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A% PPAR y B 2% & A& 48 % @ Ser'7%-Tyr*’®
(A PPARY 1 S 2 R AB PPARY2 2B ¥ > BE RN
Ser?®“-Tyr* s A2 H MAWKEFF) X ATEAMNY
nEABRFZBE @H%%%%ER%A% Gald ka x
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AR BB O.Sugﬁ}i‘é%ﬁﬂ?(LipofectAmine B e A
GIBCO BRL % 3 » B 4 % % 18324-012)50 ul £ 5 = 4
KA mELEBEAm b N 3TCRELFRLEKE S E 6B >
A 10 ml 4 A 20%3E # 4 # & % (GIBCO BRL 2 3 - B

AR RE B R 7 BB RA4ZE (CNS)A4 A& (210 % 297 2 % )

52 313293

(omof i 20 58 B0 debcoke B (Bt b i 158 o 56 )

S 3 e T Y



1235748 A7

B7

B BHRA (8 )

% % 3% 26300-061)z 32 K A - N 3TC bk —R#% > =i
bR EaBlAEH 2y E > X 800018 4 /100 ml DMEM-
10%Z M F/ Rxtafo B EBRBEEN 06 R m ¥ - 3B HH
I mmEMEZIR O ANASCRIREI2ZEAREZIER
# WAt A %2 DMEM-10%3% # & & % & 1001 » 37°C
BELIF B ER RBKRKBYAIEAZAZR L
kB E® -

X EAKRY WM PPARG © B A & A
FHLEZBAFTHBABZIBAEKIGHEHRLEHKEF
(Carbacycline)(% B Eur. J. Biochem., 233, 242 (1996) ;

(oD 2 5 B0 kol B (VB e R o e )

Genes & Development, 10, 974 (1996))10 M 85 2 & & &
FHEEHEEH 10 A mAERALESY 10MEF 2 &
RAFEBHBEETIRAERL T -

BE > UAWEAERAY PPARYy FHILAR LA
ARz AOBLABEHLTIHGEHBLEDEBRESR
B (% B Cell., 83 863 (1995), Endocrinology, 137, 4189
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BMEERFNE 2P - |

BE HNAEAZ2ZLEH ERRETIRXRUARAAE
Al R ARRTARERAER o |

X B F AR 2 WO9T1255 3 A & K % #1 3(35)
RS MM BRI S Y - N

P 25 o 3 H w2 o 2 8 38

m
3

s

e B St

AHGRRE @R F BB FARE (CNS)AL A8 (210 % 297 2% )
53 313293



T P T oD B H omo 3 e 3 e o S B (R

1235748 AT

B7

B BHHA (4 )

X
N/ (0] OH

(o)

WO9911255 5 M T T 4 # 3(35)n K 2 L4 &
g % 14

(oo i 2t B4 ek B¢ (B e 5B oF e )

e Rt S

UBHERILSM(FERE
it & M &% R (Carbacycline))z F M # 4 1 BF
ZHAMHEFEH®
s R 0.45
b ¥ 1t A 0.01
£ 15
R B AL S (%)
CeHBE | snma  HzanEr
£ 5% ] 2 2.6
b 8 16 4 0.004

ABRAILAODBEReBAEAL PEEZIHAR > TR
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WRBARKE 148 nEEEKE 12K 40 F RS HGH
R A 1)K 1> 2 R 308 > 2% B RS KR
R FRKER TR HE -TG 4 -
ER¥FREREBEY > ZHRSLETCHAZXFKMAER
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BRIKIFEAMERE - BEMRALACH - K2 ERHER
R XM AABAKRLEERB K o JFARKMZER A
BRFB AR B RL_B -oEEhzHEYH -
WL EHZER B LASKESO(ER&%TR)E -BEX  FT
e R AAERFAEZRE - RBREBRACHRAS R
AoshFaRMWET2ABRER - BRHEAE - LA 5K
BB B o)A ERBE B (B EERRLE
R)EHB B  HEDEHIFTERBEN AR YILIBESB
R > XA SBRAB I AN BREILEFTLEIL - BHKLE
U2 b BBl oRELBEL)NERN > FTHEA
BOAAL AR 2 AR R K K R AR A
g oRAZAbERYDEFE —HX A LEL2ZF
Mo E o CRTFTRAITERFIZIINAERE - &F -~ % Hh
B-HEAEBNBRAEIREARBEERNZAZIREE -

AUGRR B A T BB R E (CNS)AL A8 (210 x 297 2% )
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B7

A~ AR (62 )

R ABAZHEHENE

LT  #H a2 HATRAFREARTA  AAABENR
ERAXAEFZIRE -

BEaRViEsBZES TLCHTHANZIER 4
BrERIEHERSIBERER wHBERFTBRHLL - L&
NMR GG FAZIERNNZIBEHR  BHEAFAIFTHERIE
;5% o
% & 1
3-(5-% A -3,4-= BE-1-%) 7% &

#3-(5-FARA3A-—_RE-1-R)Rm®Q25.1g X &1t
& 4 (% # J. Chem. Soc. Perkin Trans. I., 1739-1742
(1987)))/w £ 5 & - Nt =2 (200g)F » # 180C #H # 3 ) #F -
HRERAHEABL RAHBBE KR RXARBEARKN -
BARRLBLEER ZFRAARABAMEEMNKRERE
Re@ o KERARBEARKLEA A LHRTEER -
BAEPHZERERABREBKRESE > B KFKE LB
%O RNRERTRE HBEBEATIHHHEEZIFZERLEDY
(11.8g) -

TLC: Rf0.42 (4 @ F&E=6:1)

NMR(CDCl,) : 6§ 9.21(s, 1H), 6.98(dd, J=7.8, 7.6Hz, 1H),

6.71(d, J=7.6Hz, 1H), 6.70(d, J=7.8Hz, 1H), 5.82(t, J=4.4

AR R A @A PR RRE (CNS)AL RIS (210297 2 %)
62 313293
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D P o O 5 H Ome 30 e 2 e ol S 1

B7

B~ AR (8 )
Hz, 1H), 2.68-2.50(m, 4H), 2.36(m, 2H), 2.12(m, 2H) -

% # ) 2
3-(5-# K -34-—_8ZE-1-A)A & T &

HO 0‘ O‘CH3
o

HEKXKFEUMDAHE-1I0C AEARART &R
W AR R (5.92ml) KA A-10T H#H 20 548 - R E
A Ll S | ﬂi%zwé\#h(llﬂg)’ B EBPH]
I WRBRARAHMNABRTRE  AEXEH 2R - B &
BB RBEREW KRR H * FE=SS50: HF
HoBHNAEATHHHRAEZRALS H(10.6g)-
TLC: RfO.72 (R4 : F &=10:1)
NMR(CDCIl,) : 6 7.06(dd, J=7.8, 7.6Hz, 1H), 6.88(d,
J=7.6Hz, 1H), 6.70(d, J=7.8Hz, 1H), 5.88(t, J=4.4Hz, 1H),
4.93(s, 1H), 3.68(s, 3H), 2.82-2.62(m, 4H), 2.58-2.49(m,
2H), 2.26(m, 2H) -
% # 5] 3
S-Z—P AL MR RA-1,2,34-1w K E-1-8

H3C CH3 o )
MY
o

4 5-5 K& -1-Z % 1 (30.0g) 2 M w2 (180ml)3% & ¥ & A
4-— F A Mg (1.13g)% > AATRHA=ZTF A& A

RUERERA PRE EIZE (CNS)A4 A& (210 x 297 2% )
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A7
B7

Ao BHEREAE (%)
5.0ml) - R EFTBEH — % - B REBRAS WA KKS -
Ak BE - ERATLHRIEER BERRAKRBAR
BARKAELEF  RBEAABRELBELREE AU HRGY
BRBEREEMNHE(CKR 1 THLE=9: 15 DK # > %7 3
BEATHHHEEAZIKRALSW(A5.4g) -
TLC: Rf0.42 (2% : ¢ E# T EBE=5:1)
NMR(CDCl;) : § 7.95(dd,J=7.8, 1.4Hz, 1H), 7.33(t,
J=7.8Hz, 1H), 7.19(dd, J=7.8, 1.4Hz, 1H), 2.79(t, J=6.0Hz,
2H), 2.65(dd, J=7.6, 6.0Hz, 2H), 2.19-2.05(m, 2H), 1.40(s,
9H) -
% & ] 4
2-(l-g A-5-=F A @A £-1,234-m AR ZE-1-A)z &

/7

CH, o)
::32;)L\“,()\1::E;;:1\\,/u\()/~\c“*
3 OH 3
(o)

£ (169g)2 & K X (60m)R %% F & ho sk (A8 &

E) Bk A mEAH 3 ERIAEEHUSADR R T B
LEQRSm)x £ K X(120mD)E R » T @A — 8% - KA %
ER KRB RESHMARKRY  HwRB®%E ALE
LR AR c BRERBAAAREARBARKRAE RS UK AK
RSB RRE KRB BEITRBEREE N E(C
W eBLE=S1I->5 DAY FHAEF T HHEMEZ
% A1t A 4 (33.5g) -

A&

AUGRR A ER FBEBEERE (CNS)AL A (210x 297 %)
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TLC : Rf0.52 (S % * Z % Z & =85 : 15)
NMR(CDCl,) : § 7.42(dd, J=8.0, 2.0Hz, 1H), 7.17(t,
J=8.0Hz, 1H), 6.85(dd, J=8.0, 2.0Hz, 1H), 4.16(q, J=7.0Hz,
2H), 4.10-3.90(br, 1H), 2.80(d, J=14.0Hz, 1H), 2.76(d,
J=14.0Hz, 1H), 2.68-2.40(m, 2H), 2.12-1.44(m, 4H), 1.35(s,
9H), 1.24(t, J=7.0Hz, 3H) -
% % ) 5
2-5-Z FRACLEBARA-34-_ R ZE-1-A)2 % ¢ &

CH o
:23#0 O‘ 0" CH,
0

EEEH 4R 25 m33.5g)2 F X(80ml)iE &
oA MHTERBEAAM(S20)EEH 1N AHE
EREBE O BRERAYA LK LEHRFE > LA K- 2f5
BMAMARKBER - KREBPPEBARRAEXLSE > ABKA® S
EHRBRE BABYRIYERBERENZ(TR TE
CEBE=20:1-10: D)HH  r BEEA THHHAEZAAEAL
4 #(13.2g) -
TLC: Rf0.56 (4% : Z&# Z8=3:1)
NMR(CDCl;) : 6 7.18(t, J=8.0Hz, 1H), 7.08(dd, J=8.0, 1.0
Hz, 1H), 6.86(dd, J=8.0, 1.0Hz, 1H), 6.01(t, J=4.5Hz, 1H),
4.14(q, J=7.0Hz, 2H), 3.44-3.40(m, 2H), 2.63(t, J=8.0Hz,
2H), 2.36-2.23(m, 2H), 1.38(s, 9H), 1.22(t, J=7.0Hz, 3H) -
%% B 6

AR REH A F BB EARE (CNS)A4 48 (210 x 297 2 %)
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D P S o B H me d e P o R BER

B7

B~ A (%)

2-(5-8 A -34-— 8 K-1-X)L BT &

‘ o
HO O 0" CH,

AAH T 4658 L248Hm(13.2g)2 T 8 (50ml)
BRF O BAANTLEMNZTLEERQROMI> 26M) R E R T
BHE3I I - BRELESGYNMNE2ZNBHER XKZIAASD T
% RALBMLUBEER - BKERRALSB AL > A& KK
MUK R ARG - R ABRI A ST REF RN R (SR
LH®LE=41->2 )R Y  #HH/HFZ2HAIKRRLEKET
BXRARAZHELAEIL - P H - #FHIHELIUNCKRARLE
CEZRACBHAELR  HJABEAFTIHHEEAZEZHALS
M (7.73g)

TLC: Rf034 (2% : 28T EE=3:1)

NMR(CDCl,) : 6§ 7.00(t, J=8.0Hz, 1H), 6.78(d, J=8.0, 1.0
Hz, 1H), 6.63(dd, J=8.0, 1.0Hz, 1H), 5.98(t, J=4.5Hz, 1H),
5.25(brs, 1H), 4.15(q, J=7.0Hz, 2H), 3.44-3.41(m, 2H), 2.74
(t, J=8.0Hz, 2H), 2.36-2.23(m, 2H), 1.23(t, J=7.0Hz, 3H) -
% & ] 7 ‘
5-(5-FRA-34-— 8 BZXK-12H)-K)X &

0 X OH
(o)

H;C

E@A-HTE)ZXBBARLH(25.0g)2 & kK w &0k

AR REER ¥ BB RIEE (CNS)A4 #RAE (210 x 297 2 %)
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B7

B BEARBA (T )

W (200ml)E R ¥ A F = T ESF(12.7g) # 30C #H # 1
N e RRBERAM T H W S5S-FARA-1-ZHRAG.0g)2w
kB Qm)ER >  RAEZBRTHRHFE —® - FRERS
ME AN RICEKRERRAZIRAD Y  AL®BLE X
R #BERRRE  HEEATIHHHAZIREZRLS
W BEXIILEDAERE  EEAPATIRE -
TLC: Rf0.34 (T : Z2 8 8=2:1)

% % ] 8

S.(5-F B A3.4-= R BE-1QH)-B)A & T &

Hsc,o x O‘CH3J
o

ESEH TR R 2O MZ EA- T AT &SRO
BRY > AT Ay (S3m)R B & 47 (17.6g) B M F
B "B -BRERLSHEANRKT ARLHTEHEER-
HEBRRABREBARAREF  ABEXABKELBERE -
HRBEDR BT RBERERNHEX(T R THTE=5:1)
HR OB BEATHHHAEAZRAELSH(6.80g)-
TLC: Rf0.72 (&4 ' 28 T 8=2:1) |
NMR(CDCl,) : 6 7.18(dd, J=7.6, 1.2Hz, 1H), 7.10(t, ]=7.6
Hz, 1H), 6.70(dd, J=7.6, 1.2Hz, 1H),5.96(brn J=7.2Hz,
1H), 3.81(s, 3H), 3.66(s, 3H), 2.71(t, J=6.4Hz, 2H), 2.48-
2.18(m, 6H), 1.89-1.71(m, 4H) -

% % 5 9

AUSRREHA ¥ B R KAEE (CNS)A4 R4 (210 % 297 22 %)
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S P S O>ou B H w3 e P e ol S B

B7

B BHRH (8 )

5-(5- A -3,4-— 8 Z-1-2)% &

_ HOOH

B4 8 H i 2ibd W (6.83g) RIMtox @ & B (39g)
ZRAH > HI80CHFE2I8F - A HEETER  NRE
RAM P RMAK RERLHLEZER - BRERRKAA
INB#® ARt AB AL A KB BRSELBRERE &
HAATHHBEZ R Y REILAH - BHZLANEE
#E O AEBEANRUATZIRE -

TLC: Rf0.12 (&4 : 2 ® L & =2: 1)
% & #] 10
5-5-# K -34-—8F-1-B)h®& F &

HO @ O‘CH3 .
o

£-30C FTH FEQSnDY & m % 58K (1.9ml) K4
E20CHBE IS5 24 - EREBERTANMS A6 O R B 2
ebmAENFTHE(mMD)ZIER > EHFREH 30 548 -8
RERAMAESG  BABYA LK LEARE HBRAMEFN
BEMAMABR KRBARBAKALS » A& KRE
BERLAB BABRH B EBEIREEN E(THR T
BoE=4: DRY FHAEATIHHREAZBEALE Y
(4.91g) -

AHGRREBR ¥ BERFRZE (CNS)AL A (210297 2% )

68 313293
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B~ BHRHA (9 )
TLC: RfO0.48 (2% : L8 T 8=2: 1)
NMR(CDCl,) : 6 7.08(t, J=7.8Hz, 1H), 6.86(brd, J=7.8Hz,
1H), 6.68(dd, J=7.8, 1.0Hz, 1H), 5.85(t, J=4.4Hz, 1H), 4.96
(brs, 1H), 3.66(s, 3H), 2.70(t, J=8.0Hz, 2H), 2.49-2.17(m,
6H), 1.89-1.45(m, 4H) o
2 # 11
N°-((1E)-5-# % -3,4-— 8. =2 & -1(2H)-%)-2,4,6-= R / A
* % & I

CH
HaC 3 3
H CH;
00
H,C” “CHj

£ 2,46-= R AR RXmE&BH 368k 5-58%-1,2,3,4-
WA ZE-1-82000) 2 PEQSMDERY » REBRB T & o
RBHKMM3ml) KA A AOCHME2 - BRERASH P
K THRBF LI - BRAHABZ2EH - BAEARYATFER
FRONMBREBETHE FHAATHHRAZILZEAILL Y
(49.2g) -
TLC: Rf0.28 (2 : 28 T &=3:1)
NMR(CDCI,) : § 7.57(br, 1H), 7.56(d, J=8.1Hz, 1H), 7.16
(s, 2H), 6.99(t, J=8.1Hz, 1H), 6.71(d, J=8.1Hz, 1H), 4.37 -
4.24(m, 2H), 2.88(m, 1H), 2.69(t, J=6.0Hz, 2H), 2.43(t,
J=6.6Hz, 2H), 1.96 - 1.85(m, 2H), 1.30(d, J=6.9Hz, 12H),
1.23(d, J=6.9Hz, 6H) -
2% 12

AR R EEA ¢ BB EAZE (CNS)AL 48 (210 x 297 2 %)
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A BBRA ()

5-8A-34-— R E-1-AFH

HOOH

A2 EH 11 HE 269 (49.2g)2 £ K RIKH

(510mD)E &k ¥ » »-78C WM AE T A 4(221ml> 1.56M > #

F) RBEAE-TSCTHBHIO4E - B REARASMA R
EO0CH » ZOCHHE30 948 - KA T > REABEY T H v
i%‘«‘f'ﬁ(llﬂg)’ﬁiﬁiiiﬁ?ﬁ:ﬁ#llbﬁ kAT o ®
RERASGH P A mtafo RALEKERSL > £FTH K - KRB
MLBLEBEER  ASHZIAHRERBNEBR KRS U
KEBENEBRBRE BABDRITEBERER N X(T
o LBmLE=3:1->1: DHEY > FHAE TFTAHEMLZ
2 M4 A 4 (15.7g) -
TLC: Rf0.28 (2.4 : L8k Z &5 =2: 1)
NMR(CDCL;) : 8 9.17(brs, 1H), 6.94(t, J=8.1Hz, 1H), 6.74
(d, J=8.1Hz, 1H), 6.68(dd, J=8.1, 1.2Hz, 1H), 6.01(t, J=4.8
Hz, 1H), 4.50(brs, 1H), 4.25(d, J=1.2Hz, 2H), 2.60(t, J=7.8
Hz, 2H), 2.22 - 2.09(m, 2H) « |
2 & 5 13
5-FRTFAKR-34-—8Z-1-AF 8

Hsc.OVOOH

ARUEREBR PERBAEIZE (CNS)A4 A (210 %297 2% )
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B7

B BARAC )

ES2FEH 12H8R22 W (15.7g)2 & K W & K
(I35mD)ZE R ¥ » KA T HwAILMB.75g° 63.1%) &
FERERHFIOLE - ARBERREAYD IR ARKATAHAARTFTATF
B (7.41ml) > $ A ZBHHE 1308 - RRBERLH T H M
KAKBRBERRILEKRKER  BRLBLEBEFER B ERR
RKERKEBIRBRKEF  REBEXBEMNERBES -
AR BT RBERERMNME(THR  2HTE=4" 1>
2R E - FHEATHHHREAEZIRAEAILSH(5.1g) -
TLC : Rf 0.38 (& % 3‘L&Lé§=2 1)

