AR AET :2-( 4B
5 ) —4- PR chk VRS 46 R -

[0401]  '"H-NMR(CDCl,, 500MHz) 6 7.95(s, 1H), 7. 75(d, 1H), 7. 23 (d, 1H), 7. 01 (s, 1H), 6. 87
(d, 1H), 6. 69 (d, 1H), 6. 03 (br, 1H), 4. 13 (m, 1H), 3. 97 (s, 3H), 3. 49 (m, 1H), 2. 92 (m, 4H), 2. 8
3(m, 2H), 2. 61 (m, 1H), 2. 04 (m, 1H), 1. 73 (m, 3H), 1. 56 (m, 1H), 1. 33 (t, 3H) .

[0402]  SEJEf] 86 : A R N-(1- & 2% 3K [2.2.2] 3 -3- 3 ) -1-[4- & 2- (3L ) 7
Ht -6 FAR -3 MEnE i i

[0403]

Q7
[od04 44 WG 5 S5 HE 1 1 A7 v 1 AR 7 K38 BB B, R 2 AT
4= -2~ CFRBRAE ) SRIEH: PRSI SR
[0405]  'H-NMR(CDCl,, 500MHz) & 7. 94 (s, 1H), 7. 86 (d, 11), 7. 26 (s, 1H), 7. 21 (d, 1H), 7. 10
(d, 1H), 6. 88 (br, d, 1H), 6. 55 (d, 1H), 4. 05 (m, 1H), 3. 28 (m, 1H) , 2. 79 (m, 4H) , 2. 62 (m, 1H) , 2
.41 (s, 3H), 1. 95 (m, 1H), 1. 68 (m, 3H), 1. 42 (m, 1H) »
[0406] K] 87 A B N-[ (3R) —1- %% —3F [2. 2. 2] 3 -3- #£ ]-1-[4- & 2- (FHiE)
Mo 16— A% -3 Ak R
[0407]

[0408]  LALSKHERI 1-2 ANSLitits] 1-3 AHF 720G a6 AR -1- (4- S -2- (ARt ) oK
Hk) -1, 6- & -3 MENE R, ANFLZAET 4 S -2- (B E: ) AR R AG ERL . LA
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5L 14 AR VAR 77 2R A ) 6- SR -1 (4= S -2- (R ) 2ROk ) -1, 6- —
S -3 MEuE R SR- RS TR AR IR ER RS H AR S

[0409]  'H-NMR (CDC14, 500MHz) 8 7. 94 (s, 1H), 7. 86 (d, 1H), 7. 26 (s, 1H), 7. 21 (d, 1H), 7. 10
(d, 1), 6. 88 (br, d, 1H), 6. 55 (d, 1H), 4. 05 (m, 1H), 3. 28 (m, 1H), 2. 79 (m, 4H), 2. 62 (m, 1H), 2
.41 (s, 3H), 1. 95 (m, 1H), 1. 68 (m, 3H), 1. 42 (m, 1H) o

[0410] SN 88 + £ MN- (38) -1~ 4% —3F [2. 2. 2] F -3- & ]-1-[4- -2~ (RBRIE)
RHE ]-6- AN -3 MLNE A

[0411]

[0412] A5 sujafsl] 1-2 AIsLjmafs] 1-3 #H R T7 XA Bl 6- AR -1- (4- & —2- (B AR ) o)
F)-1,6- & -3- W R, ANHZAET (4 & -2- (AL ) R ARG ER. DA
5 st 1-4 F105E VRIE R 7 R & g 6- 40 -1- (- & —2- (AR L) 8) -1, 6-
23— MEnE FERA 35— S A2 T B SRS H sk &1 .

[0413]  'H-NMR(CDCl,, 500MHz) 6 7.94 (s, 1H), 7. 86 (d, 1H), 7. 26 (s, 1H), 7. 21 (d, 1H), 7. 10
(d, 1H), 6. 88 (br, d, 1H), 6. 55 (d, 1H), 4. 05 (m, 1H), 3. 28 (m, 1H), 2. 79 (m, 4H), 2. 62 (m, 1H), 2
.41 (s, 3H), 1. 95 (m, 1H), 1. 68 (m, 3H), 1. 42 (m, 1H) .

[0414] St 89 & R N-(1- B 4% 36 [2. 2. 2] ¢ —3-Jk ) —1-[4- B3k —2- ( AL ) 2%
HE ]-6- AR -3 ke B A

[0415]

[oa16]  F MR 5 sTjfs] 1 A1 J7vE VM A 77 AR B &, ARz & 7E T :4- H
g -2- CHmRAE ) R VR R

[0417]  '"H-NMR (CDCl,, 500MHz) 6 7.93 (s, 1H), 7. 81(d, 1H), 7. 16 (s, 1H), 7. 07 (s, 2H), 6. 58
(m, 2H) , 4. 08 (m, 1H), 3. 36 (m, 1H), 2. 84 (m, 4H), 2. 64 (s, 3H), 2. 61 (s, 3H), 1. 97 (m, 1H), 1. 73
(m, 3H), 1. 53 (m, 1H)

[0418]  sZjafs] 90 & N-[ (3R) —1- & 2% — ¥ [2.2.2] ¢ —3- Jt 1-1-[4- X —2-( Fm%
) odk 16— AR -3 HEiE R BERG

[0419]
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[0420] DA sujads] 1-2 FNsLiats] 1-3 AH IR R 77 2045 a6 AR —1- (4- B2 —2- (AR )
FRHE ) -1, 6 T -3 M R, ASF 2 ANET 4- IR -o- (RS ) ARG R 4R R
Bl PLESLHEE] 1-4 #1779 1 AR RS T A R 6- A —1-(4- B2 —2- (e ) oF
-1, 6- A -3- ke FERAT 3R- E AL T RIS EARL A

[0421]  'H-NMR(CDCl,, 500MHz) 6 7.93 (s, 1H), 7. 81(d, 1H), 7. 16 (s, 1H), 7. 07 (s, 2H), 6. 58
(m, 2H), 4. 08 (m, 1H), 3. 36 (m, 1H), 2. 84 (m, 4H), 2. 64 (s, 3H), 2. 61 (s, 3H), 1. 97 (m, 11), 1. 73
(m, 3H), 1. 53 (m, 1H) .

