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[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

[0140]

[0141]

acid; 4 mg, 0.025 mmol)S AH7}slAtt. olojA, 2-(2-UEZHY)oMEYEZH(49 mg, 0.30 mmol)S H7}sla

24X ZF B wnkek & 30% ddldolAElo]E/ Ao R AgtA ARvEIHAE Fste] F AHES T

FEI T, o]lE oek&(1 mDol o], 0CoA AFHRZso|=glo]=(1.0 mmol)S 747]’ Poﬂ‘:} A7 &%

& 30 /b Wk F, & HUhetel WS FAsta 57 5}%%.3 IdetAdlo| ER FEska, T3
2 A

o, AE FHT F 400 clLolAEH o /A el AH ﬁiﬂ}ilﬂ v =

-

o~

U MR (400 MHz, CDCly) : & 8.07 (d, J=8.4 Hz, 2H), 7.38-7.55 (m, 2H), 7.00-7.31 (m, 5H), 5.22 (d,
J=5.6 Hz, 1H), 3.82 (ddd, J=2.8, 6.0, 8.8 Hz, 1H), 3.78-3.83 (m, 2H), 2.22-2.30 (m, 2H).

1.2, W€ 2-(1-Ao}=—4-3| EFA-2-H I &)z o] E(33HE 2)9 FA

MSEAR 2-(-UERAY)HEUED gale] HE 2-(Aohere) x2S A A2 AgsmE
1

271 1.1.3 54 o= 33HE 28 53T & 56%).

H MR (400 MHz, CDClsz) @ & 7.05-7.61 (m, 9H), 5.60 (d, J=6.4 Hz, 1H), 3.97 (s, 3H), 3.74-3.87 (m,
3H), 2.24-2.32 (m, 2H).

1.3, 4-(1-A o} =-4-3| EEA-2-Fd R Z U EH(ZFE 3)9 A

WeEAR 2-2-HERADIAEYED fale] s-(AeherE)izELS ek AL Aslshus 4]
113 A% PHOR BFE 33 FHAUHEE 67h).

'H NIR (400 MHz, CDCls) @ & 7.56 (d, J=8.4 Hz, 2H), 6.93-7.29 (m, 7H), 5.22 (d, J=5.6 Hz, 1H), 3.65-
3.63 (m, 2H), 3.30-3.37 (m, 2H), 2.30-2.37 (m, 2H).

1.4, 2-(1-Aoh=-4-3| =5 A -2-F I F- D)= EL(S3HE 4)9 I3

g dz 2-(C-HERIAL)oMHEYED diile 2-(Mohmre)flzUEHS ARl S Al9lstas A7
113 543 e st 485 530t (F& 85%).

o

1H NMR (400 MHz, CDCls;) @ & 7.06-7.44 (m, 9H), 4.71 (d, J=8.0 Hz, 1H), 3.65-3.83 (m, 3H), 2.25-2.33
(m, 2H).

1.5, Ad 4-(1-Aopx=-4-3| EFA-2-F I F )Wz 0| E(SFE 5)9 T4

BheEdRE 2-C-HERAD) OMHEHER il md d-(Aopmre)lzdlo]ES AREse A AQlstals
1

471 11,3 3 AR S9E 55 FEIAG(TFE TTh).

'H NIR (400 MHz, CDCls) @ & 7.94 (d, J=8.4 Hz, 2H), 6.97-7.29 (m, 5H), 6.98 (d, J=7.2 Hz, 2H), 4.13-
4.43 (m, 2H), 3.97 (s, 3H), 3.72-3.81 (m, 2H), 2.22-2.30 (m, 2H).