NMR(CDCl;) : § 7.16(t, J=7.8Hz, 1H), 7.05(d, J=7.8Hz,
1H), 7.00(d, J=7.8Hz, 1H), 6.14(t, J=4.5Hz, 1H), 5.20(s,
2H), 4.51(brs, 2H), 3.49(s, 3H), 2.82(t, j=8.1Hz, 2H), 2.30
(td, j=8.1, 4.5Hz, 2H), 1.46(brs, 1H) -

24 ) 14

-2 FR-5S-FTAFAA-34-—8F

Hsc,ovo Br

S EH 138325 Hm(7T.53g)R = £ (9.592)%
SR FROAIOmM)ZER ¥ > A KA T & ww ik (12.1g)
Kl kA FRH 40 2H-BRABREMNAR R RABH
PTAMIBRLHEZIRBAERG: D) #Fa2FEEH
ey RBEREREHE(TR P 28 TE=20:1>10:1)
R RBBEAFATHOHRBEZRELSH(6.32g) -

AR REBR T BEERE (CNS)A4 RAE (210 x 297 2% )
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TLC: Rf0.76 (&% @ 8 . &s5=2": 1)
NMR(CDCl;) : 6 7.20(t, J=8.1Hz, 1H), 7.12(d, J=8.1Hz,

1H), 7.03(d, J=8.1Hz, 1H), 6.30(t, J=4.8Hz, 1H), 5.20(s,

J=8.7, 4.8Hz, 2H) -
% # 5] 15
2,2-— F X -3-(5-FATFARAA-34-—_ 8 Z-1-RA)m & 7 &

H3C

E2-FREAAHKETFEHEG.1Im)z & kK w & %k (30ml)%
BP > RAKAETHEAN_EBBKILE(Q22.3m]l) K% £ 30C
EH 30248 - RRERSH Y RAATHEANSLFH 14
Ht2ibbWm(632g)2 £ km f ke (20ml)E & » K% £
ERBH2IHF NRRELOD T FImah RILEAR
R BRALBLBIER BRERRABMRBE KK F > R
BRABEMNEBRELABRE B EdwRBE RN E(T
o LBLE=8:1-6 DK FEHAEAFTFTHHHMEAZ
B A A M (7.02g) -

TLC: RfO0.55 (2% : 2z 8 2 & =5:1)
NMR(CDCIy) : 6 7.10(t, J=8.1Hz, 1H), 6.97(d, J=8.1Hz,
1H), 6.94(d, J=8.1Hz, 1H), 5.85(t, J=4.5Hz, 1H), 3.49(s,

J=7.8, 4.5Hz, 2H), 1.15(s, 6H) -

2H), 4.36(s, 2H), 3.49(s, 3H), 2.83(t, J=8.7Hz, 2H), 2.31(td,

3H), 3.47(s, 3H), 2.74(t, J=7.8Hz, 2H), 2.72(s, 2H), 2.17(td,

AUMGRREBA PR B EEE (CNS)AL A& (210 x 297 2% )
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2 D PY 2 oo B2 H omo Ju e 3 e o 3 1R

B7

B BBREA( B )
% # 5] 16
2,2-— 9 K -3-(5-8K-34-—_RZE-1-A)R & T &

L5 EH 15 BB 25 Hm(6.78g)2 F 8 (110ml)%E &
T AN L B - R E R (8.4ml) E R F BB HE 1S
N RRBRRADREE  ARBRVRALHRIERZR - KR
RARBAAEEMAERE M RBEKRAELS L&
AR BEMERERAE BIARATHHHREZIRALE Y
(5.78g)

TLC: Rf0.30 (&% @ 2% L 8s=5:1)

NMR(CDCl,) : 6 7.03(t, J=8.1Hz, 1H), 6.89(d, J= 8.1Hz,
1H), 6.65(dd, J=1.2, 8.1Hz, 1H), 5.85(t, J=4.5Hz, 1H), 4.71
(s, 1H), 3.46(s, 3H), 2.71(d, J=1.2Hz, 2H), 2.67(t, J=8.1Hz,
2H), 2.20(td, J=8.1, 4.5Hz, 2H), 1.56(s, 6H) -

% & 17

1-Z R A A-5-F & 4-1,2,3,4-m &K

H3C’o

XA TFAEGB-RAEA)= X2 1EHm(19.8g)2 & kW &
ok (200mI)B &R P A B = TEHHOS8) RANERHR
H IS5, RRERAMTHMmS-FAREA-1-ZH 8

AUGRRE AR ¥ BB REE (CNS)A4 RH& (210 x 297 2% )
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B7

BRI ()
(50g) AN EBBFESIH - -BREBRESDF AN AP
Rt AKBERY  XKERLBRLEER Ko AKRAE
Risfe B RKEDF  UBKBBEELBRBLRE Kbk
B RBEREEMNE(THR  C®LE=10: 1)K % - 77
BA T HHazEAILSESMH(GS66g)-
TLC: Rf0.86 (2% : T8 T &=10:1)
NMR(CDCl,) : 6§ 7.56(d, J=7.8Hz, 1H), 7.13(t, J=7.8Hz,
1H), 6.70(d, J=7.8Hz, 1H), 3.83(s, 3H), 2.76(t, J=6.4Hz,
2H), 2.66-2.56(m, 2H), 1.94-1.80(m, 2H), 1.51-1.40(m, 2H),
1.12-1.02(m, 2H) - |
2 # 5] 18
1-3-2 " A)-5-FRA-34-— 8

Hsc'o Br

£S5 A 17T HHEZILASH(5.00g)2 Z & (60ml)E R
A 4T% R EHAKERQOmMD) A F BB 2
HRERAHAIMPHRKRTY > ALBLEZR - FZRXER
AR B RS RRBRAFBRSELBEREE - KA HKD
2w RBEREENE(LR 1 CHLE=10: DHEH > #
HEATHHHEBEAEZEABAILESH(T.05g)-

TLC:Rf0.69 (&% @ & ¢ 8=10:1)
NMR(CDCl;) : 6 7.16(t, J=7.8Hz, 1H), 6.90(d, J=7.8Hz,

1H), 6.79(d, J=7.8Hz, 1H), 5.92(t, J=4.6Hz, 1H), 3.83(s,

AUGRR A @A ¥ EB KR E (CNS)AL RAE (210x 297 2% )

74 313293
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3H), 3.44(t, J=6.6Hz, 2H), 2.74(t, J=7.6Hz, 2H), 2.65-
2.55(m, 2H), 2.28-2.15(m, 2H), 2.13-1.98(m, 2H) -

% & 5 19

22-—F R-5-(5-FARA-34-— 8 Z-1-A)% &% 7 &5

‘] HsC CH;,
H,C© @ O-cH,
o)

MAkAT £ 2-FAR®TE(3.308)2 & kW KK
(ISm)E &R ¥ » HZAw =R AKEALELA6.5ml> 2.0M) £ 30

THRHEIOHNH - A HETBE RRERAH Y Hms
B 18 M 26 Mm(3.00g)2 & Kw HBa(Sml)E R > &
REZRRHEI I - BRRELAS WA RILELRE
RY > BRCHBIEZFR #BERZRABNRE KK F
NEXBBEBEERRRE - BEABROR T RB T RERE N
E(TR P LB TE=100:1->20: DK HE > 52 A% F 5
M Az YR EILASW(3.68g) HEZILAHAEH
H TABERANATZIRE

TLC: Rf0.84 (T4 : 2L E=2:1)

% # Bl 20

2,2-=F £ -5-(5-B A -3,4-= R E-1-A)% &%

‘] H;C CH,
HO OH
O o)

#EEH 19 Wt 2 b Hm(3.68g)R Moz B & B (17g)

AUGERREBA P B ERRE (CNS)AL RHE (210 %297 2% )
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D P 2 oo 350 H omo 30 e P e o S B

A7
B7

B BRHRHA(C )

z/%é\#h’%ISO"C:J%# B o S EFTRIHL O NANRER

S P AKX R LBLEEXR B ERRABAAENLD
K > REKXKBBELBRERLRES  FHHEATHHHRA
zREBHAILLSY  BEZILADAERE  TEAEAM

RTFTZRE -

TLC : Rf0.30 (&4 © L8 L 85=2: 1)«

2% 4 21 |
2,2-= F A-5-(5-8 A-3,4-= BF-1-R)X 8 T &

‘ HsC CH;
HO O.ch,
O o]

45 FE(QInD) Y 5 /v % 5 & £ (0.86ml) > £-20C #
BISH s - ERBR I HAMEEAH 208 B2 EH2T
BCmD)ER > RANZERF 1) - BRRERESH IR
% BRBVALBRLEHRE BKRABRRABRE QMK
BREBPPEBARAFIRLE  UB KBS LBEBES -
BRBHE B RBERAEN EZ(T R P CHTLE=81)
HE O BHAEATHHEMEZZREILSHQ2.02g) -

TLC: Rf0.66 (2% @ 8 L &=2:1)
NMR(CDCIl,) : 6 7.05(t, J=8.0Hz, 1H), 6.84(d, J=8.0Hz,

1H), 6.68(dd, J=8.0, 1.0Hz, 1H), 5.84(t, J=4.8Hz, 1H), 5.01
(brs, 1H), 3.60(s, 3H), 2.70(t, J=8.0Hz, 2H), 2.44-2.32(m,
2H), 2.30-2.17(m, 2H), 1.75-1.34(m, 4H), 1.15(s, 6H) -

2 & Bl 22

AGRREBA P B R RAZE (CNS)A4 RAE (210 %297 2% )
76 313293
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AT
B7
BBRARAC T )
2-FRE-3-S-FTAFTAKA-34-—aF-1-K)A &

2
v

EERERT £2-TAA % (030ml)x w &K%
(TmD)E &R ¥ N-T8CHEAN_ERmBELEQQ4ml) K#E £ 0
CTHH 10 74 - HELBH2ZBRN-T8C i E S 4 14
Hi%2tAhH(600mg)z w BBk Gm)E R ¥ » A& F
BH 1206 - SABRAMEEZHA RLELAERE @
Aok BAERRALHLEER - HAO-HZIAKRERERN
ABAKLFHR RBKRAKSELBELES - BABRHE S
BRBERREM LAY FE=50: DKL #HAEAET
5 # b i 2 4% M A6 A # (99mpg)

TLC: Rf0.33 (&% : Z % Z 85=4: 1)
% & ] 23
"FRE-3-5-mA34-ZRZE-1-A)F % T &

5>
o |
S EH 228 %25 99me)z F B (4ml)x & ¥

A de AN SR B-=TH R ERO.1m) - £ B W 15 ) & -
HERBRLEMRE  HBIAEAEATHHHEEZRAEALEY -

AHEREBRA PRABAEIZE (CNS)A4 MAE (210x297 %)
77 313293
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BEZLEEMFAERE  ABEEANATZIRE
TLC: Rf0.48 (&% : 28 T B=2:1)

% & 5] 24

3-PEBAE-2-W-FTEBERA)D B

) o-CHs
HsC 0

HL-RAKS® [-FTEs B8 8B (184g)m»n K (1.3L)¢F »
A A M(277g)% > B AW & (A50mD)E Kk &R 4-F

8 (146ml) 2 m 6 0k (SOmD) B R KRk £ EBHEH 15

B RRBRRAMA LB LE RS > KBER 2N B & ¥
fwZ pH2-3 % » AL BMLEER > L& KB HESELBELKR
%o BERA T A bz BAAL A H(2558) - 3 24t
EMAERE  ABEANRATZIRE -

TLC : Rf0.28 (£ 4 : ¥ &8=5: 1)

NMR(CDCl,;) : 6 7.71(d, J=8.1Hz, 2H), 7.34(d, J=7.8Hz,

1H), 7.24(d, J=8.1Hz, 2H), 5.08(ddd, J=7.5, 4.5, 4.5Hz, 1H),

3.73(s, 3H), 3.18(dd, J=17.1, 4.5Hz, 1H), 3.00(dd, J=17.1,
4.5Hz, 1H), 2.40(s, 3H) -

% # 5 25
3-2 8% K -3-(4-F ¥ & )lﬁﬁﬁ‘f’é‘é

o z;cm

AUFERREBA FEBAEEE (CNS)AL MAE (210 x 297 2
78 313293
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A Py X oDk 4 Mmoo ok B e o 3 R

A7
B7

B BHRAC T )

S E B 24 B2 iAW (255g)2 Mk (480ml) % &
A LB E (453mD) R 4-= F B K Mt =2 (3.52g)%  » 90
CHHE 1B - AHEZTRBL  BRERADEE - B3
BUBAKRKY  ALBLEIER BERZRAK -2NB
BRI EBRKERAFERE  UEKE®ESELBREREE &
HEAEATHYHREZIREBILELESY -

TLC: Rf0.23 (T : 28 L 8=2:1)
%% | 26
2-(2-(4-F X R)-5-F AWk 4-K)T & T &
H3c—©—<:](\rgo‘0“3
CH,

ESFH 25 W R 242 LHEMUSIMDE R T H
o B BB (86ml) KA 90CH I 1 [ H-AHE T BHK -
HRERAMEANARKT > KB A SNARALKHKER T
MEYHESL O ALBLEER -BERZRA INZLALSH
KBER - KRB RBARALFIR  UEKAHKS &R
BRRB - KRB 2 HRE SR -FFLERANT KR AP R
ﬁﬁﬂﬁ’ﬁﬁ%ﬁTﬂ%ﬁﬁi%%m%%U%@o
TLC: Rf0.61 (&4 : 2z ®% z8s=2:1)
NMR(CDCl,) : 6§ 7.87(d, J=8.1Hz, 2H), 7.23(d, J=8.1Hz,

2H), 3.73(s, 3H), 3.57(s, 2H), 2.38(s, 3H), 2.35(s, 3H) -
% & 5 27
2-(2-(4-F X R)-5-FABE= 4- KL 8

AMEKREZBA P FAZ R (CNS)A4 M (210 x 297 %)
79 313293
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A7
B7

3D Py oy oo 4 H om0 e D e o 3 1R

B~ AR ().
N OH
H3c@_</0];:

M R4 (18.6g)E KA TR ENE Kw &IkH
(250ml) ¥ » HAALF ) 26 W2 bdH(120g)x &KW
Ak 250m)BE R » RBLAXRATHRHEIO ;& - ARE
R T AANBPEBEMKER BT R - B AHREAR
BABEBSELEL U ELBE  KHERRERE  -BAAL
MKE—%  BBHZLLEUACKRARLBELEZRABY
(W:U%%’”ﬂ%%Tﬂ%&ﬁzﬁﬁ W)
(80.0g) -

TLC: Rf0.18 (&% ' Z® L 8=2"1)

NMR(CDCl,) : 6§ 7.86(m, 2H), 7.23(m, 2H), 3.92(br, 2H),
2.71(t, J=6.0Hz, 2H), 2. 39(s 3H), 2.32(s, 3H) -

E%M

3-(5-(2-(2-(4-F X K)-5-FAB2-4-%X)2 & £)-3,4-=

IS

=-1-X)R &% F &

o) ‘ o.
&f SAS S
CH, 0

A H 2 8B 2 #}(600mg)z §L‘f' % (15ml)

BRETBEWEEH2TIREZIEH(61Tmg) = X B (1.02g)

ElLIU-(B&R - AE)—-x &Ik (978mg) > » T B ¥ # 3
B BRRBRARSCHUANLEAHEREL A R LBR -KE
BRARNBREBETRE BREMWBIZRBERAENE(T R T

AMIRRZBA FERBERERE (CNS)AL A& (210x297 2% )
80 313293

(o Pi- 2k 80, debigke ¢ (Bt e 168 OF e )

T T T B



1235748 AT

3D P 3 bl B H o e P ke o S B

B7

B BREAA (8 )

BLE=91-7:1-5:1-7:2)¥% % > B3 BLF TN

W2 kB A A (1.00g) -

TLC: Rf0.59 (&% ' 8T E=2:1)

NMR(CDCl,) : § 7.86(d, J=8.1Hz, 2H), 7.23(d, J=8.1Hz,

2H), 7.13(dd, J=8.0, 8.0Hz, 1H), 6.94-6.74(m, 2H), 5.87(dd,

J=4.6, 4.6Hz, 1H), 4.25(t, J=6.6Hz, 2H), 3.67(s, 3H), 2.99(t,

J=6.6Hz, 2H), 2.85-2.63(m, 4H), 2.60-2.45(m, 2H), 2.39(s,

3H), 2.36(s, 3H), 2.30-2.10(m, 2H) -

EwpH 1(1)E K 5 4] 1(46)
BERHBZBATEN(2AEH 6 246 10 £ 4 4

16 ~ 24 4] 21~ 24 6] 23 & 2-(5-8B X -3,4-= 5 E-1-4)

LE - LEIAREEH 2HUB LAY RAERAYE 2

HOAAMRESSH 2T R 2o Y BAER K KM 2

Azt RARTHRZARALSH o

® 26 41 1(1) -

3-(5-(2-(2-% A -5-7 4

R)& % 7 &

J
1
&
P
o™
pl
B
o
-
I
ﬁ%
B

o LI 0.
O, o™
o) o

CH;
TLC:Rf0.59 (2% : 2 &% &=2:1) |
NMR(CDCl,) : 6 8.02-7.94(m, 2H), 7.47-7.37(m, 3H), 7.13
(t, J=8.0Hz, 1H), 6.89(d, J=8.0Hz, 1H), 6.80(d, J=8.0Hz,
1H), 5.87(brt, J=4.5Hz, 1H), 4.25(t, J=6.6Hz, 2H), 3.67(s,

AR REER PEBEZE (CNS)A4 A4 (210 x 297 %)

81 313293
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3H), 2.99(t, J=6.6Hz, 2H), 2.82-2.65(m, 4H), 2.58-2.47(m,
2H), 2.37(s, 3H), 2.27-2.11(m, 2H) -

% 1(2)

3-(5-(2-(2-(6-=— F B Mt og -3-K)-5-F Aok -4-K)T & %)
34-— 8 E-1-R)ABR T E

3 \N \ /N | CH3
7 (o)
H3C N=

CH,

TLC: RfO0.16(2 % @ 8 ¢ &=2: 1)

NMR(CDCL,) : 6 8.74(dd, J=2.4, 0.8Hz, 1H), 7.99(dd,
J=9.0, 2.4Hz, 1H), 7.13(d, J=8.0Hz, 1H), 6.88(d, J=8.0Hz,
1H), 6.81(d, J=8.0Hz, 1H), 6.52(dd, J=9.0, 0.8Hz, 1H), 5.87
(brt, J=4.6Hz, 1H), 4.24(t, J=6.8Hz, 2H), 3.67(s, 3H), 3.14
(s, 6H), 2.96(t, J=6.8Hz, 2H), 2.82-2.65(m, 4H), 2.57-2.47
(m, 2H), 2.34(s, 3H), 2.27-2.11(m, 2H) -

% 46 5 1(3)

3-(5-(2-(2-(1,3-=—ISEI % -5-K)-5-F A4 -4-K)T & % )-
34-— 8 K-1-RA)R & 7 &

o Lo
AT
§ O™ ™CH; °

(0)
TLC: Rf0.49(2 %k ' 2B & =2"1)
NMR(CDCl,) : 6 7.51(dd, J=8.2, 1.6Hz, 1H), 7.43(d, J=1.6
Hz, 1H), 7.13(dd, J=8.0, 8.0Hz, 1H), 6.94-6.76(m, 3H), 6.01

AR REBA P B R KRR (CNS)AL RAE (210297 2% )