[0422]  SEZjEM) 91 A A N-[(3S) —1- &2« 3F [2.2. 2] % —3- 3L 1-1-[4- HFE 2-( FIR
) odk 16— AR -3 MEiE I BERG

[0423]

[0424]  DL5SZjaf] 1-2 s fe) 1-3 A F 77 A pk 6- 8 AR -1-(4- L —2- (R
) REE) -1, 6- A -3 MERE R, AR AAET (4 S 2- (HRERAE ) PR R R
Kl LLESZiEE] 1-4 FJ7vk | AR B J7 2R A Rl 6- A8 —1-(4- 2 —2- (R RdE ) oK
B ) -1, 6- A -3 ML FERAN 3S- S T R SRS EARL B

[0425]  'H-NMR(CDCI,, 500MHz) & 7.93 (s, 1H), 7. 81(d, 1H), 7. 16 (s, 1H), 7. 07 (s, 2H), 6. 58
(m, 2H) , 4. 08 (m, 1H), 3. 36 (m, 1H), 2. 84 (m, 4H), 2. 64 (s, 3H), 2. 61 (s, 3H), 1. 97 (m, 1H), 1. 73
(m, 3H), 1. 53 (m, 1H) .

[0426]  SEjafs] 92 A R N-(1- 28 2 F3F [2. 2. 2] 3¢ —3- 4% ) —1-[4- BT 2L —2- (AR AR )
oA 16— AR -3 MEnE AL

[0427]

[0428] %ML SR Bl 1 AT VR L AR RO TT 3GERG B &9, AR Z AL T 4= 0T
B -2- (HRRAL ) FRGA ARG R
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[0429]  'H-NMR(CDCl,, 500MHz) 6 7. 98 (s, 1H), 7. 92 (m, 1H), 7. 40 (m, 1H), 7. 32 (m, 1H), 7. 16
(m, 1H), 6. 90 (br, 1H), 6. 61 (d, 1H), 4. 27 (m, 1H), 3. 46 (m, 1H), 3. 22 (m, 1H), 2. 98 (m, 4H), 2. 4
1 (s, 3H), 2. 13 (s, 1H), 1. 95 (m, 3H), 1. 62 (m, 1H), 1. 35 (s, 9H) ,

[0430]  SEZjif] 93 AR N-(1- & 36 [2.2.2] ¢ -3— £ ) -1-[4- & —2- (]§ —2- &%
) R ]-6- AR -3 nibmg B B

[0431]

OF N
[0432] fEBRS syt 1 Ak I MHEM T XRBENRMLEY AR &AL T :
4= G —2- (A —2- AR ) PRt AR AT 46 I K o

[0433]  'H-NMR(CDCl,, 500MHz) 6 7. 93 (s, 1H), 7. 82(d, 1H), 7. 51 (m, 1H), 7. 32 (m, 1H), 7. 22
(m, 1H), 6. 68 (d, 1H), 6. 38 (br, 1H), 4. 19 (m, 1H), 3. 45 (m, 2H), 3. 09 (m, 1H), 2. 91 (m, 4H), 2. 0
9 (m, 1H), 1. 81 (m, 3H), 1. 76 (m, 1H), 1. 28 (m, 6H) ,

[0434]  SZjfh) 94 A Ak N-(1- 24 —FF [2. 2. 2] 3¢ —3- 3 ) —1-[2- ( AR 3L ) —4- 3L E
3 ]1-6- AR -3~ e P B

[0435]

[0436] 4% HE 5 STt 1 A7y L AHIR B 77 2GR1G BARL &Y, AR ZAAET 2- (R
5 ) 4= TREE R AR RS O Ik o

[0437]  'H-NMR(CDC1,, 500MHz) 6 7. 92 (s, 1H), 7. 90 (m, 1H), 7. 18 (m, 1H), 7. 07 (m, 3H), 6. 57
(br, 1H), 4. 29 (m, 1H), 3. 53 (m, 1H), 3. 23 (m, 1H), 3. 02 (m, 4H), 2. 63 (m, 2H), 2. 39 (s, 3H), 2. |
8 (m, 1H), 1. 97 (m, 1H), 1. 86 (m, 2H), 1. 68 (m, 3H), 0. 99 (¢, 3H) .

[0438]  SEjiafs] 95 A Bl N-(1- 284 36 [2. 2. 2] ¢ -3- 0k ) —6— X —1-[2- (ORI A ) %
F 1-3- mbng B R

[0439]

o1
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[0440]  #ZHRS5SLiE ] 1 A5k 2 AW 77 XGRS B An e 59, A2 7E T :2- CRER
) ORI A AER S R .

[0441]  'H-NMR(CDC1,, 500MHz) & 7. 92 (m, 1H), 7. 83 (d, 1H), 7. 30 (m, 9H), 6. 75 (br, s, 1H), 6
.55(d, 1H), 4. 08 (m, 1H), 3. 30 (m, 1H), 2. 81 (m, 4H), 2. 67 (m, 1H), 1. 99 (m, 1H), 1. 70 (m, 3H), 1
.44 (m, 1H) »

[0442]  SEJEH 96 A R N-(1- 20 7% 35 [2. 2. 2] 3¢ -3-J8) —1-[2- (AR AL ) 4- T8 —2- %
oRHE 16— A -3 MLnE F BERL

[0443]

[0444] M85 SLytfe) 1 F077% 1 AH A 5 RIS B ARt &9, AR 2 e T 22— (R BR
B ) —4- T —2- FOR A AR RS a6 R o

[0445]  'H-NMR(CDC1,, 500MHz) & 8. 03 (m, 2H), 7. 32 (br, 1H), 7. 23 (s, 1H), 7. 12 (m, 2H), 6. 6
1(d, 1H), 4. 28 (m, 1H), 3. 42 (m, 1H), 3. 37 (m, LH), 3. 23 (m, 1H), 2. 96 (m, 4H), 2. 41 (s, 3H), 2. 1
9 (m, 1H), 2. 06 (m, 1H), 1. 85 (m, 2H), 1. 59 (m, 1H), 1. 29 (m, 6H) .