82 313293

(oo i 2 5 84 o Aok B (N B i 18 o )
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B~ BAREA (B8 )
(s, 2H), 5.87(dd, J=4.5, 4. 5Hz, 1H), 4.24(t, J=6.6Hz, 2H),
3.67(s, 3H), 2.96(t, J=6.6Hz, 2H), 2.84-2.62(m, 4H), 2.60-
2.45(m, 2H), 2.34(s, 3H), 2.26-2.10(m, 2H) -
& 4] 1(4)
3-(5-(2-(2-(4-F Z TR K £)-5-F BBk 4-%)2 8 £)-
3,4-— R E-1-A )R & T &

WS- O~ C

TLC: Rf0.61 (2% : 2B . 8=2:1)
NMR(CDCl,) : 6 7.89(d, J=8.6Hz, 2H), 7.44(d, J=8.6Hz,

2H), 7.12(dd, J=8.2, 8.0Hz, 1H), 6.88(d, J=8.0Hz, 1H),

2H), 3.67(s, 3H), 2.98(t, J=6.6Hz, 2H), 2.82-2.63(m, 4H),
2.58-2.47(m, 2H), 2.37(s, 3H), 2.26-2.10(m, 2H), 1.34(s,
9H) -

K 26 5] 1(5)

3-(5-(2-(2-(6-("B Uk -4- K )Mt ox -3-K)-5-F Aok -4-%)2T
AA)34-—BFR-1-R)A® T &

o L J_ o

TLC: Rf0.75 (£ 45 @ F&8=10: 1)
NMR(CDCl,) : 6 8.76(d, J=1.8Hz, 1H), 8.04(dd, J=8.8,

6.80(d, J=8.0Hz, 1H), 5.87(t, J=6.6Hz, 1H), 4.24(t, J=6.6Hz,

REGEREEA PHBEEEZE (CNS)AL 848 (210x 297 %)
83 313293
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1.8Hz, 1H), 7.13(dd, J=8.0, 7.8Hz, 1H), 6.89(d, J=7.8Hz,
1H), 6.80(d, J=8.0Hz, 1H), 6.64(d, J=8.8Hz, 1H), 5.87(m,
1H), 4.23(t, J=6 .4Hz, 2H), 3.82(m, 4H), 3.59(m, 4H), 2.96(t,
J=6.4Hz, 2H), 2.83-2.63(m, 4H), 2.57-2.48(m, 2H), 2.08(m,
2H) - |

% 36 4 1(6)

3-(5-2-Q2-(4-— T B X RA)S5-FAE4-4-%)T & £)-3,4-
—RE-1-R)A & T A |

(o 2 i B0 ko B N B R WS )

. e B R

CH;
TLC: Rf037 (2% : 2z ® T B=2:1)
NMR(CDCl,) : 6 7.80(d, J=9Hz, 2H), 7.15(m, 1H), 6.90-
6.70(m, 4H), 5.90(t, J=4Hz, 1H), 4.25(t, J=7Hz, 2H), 3.70(s,
3H), 3.00(s, 6H), 2.95(t, J=7Hz, 2H), 2.80-2.50(m, 6H),
2.35(s, 3H), 2.20(m, 2H) -
T % 1(7)
3-(5-(2-2-BE A A -5-F AWk 4-K) & K )-3.4-= R ZE-
1-X )% 8% T &

,I\/ Q I
H3C 0o CH3
TLC: RFO0.57 (&% : 28 L 8=2: 1)

NMR(CDCly) : 6 7.15(dd, J=7.5, 7.5Hz, 1H), 6.90(d,
AMERZBR TEBEEZE (CNS)A4 #4E (210 %297 2% )
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J=7.5Hz, 1H), 6.80(d, J=7.5Hz, 1H), 5.90(t, J=4Hz, 1H),
4.20-4.10(m, 4H), 3.00(m, 1H), 2.90(t, J=6Hz, 2H), 2.75(m,
2H), 2.65(t, J=8.5Hz, 2H), 2.55(t, J=8.5Hz, 2H), 2.20(s,
3H), 2.20(m, 2H), 1.35-1.20(m, 9H) -

£ % 5 1(8)

3-(5-(2-2-(4-=Z R F X R)-S5-FRABE2-4-5%)T & %)-3,4-
—aAR-1-X)R % T &

FF : ,NI\,O O‘ O._CH3;

F O™ CH, o
TLC: Rf0.73 (&% * 28 T &#&=2:1)
NMR(CDCl;) : § 8.10(d, J=8Hz, 2H), 7.70(d, J=8Hz, 2H),
7.15(dd, J=8, 8Hz, 1H), 6.95-6.80(m, 2H), 5.85(m, 1H),
4.25(t, J=6Hz, 2H), 4.15(q, J=7Hz, 2H), 3.00(t, J=6Hz, 2H),
2.80-2.65(m, 4H), 2.50(m, 2H), 2.40(s, 3H), 2.20(m,2H),
1.25(t, J=7Hz, 3H) -
T 65 1(9)
3-5-Q2-2-(4-ZRTFAXRE)S-FTEBEL-4-X)T & X)-
3,4-— B ZE-1-% )& & ¢ &

o—< < I\/ O
F—X O™ ™CH, o
FF

TLC: Rf0.74 (2% @ 28 L 8=2: 1)
NMR(CDCIl,) : 6 8.00(d, J=9Hz, 2H), 7.25(d, J=9Hz, 2H),

AUMGERREBA FEB KZE (CNS)AL M4 (210 x 297 2 %)

85 313293
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7.15(dd, J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz,
1H), 5.85(m, 1H), 4.25(t, J=6Hz, 2H), 4.15(q, J=7Hz, 2H),
3.00(t, J=6Hz, 2H), 2.80-2.60(m, 4H), 2.50(m, 2H), 2.40(s,
3H), 2.20(m,2H), 1.25(t, J=7Hz, 3H) -

£ % 4] 1(10)

3-(5-(2-(2-(4-F 2 A)-5-F AR -4-X)T & &)-3,4-= &
#=-1-K)m % ¢ &

‘] O_CH;

CH,

TLC: Rf0.58 (2% @ Z 8 ¢ &s=2: 1)

NMR(CDCl,) : 6 7.85(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H),
7.15(dd, J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz,
1H), 5.85(m, 1H), 4.25(t, J=7Hz, 2H), 4.15(q, J=10Hz, 2H),
3.00(t, J=7Hz, 2H), 2.80-2.65(m, 4H), 2.50(m, 2H), 2.40(s,
3H), 2.20(m, 2H), 1.25(t, J=10Hz, 3H) -

a4 1(11)

3-(5-(2-(2-(4-R X A)-5-F Aok -4- %)z § £)-3,4-= &

e

Z-1-K)RA & T &

N o ‘ O CH;
CI—< >—</ I\/ [O
CH, 0

TLC: Rf0.64 (2% @ L8 ¢ 8=2": 1)
NMR(CDCl,) : 6 7.95(d, J=8Hz, 2H), 7.40(d, J=8Hz, 2H),

AR REBA + FHE (CNS)A4 A8 (210 x 297 2% )
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7.15(dd, J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz,
1H), 5.85(t, J=4Hz, 1H), 4.20(t, J=6Hz, 2H), 4.15(q, J=7Hz,
2H), 3.00(t, J=6Hz, 2H), 2.80-2.65(m, 4H), 2.50(m, 2H),
2.40(s, 3H), 2.20(m,2H), 1.25(t, J=7Hz, 3H) -

£ o 5] 1(12)

3-(5-(2-(2-(4-F A X & )-5-F AWk -4-K)T R %)-3.4-=
8FE-1-K)A KT &

N o) ‘ O.__CH;
sV~ I\’ ® |
HsC o) o

CH;

TLC: Rf0.50 (&% : 2 ®# T EE=2:1)

NMR(CDC1,) : § 7.85(d, J=8Hz, 2H), 7.30(d, J=8Hz, 2H),
7.15(dd, J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz,
1H), 5.85(t, J=4Hz, 1H), 4.25(t, J=7Hz, 2H), 4.15(q, J=7Hz,
2H), 3.00(t, J=7Hz, 2H), 2.80-2.65(m, 4H), 2.50(s, 3H),
2.50(m, 2H), 2.35(s, 3H), 2.10(m,2H), 1.25(t, J=7Hz, 3H) -
w4 1(13)

3-(5-(2-(2-(4-£E M EXR)-S-FABA-4-R)T & %£)-3,4-=
8&-1-RA)R BT &

H3C: C NI\/O @‘ O_CH;
/

H3C o] CH3 Y

TLC: RfO.65 (2 : 28 TE&E=2"1)

NMR(CDCL,) : § 7.90(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H),

ABKERZEDA TEBRRIEE (CNS)A4 46 (210 x 297 2% )

87 313293
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7.15(dd, J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz,
1H), 5.85(t, J=4Hz, 1H), 4.25(t, J=6Hz, 2H), 4.15(q, J=7Hz,
2H), 3.00-2.90(m, 3H), 2.80-2.65(m, 4H), 2.50(m, 2H),
2.35(s, 3H), 2.20(m,2H), 1.20(d, J=8Hz, 6H), 1.20(t, J=7Hz,
3H) -

B 4] 1(14)
3-(5-(2-(2-(4-"m %X X )-5-F &

[

#-1-X)A % T &

kT

o -4-%)2Z 8 A)-3,4-= &

HsC N IVO O‘] ~_O-_CH;
4
<:> <0 o]

CH,

TLC: Rf0.65 (2% @ & ¢ 8=2" 1)

NMR(CDCl,) : 6 7.80(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H),

7.10(m, 1H), 6.90(m, 1H), 6.75(m, 1H), 5.85(m, 1H), 4.25(t,
J=6Hz, 2H), 4.15(q, J=7Hz, 2H), 3.00(t, J=6Hz, 2H), 2.80-

2.60(m, 8H), 2.55(m, 2H), 2.35(s, 3H), 2.20(m,2H), 1.25(t,
J=7Hz, 3H), 0.95(t, J=8Hz, 3H) -

K 5 1(15)

3-(5-(2-(2-(2,2-= R -1,3-= 5 ET % -5- K )-5-F A5 2 -4-5%)
A A)3 48 F-1-A)RK T &

o Q / 1(\/ O T

TLC: RfO.61(2 % @ L 8% & =2" 1)

AUMIER EHA PERERZE (CNS)AL M (210297 2% )
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NMR(CDCl,) : 6 7.75(m, 1H), 7.70(m, 1H), 7.15-7.05(m,

2H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(t, J=4Hz,
1H), 4.25(t, J=7Hz, 2H), 4.15(q, J=7Hz, 2H), 3.00(t, J=7Hz,

2H), 2.80-2.65(m, 4H), 2.55(m, 2H), 2.35(s, 3H), 2.20
(m,2H), 1.25(t, J=7Hz, 3H) »

T 1(16)

3-(5-(2-(2-(6-= T B Mt o2 -3- 4 )-5-F A ok -4-%)2 &
£)3,4-Z RE-1-£)% % ¢ & |

H;C— —(/—_\>_< I\,
H3C—’ CH;
TLC: Rf032 (&% : LB L BE=2" 1)
NMR(CDClL,) : 6 8.71(d, J=2.4Hz, 1H), 7.94(dd, J=9.0,
2.4Hz, 1H), 7.13(dd, J=7.8, 7.8Hz, 1H), 6.89(d, J=7.8Hz,
1H), 6.80(d, J=7.8Hz, 1H), 6.47(d, J=9.0Hz, 1H), 5.87(t,
J=4.5Hz, 1H), 4.23(t, J=6.6Hz, 2H), 4.13(q, J=7.2Hz, 2H),
3.55(q, J=7.2Hz, 4H), 2.96(t, J=6.6Hz, 2H), 2.82-2.62(m,
4H), 2.58-2.44(m, 2H), 2.33(s, 3H), 2.26-2.10(m, 2H),
1.34-1.12(m, 9H) -
£ 2] 1(17)
3-(5-(2-(2-(sx B Mt og -1-K&)-5-F A mE-4-K)T & £ )-3,4-

T

—8&E=-1-X)A ¥ T &

N_< I\, \&\/Yo CHs

AUEKREER YEBREEE (CNS)AL A& (210 x 297 M%)
89 313293
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TLC: Rf0.63 (2% : 8L a&=2:1)

NMR(CDCl,) : 6 7.12(t, J=7.8Hz, 1H), 6.88(d, J=7.8Hz,
1H), 6.79(d, J=7.8Hz, 1H), 5.87(t, J=4.8Hz, 1H), 4.21(t,
J=6.9Hz, 2H), 4.13(q, J=7.2Hz, 2H), 3.36(t, J=4.8Hz, 4H),
2.95(t, J=6.9Hz, 2H), 2.76(t, J=7.2Hz, 2H), 2.70(t, J=8.7Hz,
2H), 2.51(t, J=8.7Hz, 2H), 2.25(s, 3H), 2.23 - 2.14(m, 2H),
1.70 - 1.53(m, 6H), 1.25(t, J=7.2Hz, 3H) -

K 6 5] 1(18) |

3-(5-(2-(2-(4-F & B M UE-1-K)-5-F Aok -4-K)T &
£)3,4-= BZE-1-R)R & ¢ & |

HiC-N N-(/ I\/
—/ S CH3

TLC: RfO0.47 (4 : F&8=9:1)

NMR(CDCl,) : 6 7.13(t, J=7.8Hz, 1H), 6.88(d, J=7.8Hz,
1H), 6.79(d, J=7.8Hz, 1H), 5.87(t, J=4.5Hz, 1H), 4.21(4,
J=6.9Hz, 2H), 4.13(q, J=7.2Hz, 2H), 3.41(t, J=5.1Hz, 4H),
2.96(t, J=6.9Hz, 2H), 2.76(t, J=8.1Hz, 2H), 2.69(t, J=8.4Hz,
2H), 2.55 - 2.45(m, 6H), 2.33(s, 3H), 2.26(s, 3H), 2.23 -
2.13(m, 2H), 1.25(t, J=7.2Hz, 3H) -

£ %) 1(19) |
3-(5-(2-(2- (/Ui -4-5)-5-F KMk -4-£)2 R £)-3,4-= £

IS

#-1-X)A 8% L &

AMKREER ¥ BEERE (CNS)AL R (210 x 297 2% )

90 313293
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/— N 0 '.] O CHs
7/ S CH3

TLC: Rf0.36 (&% : 8 T 85=2: 1)

NMR(CDCl,) : 6 7.13(t, J=8.1Hz, 1H), 6.89(d, J=8.1Hz,
1H), 6.79(d, J=8.1Hz, 1H), 5.87(t, J=4.8Hz, 1H), 4.21(t,
J=6 6Hz, 2H), 4.13(q, J=7.2Hz, 2H), 3.79(t, J=4.8Hz, 4H),
3.37(t, J=4.8Hz, 4H), 2.96(t, J=6.6Hz, 2H), 2.76(t, J=7.8Hz,
2H), 2.69(t, J=7.8Hz, 2H), 2.51(t, J=7.8Hz, 2H), 2.27(s,
3H), 2.24 - 2.14(m, 2H), 1.25(t, J=7.2Hz, 3H) -

¥ 6 4 1(20)

3-(5-(2-Q2-(H B U -4-8)-5-F B IE =% -4-£)20 £ £)-3,4-2
8Z-1-2)% % ¢ &

/—\ N 0 ‘ O._CH;
" S CH, .

TLC: RfO0.62 (2% @ 2B & =2" 1)
NMR(CDCl,) : 6 7.13(t, J=7.8Hz, 1H), 6.89(d, J=7.8Hz,

1H), 6.79(d, J=7.8Hz, 1H), 5.87(t, J=4.5Hz, 1H), 4.20(t,
J=6.6Hz, 2H), 4.13(q, J=7.2Hz, 2H), 3.77 - 3.70(m, 4H),
2.94(t, J=6.6Hz, 2H), 2.80 - 2.64(m, 8H), 2.50(t, J=7.8Hz,
2H), 2.25(s, 3H), 2.23 - 2.13(m, 2H), 1.25(t, J=7.2Hz,
3H) -

£ 64 1(21)

AEKREEA F A% (CNS)A4 #48 (210 x 297 2 %)

91 313293
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3-(5-(2-(2-(6-F A Mpmg-3-K)-5-F A5 =¢-4-K)T & ¥ )-
34-— 8 BE-1-KA )& & T &

e OO

CHj

TLC : Rf 0.47 (4 @ ¥ 8=19: 1)

NMR(CDCI,) : 6 9.07(d, J=1.8Hz, 1H), 8.12(dd, J=8.1,
1.8Hz, 1H), 7.21(d, J=8.1Hz, 1H), 7.14(t, J=7.8Hz, 1H),
6.89(d, J=7.8Hz, 1H), 6.80(d, J=7.8Hz, 1H), 5.87(t, J=4.2
Hz, 1H), 4.25(t, J=6.6Hz, 2H), 4.13(q, J=7.2Hz, 2H), 2.99(t,
J=6.6Hz, 2H), 2.75(t, J=9.0Hz, 2H), 2.69(t, J=8.4Hz, 2H),
2.60(s, 3H), 2.50(t, J=8.4Hz, 2H), 2.38(s, 3H), 2.24 - 2.14
(m, 2H), 1.24(t, J=7.2Hz, 3H) -

K26 ] 1(22)

3-(5-(2-(2-(1,5-= Flfhok-3-K)-5-F ARk -4-R)T & £)-
34-— R ZF-1-R)BH K T 8

HsC. NN o ‘ O._CH;
H3C)§)_<0IC\H: O o)

TLC : Rf0.56 (R4 : F &8 =19: 1)

NMR(CDCl,) : 8 7.12(t, J=8.1Hz, 1H), 6.88(d, J=8.1Hz,
1H), 6.79(d, J=8.1Hz, 1H), 6.51(s, 1H), 5.85(m, 1H), 4.24(t,
J=6.6Hz, 2H), 4.13(q, J=7.2Hz, 2H), 3.85(s, 3H), 2.97(t,

J=6.6Hz, 2H), 2.75(t, J=7.5Hz, 2H), 2.68(t, J=8.4Hz, 2H),

AEIERREERA PEBEEIZRE (CNS)AL MAE (210 x297 %)

92 313293
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2.50(t, J=8.4Hz, 2H), 2.35(s, 3H), 2.31(s, 3H), 2.23 -
2.13(m, 2H), 1.25(t, J=7.2Hz, 3H) -
£ 6 6] 1(23)

3-(5-(2-(2-(4-F A~ & Mo -1-K)-5-F A E 4-K)2 &
A)34-— 8 E-1-R)R & L &

o O
ST CH;,4 o

TLC: Rf0.63 (&% @ 28 T i=2:1)

NMR(CDCl,) : 6 7.12(t, J=7.8Hz, 1H), 6.88(d, J=7.8Hz,
1H), 6.79(d, J=7.8Hz, 1H), 5.90-5.84(m, 1H), 4.21(t, J=6.9
Hz, 2H), 4.14(q, J=7.2Hz, 2H), 3.90-3.72(m, 2H), 2.95(t,
J=6.9Hz, 2H), 2.94-2.81(m, 2H), 2.80-2.65(m, 4H), 2.54-
2.47(m, 2H), 2.24(s, 3H), 2.24-2.14(m, 2H), 1.74-1.50(m,
3H), 1.34-1.20(m, 2H), 1.25(t, J=7.2Hz, 3H), 0.96(d, J=6.6
Hz, 3H) -

K% 1(24)

3-(5-(2-(2-(5-F AR UL wF-2-5%K)-5-F &
3-8 &-1-K)R % T &

N N (o) ‘ OVCH3
HoC _(/- \_J I\/

TLC:Rf0.28 (2 : ZEE& T E=1"1)

I’

#-4-%)T & &)-

NMR(CDCl;) : 6 9.16(m, 1H), 8.51(m, 1H), 7.13(dd, J=7.8,

AR EBA FEBERZE (CNS)AL AW (210 %297 2 %)
93 313293
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7.8Hz, 1H), 6.90(d, J=7.8Hz, 1H), 6.79(d, J=7.8Hz, 1H),
5.87(dd, J=4.5, 4.5Hz, 1H), 4.28(t, J=6.3Hz, 2H), 4.13(q,
J=7.2Hz, 2H), 3.03(t, J=6.3Hz, 2H), 2.80-2.60(m, 7H),
2.53-2.46(m, 2H), 2.44(s, 3H), 2.22-2.13(m, 2H), 1.24(t,
J=7.2Hz, 3H) -

&% 5] 1(25)

3-(5-(2-(2-(1,2,3,6-m B0 & -1-%)-5-F & W ok -4-%)2 §
A)-3,4-— . ZE-1-A)A % ¢ & |

o ‘] O._CH;,
OGS

TLC:Rf0.63 (& : ZEHZTEE=1:1)
£ % 4] 1(26)

2-(5-(2-(2- %2 A -5-FABA2-4- X)L & K)-3,4-— 8 %-1-
X))z #® T

‘] (o]

OO
O™ ™CH;,

TLC: Rf042 (St : 2 &% Z &=3:1)
NMR(CDCl;) : 6 8.01-7.94(m, 2H), 7.48-7.37(m, 3H),
7.11(t, J=8.0Hz, 1H), 6.82(d, J=8.0Hz, 1H), 6.80(d,
J=8.0Hz, 1H), 5.98(t, J=4.6Hz, 1H), 4.25(t, J=6.6Hz, 2H),

4.12(q, J=7.2Hz, 2H), 3.42-3.39(m, 2H), 2.99(t, J=7.2Hz,
2H), 2.76(t, J=8.2Hz, 2H), 2.37(s, 3H), 2.33-2.19(m, 2H),

AUGRRERA TERBRARZE (CNS)AL R4 (210 x 297 %)

94 313293
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1.21(t, J=7.2Hz, 3H) -
T 1(27)
2-(5-(2-(2-(4-F X £)-5-F R Mok -4-£)2 f £)-3,4-= &

e

£-1-X)L % T &

(S

o

H3C—©—(/N]\/\/ O 0" CH;3
o)

CH3
TLC: Rf0.57 (24 : ¢ o & =2 1)
NMR(CDCl,) : 6 7.86(d, J=8.1Hz, 2H), 7.23(d, J=8.1Hz,
2H), 7.10(dd, J=7.8, 7.8Hz, 1H), 6.81(m, 2H), 5.97(t,
J=4.5Hz, 1H), 4.24(t, J=6.6Hz, 2H), 4.13(q, J=7.2Hz, 2H),
3.46(s, 2H), 2.98(t, J=6.6Hz, 2H), 2.76(t, J=8.4Hz, 2H),
2.38(s, 3H), 2.35(s, 3H), 2.27(m, 2H), 1.21(t, J=7.2Hz,
3H) -
¥ 36 5] 1(28)
2-(5-(2-(2- B AR -5-F Aok 4-%)2 fA)34-2 K F-
1-%)2 & ¢ &

R
HC N I\/O Q 0" CH,
H3C: :o

CH,

TLC: RfO045 (2% @ 28 L B=2:1)

NMR (CDCl,) : 6 7.10(dd, J=7.8, 7.8Hz, 1H), 6.86-6.74(m,
2H), 5.98(dd, J=4.5, 4.5Hz, 1H), 4.15(q, J=6.9Hz, 2H),
4.15(t, J=8.4Hz, 2H), 3.40(d, J=1.2Hz, 2H), 2.99(sept.,

ABERRERBR P FIER (CNS)A4 A (210 % 297 2% )

95 313293
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J=6.9Hz, 1H), 2.88(t, J=6.6Hz, 2H), 2.74(t, J=6.9Hz, 2H),

2.32-2.20(m, 2H), 2.24(s, 3H), 1.31(d, J=6.9Hz, 6H), 1.22(t,

J=6.9Hz, 3H) -

£ %l 1(29)

2-(5-(2-2-(4-B T R A)-5-FAB2-4-X)T A £)-3,4-=
Z-1-X)L % T 8

0
0

CH;

TLC: Rf0.63 (2% @ 2B L 8=2" 1)

NMR(CDCl,) : 6 7.94-7.84(m, 2H), 7.32-7.22(m, 2H),
7.10(dd, J=8.1, 8.1Hz, 1H), 6.86-6.76(m, 2H), 5.98(t,

J=4 5Hz, 1H), 4.24(t, J=6.6Hz, 2H), 4.12(q, J=7.2Hz, 2H),

3.40(d, J=1.2Hz, 2H), 2.98(t, J=6.6Hz, 2H), 2.76(t, J=8.1Hz,

2H), 2.53(m, 1H), 2.35(s, 3H), 2.32-2.20(m, 2H), 1.96-
1.70(m, 5H), 1.54-1.26(m, 5H), 1.21(t, J=7.2Hz, 3H) -
T 3 ) 1(30)

2-(5-(2-(2-(4-F A & MEWE-1-5K)-5-F AEA-4-K)T &
£)-34-— 8 Z-1-A)z % 2 &

(R

7\
e “«I\/ O 0" CH;
TLC: Rf0.21 (P8 : 8% ¢ 8=1: 10)
NMR(CDCl,) : 6 7.10(dd, J=8.1, 8.1Hz, 1H), 6.81(d,

AGRR @A ¥ BB REE (CNS)AL RIS (210297 2% )

96 313293
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J=8.1Hz, 1H), 6.79(d, J=8.1Hz, 1H), 5.98(brt, 1H), 4.20(t,
J=6.9Hz, 2H), 4.13(q, J=6.9Hz, 2H), 3.44-3.36(m, 6H),
2.96(t, J=6.9Hz, 2H), 2.76(dd, J=8.4, 8.4Hz, 2H), 2.50(m,
4H), 2.33(s, 3H), 2.26(s, 3H), 2.31-2.21(m, 2H), 1.22(t,
J=6.9Hz, 3H) -

K% 4 1(31)

2-(5-(2-(2-(x M me-1-4&)-5-F A mEa-4-K)2 & %)-3,4-
—8E-1-B)L#® T

N-(/j(\/\’\/L

TLC: Rf0.58 (2% : 8 L & =2: 1)
NMR(CDCl,) : 6 7.10(dd, J=7.8, 7.8Hz, 1H), 6.85-6.76(m,

2H), 5.98(dd, J=4.8, 4.8Hz, 1H), 4.20(t, J=6.6Hz, 2H),
4.13(q, J=7.2Hz, 2H), 3.40(m, 2H), 3.36(m, 4H), 2.95(t,

J=6.6Hz, 2H), 2.76(dd, J=8.4, 8.4Hz, 2H), 2.33-2.20(m, 2H),

2.24(s, 3H), 1.70-1.54(m, 6H), 1.20(t, J=7.2Hz, 3H) -

K 26 4] 1(32)

5-(5-(2-(2-% A-5-F AT ek 4-%)2 R A)-3,4-= B BE-1-
X)X & T &

OOy
o) , o

TLC: Rf0.52 (2% : 28 ¢ &=2: 1)

AUEERREBRA PEHERZE (CNS)A4L A (210x 297 2% )
97 313293
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NMR(CDCI;) : 6 8.02-7.94(m, 2H), 7.48-7.37(m, 3H), 7.12
(t, J=8.0Hz, 1H), 6.87(d, J=8.0Hz, 1H), 6.79(d, J=8.0Hz,
1H), 5.84(t, J=4.4Hz, 1H), 4.25(t, J=6.6Hz, 2H), 3.65(s,
3H), 2.99(t, J=6.6Hz, 2H), 2.71(t, J=7.8Hz, 2H), 2.43(t,
J=7.6Hz, 2H), 2.38(s, 3H), 2.32(t, J=7.8Hz, 2H), 2.25-2.11
(m, 2H), 1.86-1.44(m, 4H) -

% 26 4 1(33)

5-(5-(2-(2-(4-F % £)-5-F AWk -4-%)2 K £)3,4-= &
Z-1-R)h & 7 &

o) 0.
o o

CHs

TLC: Rf0.41 (&% : 2 & 2 85 =3: 1)

NMR(CDCl;) : & 7.85(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H),
7.10(m, 1H), 6.90-6.65(m, 2H), 5.85(t, J=7Hz, 1H), 4.25(t,
J=7THz, 2H), 3.65(s, 3H), 3.00(t, J=7Hz, 2H), 2.70(t, J=8Hz,
2H), 2.50-2.10(m, 12H), 1.80-1.50(m, 4H) -

£ % ] 1(34)
5-(5-(2-(2-(1,3-= Wi % -5-%)-5-F &
34-— B E-1-X )X 8% 7 &

R

% -4-X)T & X )-

o L] o.
AT
L 07 ™CH; °

TLC: RfO031(& % : 2 8% &=3: 1)

RUSKREBA P AR E (CNS)A4 MAE (210 % 297 2 % )
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NMR(CDCl,) : 8§ 7.55(dd, J=8, 1Hz, 1H), 7.45(d, J=1Hz,

1H), 7.10(dd, J=7.5, 7.5Hz, 1H), 6.90-6.85(m, 3H), 6.00(s,

2H), 5.85(t, J=7Hz, 1H), 4.20(t, J=6.5Hz, 2H), 3.65(s, 3H),
3.00(t, J=6.5Hz, 2H), 2.70,(t, J=8Hz, 2H), 2.50-2.10(m, 9H),

1.80-1.50(m, 4H) -

£ 6 ] 1(35)

5-(5-(2-(2-(4-=— P B £ A )-5-F Aok 4-%)2T 8 54 )-3,4-
ZRE-1-X) & T B |

/ o) (o)

CH,

TLC: Rf033(2& %K ' 2%z &E=2"1)
NMR(CDCl,) : 6 7.80(d, J=8Hz, 2H), 7.10(m, 1H), 6.90-

6.70(m, 4H), 5.85(m, 1H), 4.20(t, J=6.5Hz, 2H), 3.65(s, 3H),

3.00(s, 6H), 2.95(m, 2H), 2.70(m, 2H), 2.50-2.10(m, 6H),
1.80-1.50(m, 4H) -

K ¥ ] 1(36)

2,2-= F K -3-(5-(2-(2-%X A -5-F A -4-%)T & % )-3,4-
—RE-1-A)A R®K T & |

TLC: Rf0.62 (2% @ 8% . &=2"1)
NMR(CDCI,) : 6 8.02 - 7.94(m, 2H), 7.48 - 7.34(m, 3H),

AERREBA FPEREAEIZE (CNS)AL M8 (210 x 297 2% )
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7.08(t, J=8.1Hz, 1H), 6.90(d, J=8.1Hz, 1H), 6.77(d,
J=8.1Hz, 1H), 5.83(t, J=4.8Hz, 1H), 4.24(t, J=6.6Hz, 2H),
3.46(s, 3H), 2.99(t, J=6.6Hz, 2H), 2.71(s, 2H), 2.68(t,
J=5.1Hz, 2H), 2.37(s, 3H), 2.19 - 2.09(m, 2H), 1.13(s,

6H) -

T 46 41 1(37)

2,2-2 F B -3-(5-(2-(2-(6-= F B 9% -3- 4 )-5-F 5 W ok -4
E)Z B B)34-Z RE-1-A)B 8 T &

TLC: Rf038 (&% : Zz# Z&=1:1)

NMR(CDC13) 8 8.73(d, J=2.4Hz, 1H), 7.99(dd, J=9.0,
2.4Hz, 1H), 7.08(dd, J=8.1, 8.1Hz, 1H), 6.90(d, J=8.1Hz,
1H), 6.77(d, J=8.1Hz, 1H), 6.52(d, J=9.0Hz, 1H), 5.83(t,
J=4.5Hz, 1H), 4.23(t, J=6.6Hz, 2H), 3.46(s, 3H), 3.14(s,
6H), 2.96(t, J=6.6Hz, 2H), 2.71(s, 2H), 2.68(t, J=8.1Hz,
2H), 2.34(s, 3H), 2.17-2.10(m, 2H), 1.13(s, 6H) -

K 6 5] 1(38)

2,2- = F K -3-(5-(2-(2-2E A A-5-FAB 4 -4-K) & 4)-
3,4-— 8 &R-1-KA )R & F &

H3C CH;
H.C (o) ‘ O.
3 >_(/NI\/ O CH,
HiC O Y

CH,

AEIRREBA AR (CNS)A4 RAE (210 % 297 %)
100 313293
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TLC: Rf0.63 (&% : z 8 L E=1:1)

NMR(CDCI,) : § 7.08(dd, J=8.4, 7.8Hz, 1H), 6.89(d,
J=7.8Hz, 1H), 6.74(d, J=8.4Hz, 1H), 5.83(m, 1H), 4.16(t,
J=6.6Hz, 2H), 3.46(s, 3H), 2.99(quint., J=7.2Hz, 1H),
2.89(t, J=6.6Hz, 2H), 2.71(s, 2H), 2.66(t, J=8.1Hz, 2H),
2.24(s, 3H), 2.80-2.40(m, 2H), 1.31(d, J=7.2Hz, 6H), 1.14(s,
6H) -

K% ] 1(39)

2,2-= F K -3-(5-(2-(2-(6-(Mt =z -1- B )it = -3-K)-5-F K
#-4-FR)L A K)-34-—8E-1-K)R % 7 &

HiC CH;
0 0.
OO
N="" 07 ™CH, ©
TLC: Rf0.38 (24 : ZE# L E=2":1)

NMR(CDCl,) : 6 8.73(dd, J=2.4, 0.6Hz, 1H), 7.98(dd,
J=9.0, 2.4Hz, 1H), 7.08(dd, J=7.8, 7.8Hz, 1H), 6.90(d,
J=7.8Hz, 1H), 6.77(d, J=7.8Hz, 1H), 6.65(dd, J=9.0, 0.6Hz,
1H), 5.83(t, J=4.5Hz, 1H), 4.22(t, J=6.6Hz, 2H), 3.68-
3.54(m, 4H), 3.46(s, 3H), 2.96(t, J=6.6Hz, 2H), 2.71(s, 2H),
2.74-2.62(m, 2H), 2.34(s, 3H), 2.20-2.06(m, 2H), 1.78-
1.54(m, 6H), 1.13(s, 6H) «

K 26 ] 1(40)

2,2- = F X -3-(5-(2-(2-(6-(B Uk -4- K )t =z -3-5)-5-F A I
d-4-FK)T R K)-3,4-—RE-1-K )R & F &

AUHRREBA TERBERZE (CNS)A4 4 (210 x 297 %)
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H3C CH;

(X o.

OO
TLC : Rf0.65 (f.4 : F 8=8: 1)
NMR(CDCl,) : 6 8.76(dd, J=2.4, 0.9Hz, 1H), 8.04(dd,
J=9.0, 2.4Hz, 1H), 7.08(dd, J=7.8, 7.8Hz, 1H), 6.90(d,
J=7.8Hz, 1H), 6.77(d, J=7.8Hz, 1H), 6.65(dd, J=9.0, 0.9Hz,
1H), 5.83(t, J=4.5Hz, 1H), 4.23(t, J=6.6Hz, 2H), 3.86-
3.78(m, 4H), 3.64-3.54(m, 4H), 3.46(s, 3H), 2.97(t, J=6.6Hz,
2H), 2.76-2.62(m, 4H), 2.35(s, 3H), 2.13(m, 2H), 1.78-
1.54(m, 2H), 1.14(s, 6H) -
T 1(41)
2,2-= F B -3-(5-(2-(2-(6-F R Utk -3-%)-5-F & B ok -4-4)
ZE A)-3.4-= BE-1-K)m % 7 85

H,C CH,

HoC _@_«ZI\/O O‘] OO‘CHs

CH,

TLC: Rf0.53 (&% @ 8% ¢ & =1:1)

NMR(CDCI,) : 6 9.08(d, J=1.8Hz, 1H), 8.12(dd, J=8.1,
1.8Hz, 1H), 7.22(d, J=8.1Hz, 1H), 7.08(dd, J=8.1, 8.1Hz,
1H), 6.90(d, J=8.1Hz, 1H), 6.77(d, J=8.1Hz, 1H), 5.83(t,
J=4.5Hz, 1H), 4.24(t, J=6.6Hz, 2H), 2.99(t, J=6.6Hz, 2H),
2.71(s, 2H), 2.67(t, J=8.1Hz, 2H), 2.61(s, 3H), 2.38(s, 3H),
2.14(m, 2H), 1.13(s, 6H) -

AMEREBA PRABEEZE (CNS)AL M5 (210 %297 %)
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£ % ] 1(42)
2,2-= F & -3-(5-(2-(2-(BW-4-%)-5-F Aok -4-%)T &
A)34-—_8E-1-K)R 8 7 B

H;C CHs

(]
OCN—(/:I(C\H::O O T Oc,

TLC: Rf0.40 (&% : 2 8 Z & =5: 1)

NMR(CDCl,) : & 7.08(dd, J=8.1, 7.8Hz, 1H), 6.89(d,

J=7.8Hz, 1H), 6.76(d, J=8.1Hz, 1H), 5.83(t, J=4 8Hz, 1H),

4.20(t, J=6.9Hz, 2H), 3.79(t, J=4.8Hz, 4H), 3.37(t, J=4.8Hz,

4H), 2.96(t, J=6.9Hz, 2H), 2.71(s, 2H), 2.67(t, J=7.2Hz,

2H), 2.27(s, 3H), 2.17-2.10(m, 2H), 1.14(s, 6H) -

£ 26 4] 1(43)

2,2- = F K -3-(5-(2-(2-(x & Mbog-1-%& )-5-F A E o -4-%)

LR R34 RE-1-R) A T &

HsC CHs

N 0 O-ch,
N—C | I
ST CH,4

TLC: Rf090 (2% : 28z a=1: 1)
NMR(CDCl,) : 6§ 7.07(dd, J=7.8, 7.8Hz, 1H), 6.89(d,

J=7.8Hz, 1H), 6.76(d, J=8.1Hz, 1H), 5.83(t, J=4.8Hz, 1H),
4.20(t, J=6.6Hz, 2H), 3.46(s, 3H), 3.36(m, 4H), 2.95(t,
J=6.6Hz, 2H), 2.71(s, 2H), 2.68(t, J=8.4Hz, 2H), 2.25(s,
3H), 2.17-2.10(m, 2H), 1.61(m, 6H), 1.14(s, 6H) -

AUKREBA P FIE R (CNS)A4 M4 (210 x 297 %)
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(oo Pi- s B0 Aok B (N B e i BB - )

e e T



1235748 A7

P P oD 2 H e 3o e P e o O S

B7

B~ ZFEREBE (104 )

T 5 5] 1(44)
2,2-= F K -3-(5-(2-2-(Bi "B Mk -4-3)-5-F X mEo -4-%)7
S R)34-—_RZE-1-A)R & F B

HsC CH;
I\, N 0 ‘ O‘c|-|3
S N | o
—/  S$7CH;,

TLC: Rf0.76(2 & : ZEH L E&=1:1)

NMR(CDCl;) : 6 7.08(dd, J=8.1, 7.8Hz, 1H), 6.89(d,
J=7.8Hz, 1H), 6.75(d, J=8.1Hz, 1H), 5.83(t, J=4.8Hz, 1H),
4.19(t, 1=6.6Hz, 2H), 3.76-3.73(m, 4H), 3.47(s, 3H), 2.94(t,
J=6.6Hz, 2H), 2.71-2.67(m, 8H), 2.25(s, 3H), 2.17-2.10(m,
2H), 1.14(s, 6H) =

% 56 ] 1(45)

2,2-= F A -5-(5-(2-(2-X A -5-F AE a2 -4-K)T & %)-3,4-
—8&E-1-K)R® T E

‘] H3C CH;

o) o.