[0446]  SZJff] 97 & ML N-(1- 2% =3 [2.2.2] F -3- ) -1-[4- & 2-(Zmdt) 2%
5 ]-6- AR -3 e B

[0447]

P
[0448] M5B L MG E LA T XEBEREEY AR ZAET
4- & 2 ( O dE ) IRMa FIAEAR IR 5K .
[0449] "H-NMR (CDC1,, 500MHz) & 8. 03(d, 1H),7.97(d, 1H), 7. 36 (s, 1H), 7. 21 (m, 1H), 7. 20
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(br, 1H), 7. 16 (m, 1H), 6. 59 (d, 1H), 4. 28 (m, 1H), 3. 42 (m, 1H), 3. 28 (m, 1H), 3. 16 (m, 1H), 2. 9
8 (m, 5H), 2. 16 (m, 1H), 1. 97 (m, 1H), 1. 85 (m, 2H), 1. 58 (m, 1H), 1. 29 (t, 3H) .

[0450]  SZjafs] 98 & il N— (1 & 4% 35 [2. 2. 2] 3¢ -3- ) -1-[4- 2. —2- (R ) %
HE ]-6- AR -3 ke B A

[0451]

[0452]  # &5 sTjfs] 1 A1 J7vE VA A B 77 X3RB B &M, AR Z A 7E T 4- 2
g -2- (CHFmR AL ) R VR R

[0453]  'H-NMR (CDCl,, 500MHz) & 7. 91 (s, 1H), 7. 73 (m, 1H), 7. 30 (m, 1H), 7. 18 (m, 2H), 6. 64
(d, 11), 6. 10 (br, 1H), 4. 12 (m, 1H), 3. 42 (m, 1H), 2. 89 (m, 4H), 2. 73 (m, 3H), 2. 40 (s, 3H), 2. 0
3(m, 1H), 1. 70 (m, 3H), 1. 47 (m, 1H), 1. 23 (t, 3H) ,

[0454]  SEjEf] 99 A HE N-(1- & Z —FF [2.2. 2] ¢ -3- &) -1-[4- FF 3t —2- ( FRiEE)
R 16— A -3 MEnE I BERL

[0455]

[o4s6] & HEHSLiE Bl 1 f1J7vk 1 MR T 3R EArfb &9, ARIZ AT 4-FC
S -2- CHRRAE ) PRI B UG It

[0457]  'H-NMR(CDC1,, 500MHz) & 7. 90 (s, 1H), 7. 75(d, 1H), 7. 22 (s, 1H), 7. 14 (m, 2H), 6. 64
(d, 1H), 6. 18 (br, 1H), 4. 10 (m, 1H), 3. 41 (m, 1H), 2. 92 (m, 4H), 2. 57 (m, 2H), 2. 41 (s, 3H), 2. 0
1 (m, 1H), 1. 92 (m, 4H), 1. 77 (m, 4H), 1. 52 (m, 5H), 1. 28 (m, 1H) .

[0458]  SLifafs] 100 « & R N- (1- 204 38 [2. 2. 2] 3% -3- 04 ) —1- (2- FRsBE I R0 ) —6- %4
AR =3 ML me R

[0459]
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[0460] % HRSSEHEM] 1 ATy ik 2 AU J7 2GRS AR &0, A L AAE T < 2- TN
HIS A ARG R o

[0461]  'H-NMR(CDC1,, 500MHz) & 8. 10 (m, 1H), 7. 94 (s, 11), 7. 85 (d, 1H), 7. 77 (m, 11), 7. 69
(m, 1H), 7. 37 (m, 1H), 6. 67 (br, d, 1H), 6. 53 (d, 1H), 3. 94 (m, 1H), 3. 22 (m, 1H), 3. 07 (s, 3H) , 2
. T4 (m, 411) , 2. 49 (m, 1H), 1. 88 (m, 1H), 1. 61 (m, 3H), 1. 36 (m, 1H)

[0462]  SEHEMI 101 A B N- (1= Z07% Z3F [2. 2. 2] 3 —3- Jk ) —1- (4 FARISE L 2R 0L ) —6—
AR =3 ELHE A%

[0463]

[o464] BB 5SLitfs] 1 A1J57vE 2 AR 7 3RS B &, AFZ AAET 4 R
FOR ek ARG AL o

[0465]  'H-NMR(CDCl,, 500MHz) 6 8. 16 (s, 1H), 8. 11(d, 2H), 7. 77 (d, 1H), 7. 66 (d, 2H), 6. 69
(d, 1H), 6. 35 (br, d, 1H), 4. 15 (m, 1H), 3. 12 (m, 1H), 3. 07 (s, 3H), 2. 86 (m, 4H), 2. 62 (m, 1H), 1
.87 (m, 1H), 1. 56 (m, 3H), 1. 34 (m, 1H) ,

[0466]  SEjafs] 102 « A e N— (1- AR B [2. 2. 2] 3 -3 0k ) —1-(1- 255 ) —6— %4 -3 it
WE FF I fi

[0467]

[o468] % H&S5seiats] 1 AL | AR RS B &, AR ZARAET (1= B
B AR

[0469]  'H-NMR(CDC1,, 500MHz) & 8. 01 (m, 3H), 7. 85 (d, 1H), 7. 60 (m, 3H), 7. 41 (m, 2H), 6. 71
(d, 1), 6. 28 (br, 1H), 4. 07 (m, 1H), 3. 40 (m, 1H), 2. 83 (m, 4H), 2. 58 (m, 1H), 1. 98 (m, 1), 1. 6
8 (m, 31), 1. 46 (m, 1H)

[0470]  SKHERY 103 A N- (1= %2 — 36 [2. 2. 2] ¥ -3-28) -1-(2- 2=k ) -6- A -3-1t
e

[0471]
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[0472]  $MR5 sl 1 i 1 mﬂﬁ’wfﬁﬁaiﬁﬂ%% AR Z AT 2- FHHE
B B UG ) o

[0473]  'H-NMR(CDC1,, 500MHz) & 8. 22 (s, 1H), 7. 87 (m, 5H), 7. 56 (m, 2H), 7. 42 (m, 1H), 6. 60
(m, 2H) , 4. 13 (m, 1H), 3. 35 (m, 1H), 2. 88 (m, 4H), 2. 69 (m, 1H) 2. 02 (m, 1H), 1. 76 (m, 3H), 1. 47 (
m, 1H) .

[0474]  SLjEH] 104 A R N-(1- 28028 36 [2. 2. 2] 3¢ —3- 4L ) -6 A —1-[2- (2 MEREEL )
ZRHE 1-3- mng R A

[0475]

[o476] 4z 5Lty 1 A0057% 2 MF 5 203k BEArtb &, AR ARAE T -2 (2 EME
) IRt ARG R

[0477]  "H-NMR(CDCl,, 500MHz) & 8. 03 (m, 2H), 7. 78 (d, 1H), 7. 67 (d, 1H), 7. 53 (m, 2H), 7. 27
(d, 1H), 7. 20 (m, 1H), 7. 09 (br, d, 1H), 6. 34 (d, 1H), 3. 92 (m, 1H), 3. 17 (m, 1H), 2. 69 (m, 4H), 2
.47 (m, 1H), 1. 80 (m, 1H), 1. 56 (m, 3H), 1. 25 (m, 1H) ,

[0478]  SEZjafhl 105 A& N-(1- 2% =3 [2.2.2] 3¢ -3 JE)-1-[4- & —2- (2- HEmMR L)
IR ]-6- AR -3 MEIE FELIZ

[0479]

[0480]  J% MR S5 sk 1 AT ik L AR B SRS B AL &0, AR 2 &AL T
A= —2- (2- MEIEEL ) DRFG AR HI AR a0 SRR

[0481]  'H-NMR(CDC1,, 500MHz) 6 8. 12 (s, 1H), 8. 00 (d, 1H), 7. 80 (m, 2H), 7. 52 (m, 1H), 7. 37
(d, 1H), 7. 28 (d, 1H), 6. 56 (br, 1H), 6. 52(d, 1H), 4. 06 (m, 1H), 3. 33 (m, 1H), 2. 82 (m, 4H), 2.5
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7(m, 1H), 1. 95 (m, 1H), 1. 68 (m, 3H), 1. 47 (m, 1H) »

[0482]  SLjiEff] 106 A Al N- (1- (4% —FF [2. 2. 2] 3¢ -3- HL) —1-[2- (5— F L —2— gk L )
KA 1-6- AR -3 Mkng B L

[0483]

O T
[0484] MRS STl 1 F1 7% 1 AH R 5 3R18 EFrtb &1, AR Z AET :2-(5- B
B —2— MEMEEL ) DR R FHAE A IR .
[0485] "H-NMR (CDC1,, 500MHz) 6 8. 02 (s, 2H), 7. 80 (m, 1H), 7. 56 (m, 2H), 7. 39 (s, 1H), 7. 29
(d, 1H), 6. 61 (br, 1H), 6.53(d, 1H), 4. 07 (m, 1H), 3. 33 (m, 1), 2. 83 (m, 4H), 2. 66 (m, 1H), 2. 4
2(s, 3H), 1. 98 (m, 1H), 1. 68 (m, 3H), 1. 45 (m, 1) .
[o486] S jith 5] 107 « A& B¢ N-(1- % 4% — 3 [2.2.2] 3¢ -3- gt ) -1-[2-(1, 3- 7K Jf 1
e —2— k) REE ]-6- AR -3 mbiE B
[0487]

[o488] %M 1 ATk 1 AR T W3R4T BARL &1, ARIZAET 22-(1, 3- 7%
FhuEmE —2- I ) SRR I PRRE AR SRR

[0489]  'H-NMR(CDCl,, 500MHz) 6 8. 19 (s, 1H), 8. 07 (m, 1H), 7. 91 (m, 2H), 7. 81 (m, 1H), 7. 79
(m, 2H), 7. 47 (m, 2H), 7. 40 (m, 1H), 6. 62 (m, 1H), 6. 14 (br, 1H), 4. 13 (m, 1H), 3. 42 (m, 1H), 2.8
7 (m, 4H), 2. 62 (m, 1H), 2. 06 (m, 1H), 1. 72 (m, 3H), 1. 55 (m, 1H) .

[0490]  SLEfs] 108 a3 Al N-(1- %2k 36 [2. 2. 2] 3¢ —3- J ) —1-[4- (5- H & —2- BifU%E
H) OREE ]-6- AR -3 nbn A B

[0491]
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[0492]  # MRS5Sl 1 A7 1 MR R At &4, AR Z AET 4-(5- H
B -2- BRARORER ) ORIl AR LR JER) .

[0493] "H-NMR (CDC1,, 500MHz) 6 8. 13 (s, 1H), 7.73(d, 1H), 7. 68 (d, 2H), 7. 36 (d, 2H), 7. 17
(d, 1H), 6.68(d, 1H), 6. 77(d, 1H), 6. 17 (br, 1H), 4. 14 (m, 1H), 3. 46 (m, 1H), 2. 88 (m, 4H), 2. 6
3(m, 1H), 2. 54 (m, 3H), 2. 04 (m, 1H), 1. 78 (m, 3H), 1. 58 (m, 1H) .

[0494]  SEjafs] 109 A A N-(1- &2 23 [2. 2. 2] ¢ -3- 0t ) -1-[2- & —4-(5- F AL —2- TR
AR JE ) R 1-6- 24X —3— Mk iE F M fi

[0495]

[0496] 4% M8 5k 1 A7 vk LA 7 KR\ ERH AW, AFZ AT
2- G —4- (5 AL —2- RAXORAL ) ORI AR L6 k] .

[0497]  'H-NMR(CDC1,, 500MHz) 6 8. 07 (s, 1H), 7. 91 (m, 1H), 7. 87 (s, 1H), 7. 56 (m, 1H), 7. 35
(m, 1H), 7. 18 (m, 1H), 6. 84 (m, 2H) , 6. 65 (d, 1H), 4. 23 (m, 1H), 3. 46 (m, 1H), 3. 21 (m, 1H), 2. 93
(m, 4H), 2. 58 (m, 3H), 2. 08 (m, 1H), 1. 75(m, 3H), 1. 58 (m, 1H) »

[0498] S 5] 110 : A Al N-(1- 0 4% — 36 [2.2. 2] 3¢ -3- 2 ) -6- A L -1-(2- Wi AR
IR —2- HERIE ) -3- nbue F B

[0499]

[0500] %M Sltsl 1 AT 1 AR D7 S3RAG AL &, AR Z AR T 2- (BRAR
oK 2= F ) ORREAS AR AR Rk
[0501]  'H-NMR(CDC1,, 500MHz) 6 7. 93 (s, 1H), 7. 92 (m, 1H), 7. 71 (m, 1H), 7. 54 (m, 2H), 7. 46
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(m, 1H), 6. 99 (m, 21), 6. 62 (m, 1), 6. 60 (m, 1), 6. 52 (br, 11), 4. 21 (m, 1H), 3. 40 (m, 1), 3. 2
0 (m, 11), 2. 93 (m, 41), 2. 12 (m, 1), 1. 92 (m, 3H), 1. 62 (m, 111) .