OO
0 o)

CH,
TLC:Rf0.68 (2% : 8 L B=2:1)

NMR(CDCl,) : 6§ 8.02-7.94(m, 2H), 7.48-7.37(m, 3H),
7.11(t, J=7.8Hz, 1H), 6.85(d, J=7.8Hz, 1H), 6.78(d,
J=7.8Hz, 1H), 5.82(t, J=4.4Hz, 1H), 4.25(t, J=6.6Hz, 2H),
3.59(s, 3H), 2.99(t, J=6.6Hz, 2H), 2.71(t, J=7.6Hz, 2H),
2.44-2.32(m, 2H), 2.24-2.11(m, 2H), 1.65-1.33(m, 4H),

AUGERREBA PEABREZE (CNS)AL MR (210x 297 %)
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1.14(s, 6H) -
K 3% 5] 1(46)
2-F A A -3-(5-(2-(2-(4-F X R )-5-F A 4-4-X)T &
A)-34-—RER-1-X)A KT &

N (0]
e O
O™ ™CH,
TLC: Rf0.27 (&% @ 28 T &=4:1)
NMR(CDCL;) : 6 7.87(m, 2H), 7.26-7.18(m, 7H), 7.08(dd,
J=8.1, 8.1Hz, 1H), 6.84(d, J=8.1Hz, 1H), 6.79(d, J=8.1Hz,
1H), 5.95(dd, J=4.5, 4.5Hz, 1H), 4.63(d, J=11.7Hz, 1H),
4.34(d, J=11.7Hz, 1H), 4.26(t, J=6.6Hz, 2H), 4.16(dd, J=9.0,
3.6Hz, 1H), 3.70(s, 3H), 3.04-2.58(m, 6H), 2.38(s, 3H),
2.37(s, 3H), 2.24-2.14(m, 2H) -
y R
3-(5-(2-(2-(4-F X A )-5-F A 2-4-%)T & £)-3,4-= &
Z-1-%)m &%

N 0o ‘ OH
4
e YT (T T

CH3
HEEA 1 HE2EHO950meg)E» F B (8.0ml)A
Ak (8.0ml)F » A w 2N & A L K EZR(3.3ml)» &
BRRNEBRTHRHE "B -PRERSCH Y HI AL INBEKD

AUGRR B ¥ BB RAZ R (CNS)A4 A& (210 x 297 2% )
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AARBEMEELE  ALBLIEAWAKBZIRAEHLEIR K
EFRELABANMNEBARE  REKXKABRSELERLR N
BRTFT&%E  BABKBHWE B LHLBERY AKSBIRASBH
B R BHALATHHBRAEZAEALS H(T45mg) -
TLC : Rf0.63 (£ 4 @ F&8=8:1)
NMR(DMSO-d) : 6§ 7.79(d, J=8.2Hz, 2H), 7.29(d, J=8.2Hz,
2H), 7.14(dd, J=8.0, 8.0Hz, 1H), 6.97-6.78(m, 2H), 5.84(brt,
1H), 4.19(t, J=5.8Hz, 2H), 2.91(t, J=5.8Hz, 2H), 2.75-2.20
(m, 6H), 2.33(s, 3H), 2.36(s, 3H), 2.20-1.94(m, 2H) -
s 2(1)F K 2% 4] 2(41) |

ERE®RS L(DEE®RHE 19 FHH 1(11)E F % 4
1(27) RE % 132)EX %4 LUOR L2 LA RH¥
R R Y T R e P L
BERFERADXPPZ I LGB ABETEZXIEHE > F 3 ATAT
ZARABRHIALESY -
] 2(1)
3-(5-(2-2-X K -5-FAB2 4-RA)T & A)3.4-— A F-1-
r)m &

@_{/21(\,0 O‘ X OH

CH,
TLC: Rf0.51 (fu#y @ ¥ &8=10:1)
NMR(CDCl,) : 6 8.02-7.94(m, 2H), 7.46-7.37(m, 3H),

7.13(t, J=8.0Hz, 1H), 6.88(d, J=8.0Hz, 1H), 6.81(d,

AHIKRREBA T ABARAEE (CNS)A4 MRAE (210 x 297 2 %)

106 313293
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J=8.0Hz, 1H), 5.89(brt, J=4.6Hz, 1H), 4.25(t, J=6.6Hz, 2H),
3.00(t, J=6.6Hz, 2H), 2.83-2.52(m, 6H), 2.37(s, 3H), 2.27-
2.12(m, 2H) -

£ % ] 2(2)

3-(5-(2-(2-(6-= ¥ B Mt w2 -3-%K)-5-F AWM=k -4-%)2 & &)
34-— B E-1-K)A B

i, _@_«N I\,o O‘] OH

He” N=/ 0" “ch, 0
TLC : Rf0.47 (f4 © F &=10: 1) |
NMR(CDCl,) : 6 8.73(dd, J=2.4, 0.4Hz, 1H), 8.00(dd,
J=9.0, 2.4Hz, 1H), 7.12(t, J=8.0Hz, 1H), 6.89(d, J=8.0Hz,
1H), 6.80(d, J=8.0Hz, 1H), 6.53(dd, J=9.0, 0.4Hz, 1H),
5.89(brt, J=4.4Hz, 1H), 4.23(t, J=6.6Hz, 2H), 3.14(s, 6H),
2.97(t, J=6.6Hz, 2H), 2.83-2.52(m, 6H), 2.34(s, 3H), 2.26-
2.12(m, 2H)
o ] 2(3)
3-(5-(2-(2-(1,3-=— IS Fi #H-5-5K)-5-F K52 -4-K)T & & )-
34-— 8 K-1-K)A &

voro LI~ _on
AL
‘\O 07 ™CH, °
TLC: Rf0.61 (£45 @ F 8=8: 1)

NMR(DMSO-d,) : § 7.43(d, J=8.3Hz, 1H), 7.35(s, 1H),

AKIRR E @A P BB EITEE (CNS)A4 MAE (210 % 297 2% )
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7.14(dd, J=8.0, 8.0Hz, 1H), 7.01(d, J=8.3Hz, 1H), 6.96-
6.75(m, 2H), 6.09(s, 2H), 5.84(brt, 1H), 4.18(t, J=6.0Hz,

2.20-1.94(m, 2H) -

T 2(4)

3-(5-(2-(2-(4-B =T AERA)S-FABL-4-X)T & XK)-
34-— 8 &-1-KX)A &K

H1C N o ‘ OH
O~ T 78
H1C o

CH;

TLC: Rf0.47 (f45 : F &=10: 1)

NMR(CDCL,) : 8 7.90(d, J=8.6Hz, 2H), 7.44(d, J=8.6Hz,
2H), 7.12(dd, J=7.8, 7.6Hz, 1H), 6.88(d, J=7.6Hz, 1H),
6.80(d, J=7 8Hz, 1H), 5.88(t, J= 6.6Hz, 1H), 4.24(t,
J=6.4Hz, 2H), 2.99(t, J=6.4Hz, 2H), 2.84-2.50(m, 6H),
2.35(s, 3H), 2.19(m, 2H), 1.33(s, 9H)

£ 5% 5 2(5)

3-(5-(2-(2-(6-( Wi -4- %)L % -3-K)-5-F £ B ok -4- )2
§A)34-—_8E-1-R)R &

’_\//__\}«
-

TLC: Rf0.32 (4 : ¥ 8=10:1)

2H), 2.90(t, J=6.0Hz, 2H ), 2.75-2.20(m, 6H), 2.31(s, 3H),

NMR(DMSO-d,) : 6§ 8.61(d, J=2.4Hz, 1H), 7.97(dd, J=8.8,

AEERREBRA PHRBEARIZE (CNS)A4 A (210297 %)
108 313293
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2 4Hz, 1H), 7.13(dd, J=8.4, 7.4Hz, 1H), 6.96-6.82(m, 3H),
5.84(t, J=4.4Hz, 1H), 4.17(t, J=6.4Hz, 2H), 3.68(m, 4H),
3.53(m, 4H), 2.89(t, J=6.4Hz, 2H), 2.69-2.45(m, 4H), 2.43-
2.28(m, 2H), 2.31(s, 3H), 2.10(m, 2H) -

& 4] 2(6)

3-(5-(2-(2-(4-= F B ¥ £ )-5-F AT ok -4-K) 2 R K)-3,4-
—8ZE-1-XA)" &

(o

TLC: Rf0.50 (£ 45 : F&=9:1)

NMR(CDCl,) : 6 7.80(d, J=9Hz, 2H), 7.15(m, 1H), 6.90-
6.7.0(m, 4H), 5.90(t, J=4Hz, 1H), 4.25(t, J=7Hz, 2H), 3.00(s,
6H), 2.95(t, J=7Hz, 2H), 2.80-2.50(m, 6H), 2.35(s, 3H),
2.20(m, 2H) -

T B 2(7)

3-(5-2-2-£ m A -5-F A4 -4-K)L & K)-3.4-— 8 %-

1-5 )& &
HC N o ‘] OH
1 T
H3C 0] CH3

TLC : Rf 0.43 (f45 : 7 &8=9:1)

NMR(CDCI;) : 6 7.15(dd, J=7.5, 7.5Hz, 1H), 6.85(d,

J=7.5Hz, 1H), 6.80(d, J=7.5Hz, 1H), 5.90(t, J=4Hz, 1H),

AR @A ¥ B A RAZE (CNS)A4 RHE (210 %297 2% )

109 313293
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4.20(t, J=6Hz, 2H), 3.00(m, 1H), 2.90(t, J=6Hz, 2H),
2.75(m, 2H), 2.65(t, J=8.5Hz, 2H), 2.55(t, J=8.5Hz, 2H),
2.20(s, 3H), 2.20(m, 2H), 1.30(d, J=6Hz, 6H) -
% ] 2(8)

3-(5-(2-2-(4-=Z R F RE)-S5-FAFF4-4-%)T A %)-3,4-
—aE-1-£)" &

F N o ‘ OH
O~ T
F 0 o

CH;

( Sl D 205 e B e B e )

TLC: Rf0.60 (£ 45 : ¥ 8=9: 1)

NMR(DMSO-d,) : § 8.10(d, J=8Hz, 2H), 7.85(d, J=8Hz,
2H), 7.15(dd, J=8, 8Hz, 1H), 6.95-6.85(m, 2H), 5.85(m, 1H),
4.20(t, J=6Hz, 2H), 2.95(t, J=6Hz, 2H), 2.70-2.50(m, 4H),
2.40(s, 3H), 2.40(m, 2H), 2.10(m, 2H) -

& 2% ] 2(9)
3-(5-2-2-A-=Z=RTFARXEK)S-FTRAE2-4-FX)T & % )-
3,4-— 8 &K-1-A )" &%

o
)

G 52 H om0 2 e 5 e o S 38

N O ‘ OH
0—< >_</ I\/ @
FA 0" CH; 0
FF

TLC: RfO0.51 (£ 4 : P &8=9:1)
NMR(DMSO-d,) : § 8.00(d, J=9Hz, 2H), 7.50(d, J=9Hz,

2H), 7.15(dd, J=8, 8Hz, 1H), 6.95-6.85(m, 2H), 5.85(m, 1H),

Ly

e TR St

= 4.20(t, J=6Hz, 2H), 2.95(t, J=6Hz, 2H), 2.70-2.50(m, 4H),
RUGEREEA PEHEEZE (CNSALRHE (210 x 297 %)
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2.40(m, 2H), 2.40(s, 3H), 2.10(m, 2H) -
T ] 2(10)
3-(5-(2-(2-(4-R K HK)-5-F AWk -4- %) f %)-3,4-= &
Z-1-%)" &

m@*’zf ’ O‘ oOH

CH;

TLC: Rf0.60 (£, 45 : ¥ 8=9: 1)

(S i- b ok o ke B N B ke 355 o )

i B L e

NMR(DMSO-d,) : § 7.95(d, J=8Hz, 2H), 7.60(d, J=8Hz,
2H), 7.15(dd, J=8, 8Hz, 1H), 6.95(d, J=8Hz, 1H), 6.90(d,
J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 4.20(t, J=6Hz, 2H), 2.95(t, |
J=6Hz, 2H), 2.65-2.50(m, 6H), 2.40(s, 3H), 2.10(m, 2H) -
K 26 4] 2(11)

3-(5-(2-2-(4-F AR X K)-S5-FTRAB 4 -4-K)T & %)-3,4-=
BZE-1-X)m &

(o

CH;

TLC: Rf 0.49 (£4 : F&=9: 1)

NMR(DMSO-d,) : § 7.80(d, J=8Hz, 2H), 7.35(d, J=8Hz,
2H), 7.15(dd, J=8, 8Hz, 1H), 6.95(d, J=8Hz, 1H), 6.90(d,
J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 4.20(t, J=7Hz, 2H), 2.95(t,
J=7Hz, 2H), 2.65-2.55(m, 4H), 2.50(s, 3H), 2.40(m, 2H),
2.35(s, 3H), 2.10(m, 2H) °

AHGRR A HA BB ERE (CNS)A4 A& (210 x 297 2% )
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L~ AFERGEER ( 12)
T 2(12)
3-(5-(2-(2-(4-2 m X K)-5-F &
aE-1-%)" &

AT

o -4-K)T & K )-3,4-=

H,C ,N 0 ‘ OH
Hsc@og O 0
TLC: Rf0.58 (£ 45 @ F&8=9:1)
NMR(DMSO-d,) : 6 7.80(d, J=8Hz, 2H), 7.35(d, J=8Hz,
2H), 7.15(dd, J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.85(d,
J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 4.20(t, J=6Hz, 2H), 3.00-
2.90(m, 3H), 2.65-2.50(m, 4H), 2.40-2.35(m, 2H), 2.35(s,
3H), 2.10(m, 2H), 1.20(d, J=8Hz, 6H) -
K a6 5] 2(13)
3-(5-(2-(2-(4-m % X )-5-F %
Z-1-K)R &

T

% -4-K)T A K)-3.4-= &

H3;C N I(\/O O‘ OH
4
<:> :O (0]

CHs

TLC: RFO0.53 (£ 4 : FE=9:1)

NMR(DMSO-d,) : 6 7.80(d, J=8Hz, 2H), 7.30(d, J=8Hz,
2H), 7.15(dd, J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.85(d,
J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 4.20(t, J=6Hz, 2H), 2.95(t,
J=6Hz, 2H), 2.65-2.50(m, 8H), 2.40-2.35(m, 2H), 2.35(s,
3H), 2.10(m, 2H), 0.90(t, J=8Hz, 3H) -

AUGRR B BB R (CNS)AL MRAE (210 x 297 2% )
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A~ B ( u3)

Tk M5 2(14)
3-(5-(2-(2-(2,2-= £ -1

- P % -5-2)-5-F KA e -4
LR KE)3A-—RER-1-K)R &
(o

N o
Natians
F 07 >CH;, ©
(0]
F

TLC: Rf0.51 (R4 @ F&=9:1)

dliz
B

NMR(DMSO-d,) : § 7.85(m, 1H), 7.80(m, 1H), 7.55(d,

J=8Hz, 1H), 7.15(dd, J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H),

6.85(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 4.20(t, J=7Hz, 2H),

2.95(t, J=7Hz, 2H), 2.65-2.50(m, 4H), 2.40-2.35(m, 2H),
2.35(s, 3H), 2.10(m, 2H) -

K 6 4] 2(15)

3-(5-(2-(2-(6-=— T B M =g -3-35)-5-F KB = -4-K)T &
AK)-34-—axm-1-K)R" &

H3C '.n OH
NOS OSSO

TLC : Rf 0.54 (£.45 : ¥ &8=8: 1)
NMR(DMSO-d) : 6 8.56(d, J=2.4Hz, 1H), 7.88(dd, J=9.0,

2.4Hz, 1H), 7.13(dd, J=7.8, 7.8Hz, 1H), 6.89(d, J=7.8Hz,
1H), 6.86(d, J=7.8Hz, 1H), 6.65(d, J=9.0Hz, 1H), 5.84(dd,
J=4.2, 4.2Hz, 1 H), 4.17(t, J=6.3Hz, 2H), 3.51(q, J=6.9Hz,

4H), 3.32(brs, 1H), 2.88(t, J=6.9Hz, 2H), 2.70-2.46(m, 4H),

KUSEREHA FRE FZHE (CNS)A4 #MIE (210 x 297 %)
113 313293
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B7
Lo~ AW ( 14)
2.36(t, J=7.2Hz, 2H), 2.30(s, 3H), 2.18-2.00(m, 2H), 1.10(t,
J=6.9Hz, 6H) -
T 6 5 2(16) E
3-(5-(2-(2-(55 R Mk s -1-%)-5-F A Mok -4-%)2Z R £ )-3,4- :g
—RE-1-R)AMmB®D %
S|
N—Q:[\J %
R
TLC : Rf 0.55 (£ @ ¥ 8=9:1)
NMR(DMSO-d,) : 6§ 12.10(br, 1H), 7.13(t, J=8.1Hz, 1H),
6.87(d, J=8.1Hz, 1H), 6.85(d, J=8.1Hz, 1H), 5.85(t, J=4.5 3
Hz, 1H), 4.13(t, J=6.6Hz, 2H), 3.39 - 3.22(m, 4H), 2.83(t,
J=6.6Hz, 2H), 2.61(t, J=7.2Hz, 2H), 2.55(t, J=7.8Hz, 2H),
2.36(t, J=7.8Hz, 2H), 2.18(s, 3H), 2.14 - 2.04(m, 2H), 1.58
-1.48(m, 6H) -
6 2(17)
3-(5-(2-(2-(4-F A X sUMEME-1-K)-5-F AE2 -4-K)T &
E)34-—8ZE-1-X)BH & - BEE B
0
H3C-N N—(/](\/
TLC : Rf 0.30 (45 @ ¥ 8=9:1)
NMR(DMSO-d,) : 6 12.05(br, 1H), 7.13(t, J=8.1Hz, 1H),
6.86(d, J=8.1Hz, 1H), 6.85(d, J=8.1Hz, 1H), 5.85(t, J=4.2

S T

AUGERZ @A ¥ BB KAEE (CNS)AL A (210297 2% )
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B7

B~ REABA (15 )

Hz, 1H), 4.13(t, J=6.6Hz, 2H), 3.27(t, J=4.8Hz, 4H), 2.84(t,

J=6.6Hz, 2H), 2.61(t, J=7.5Hz, 2H), 2.55(t, J=8.1Hz, 2H),
2.41 - 2.32(m, 6H), 2.19(s, 6H), 2.14 - 2.04(m, 2H) -

K 2% 4] 2(18)

3-(5-(2-(2-("B Wk -4-%)-5-F A E4-4-K)T A £)-3,4-= &
Z-1-X)m#% - BB

M N 0 ‘ OH
3 N—(/ I\/
N/ ST CH, - HCI

TLC: Rf 0.45 (£ 4 @ T &=9:1)

NMR(DMSO-d,) : § 12.02(br, 1H), 7.13(t, J=7.8Hz, 1H),

6.86(d, J=7.8Hz, 1H), 6.85(d, J=7.8Hz, 1H), 5.85(t, J=4.2

Hz, 1H), 4.14(t, J=6.3Hz, 2H), 3.66(t, J=4.8Hz, 4H), 3.25(t,

J=4.8Hz, 4H), 2.85(t, J=6.3Hz, 2H), 2.61(t, J=7.5Hz, 2H),
2.55(t, J=8.1Hz, 2H), 2.36(t, J=8.1Hz, 2H), 2.20(s, 3H),
2.14-2.04(m, 2H) -

£ 2 4] 2(19)