[0502]  SEHEMI 111 2k N-(1- S48 FF [2. 2. 2] % —3- 3 ) —1-[2- (5~ F3k —2- TR
Hk ) ARk ]-6- A -3 MLNE B B

[0503]

o NF
[0504] 2 HE 5 SEht ] 1 A7 L AH [FI T RIS B Fntb &40, AR b AE T 22— (5- H
B -2- BAROREE ) Rt FIVE LR 5k .

[0505]  'H-NMR(CDC1,, 500MHz) & 8. 54 (m, 1H), 8. 49 (m, 1H), 8. 23 (m, 1H), 7. 63 (m, 1H), 7. 47
(m, 1H), 7. 44 (m, 1H), 7. 35 (m, 2H), 6. 76 (m, 1H), 6. 60 (m, 1H), 4. 54 (m, 1H), 4. 22 (m, 1H), 4. 04
(m, 1H), 3. 36 (m, 1H), 3. 16 (m, 3H), 2. 45 (m, 1H), 2. 41 (s, 3H), 2. 05 (m, 3H), 1. 76 (m, 1H) .
[0506]  SZjafs] 112 &5 N- (1- 4% —3F [2. 2. 2] 3¢ —3— 3t ) —1-[3- (2- FAJk —4— mEmp I )
IRk ]-6- AR -3 MEIE FELRL

[0507]

[0508]  f%ME L skifats] 1 ATk 2 AR T :UERB B btk 690, AR Z AT :3-(2- F
He —4- WEIEEL ) RS4RI AE R IA IR

[0509]  'H-NMR(CDCl,, 500MHz) 6 8. 14 (s, 1H), 7. 95 (m, 2H), 7. 72 (m, 1H), 7. 58 (m, 1H), 7. 44
(s, 1H), 7. 35 (m, 1H), 6. 68 (d, 1H), 6. 15 (br, 1H), 4. 13 (m, 1H), 3. 45 (m, 1H), 2. 92 (m, 4H), 2. 7
8 (s, 30, 2. 57 (m, 1H), 2. 03 (m, 1H), 1. 72 (m, 3H), 1. 54 (m, 1)

[0510] S 9] 113 : & e N-(1- %o 3 [2.2.2] 3¢ -3- 2 )-1-[4- “H R EH R R
16— 2AR -3- mthe F B

[0511]
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[0512]  SEjfafs] 113-1 Ak 1- (4 HRSREIEIRAL ) -1, 6- & -6- 4% -3- mLng F g
[

[05138]  #% 1.24g (6. lmmol) SEZjafs] 1-1 HERAF A 4- ( AR &L ) 2- [ R — R IA
fi# T 10mL DMF LAJS , FRF 830g (6. Immol) 4— — LG MA B IR ER . 285, A
13 DT 29 50 CHE R T HiFEL) 3ho JEIEAH 2T R85 Frik R N &S W5, fEH ST
TR TR VAR, S8 5 I ER KBk TR AR R B T, 198 o 7ERE T &5, FrS = A=
fr (COFt : SIRCER =1:1) 2ifk, NIRRT BEbrfb &4 (SEbr™ & :357mg, 772 :21%) .
[0514]  SZjfafs] 113-2 ARk 1-(4- ZHRERE IR ) -1, 6- & —6- F AL -3- nibng F g
[0515]  *#% 357mg (1. 31mmol) 1-(4— ~HFEFIEIREL ) -1, 6- & -6 AL -3 Mkmg FER H
BeyA T 12ml FREEAN AmL K BAJS , K 94mg (3. 93mmol) HEALBINA R Pk iER . )5, Bt
13 RLE T4 50 CHEHEL) bho L VRAH E BTl 2 b I B4 R 5 7E 525 T B BR Pk
VAT, T4 HCL KA B2 0% S BLVE P LA 8 , B2 3RS PP RIE . BT R k1 54
THUE, FAE S AR Sk T i AT sEiE ) 113-3.

[0516]  SEjafd] 113-3 + & Bl N-(1- & 4% 3 [2.2.2] 3¢ -3- 0 ) -1-[4- Z R E R
HE ]-6- AR -3 ke B A

[0517] ¥ 300mg (1. 18mmo1) 1-(4— - HI RGN IL ) -1, 6— & -6 AKX —3- Mt e F IR
VT 20mL DY SR FR R 2mL DMF P S, B4 391mg (1. 96mmol) 3— 28 B 28 7 38 — #h /g #h
AT 460mg (3. 54mmo1) - Z.FE S R FEFE F NN B TR A % BB TRAE S0 N L)
30min L), ¥ 600g (1. 57mmol) O— ( ZEFF =k —1- 3L )-N, N, N’ , N’ — JU B JL R 7 Sk B s
(HATU) NN B Z VAR o W51% R BT =5 T BP0 20h . 8 v J2 M ke e pir i
REE R T, AR B2 T EBR PR E A, 28 5 S5 R0 NaOH K& (pH12) $2HX 3 ik, HHI
HZENT (85 2 FEE - 2K =10:1:0. 1) gitk, W3R B b &9 (LR & :158mg, H
DTEE 31%) .