3-(5-(2-(Q2- (B B Uk -4-5)-5-F ATE=-4-%)2 & %£)-3,4-=
BE-1-R)mk - B® B

N—(/](\/

CH;,

TLC: Rf0.45 (&% ¢ F8=9:1)

NMR(DMSO-d,) : § 12.09(br, 1H), 7.13(t, J=7.8Hz, 1H),

AUGRRE @A P BB AR E (CNS)AL RAE (210297 %)
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B7

B~ BAE (1)

6.86(d, J=7.8Hz, 1H), 6.85(d, J=7.8Hz, 1H), 5.85(t, J=4.2
Hz, 1H), 4.14(t, J=6.6Hz, 2H), 3.67 - 3.58(m, 4H), 2.84(t,
J=6.6Hz, 2H), 2.66 - 2.49(m, 8H), 2.36(t, J=8.1Hz, 2H),
2.19(s, 3H), 2.15 - 2.05(m, 2H) -

£ 5% 5] 2(20)

3-(5-(2-(2-(6-F K Mt=g-3-KX)-5-7F &
34-—8E-1-KA )R % - BB

R

o -4-K)T A K )-

(o 250 50 0 e (B )

HiC _({;}—«:I\,O O‘ X OH

CH,3 - HCI
TLC: Rf0.48 (&4 @ P& =9:1)
NMR(DMSO-d,) : § 12.09(br, 1H), 8.94(d, J=2.1Hz, 1H),
8.11(dd, J=8.1, 2.1Hz, 1H), 7.37(d, J=8.1Hz, 1H), 7.14(t,
J=8.1Hz, 1H), 6.90(d, J=8.1Hz, 1H), 6.85(d, J=8.1Hz, 1H),
5.84(t, J=4.2Hz, 1H), 4.20(t, J=6.0Hz, 2H), 2.93(t, J=6.0Hz,
2H), 2.61(t, J=7.5Hz, 2H), 2.56(t, J=8.4Hz, 2H), 2.51(s,
3H), 2.40(t, J=7.5Hz, 2H), 2.35(s, 3H), 2.14 - 2.04(m,
2H) -
B % ] 2(21)

3-(5-(2-(2-(1,5-= F b =& -3-%)-5-F A5 -4-K)T & £ )-
34-—8F-1-KA)As%k - B®mB

C.
Hj N‘N\ N

)§)—(’o

AR RE R FHREFIZE (CNS)AL R4 (210 x 297 %)
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TLC: Rf0.39 (£ 4 @ F&E=9:1)

NMR(DMSO-d,) : 6 12.09(br, 1H), 7.14(t, J=8.1Hz, 1H),
6.89(d, J=8.1Hz, 1H), 6.86(d, J=8.1Hz, 1H), 6.45(s, 1H),
5.84(t, J=4.2Hz, 1H), 4.17(t, J=6.3Hz, 2H), 3.76(s, 3H),
2.88(t, J=6.3Hz, 2H), 2.61(t, J=7.5Hz, 2H), 2.54(t, J=7.8Hz,
2H), 2.36(t, J=7.5Hz, 2H), 2.28(s, 3H), 2.27(s, 3H), 2.14 -
2.04(m, 2H) -

£ 5 5] 2(22)

3-(5-(2-(2-(4-F A A B % -1-K)-5-F Rk -4-K)T &
£)-3,4-Z RZE-1-£)%

N o "] OH
H3C N—QJE\V'llD
ST CH,4 o

TLC : Rf 0.55 (2 & 2 & )

NMR(DMSO-d,) : 6 7.04(t, J=7.8Hz, 1H), 6.77(d, J=7.8Hz,
1H), 6.76(d, J=7.8Hz, 1H), 5.78-5.72(m, 1H), 4.04(t, J=6.6
Hz, 2H), 3.70-3.58(m, 2H), 2.84-2.74(m, 2H), 2.80(bs, 1H),
2.74(t, J=6.6Hz, 2H), 2.55-2.40(m, 4H), 2.30-2.23(m, 2H),
2.08(s, 3H), 2.05-1.95(m, 2H), 1.60-1.35(m, 3H), 1.14-0.94
(m, 2H), 0.80(d. J=6.6Hz, 3H) -

£ %6 ] 2(23)

3-(5-(2-(2-(5-F AW IF-2-8)-5-F A Mok -4-%)2 & £)-
3.4-2 R FE-1-K) % &

AR R EBA P B R KRR (CNS)AL RS (210297 2% )
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HiC _<I-—=h{)_</: I(C\H::OOH

TLC : Rf0.51 (&4 - F&8=10:1)

NMR(DMSO-d,) : 6 12.08(br, 1H), 9.06(m, 1H), 8.60(m,
1H), 7.14(dd, J=8.1, 8.1Hz, 1H), 6.90(d, J=8.1Hz, 1H),
6.86(d, J=8.1Hz, 1H), 5.84(dd, J=4.5, 4.5Hz, 1H), 4.22(t,
J=6.3Hz, 2H), 2.97(t, J=6.3Hz, 2H), 2.65-2.52(m, 7H),
2.38(s, 3H), 2.40-2.32(m, 2H), 2.13-2.04(m, 2H) -

K% 5] 2(24)

3-(5-(2-(2-(1,2,3,6-m & Mt=g-1-K)-5-F HEA-4-K)T &
£)-34-— A HE-1-X)A &

(o) III|] OH
O

TLC : Rf 0.40 (£ 45 : F&=9: 1)

NMR(CDCl,) : 6 7.12(t, J=7.8Hz, 1H), 6.87(d, J=7.8Hz,
1H), 6.80(d, J=7.8Hz, 1H), 5.92-5.84(m, 2H), 5.78-5.70(m,
1H), 4.21(t, J=6.9Hz, 2H), 3.86(dt, J=5.4, 2.7Hz, 2H), 3.54
(t, J=5.7Hz, 2H), 2.97(t, J=6.9Hz, 2H), 2.80-1.60(br, 1H),
2.80-2.72(m, 2H), 2.70(t, J=8.1Hz, 2H), 2.60- 2.54(m, 2H),
2.30-2.18(m, 4H), 2.26(s, 3H) -

£ 36 5] 2(25)

2-(5-2-2- R K -5-FAB4-4-K)L & A )-3,4-= &8 &-1-

AR R BB A ¥ BB RAEE (CNS)A4 A8 (210% 297 2 %)
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X)L &

LT O‘ o

CH;

TLC : Rf0.54 (£ : ¥ &8=10: 1)

NMR(CDCl,) : 6 8.01-7.92(m, 2H), 7.48-7.36(m, 3H),
7.09(t, J=8.0Hz, 1H), 6.83(d, J=8.0Hz, 1H), 6.76(d, J=8.0
Hz, 1H), 6.00(t, J=4.8Hz, 1H), 4.20(t, J=6.4Hz, 2H), 3.43
(brs, 2H), 2.98(t, J=6.4Hz, 2H), 2.75(t, J=8.0Hz, 2H), 2.35
(s, 3H), 2.32-2.18(m, 2H) -
T % 5] 2(26)
2-(5-(2-(2-(4-9 X X )-5-F &
Z-1-X)L &

\T:

w-4-K)T R K)-3.4-= &

99!

N (0]

e O
0

CH;

TLC: Rf0.45 (4 @ ¥ 8=10: 1)

NMR(CDCl;) : § 7.86(d, J=8.1Hz, 2H), 7.22(d, J=8.1Hz,
2H), 7.09(dd, J=7.8, 7.8Hz, 1H), 6.83(d, J=7.8Hz, 1H), 6.78
(d, J=7.8Hz, 1H), 6.00(t, J=4.5Hz, 1H), 4.02(t, J=6.6Hz,
2H), 3.44(s, 2H), 2.97(t, J=6.6Hz, 2H), 2.75(t, J=6.6Hz,
2H), 2.38(s, 3H), 2.34(s, 3H), 2.26(m, 2H) -

BBl 2(27)

5-(5-(2-(2- KX A -5-FAB % -4-R)L & K)-3,4- = & &-1-

AEGRREBA T EABERERE (CNS)AL MRAE (210297 2 %)
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)k &

O O‘ =

CHs

TLC : Rf 0.55 (4 © 7 &=9:1)

NMR(CDCl,) : 6 8.02-7.94(m, 2H), 7.48-7.37(m, 3H), 7.12
(t, J=8.0Hz, 1H), 6.87(t, J=8.0Hz, 1H), 6.79(d, J=8.0Hz,
1H), 5.84(t, J=4.6Hz, 1H), 4.25(t, J=6.4Hz, 2H), 3.00(t,
J=6.4Hz, 2H), 2.71(t, J=7.4Hz, 2H), 2.50-2.30(m, 7H),
2.25-2.10(m, 2H), 1.78-1.45(m, 4H) -

K 6 5] 2(28)
5-(5-(2-(2-(4-F ¥ K )-5-F £
Z-1-X)x &

AT

#-4-K)T A K)-3.4-= &

(o or

TLC : Rf 0.27 (f 4 : ¥ 8=20: 1)

NMR(CDCl,) : 6 7.85(d, J=8Hz, 2H), 7.20(d, J=8Hz, 2H),
7.15(dd, J=8, 8Hz, 1H), 6.85(d, J=8Hz, 1H), 6.80(d, J=8Hz,
1H), 5.85(t, J=7Hz, 1H), 4.25(t, J=7Hz, 2H), 3.00(t, J=7Hz,
2H), 2.70(t, J=8Hz, 2H), 2.50-2.30(m, 4H), 2.40(s, 3H),
2.30(s, 3H), 2.20(m, 2H), 1.80-1.50(m, 4H) -

T % 5 2(29)

5-(5-(2-(2-(1,3-=—M5 i % -5-5)-5-F A% -4-X)T A % )-

AR REBA ¥ EABEERE (CNS)AL RA& (210%x 297 2 %)
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3,4-— B R-1-K )& &

(o) ‘ OH
O T T

o

TLC : Rf 0.20 (45 : ¥ &8=20:1)

NMR(CDC1,+CD,0D) : § 7.55(dd, J=8Hz, 1H), 7.45(d,
J=1Hz, 1H), 7.15(dd, J=7.5, 7.5Hz, 1H), 6.90(d, J=7.5Hz,
1H), 6.85(d, J=8Hz, 1H), 6.80(d, J=7.5Hz, 1H), 6.00(s, 2H),
5.85(t, J=4Hz, 1H), 4.20(t, J=6.5Hz, 2H), 2.95(t, J=6.5Hz,
2H), 2.70(t, J=8Hz, 2H), 2.50-2.20(m, 4H), 2.30(s, 3H),
2.20(m, 2H), 1.80-1.45(m, 4H) -

£ 2% 1] 2(30)

S-(5-(2-(2-(4-= F B ¥ K )-5-F AT ok 4-K)2 § 5K )-3,4-
—8ER-1-K)x#&

H3C\ N o ‘ OH
/N~<:>—<;Ij\: H‘D (o)

TLC: RfO55 (&% - F8=9:1)

NMR(CDCl;) : 6 7.80(d, J=8Hz, 2H), 7.10(m, 1H), 6.90-

6.70(m, 4H), 5.85(m, 1H), 4.20(t, J=6.5Hz, 2H), 3.00(s, 6H),

2.95(m, 2H), 2.70(m, 2H), 2.50-2.10(m, 6H), 1.80-1.50(m,

4H) -

2% 2(31)

2.2-2 F B -3-(5-(2-(2-X £ -5-F Bk 4-%)T & £)-3,4-

AR R AR ¥ BB ERE (CNS)AL RS (210%297 2 %)
121 313293
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—HRE-1-A)B &%

HsC CHs

O O‘

CH;
TLC: RfO0.35 (2% : Z2®% T EBE=2"'1)
NMR(DMSO-d;) : 6§ 12.07(br, 1H), 7.93 - 7.86(m, 2H),
7.53-7.42(m, 3H), 7.09(t, J=8.1Hz, 1H), 6.95(d, J=8.1Hz,
1H), 6.86(d, J=8.1Hz, 1H), 5.84(t, J=4.2Hz, 1H), 4.19(t,
J=6.3Hz, 2H), 2.93(t, J=6.3Hz, 2H), 2.65(s, 2H), 2.55(t,
J=7.8Hz, 2H), 2.34(s, 3H), 2.08 - 1.98(m, 2H), 0.99(s,
6H) o
K 5% ] 2(32)
2,2-= F £ -3-(5-(2-(2-(6-= F B Mt 52 -3-4&)-5-F K5 % -4-
E)ZaK)34-—8%K-1-R)A &

H;C CH;

he o. L1 XY on
OCC
H,e' N= O 0

CH,

TLC: Rf0.62 (2% : Z & ¢ &=1:19)

NMR(CDCI,) : § 8.73(d, J=2.7Hz, 1H), 8.05(dd, J=8.7,

2.7Hz, 1H), 7.08(dd, J=7.8, 7.8Hz, 1H), 6.96(d, J=7.8Hz,
1H), 6.76(d, J=7.8Hz, 1H), 6.58(d, J=8.7Hz, 1H), 5.91(t,
J=4.5Hz, 1H), 4. 23(t, J=6.3Hz, 2H), 3.20(s, 6H), 2.96(t,
J=6.3Hz, 2H), 2.76(s, 2H), 2.68(t, J=7.5Hz, 2H), 2.34(s,
3H), 2.18-2.11(m, 2H), 1.15(s, 6H) -

AR R A ¥ BB RAZE (CNS)A4 A& (210%x 297 2 %)
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K % 5] 2(33)
2,2-=F A-3-(5-(2-(2-E A A -5-F AWk -4-K)Z A 4)-
34-— R Z-1-R) )Rk - 124658

H3C CH;

Hl/\,o O oou

CH, - 1/2Ca
TLC: Rf0.86 (2% : Z# Z #s=1: 19)
NMR(DMSO-d,) : § 7.06(m, 1H), 7.58(d, J=7.5Hz, 1H),
6.80(d, J=8.1Hz, 1H), 5.88(m, 1H), 4.10(t, J=6.9Hz, 2H),

2.94(quint, J=6.9Hz, 1H), 2.79(t, J 6.6Hz, 2H), 2.63(s, 2H),

2.50(m, 2H), 2.19(s, 3H), 2.05(m, 2H), 1.20(d, J=6.9Hz,
6H), 0.89(s, 6H) -
& 56 5] 2(34)

2,2-2 F #& -3-(5-(2-(2-(6-(Mt w2 -1- A& )itk oz -3- 4 )-5-F & 1=
4RV R A)3 A RE-1-A)VEH - B
H3C CH;

o LI on
CN_<:\>-—</::(C\H: O -Na O

TLC: Rf0.59 (fL4F : ¥ &8=8:1)

NMR(DMSO-d,) : § 8.57(d, J=2.1Hz, 1H), 7.90(dd, J=9.0,
2.1Hz, 1H), 7.06(dd, J=8.1, 7.5Hz, 1H), 6.97(d, J=7.5Hz,
1H), 6.87(d, J=9.0Hz, 1H), 6.81(d, J=8.1Hz, 1H), 5.84(t,
J=4.5Hz, 1H), 4. 15(t, J=6.3Hz, 2H), 3.68-3.50(m, 4H),

ARR EBA ¥ BB REEE (CNS)A4 RAE (210%x 297 2 %)
123 313293
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2.88(t, J=6.3Hz, 2H), 2.66-2.48(m, 4H), 2.29(s, 3H), 2.14-
1.92(m, 2H), 1.70-1.38(m, 6H), 0.85(s, 6H) -

K % ] 2(35)

2,2-= F B -3-(5-(2-(2-(6-("B W -4-F )L =2 -3-K)-5-F &5
- A- RV R RA)34-— A FR-1-RA)R# - B

HsC  CHy
N o OH

oCN-Q—(’OI(C\H: O .Na O
TLC : Rf0.56 (f 45 © F &85=8: 1)
NMR(DMSO-d) : 6 8.61(d, J=2.1Hz, 1H), 7.97(dd, J=9.0,
2.1Hz, 1H), 7.06(dd, J=8.1, 7.5Hz, 1H), 6.97(d, J=8.1Hz,
1H), 6.91(d, J=9.0Hz, 1H), 6.81(d, J=7.5Hz, 1H), 5.84(t,
J=4.5Hz, 1H), 4.1 6(t, J=6.0Hz, 2H), 3.76-3.62(m, 4H),
3.60-3.44(m, 4H), 2.89(t, J=6.0Hz, 2H), 2.64-2.48(m, 4H),

2.31(s, 3H), 2.14-1.92(m, 4H), 0.84(s, 6H) -
B 2(36)

2,22 F & -3-(5-(2-(2-(6-F Ak v -3-4)-5-F & 1ok 4K
LR E)3IA-—AE-1I-R)RE - M B
HiC CH,
N o OH
Hsc—(N_=>—<'0| Oh!

CH,
TLC: Rf0.48 (2% ' Z® Z & =1: 19)
NMR(CDC1,) : § 9.05(d, J =1.8Hz, 1H), 8.13(dd, J=8.4,

1.8Hz, 1H), 7.22(d, J=8.1Hz, 1H), 7.07(dd, J=8.1, 8.1,Hz,

)

AR REBA ¢ B A RARE (CNS)A4 A (210297 2 % )

124 313293

( smof i 23 55 300 Wkl T (N B b 1B o )



1235748 A7

i R 2y o B2 H omo o e T e o 3 1S

B7

o BRRE ( 125)

1H), 6.96(d, J=8.1Hz, 1H), 6.75(d, J=8.4Hz, 1H), 5.91(m,
1H), 4.24(t, J=6 .6Hz, 2H), 2.98(t, J=6.6Hz, 2H), 2.76(s,
2H), 2.68(t, J=7.8Hz, 2H), 2.60(s, 3H), 2.38(s, 3H), 2.18-
2.11(m, 2H), 1.15(s, 6H) -

£ % 1] 2(37)

2,2- = F A& -3-(5-(2-(2-(BHMk-4-K)-5-F AEA-4-K)T &
£)-34-—8&-1-A)R &

H;C CH;,

N o ‘ OH

oCN-(’SI;: O 5
TLC: Rf0.72 (% : Z#% Z & =1: 19)
NMR(CDCl,): & 7.08(dd, J=8.1, 7.5Hz, 1H), 6.95(d, J=7.5
Hz, 1H), 6.76(d, J=8.1Hz, 1H), 5.90(t, J=4.8Hz, 1H), 4.21(t,
J=6.6Hz, 2H), 3.79(t, J=4.8Hz, 4H), 3.39(m, 4H), 2.98(t,
J=6.6Hz, 2H), 2.76(s, 2H), 2.67(t, J=7.8Hz, 2H), 2.27(s,
3H), 2.18-2.11(m, 2H), 1.14(s, 6H) -
B % ] 2(38)

2,2-2 F & -3-(5-(2-(2-( B R -1-%)-5-F & B ok -4-%)
A A)-34-= BF-1-B)A &

/N °
CN{SIC\H: O o)
TLC: Rf0.76 (&% @ ¥ 8=19:1)
NMR(CDCIl;) : 6 7.07(dd, J=7.8, 7.8Hz, 1H), 6.94(d,

AR RZMA ¥ B A KZE (CNS)AL MRAE (210%x 297 2 % )

125 313293

(o D o i 3 o) ek B N B 1 oS )

e S B R



1235748 A7

2 B o e 14 ome P o 38

B7

o HHERHA (o)

J=7.8Hz, 1H), 6.76(d, J=7.8Hz, 1H), 5.90(t, J=4.8Hz, 1H),
4.20(t, J=6.9Hz, 2H), 3.36(m, 4H), 2.95(t, J=6.9Hz, 2H),
2.76(s, 2H), 6.69( t, J=8.4Hz, 2H), 2.24(s, 3H), 2.18-2.11(m,
2H), 1.62(m, 6H), 1.14(s, 6H) -