[0518]  'H-NMR(CDCl,, 500MHz) 6 8. 11 (s, 1H), 7. 78(d, 1H), 7. 13(d, 2H), 6. 84 (br, 1H), 6. 6
8(d, 2H), 6.53(d, 1H), 4. 10 (m, 1H), 3. 35(m, 1H), 2. 98 (s, 6H), 3. 16 (m, 1H), 2. 82 (m, 4H), 2. 6
8(m, 1H), 1. 99 (m, 1H), 1. 72 (m, 3H), 1. 46 (m, 1H) ,

[0519]  SLjEf] 114 : &R N-(1- 2028 23 [2.2.2] 3¢ -3-F ) -1-{4-[ (& - —2-#;
HE - B ) - AL ] RO ) -6 AR -3 e FR Ak

[0520]
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[0521] & BE 5 sl | f oy vk LI M E M 7 R E i &9, AR 2 47T
1= {4-[ (3 - T —2- Jdik — (0 ) - HAE 1- 2R | -G IR LA Rk

[0522] "H-NMR (CDC1,, 500MHz) 6 8. 11 (s, 1H), 7.79(d, 1H), 7. 45(d, 2H), 7. 27 (d, 2H), 6. 75
(br, d, 1H), 6. 56(d, 1H), 4. 08 (m, 1H), 3. 61 (s, 2H), 3. 34 (m, 3H), 2, 84 (m, 4H), 2. 62 (m, 1H), 2
.35 (s, 3, 2, 29 (s, 1H), 2. 21 (s, 1H), 1. 97 (m, 1H), 1. 60 (m, 3H), 1. 45 (m, 1H) .

[0523]  sEjafs] 115 AR (1- AR 3 [2. 2. 2] ¢ -3 5k ) —6— R -1 oR 0L -3- nitig H
P& T

[0524]

[0525]  SEHfaff] 115-1 Ak 6- 454K —1- ZK3E -1, 6- & - ke -3- FEER

[0526]  Kf 197mg (0. 91mmol) HH SE i 5] 1-3 HH3RAF [ 6- 2K —1- IRk -1, 6- & - it
WE —3- FIRVAMET 10mL F2R LSS, #4% 217mg (1. 82mmo1) SEAREL UM 2 Tk iE . 805,
BT A3 I R T2 100° CAE I N HidE 2he JEIE A 2 Ao 52 BT i e i 45 i , 78 B2
N EBRFTIAE R, ARG AL MR AL T T SERE ] 115-2

[0527]  sEjiffsl] 115-2 Ak (1- B 3 [2. 2. 2] 37 -3- 5k ) —6- 54X -1 0 -3 Hine
R R T

[0528]  RFsEHEf] 115-1 HPERIGH) 6- AR —1- 285 -1, 6- & — MLIE -3- A AIEME T
sl ML IE VRS VAR LA, MmN 231mg (1. 82mmo) 3— BRILZE IR, SR, BT84
WAEZE IHFEL) 3d (R ) o @I Z ki e BTk RS G, 7R B2 T 2Rk i
o AN FHIMOLEAL T, B &R K& D5 HEER 3 IR, ZA HUAH A Z 8T (&1
R cZ K =10:1:0. 1) BAT4EM, MTTIRAE BEbrb A4 (PR & :65mg, 1947772 :20%) o
[0529]  'H-NMR(CDCl,, 500MHz) & 8. 23 (s, 1H), 7. 94 (d, 1H), 7. 50 (m3H), 7. 40 (d, 2H), 6. 66 (
d, 1H), 5. 01 (m, 1H), 3. 33 (m, 1H), 2. 83 (m, 5H), 2. 12 (m, 1H), 1. 87 (m, 1H), 1. 74 (m, 1H), 1. 63(
m, 1H), 1. 48 (m, 1H) »

[0530]  SLjEM 116 A R (1- 4% 36 [2.2.2] 3¢ -3- B )-1-(2,4- &R ) -6-
R =3- nikng B R R

[0531]
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[0532] %5 seitats] 115 AR R T 23RAT B An b 590, ARZEAET 22, 4- ZRUORRE
FIAE R IR .

[0533]  'H-NMR(CDCl,, 500MHz) & 8. 01 (s, 1H), 7. 95 (d, 1H), 7. 59 (s, 1H), 7. 40 (m, 1H), 7. 32
(m, 1H), 6. 64 (d, 1H), 4. 99 (m, 1H), 3. 29 (m, 1H), 2. 78 (m, 5H), 2. 09 (m, 1H), 1. 85 (m, 1H), 1. 71
(m, 1H), 1. 60 (m, 1H), 1. 45 (m, 1H)

[0534]  SEHERY 117 A R N-(1- %% 3 [2. 2. 2] 3¢ -3— %8 ) —2— X —1- 283, —3— tng
B

[0535]

[0536] S 117 A Rk 2— FRIL i

[0537]  #% 1. 5g(10. 6mmol) 2— FAHERVAME T 42mL6N HC1, 85 T IV FHEFEL the 285,

B IR BLP= % ) 22 =0, ik g8, TSR BRI A4« TSR S AN 7y 4 alidh T

JE T TSR 117-2

[0538]  SEHEH] 117-2 4k 2— ¥ 3L MR i

[0539] % 1g(7. 19mmol) 2— 2 J MH PR ¥ i T 20mL — & FF fx o LA S5, 1A Hoh im A

3. 4g (28. 8mmol) WHREE S .. SR, T29 75 CHEFE T I N VAR 3ho JEILVRAH Z T ki 2

Frid R BEZ5 5, 7R 525 N BRI A iz A Va e T R B, ARG R B N HE4)

2he PrSHA I A &R Eede B 3 Uk, FAEZET (OFt « 4R OHE =1:1) 2itbAHLE

FIAE, M 3RIF B R LA Y (SEBRF= & :480mg, H 7372 :53%).