T % 5] 2(39)

2,2-=— % A -3-(5-2-(2-(miBUpk-4-5K)-5-F A E4-4-K)CT
g K)34-— 8 F-1-X)"A &

HsC CH;,

o LM on

OLCT
TLC: RfO0.73 (£ ©F @ P &E=19:1)
NMR(CDCl,) : 6§ 7.08(dd, J=8.7, 8.7Hz, 1H), 6.95(d,
J=8.7Hz, 1H), 6.76(d, J=8.7Hz, 1H), 5.91(m, 1H), 4.20(t,
J=6.6Hz, 2H), 3.75(m, 4H), 2.94(t, J=6.6Hz, 2H), 2.77(s,
2H), 2.68(m, 6H), 2.25(s, 3H), 2.15(m, 2H), 1.15(s, 6H) -
K %% #] 2(40)
2,2-= F K -5-(5-(2-(2- KX K -5-FATS 4 -4-K)T & %)-3,4-
—BE-1-X)R &

‘ H3C CH,3
N o) OH
O~ T

0 o)

CH,
TLC: Rf0.49 (& ¥ * ¥F8=10:1)
NMR(CDCl;) : 6 8.01-7.92(m, 2H), 7.48-7.36(m, 3H),

7.10(t, J=8.0Hz, 1H), 6.86(d, J=8.0Hz, 1H), 6.77(d,

AR REBA B E EAZE (CNS)AL A48 (210297 2 %)
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J=8.0Hz, 1H), 5.83(t, J=4.6Hz, 1H), 4.24(t, J=6.6Hz, 2H),
2.99(t, J=6.6Hz, 2H), 2.7 0(t, J=7.8Hz, 2H), 2.46-2.32(m,
2H), 2.36(s, 3H), 2.24-2.11(m, 2H), 1.67-1.40(m,
4H),1.17(s, 6H) °

K %% 4] 2(41)

2-F A A-3-(5-(2-(2-(4-F X X)-5-F &
34— A R-1-K)A®

R

% -4-R)T R K)

7
’NI\/O @ OH
H3C—< >——<0 oh, 3
TLC: Rf0.38 (£45 : P &8=10:1)
NMR(CDCl,) : 6 7.86(m, 2H), 7.34-7.12(m, 7H), 7.08(dd,
J=8.1, 8.1Hz, 1H), 6.89(d, J=8.1Hz, 1H), 6.80(d, J=8.1Hz,
1H), 5.99(dd, J=4.5, 4.5Hz, 1H), 4.57(d, J=11.7Hz, 1H),

4.41(d, J=11.7Hz , 1H), 4.29-4.20(m, 2H), 4.16(dd, J=9.0,

3.6Hz, 1H), 3.10(m, 1H), 3.00(t, J=6.6Hz, 2H), 2.90-2.66(m,

2H), 2.60(m, 1H), 2.38(s, 3H), 2.36(s, 3H), 2.25-2.12(m,
2H) -

B 3% 5 3

2-(5-(2-2-4- B A K)-5-FT A2 -4-K)T & %)-3,4-=
8&-1-X)C &

AR REBA P EE KRR (CNS)AL MRAE (210% 297 2 %)
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C C /NI\/OOH
O™ ™CH;

W At 42 (147Tmeg)z W@ A K (7.0mDBRER T > A 0
CHRAE®RHB 1Q2NE R 21446 %H(1.93g)2 W & B % (12ml)
BRORBERVNEERBHF IS I -ERERSGH AR 0C %
At A BB KIER W R KRB HIRE R
B - B ABRYRIKRLBELEZRABHR Y H LS
EATHHHEEZIAEAILSH(1.26g)-

TLC: Rf0.50 (&% @ Z# T &=1:1)
NMR(CDCl,) : § 7.92-7.84(m, 2H), 7.30-7.22(m, 2H),

,89

5 0 45

7.13(dd, J=8.1, 8.1Hz, 1H), 7.89(d, J=8.1Hz, 1H), 6.81(d,
J=8.1Hz, 1H), 5.95(t, J=4.5Hz, 1H), 4.25(t, J=6.6Hz, 2H),
3.82-3.68(m, 2H), 2.98(t, J=6.6Hz, 2H), 2.78-2.66(m, 4H),
2.53(m, 1H), 2.36(s, 3H), 2.30-2.16(m, 2H), 1.96-1.70(m,
5H), 1.54-1.14(m, 5H) -
Eop 3(1)FE K% 6 3(5)

HERERB 127 T b 1(28) T # 1(30) F #%
Bl 1(31) RE %P 2EZ2ILE-HMARE TR 129 8 2
b BAAHFERRETHEE 3EHRZEEHSE FERT AT
ZARABERAILLE Y -
£ % ] 3(1)
2-(5-(2-(2-(4-F X K )-5-FAIE 4 -4-X)Z & £)-3,4-= &
Z-1-%)v 8

AUMKREZBA PEHBERZE (CNS)AL 4 (210297 2 % )

128 313293
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C N o ‘
H3C 4 1(\/ O OH
(o]

CH,

TLC: Rf0.27 (2% : Z# L &=2:1)

NMR(CDCI,) : § 7.86(d, J=8.4Hz, 2H), 7.23(d, J=8.4Hz,
2H), 7.12(dd, J=8.1, 8.1Hz, 1H), 6.89(d, J=8.1Hz, 1H),
6.81(d, J=8.1Hz, 1H), 5.94(t, J=4.5Hz, 1H), 4.25(t, J=6.6Hz,
2H), 3.76(m, 2H), 2.98(t, J=6.6Hz, 2H), 2.78-2.67(m, 4H),
2.38(s, 3H), 2.36(s, 3H), 2.22(m, 2H) -

£ % 4] 3(2)
2-(5-(2-(2-£# mA-5-F &
1-%)2 8

JE
"3
ie
e
o
Pl
e
w
-
I
i
;_m&

TLC: Rf0.34 (2% ' Zz® e as=1:1)

NMR(CDCl,) : 6 7.12(dd, J=7.8, 7.8Hz, 1H), 6.89(d,
J=7.8Hz, 1H), 6.79(dd, J=7.8, 0.9Hz, 1H), 5.95(dd, J=4.5,
4.5Hz, 1H), 4.17(t, J=6.6Hz, 2H), 3.82-3.70(m, 2H), 2.99
(sept., J=6.9Hz, 1H), 2.89(t, J=6.6Hz, 2H), 2.76-2.66(m,
4H), 2.28-2.16(m, 2H), 2.25(s, 3H), 1.31(d, J=6.9Hz, 6H)
£ % 5 3(3)

2-(5-(2-2-(4-F A x &M WE-1-K)-5-F KA EA-4-K)T &
A)34-—8F-1-K)L &

o

AUSRR @A ¥ B E KR E (CNS)AL R4S (210%x297 2 %)
129 313293
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H;C-N NH%

TLC: Rf0.26 (T8 : ¢8 L &=1:5)

NMR(CDCl;) : § 7.12(dd, J=8.1, 8.1Hz, 1H), 6.88(d,
J=8.1Hz, 1H), 6.80(d, J=8.1Hz, 1H), 5.95(brt, 1H), 4.22(t,
J=6.6Hz, 2H), 3.76(t, J=6.6Hz, 2H), 3.40(brt, 4H), 2.96(t,

J=6.6Hz, 2H), 2.76-2.67(m, 4H), 2.50(brt, 4H), 2.33(s, 3H),

2.26(s, 3H), 2.26-2.17(m, 2H) -

T2 ] 3(4)

2-(5-(2-(2-(x s Mbeg-1-4%)-5-F KB4 -4-K)T & %)-3,4-
—aE-1-X)T &

O S

TLC: Rf0.27 (2% : 28 L a&=2" 1)
NMR(CDCI,) : 6 7.12(dd, J=7.8, 7.8Hz, 1H), 6.88(d,

J=7.8Hz, 1H), 6.81(d, J=7.8Hz, 1H), 5.95(dd, J=4.5, 4.5Hz,
1H), 4.21(t, J=6.9Hz, 2H), 3.75(m, 2H), 3.36(m, 4H), 2.96(t,

J=6.9Hz, 2H), 2.77-2.68(m, 4H), 2.25(s, 3H), 2.27-2.18(m,
2H), 1.72-1.53(m, 6H) -

K ] 3(5)

3-(5-(2-(2-(4-F X K)-5-FHEBE=2-4-F)T & £)-3,4-=

[y

=-1-%)%" &

AUESKREBRA PHERZEE (CNS)AL A& (210297 2 %) 130 313293
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CH;

TLC: Rf0.55 (Z®8 T & @ &kx=2:1)

NMR(CDCl,) : 6 7.86(d, J=8.1Hz, 2H), 7.23(d, J=8.1Hz,

2H), 7.12(t, J=7.8Hz, 1H), 6.91(d, J=7.8Hz, 1H), 6.80(d,

J=7.8Hz, 1H), 5.90-5.84(m, 1H), 4.25(t, J=6.6Hz, 2H),

3.68(t, J=6.6Hz, 2H), 2.99(t, J=6.6Hz, 2H), 2.71(t, J=7.8Hz,

2H), 2.52(t, J=7.8Hz, 2H), 2.39(s, 3H), 2.36(s, 3H), 2.24-

2.14(m, 2H), 1.78(quint, J=7.8Hz, 2H), 1.58(s, 1H) »

£ % 5] 4

2-(5-(2-(2-(4-F & ¥ £)-5-F £

fE-1-%)L &

AT

k-4-%)2 R %)-3,4-=

N o ‘ CHO
O-OHCC

NERG 3ERZAEAH(1.202)2 % T E(12m)A
AWM OmMDZTRAZRIFAN_EARLTE
(2.7ml) > BH-10CH A= f s - Moz &4 (1.25g)2
PR TR (6.5SmD)E R B A-10C THE2 I INF -HBHRE
RAMBEANALAKRTY  ALBLUBERER -BERRABNR
BAER  URERARFEEELBRARSE  TFHEATHHHR
Bz B EZALbH(1.57g) B ZILAHAERYE > &
EERAPRATZIRE -

AUGRR AR ¥ BB REE (CNS)AL RHE (210297 2 %)

131 313293
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TLC: Rf0.60 (&% : Z 8% & =2: 1)

Tl 4()E K % H] 4(4)

ERE®RBBDETAG IDERZLAHARE T H
Bl 3Bz bY BEHERRATEG 4BKZIENREF
B THFTZABALSLY -
£ % ] 4(1)
2-(5-(2-(2-(4-F X X)-5-F &
Z=-1-K)T #

AT

w-4-K)T A K)-3,4-= &

N o ‘ CHO

e~
O™ ™“CH,

TLC: Rf0.58 (&% : B ¢ &=2:1)

NMR(CDCl;) : § 9.63(t, J=1.5Hz, 1H), 7.86(d, J=8.1Hz,

2H), 7.24(d, J=8.1Hz, 2H), 7.12(dd, J=7.8, 7.8Hz, 1H),

6.83(d, J=7.8Hz, 1H), 6.73(d, J=7.8Hz, 1H), 6.02(t,

J=4 5Hz, 1H), 4.25(t, J=6.6Hz, 2H), 3.43(m, 2H), 2.98(t,

J=6.6Hz, 2H), 2.78(t, J=8.4Hz, 2H), 2.38(s, 3H), 2.36(s,

3H), 2.31(m, 2H) -

T % 5 4(2)

2-(5-(2-2-2 A A-5-FAMBE2-4-A) & £)-3,4-— R & -

1-X)z &

AMKREBA ¥ ERBEERE (CNS)AL RAE (210%x297 2 %)

132 313293
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TLC: Rf0.62 (2% : Zz 8z &=1:1)

NMR(CDCIl,) : 6 9.64(t, J=2.4Hz, 1H), 7.12(dd, J=7.8,
7.8Hz, 1H), 6.81(d, J=7.8Hz, 1H), 6.73(d, J=7.8Hz, 1H),
6.03(dd, J=4.5, 4.5Hz, 1H), 4.18(t, J=6.6Hz, 2H), 3.48-
3.40(m, 2H), 2.99(sept., J=6.9Hz, 1H), 2.89(t, J=6.6Hz, 2H),
2.77(t, J=8.1Hz, 2H), 2.36-2.16(m, 2H), 2.25(s, 3H), 1.31(d,
J=6.9Hz, 6H) -

% ] 4(3)
2-(5-(2-(2-(4-F AN U F-1-K)-5-F AmE-2-4-K)T &
A)-3,4-= 8 %K-1-%X)¢C

7\ N (o) ‘ CHO
—/ S CH,

TLC: RfO0.25 (P8 : 28 L 8=1:5)
NMR(CDClL,) : 6§ 9.64(t, J=2.4Hz, 1H), 7.12(dd, J=8.1,

8.1Hz, 1H), 6.82(d, J=8.1Hz, 1H), 6.73(d, J=8.1Hz, 1H),
6.03(brt, 1H), 4.22(t, J=6.9Hz, 2H), 3.46-3.37(m, 6H),
2.96(t, J=6.9Hz, 2H), 2.78(dd, J=8.4, 8.4Hz, 2H), 2.51(m,
4H), 2.34(s, 3H), 2.26(s, 3H), 2.34-2.23(m, 2H) -

£ % 5] 4(4)

2-(5-(2-(2-(x &L Mb oz -1-2)-5-F A 4-X )T & %)-3,4-
—8aE-1-A) &

AUGRR AR P BRI E (CNS)AL RAE (210%297 2 %)
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HI\’*V

TLC: Rf0.57 (&% : 28 L as=2:1)
NMR(CDCl,) : § 9.64(t, J=2.7Hz, 1H), 7.12(dd, J=8.1,
8.1Hz, 1H), 6.82(d, J=8.1Hz, 1H), 6.72(d, J=8.1Hz, 1H),
6.02(dd, J=4.5, 4. 5Hz, 1H), 4.22(t, J=6.9Hz, 2H), 3.44(m,
2H), 3.36(m, 4H), 2.96(t, J=6.9Hz, 2H), 2.78(dd, J=8.1,
8.1Hz, 2H), 2.36-2.26(m, 2H), 2.25(s, 3H), 1.72-1.54(m,
6H) o R A

4 # ) 28
2-(4-B T X A)-4-2-((5-(2,2-= L R T £ )-7,8-= & & -1-
£V A)-5-F A Kok

‘ 0" CH,3

o

O-O40 T
0

CHs

RERF AE S22 THETSMD)ER Y F MY
T RXBRBEKASHBOOml) > 3 £ 90CHBE 3 - L4 2
TR BREAAYBEANLBRE M KERT A
CHILIBEER BHERRABMFABEREF®LR > NEKHR
BRELBRBRB BABHE Y REBETRERE N Z(T IR
CBTE=IS:I1I-9 DAY -HFEHEATHHHEAEZEA
1t 4 #(1.04g) -

TLC: Rf038 (& : Z#TE=5:1)

AHIRREBA T BB EARE (CNS)A4 A (210%297 2% )
134 313293
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A~ AR ( )

NMR(CDCl;) : 6 7.94-7.84(m, 2H), 7.30-7.22(m, 2H),
7.12(dd, J=7.8, 7.8Hz, 1H), 6.93(d, J=7.8Hz, 1H), 6.79(d,
J=7.8Hz, 1H), 5.97(t, J=4.5Hz, 1H), 4.64(m, 1H), 4.25(t,
J=6.6Hz, 2H), 3.74-3.58(m, 2H), 3.52-3.38(m, 2H), 2.98(t,
J=6.6Hz, 2H), 2.80-2.64(m, 4H), 2.53(m, 1H), 2.35(s, 3H),
2.26-2.14(m, 2H), 1.96-1.70(m, 5H), 1.52-1.20(m, 5H),
1.16(t, J=6.9Hz, 6H) «

(oo 2 i 380 kol B (Bt o B W )

'—__"""'__—_——_"____——_"'.-;@"_—-—”_-"ﬂ_f————_'%"""""“""“"":‘"_"'_-'—

% # 5 29
3 (5-(2-(2-(4-% & X A)-5-F ATk 4 £)2 A K)-3,4-2
f % - )26 AR

‘nko3
O™ ™CH,
m%%mzsﬂﬁz&@%umyz;ﬁ?m95M)
mR Y A= T AR 0.76m)R = A A 7R S B
(0.14ml)> £ £ B4 #H 1.5 L oF o B RER S P B N & BE
Ak BER T ALBMUBER HERRAGLNPREA
EF K UBAKBBELREAESE  HAEAKDEERRE
xRy oE(L R LB LE=10 17 HHE R > F2E

S

HF 5 4 M 2 42 AL A 4 (837mg)e 4% 2| | 2 b bR EH
W AEERA AU TZIRE

TLC : RF0.27 (&% & L 8 ¢ & =5 1)

NMR(CDCl3) : 6 7.94-7.84(m, 2H), 7.32-7.22(m, 2H),

7.14(dd, J=8.4, 8.4Hz, 1H), 6.88-6.76(m, 2H), 6.09(t,

é ‘K&ﬁ ] K %5 X NS
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B7

F ~ 3F8A3EEH ( 136 )

J=4.5Hz, 1H), 4.32-4.18(m, 3H), 3.80(m, 1H), 3.48(m, 1H),
3.10-2.44(m, 7H), 2.36(s, 3H), 2.32-2.10(m, 2H), 1.96-
1.70(m, 5H), 1.52-1.14(m, 8H) -

B %% S

2-T R E-3-(5-(2-(2-(4-BR T XK )-S-FRABE4-4-K)T &4
A)-34-— a8 &K-1-K)A &

‘] O CH,3
,NI\,O OH
C S O™ ™“CH; 0
REEH 29V B 2o M2z B(ImD)ER T F o
SN 8 §.16 45 & % % (3.8ml) » K% & 90CH#H # 4 L85 - %
MEERRBKL O OKBRERSGDBEANAKXKTY  AE=ZTET &
hiF - BAKRRONB®HR P RLHMIBEBER - - ¥R
BRABEFREBREFR  RBAFERSELBRRLEE  #&
HRBEBEERMNE(RANL - FE=12: DE Y - 5 3
EATHHHAEAEZRABLESH(O6T6mg) -
TLC: Rf 0.42 (& : F&#=8: 1)
NMR(CDCl,) : 6 7.94-7.84(m, 2H), 7.32-7.22(m, 2H),
7.13(dd, J=7.8, 7.8Hz, 1H), 6.96(d, J=7.8Hz, 1H), 6.80(d,
J=7.8Hz, 1H), 5.98(t, J=4.5Hz, 1H), 4.24(t, J=6.6Hz, 2H),
4.04(dd, J=8.7, 4.2Hz, 1H), 3.54(m, 1H), 3.43(m, 1H),
3.06(m, 1H), 2.99(t, J=6.6Hz, 2H), 2.90-2.44(m, 4H), 2.35(s,
3H), 2.26-2.12(m, 2H), 1.96-1.68(m, 5H), 1.52-1.16(m, 5H),
1.12(t, J=6.9Hz, 3H) -

AEGRREBA PRBREIZE (CNS)AL A8 (210x 297 %)
136 313293
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B7

B BB (137 )

Kbt 6(1)F K 4 4] 6(4)

ERERGADEFT R G 4DE B2 ILLHRE TR
Bl A B2 LA BAERBRLEH 28> % #F ) 29> F
B SEKZENE FEATHATIZIARABTRIALS Y -
K B 6(1)
2-T R A -3-(5-(2-(2-(4-F X R)-5-FAM 4 -4-%)Z & X)
34— A Rn-1-A)R B

TLC: Rf0.42 (4 : F&8=10:1)