[0540]  SEjafs] 117-3 &Rk 2— A —1- 8k -1, 2- & kmE -3- R P IS

[0541] % 480mg (3. Smmol) 2— FEFLAHAR FFEE . 0. 56mL (7. 6mmo1) MEIE T 634mg (4. 1mmol)

MRER A AR LG,  H A 10mL S bt 1 776mg (7. 6mmol) R IEFN BRI %2 B

RIRA TR, SR EE IR T IFEL) 12h, TS 20T R ik R N &SR G, EHS T

EREATIRE A TSR A VA S E KA R &R e 3 Ik, AT (2%t : &

Mg R =1:2) SEAAHLIERIAE, W 3R1F BEFrib &4 (SEPR™ & :430mg, H 7377 % :49%)

[0542]  SEjafs] 117-4 &Rk 2- 84K —1- 80k -1, 2- & MEnE -3- FiR

[0543] DL sty 1-3 AR /7 20 A 2- S0 —1- 2R -1, 2- kg -3- R H R

KRS B A4

[0544]  SEjfafs] 117-5 A Bl N-(1- 4% 3F [2. 2. 2] 37 -3- Bk ) —2— %X -1 ok -3 ik
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WE FF I i

[0545] DA sgjads] 1-4 A1 7532 2 AH IR B9 77 20 A8 2 SR -1 2R3 -1, 2- &g -3- H
MR Btk &4

[0546]  'H-NMR(CDCl,, 200MHz) & 10. 01 (br, 1H), 8. 51(d, 1H), 7. 47 (m, 6H) , 6. 50 (t, 1H), 4.
07 (m, 1H), 3. 29 (m, 1H), 2. 78 (m, 4H), 2. 59 (m, 1H), 1. 94 (m, 1H), 1. 65 (m, 3H), 1. 41 (m, 1H) .
[0547]  SEEf] 118 &l N- (1- 24 3 [2.2.2] 3¢ -3— 4t ) —1-(4- LR ) —2- 4]
£ —3- ke B

[0548]

[0540] MR 5Lty 117 AH A7 23R1F Bt &4, ARIZ A ET 24— F 400 OR Ll
P4 VRS 4 IR

[0550]  'H-NMR(CDC1,, 500MHz) § 10. 00 (br, 1H), 8. 57 (d, 1H), 7. 53(d, 1H), 7. 26 (d, 2H), 7.
00 (d, 2H), 6. 47 (t, 1H), 4. 08 (m, 1H), 3. 82 (s, 3H), 3. 32 (m, 1H), 2. 78 (m, 4H), 2. 57 (m, 1H), 1.
93 (m, 1H), 1. 64 (m, 3H), 1. 40 (m, 1H) ,

[0551]  SEjt 6l 119 : & A N-(1- &% 36 [2.2.2] 3¢ -3- ) -1-(4- &R &k ) —2-
R =3~ nk e B

[0552]

[0553] #5117 AR K7 AR EARAL AW, REZ AT A- ST b
PR 5

[0554]  'H-NMR(CDCL,, 200MHz) 6 9. 80 (br, 1H), 8. 46 (d, 1H), 7. 43 (m, 3H), 7. 24 (d, 2H), 6. 4
1(t, 1H), 3. 94 (m, 1H), 3. 20 (m, 1H), 2. 67 (m, 4H), 2. 49 (m, 1H), 1. 81 (m, 1H), 1. 52 (m, 3H), 1. 2
7 (m, 1H) »

[0555] Sl 120 « A M N- (1- 4% —FF [2. 2. 2) % -3 3E) 2~ U —1-[4- ( ZHAAL)
Stk 1-3- I A B R

[0556]
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[0557] 4% M85 SChtf 117 A [F 75 X3R4T B &4, AR Z AAET 4- =P BN
B R A A E S U6 S

[0558]  'H-NMR(CDC1,, 200MHz) 6 9. 90 (br, 1H), 8. 64 (d, 1H), 7. 83(d, 2H), 7. 54 (m, 3H), 6. 5
6 (t, 1H), 4. 11 (m, 1H), 3. 34 (m, 1H), 2. 78 (m, 4H) , 2. 59 (m, 1H), 1. 94 (m, 1H), 1. 66 (m, 3H), 1. 4
2 (m, 1H) »

[0559]  SEjafd] 121 & N- (1- 2% =35 [2.2.2] 3 -3- ) —1-(4- BT H2EH: ) —2- %]
£ =3— ML B Bt fr

[0560]

[o561] ¥ f 5 sLits] 117 AH IR A7 :03RAF ARt &4, AR AET 4- BUT HE 225
WA FH AR AR S5 o

[0562]  'H-NMR (CDC1,, 200MHz) 8 10. 01 (br, 1H), 8. 63(d, 1H), 7. 55 (m, 3H), 7. 30 (d, 2H), 6.
51 (t, 1H), 4. 18 (m, 1H), 3. 38 (m, 1H), 2. 82 (m, 4H), 2. 61 (m, 1H), 1. 99 (m, 1H), 1. 68 (m, 3H), 1.
43 (m, 1H) .

[0563]  SEHtEfs 122 BN o 7 JHFEA LW IEGAZ 4K (nAChR) V& TR

[0564] 3L FlexStation-Ca™ i A I K T & F 58 M o TnAChR O3 M. 71 4% 9 i 51
i, i E] o« TnAChR Ay Ca” - P (k1 BEME B B 1l 18, F 28 6 Y k4TS -3 (Molecular
Devices A #&fL ) Fl FlexStation 1T #l{X (Molecular Devices Awl#fk ) Sl =4
AN Ca” ¥R 7R 1E. o

[0565] % A CHRNA7 (NM_000746) cDNA ORF 3& F& (C/N RC221382;0rigene) Fl A (X
RIC (NM_024557) cDNA ORF 3% % (C/N RC205179;0rigene) ¥ 55 B 3| pcDNA2. 1/Zeo (+) %
& (AT M Invitrogen A& FR1E ), AR B A o TnAChR % 4% () HEK293T/17 4 fil (ATCC,
CRL-11268) . #RJi5, I IX L4l fu Bi? TAEKEE IR (AT AL/RE 3 IR R 4% /R
iR (DMEM, °] A\ Invitrogen 3843 ), 10% #CKiE G 4= 1L7E (FBS, AI M Invitrogen A 7]
#19),300 ug/ml BALE K (Geneticin) ( A] A Invitrogen 3873 ),250 ug/ml {H3EH R
(Zeocin) (R M Invitrogen %1% ), LK Ix TR / #&E R (M Invitrogen 3%1%)), %4
JEHEARE] © 150mm 19°PAR . FFURIZAGIN 24h DART, WA KT Frd &7 v 40, AT 1
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O, BRIGFRRBA 5x 10N /mL (RIS B FAE KB 23t . izl B o E A
A HE -D- B RO MEWK (M Biocoat, BD 3j1F ) 1 96— FLE A AR (5x10*4H
M/ L) BIRALA . B BRI AR T2 37°C L 5%C0, T i & £ 24h.,