NMR(CDCIl,) : § 7.86(d, J=8.1Hz, 2H), 7.23(d, J=8.1Hz,
2H), 7.14(dd, J=7.8, 7.8Hz, 1H), 6.96(d, J=7.8Hz, 1H),
6.82(d, J=7.8Hz, 1H), 5.98(t, J=4.5Hz, 1H), 4.26 & 4.25 (%
t, J=6.6Hz, #& 3 2H), 4.04(dd, J=9.0, 3.9Hz, 1H),
3.49(m,2H), 3.08(m, 1H), 2.99(t, J=6.6Hz, 2H), 2.86 &
2.81(% t,J=6.6Hz, # 3 1H), 2.72-2.52(m, 2H), 2.38(s,
3H), 2.36(s, 3H), 2.21(m, 2H), 1.12(t, J=6.9Hz, 3H) -

T %% 6] 6(2)

2-T R A-3-(5-2-2-E A A-5-F A B -4-R)T & R)-
34-— 8 E-1-A )Rk - 1/24658

REHKREBA T BABEERE (CNS)AL A& (210x 297 2 %)

137 313293
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B7

F o~ ZEBRBR (138 )

‘ 0" CH;
H;C O7“CH, o
- 1/2 ca**
TLC: Rf0.42 (&4 @ F&8=8:1)
NMR(DMSO-dy) : 6§ 7.07(dd, J=7.8, 7.8Hz, 1H), 6.98(d,
J=7.8Hz, 1H), 6.81(d, J=7.8Hz, 1H), 5.85(dd, J=4.2, 4.2Hz,
1H), 4.09(t, J=6.3Hz, 2H), 3.74-3.46(m, 2H), 3.13(m, 1H),

(S P 2 sk o0 o b B (N B i 1R o )

e R i B

3.02-2.56(m, 5H), 2. 54-2.30(m, 2H), 2.18(s, 3H), 2.16-1.94
(m, 2H), 1.20(d, J=6.6Hz, 6H), 0.92(t, J=6.9Hz, 3H) «

K % #] 6(3)

2-T 8 K -3-(5-(2-2-(A-F A N RUMEWF-1-K)-5-F & BE & -
4-R)T R A)-34-Z BFE-1-B)A &

0" CH,3
HsC-N  N—¢ I\/ O X
—/ S CH3

TLC: Rf0.35 (£ 4 @ F&8=5:1)

NMR(CDCI1;+CD;0D) : § 7.11(dd, J=8.1, 8.1Hz, 1H), 6.99
(d, J=8.1Hz, 1H), 6.77(d, J=8.1Hz, 1H), 5.98(dd, J=4.2,
4.2Hz, 1H), 4.22(m, 2H), 3.98(dd, J=9.0, 4.5Hz, 1H), 3.66-
3.46(m, 5H), 3.44-3.32(m, 1H) , 3.02-2.45(m, 10H), 2.52(s,
3H), 2.27(s, 3H), 2.22-2.10(m, 2H), 1.10(t, J=6.9Hz, 3H) -
£ % ¥ 6(4)

2-T A K -3-(5-2-2-(x & Mhez-1-K)-5-F AEx-4-%) 7
AMGEREERA PEHBEEEE (CNS)AL R (210 x 297 2% )

138 313293
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B o~ BEAIBE (139 )
AR)3A-—BFR-1-K)A B
‘ 0" CH,4
N o OH
CN_«SIC\H: O o
TLC: Rf0.45 (&4 - F8=10:1)
NMR(CDCl;) : 6 7.12(dd, J=8.1, 8.1Hz, 1H), 6.94(d,

J=8.1Hz, 1H), 6.79(d, J=8.1Hz, 1H), 5.98(dd, J=4.5, 4.5Hz,
1H), 4.20(m, 2H), 4.03(dd, J=9.0, 3.9Hz, 1H), 3.55(m, 1H),

3.41(m, 1H), 3.37(m , 4H), 3.06(m, 1H), 2.97(t, J=6.9Hz,
2H), 2.82(ddd, J=15.9, 7.5, 7.5Hz, 1H), 2.74-2.51(m, 2H),
2.24(s, 3H), 2.25-2.14(m, 2H), 1.72-1.55(m, 6H), 1.12(t,
J=6.9Hz, 3H) -

E#&,w[ 7

2-T R K -3-(5-(2-(2-(4-F X R)-5-F A2 -4-K)Z & %)
3 4-— B E-1-K )R/ B A%

‘] O " CH;

N (o) NH>
4

H3C—< >—<0](\/ @ I

CH;

7 3-(5-(2-(2-(4-F X B)-5-F Aok -4-K)T & £)-
3,4-= 8 %-1-K)-2-2z A XA R E(146mg > 4 A F % 4 4(1)
R 2o RETHEM 4 BRI 2 ERHERAASE
Zh 28> 5 FH 229K B ERER)ZHEUNDA T
AL Am)R A ER T > Fmw SN & 168 K B R
(0.66ml) EwBBERSIH - HAZETRHKL HFRER

AMIKREEA ¥ BB KRR (CNS)AL MRAE (210 x 297 2% )
139 313293
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R~ R EE ( 10 ).

SCH R  RABMAKBE - KAERA IN 8% H K

ML RLMER - BERZRABFRB KL T > XS

KBS R AR - AR R RS RN (R

o P E=50:1>30: DY BHAE FAMMMEZ A

BRI A H(T5mg) -

TLC: Rf0.63 (&4 @ FE8=10:1)

NMR(CDCl,) : 6 7.86(d, J=8.4Hz, 2H), 7.23(d, J=8.4Hz,

2H), 7.14(dd, J=7.8, 7.8Hz, 1H), 7.04(d, J=7.8Hz, 1H),

6.81(d, J=7.8Hz, 1H), 6.55(br s,1H), 5.97(t, J=4.5Hz, 1H),

5.37(br s, 1H),4.26 & 4.25(% t, J=6.6Hz, 4 3 2H), 3.88

(dd, J=9.6, 3.0Hz, 1H), 3.41(m, 2H), 2.98(t, J=6.6Hz, 2H),

2.89 & 2.84(% t, J=6.6Hz, tatal 1H), 2.62-2.48(m, 2H),

2.38(s, 3H), 2.36(s, 3H), 2.22(m, 2H),1.07(t, J=6.9Hz,

SH) -

% # 5 30

N-(1-F £-1-F 8.2 8 %)-3-(5-(2-(2-(4-F % £)-5-7 & 1%
ARV R R34 B E-1-A)E & B

H3C CH,
o LK.
w410 o
O™ ™CH,

HEES 2E % 2 IAH(208me) R 2-8 & A-2-F &
(57T Tmg)Z = F R FPEBECSm)BERY » Hw 1-T K-
3-B-—FmAA)R LB - BB (115mg) - 1-38 & %
ok BImg)R = BB3ul) BAETRHE -8 - B R

AUERREBA PEABEEE (CNS)AL MG (210 %297 2% )
140 313293
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B7

F o~ BRI (1)

BEAMRAE BREBRIA-_RFTRAB-BEHERA IN
B R BEIMNMKERRABIFPRBARKAFRLSF  RE
AP BEMEBRERAE - KA E ST REBE T HE W E(R
P E=S0:)RE BB AETHOREZIRAEALSESY
(239mg) -

TLC : Rf0.44 (£ 4 © F8=10:1)

NMR(CDCl,) : 6§ 7.86(d, J=7.8Hz, 2H), 7.55(s, 1H), 7.23(d,
J=7.8Hz, 2H), 7.13(dd, J=8.4, 8 4Hz, 1H), 6.88(m, 2H),
6.81(d, J=8.4Hz, 1H), 5.92(m, 1H), 4.24(t, J=6.6Hz, 2H),
3.24(s, 3H), 2.98(t, J=6.6Hz, 2H), 2.95(s; 3H), 2.88(s, 3H),
2.80(m, 2H), 2.70(t, J=8.1Hz, 2H), 2.38(s, 3H), 2.36(s, 3H),
2.17(m, 2H) -

i}}@, 5] 8

N-#& % -3-(5-(2-(2-(4-F X £ )-5-F RABE4-4-%K)T & %)-
3,4-— 8 E-1-K) A & A&

N 0 ‘ N
C ‘ ‘OH
II3(: < :I[:T\\\/’ 0
0

CH;

W E 308 % 2t AH(239me)2 FEE(Qml)E R
A AN R B-—BrEa(1.1ml) > 3 £ F B HH# 1)
o BWRBRAOMESR TACHEL - - BELHKTFEH
vYE R FEHABEATHOHEZTAERAILS H(40mg) -
TLC: Rf0.48 (4 @ ¥ &8=10:1)

NMR(DMSO-d,) : 6 10.35(s, 1H), 7.79(d, J=8.4Hz, 2H),

ARMEREHRA FPRABRFEEE (CNS)AL A& (210 %297 2% )

141 313293
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o BHRHE ( w)

7.29(d, J=8.4Hz, 2H), 7.13(dd, J=8.1, 8.1Hz, 1H), 6.88(m,
2H), 5.82(m, 1H), 4.19(t, J=6.3Hz, 2H), 2.91(t, J=6.3Hz,
2H), 2.67-2.53(m, 4H), 2.34(s, 3H), 2.33(s, 3H), 2.15-
2.03(m, 4H) -

K% 6 9

N-# & -3-(5-(2-(2-(4-F A X K)-5-FABE4-4-K)T & &)
3 4-— B E-1-K)T B

(I
-OH

T
w
;o
o vz
W :
(@]
=

BREAEN 22600 B2 Lo MRS T RH 288 2
o RaFHENRLEH 30>F kb 87 #8445
BHAKE FHMMREZABRALAY -

TLC : Rf0.36 (f4F @ F&8=10: 1)

NMR(DMSO-d,) : 6 10.47(s, 1H), 8.73(s, 1H), 7.79(d,
J=8.1Hz, 2H), 7.29(d, J=8.1Hz, 2H), 7.09(dd, J=7.8, 7.8Hz,
1H), 6.89(d, J=7.8Hz, 1H), 6.88(d, J=7.8Hz, 1H), 5.91(t,
J=4.5Hz, 1H), 4.18(t, J=6.3Hz, 2H), 3.07(s, 2H), 2.91(t,
J=6.3Hz, 2H), 2.59(t, J=8.4Hz, 2H), 2.34(s, 3H), 2.33(s,
3H), 2.13(m, 2H) -

£ 5% 4] 10

3-(5-(2-(2-(4-F % K )-5-F A Mek 4-K)2 R £)-3,4-= &
Zo1-4) A B

AMKREBR T HEERE (CNS)AL A (210 x 297 2% )

142 313293
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#
#t
Ep

B7

o BHRA ()

N o ‘ NH,
4
H30-< >—<OI\’ O !

CH,

HAKAT HEHH 2HEZIESEH(O625mg)Z — & F
(ASmDBR FR T A EBA(N3ImDHAE = F X F & 5 (1
M) REAEEBRE2IE - BRBERADAS - B AR
HBRXED - BFBZHEN»W RS (15Sm)F » kb
Fhm 28%R KEH ARG & nRY  HHE 30 54 - H
BRRBROMAE > FHAE THAHMEEZ KAEH LA
B(408mg)  AH 2L AMAER L  ABBEARRTZER
l@ o
TLC: Rf0.38 (4 : ¥ &8=10: 1)

NMR(DMSO-d) : 6 7.78(d, J=8.4Hz, 2H), 7.29(d, ]=8 4Hz,
2H), 7.13(dd, J=8.7, 8.7Hz, 1H), 6.92-6.85(m, 2H), 6.73(br,
1H), 5.82(t, J= 4.5Hz, 1H), 4.18(t, J=6.3Hz, 2H),2.91(t,
J=6.3Hz, 2H), 2.62-2.52(m, 4H), 2.19(m, 2H), 2.07(m,

2H)

2 # ] 31

3-(5-(2-(2-(4-F X R)-5-F R Mok 4-K)2 § £)-3,4-2 &
%-1-£)% B

e
e O
o)

CH;

RE®RE 1I0EB2E-Hz —BER(SnD)ER ¥ H

AUKRREBA ¥ BB RIEE (CNS)A4 RHE (210297 2 %)
143 313293
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B~ BERBE (144 ).

it (363 u DR Z R T8 (423 1) R4 £ T BEH 1)
B RREBROMEE  RBRURALKLEHRE - B MR
RRA INBE - KRR REBKKRALS » R EKH %S
EHRBRE REDEIRBEREBENE(TR THT
BE=4: 1DH R BEEATIHHHREZELALLS D
(533mg)

TLC: Rf0.48 (2% : L8 L &8 =2: 1)

NMR(CDCl;) : 6 7.86(d, J=8.4Hz, 2H), 7.26(d, J=8.4Hz,
2H), 7.14(dd, J=7.8, 7.5Hz, 1H), 6.83(d, J=7.5Hz, 1H),
6.77(d, J=7.5Hz, 1H), 5.98(t, J=4.5Hz, 1H), 4.25(t, J=6.6Hz,
2H), 2,98(t, J=6.6Hz, 2H), 2.82-2.68(m, 4H), 2.53(t,
J=7.8Hz, 2H), 2.38(s, 3H), 2.36(s, 3H), 2.24(m, 2H) -

T 26 ) 11

5-(2-(5-(2-(5-F A -2-(4-F X A )B4 -4- %)L & £)-3,4-=
8ZE-1-X)T A )-1H-w =&

c N I\/O [O‘] ’N'N
H )
? C :o HN-N

CH,

RR A 31 H 2 A H(212mg) 2 F K (Sml)iE & ¥
A BR=ZFEH(63mg) EARRATEHR 6 8F o K
Btk BRRERARAH A RBERRWWE(AD ' F &
=50 1)HH > FHEA TR EZIAEZALLY
(83mg) - |

TLC: Rf0.43 (£ 4 : ¥ &8=10: 1)

AMKREBA P BB REE (CNS)AL MRIE (210 x 297 2% )

144 313293
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B~ BEBHEBA ( 145 ).

NMR(DMSO-d,) : 6 7.79(d, J=8.1Hz, 2H), 7.29(d, J=8.1Hz,

2H), 7.15(dd, J=7.8, 7.8Hz, 1H), 6.94(d, J=7.8Hz, 1H), 6.92
(d, J=7.8Hz, 1H), 5.81(d, J=4.5Hz, 1H), 4.19(t, J=6.6Hz,
2H), 3.02(m, 2H), 2.91(t, J=6.6Hz, 2H), 2.81(t, J=7.5Hz,
2H), 2.54(t, J=8.4Hz, 2H), 2.33(s, 6H), 2.04(m, 2H) -

% # ] 32

(5-FRATFARAAE-34-—AF-1-A)F X)R —% = T &

Oy _O._CH;
e I

(J 78

A A 14 B2 s H(400mg)z T B (1.5ml)E &
PAMA 8% — CE8E0.28m)A T & M (0.55ml: 2.6M » T
) £ 80CHHE 30 4 -2 HEEBA RRBRAMH
TANMILEARAK ALBELEBEER - BRERRABMRB
KEF > UBREABRELBRERARE FHREATHHHHMA
zREZLBLEY - FRZIILAHAEFRE > AHBEEAD
ATZRE-

TLC: Rf0.64 (T4 @ 28 L 85=2" 1)

% # 5| 33

((5-#A-34-—8ZE-1-X)FA)m — % — ¢ &

O«_O._CHjs

HO 0 OVCH3

KT NEFH32HEZ2LEHZTEGCnDER

AURRERA PERERIZE (CNS)AL M6 (210 x 297 %)

145 313293

(ool Di- 23 o4 ke B (B i BB OF- 3 )

. et B S



1235748 A7

3 P 2 O B H ome o e P e ol S 3R

B7

B~ BFBAEBE ( 146 )

t Ao AN R 8- 8 T 8 & & (0.7ml) > ¥ &£ T B HEH —
- HRERAMER ARHBHEBYRBETHEE N ET
LB LE=I0:1I-5 DR E HFHEATIHHEMEAZ
% A1t 4 4 (428mg) -

TLC: Rf0.43 (&% @ 28 L 8=2:1)

NMR(CDCl,) : § 7.06(d, J=7.8Hz, 1H), 6.86(d, J=7.8Hz,
1H), 6.70(dd, J=7.8, 0.8Hz, 1H), 5.93(brt, J=4 6Hz, 1H),
5.27(brs, 1H),4;uuq,J=7.2Hz,4H),3}63a,J=7.&Hz,1H),
3.06(dd, J=7.8, 1.0Hz, 2H), 2.67(t, J=7.8Hz, 2H), 2.28-
2.15(m, 2H), 1.25(t, J=7.2Hz, 6H) - |

% & ] 34

((5-(2-(5-F A -2-(4-F XA )E2-4-K)T A K)-3.4-= 8%
1-R)FA)A - = B

0_O._CHj;
N o ‘ O._CHs
”3°‘©_<'0]f;: (J 7

WS EH 3B LS (A56mg) R £ F ) 27 B % 2
b4 #Hm373mg)z — L FR(OmDER T H = X8
(56lmg) & 1,I'-(B R = AX)=-xx &Mt =2 (539mg)> £ £ &
B - BRERESDRE  NEBDFTI w8 &
EXBY BRERRE RBVRBYTRBEHERN LT
LB LE=6 DHEE > BHAIERBA-_EARY A
& FHEATHHMHEMEZZELSH(422mg) -
TLC: Rf0.54 (T @ L& T 8=2:1)

AUFRRZE @A F BB EIRE (CNS)AL RAE (210 x 297 2% )

146 313293
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EBHRA( W)
NMR(CDCl,) : 6 7.86(d, J=8.1Hz, 2H), 7.23(d, J=8.1Hz,
2H), 7.13(dd, J=7.5, 7.5Hz, 1H), 6.88(d, J=7.5Hz, 1H),
6.81(d, J=7.5Hz, 1H), 5.91(t, J=4.5Hz, 1H), 4.29(t, J=6.6Hz,
2H), 4.17(q, J=7.2Hz, 2H), 4.16(q, J=7.2Hz, 2H), 3.59(t,
J=7.5Hz, 1H), 3.05(t, J=7.8Hz, 2H), 2.98(t, J=6.6Hz, 2H),
2.38(s, 3H), 2.35(s, 3H), 2.16(m, 2H), 1.23(t, J=7.2Hz,
6H)
T 26 4] 12
4-((5-(2-(5-F A -2-(4-F £ 2 ) ok 4-%)2 R £)-3.4-= &
Z1-R)F A)R Mok % -3,5- = & |

O N

N OI‘ °
NEKEBESE BT Smg)Z & A FTHE(AMDERY £
ERRARRTAMPEMNZT FEERGI2LL 25Wwt%) £ F
BEHESHE  BRAREY  EARAATRERTY F i
% # 4 34 H B 2ibddh(434meg)2 & K w £k (S5ml)E
R AEOOCHRHF O I - BRERADESE - BABLHA
INB®#F  BHAERACBAD AL I RAERE
Re ERAAMBARAAERGELBELEE - BABROKTET
BRER BHAEATHNOHRAEAZIAFALSH(123mg) -

TLC: Rf0.36 (f4F @ P8 : L &#=20:2:1)
NMR(DMSO-dy) : 6§ 7.79(d, J=8.4Hz, 2H), 7.29(d, J=8.4Hz,

2H), 7.12(dd, J=7.8, 7.8Hz, 1H), 6.98(d, J=7.8Hz, 1H),

AMIRREBA F BB KR E (CNS)A4 A1 (210 x 297 2% )

147 313293
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R~ ZBHIEE (148 ).

6.89(d, J=7.8Hz, 1H), 5.66(t, J=4.5Hz, 1H), 4.18(t, J=6.3Hz,

2H), 3.08(br s, 2H), 2.91(t, J=6.3Hz, 2H), 2.56(t, J=8.1Hz,
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