[05661  7E3EAT KL WU (1) 24 K, W AR K5 37 56 5 B e, RS DU P (TmM Tris—Cl, 20mM
HEPES, 20mM NaCl, 5mM KC1, 0. 8mM MgSO0,, 4mM CaCl,, 120mM NMDG, 5mM D- % %j## , pH7. 4)
WL IR A — vk, B AR LA N 100 ul PG I 22 i A e 1 45 -3 ek}, IEAE
FETWAAL) 1the BBINKEE9 (100% —F S EHA (DMSO) H ) 10mM fig 23 ) FH R I 2%
MR R A SRR, B4 40 uM BT 1/3, B T IBOK Ca® B iE A5 5 5% S 11
PNU-120596 ( 1] M Sigma 3R15 ) FIRS IR 24 30 u Mo KGR AN 1 u M Ry HR
25 (Epibatidine) ( A M Sigma 3R13 ) FHAEFH X HR4.

[0567] Ayl & 40 M PN 1 Ca” I AR AL, 5 % TR T =W AE 42 1h )5, 3 Ik &9
P BE AR FlexStation 11 B4, fEIIANZY) (Fridib &%) A, W= 40K 5% 62
30s (F2), BRJG NN PNU-120596 FFIll &5 6402 120s. B A fusEE TN A LG,
T EZIE 2 90s ( T 485nm A / T 526nm R4 ) o 0B E I oK 58 68, /8
AL [0 U 43 Bt UAH ST P A ok HE AL AR s 2% SRR 52 IRAL A 0 ECyg0

[0568] 455 LA EC, fHK RN 7EMEMALE T, 0 T8k A OC R B IR Le b &4, 13
A A A 4 B B o BB VR B R BIAE R S E o AT — kB Z k. H 5
IR [RVRE ) 5 1 D — e S ) B R BT A S Sh Ak, 5 R R IR R 1 FIER 2 Fios .
ER 1w+ R 1000nM B [ EC50, ++ 7% 500nM £ 1000nM [¥] EC50, +++ 27~ 100nM %
23 500nM [¥) EC50, LA ++++ F7x 100nM LA EC50,

[o569] [ 1]

[0570]
STt A\ a 7nAChR ff] EC,, (nM)
1 +
2 ot
4 +
5 +
6 +
7 ++
11 +
12 ++
14 ++
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5 "
17 ++
18 +
20 o
% n
26 -

[0571]

27 ¥

29 ¥

32 ¥

33 -
36 -
38 -
46 -
49 1+
56 "
57 =
60 n
63 ¥

65 -
67 n
69 -
70 -
71 -
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[0572]

72 4+
73 ++
74 o+
76 -+
77 H++
78 -+
79 -+
80 HH++
81 -+
82 4+
83 ++
84 o+
85 o+
86 o+
87 H++
88 o+
89 H++
90 HH++
91 -+
93 o+
94 e+
95 o+
96 o+
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97 ++++
98 ++++
99 +++
101 +++
102 ++
104 ++
105 ++
106 ++
107 ++++
108 +++
109 ++4
110 ++4
111 ++4
113 ++
[0573]
115 +

[0574]  +,1000nM PA_E ;++,500nm %= 1000nM ;+++, 100mM 2 500nM ;++++, 100nM PAF o
[0575]  SEi 5] 123 « %k it FH 25 A7 bk W R A A8 0 10 416 400 16 /0N BRCBE AT 3 0 A4 DA e 0k
(NORT)

[0576]  NORT #& & %G H Ennaceu fil Delacour 5| AN —F A FHCAZ I, H 2T KR K
PRI E K B A2 5 B0 AE L AT 2 i Ak, R T 4R 2B #0144 [Ennaceur A and
Delacour J(1988)A new one—trial test for neurobiological studies of memory in
rats. 1:Behavioral data.Behavioral Brain Res. 31:47-59], 1% NOR s\ A& — Fi i H s
5 7%, T 00 e P T 155 3 2 A At R 24 W Rk A SR BN R AR AZ B AR A
I Z I, RN 2510 Tt B 15 5 20 R M G R e AL IR B D . fEAR
S ) T, #2208 Bevins Al Besheer B S A Sk 3 47 08 [Bevins, R. A. &Besheer, J. Object
recognition in rats and mice;a one—trial non-matching—-to—-sample learning task
to study recognition memory’ .Nat Protoc.2006;1(3);1306-11. (2006)]. PL0.03 ~
3mg/kg Al 10m1 /kg {4 5 (57 &, 45 R 20g ££) 32g (IMEME ICR /NG, (Orient Bio Inc.
)Rt whE ) CIREE VA T 30%PEG H AL A HEH] 30min )5, KiiE T AR &
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K[ MK=801 ( A] M\ Sigma 3R1F ) LA 0. Img/kg A1 10m1/ke 44 5 (¥)57) & B T it FH DAVS S8
. i MK-801 £ 30min J&, ik/NRIRER ZHITHE T &+ 4 dmin (77 AT H0AE BLA
TREEEME . R FL) 24h, ¥ 2 Wi I I M 2 — B8 ie (B, G5 —1 I8
ANEEANFERI— AN BBV ) , I & O EHR R IR B Smin. IAEIFEEL (RD) & 3K -
(05771 [ WAL A P2 b 0B Ak IR 2R B TR/ WAk A 4 2E v %) BT A A4 4R 28 it
6] ) / (MKSO1 2 b X B WAk R 2R st 1) /MKS01 25 P s BT A5 A (KR 2 st 1) ) x 1007 6

[0578]  FIAFK 2 B AETR A WAL A PR R BOE (ECyy) B &/ NRIE I I AH%S RT
{Ho

[0579] [5R 2]

[0580]
STt 51 NORT A%} RT (%) @MED
4 116. 2%@3po
5 115. 8%@0. 1ip
25 115. 6%@3po
26 116. 4%@1po
27 114. 1%@1po
33 112. 1%@1po
65 110. 7%@1ip
77 122. 1%@0. 1ip
84 119. 7%@0. 3po
86 115. 2%@0. 3po
89 113. 8%@0. 03po
91 118. 2%@3po
104 114. 8%@3po
105 116. 2%@0. 3po
109 112. 6%@3po
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