1.6. (E)-1-9€ 7-Hld 6-(4-HYE=ZHL)-5-H<d-2-FAe] 20| E(IFLE 6)9 A

(E)-AlFdeslo] =(33 mg, 0.25 mmol)ol] TlHE|IZ =g TMS oel2 Zvi(8 mg, 0.025 mmol)E H7}star, W
Be(0.8 ml)S 713 ¥, 4-HEZWEAH4 mg, 0.025 mol)S H7FeAeh. oo, wWE 2-(4-HERY)o}A
Hlo]E(56 mg, 0.30 mmol)S H7}&tar 48A17F FoF wwtst & 30% odolAdHo|E/A o7 Ag7lA J2ntE
aHgE Y8ty T AAES EEste F OS2 21 mDel Fola, e (EFTAdEyE

== 5
g g d) ol E] o] E(0.50 mmol)E F7FaSirt. 3% wob wRkgk 7, =& Hrhstel WS

t?_-r o]%
=
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[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

[0156]

[0157]

S==5 10-1495834

dtal 54 SEs AdUsAEHlER FEEaL, T EFoR Axsta oI, AU FHIT F 20% oL

1 H = Oq 1=
opAlElo| /et del7hll A7) ARvtEaH v R GAst] dehe 6& FSSIATH(TE 75%).
H ONWR (400 MHz, CDCly) : & 8.25 (d, J=8.8 Hz, 2H), 7.65 (d, J=8.8 Hz, 2H), 7.29-7.38 (m, 6H), 5.77

(d, /15.6 Hz, 1H), 4.19 (q, J=7.2 Hz, 2H) 3.78-4.01 (m, 2H), 3.52 (s, 3H), 2.48-2.78 (m, 2H), 1.24
(t, J=7.2 Hz, 3H).

1.7. (B)-7-913 1-94€ 6-(4-HYE=ZHD)-5-H<d-2-FA] L0 E(IFLE 7)9 A

S-S54 2 W 2-(4-UEZF ) oA EH o] E tiile] #E 2-(4-UERI L)oLAH | ES A&t AL #1935
3= 37] 1.6.7 U HoR 33E 7S FEIIGTHSE 40%) .

HONMR (400 MHz, CDCly) : & 8.22 (d, J=8.8 Hz, 2H), 7.64 (d, J=8.8 Hz, 2H), 7.21-7.58 (m, 11H), 5.74

(d, J=15.2 Hz, 1H), 4.73 (s, 2H), 4.22 (g, J=7.6 Hz, 2H), 3.72-3.98 (m, 2H), 2.39-2.76 (m, 2H), 1.24
(t, J=7.6 Hz, 3H).

1.8. (E)-1-9€ 7-dld 6-(4-HYE=ZHL)-5-p-EU-2-FH] Qo] E(ZFE 8)9 A

HSEAR (H)-Addustel= tiildl (B)-3-p-EHotEdA GUsto| =5 Ab&dk= 2 Al9jstals A7) 1.6.3%
TUg Row IFE S FEANH(FE 82%).

'H NR (400 MHz, CDCly) : & 8.23 (d, J=8.8 Hz, 2H), 7.63 (d, J=8.8 Hz, 2H), 7.12-7.34 (m, 5H), 5.78

(d, J=15.6 Hz, 1H), 4.17 (q, J=7.2 Hz, 2H) 3.76-4.02 (m, 2H), 3.50 (s, 3H), 2.48-2.78 (m, 2H), 2.35
(s, 3H), 1.24 (t, J=7.2 Hz, 3H).

1.9. (B)-1-9€ 7-¥d 5-(4-F2=23d)-6-(4-HEZAD)-2-FHH LI E(3FHE 9)9] F4

HEEAR (p-Aggustel= taldl (H-3-(4-SRzsd)otadduste|=s AHgste e Aldddtas &
71 1.6.3 w43 WY oR e 95 SN (FE 89%).

HONMR (400 MHz, CDCly) © & 8.24 (d, J=8.8 Hz, 2H), 7.62 (d, J=8.8 Hz, 2H), 7.19-7.32 (m, 5H), 5.78

(d, J=15.6 Hz, 1H), 4.20 (q, J=7.2 Hz, 2H) 3.75-4.00 (m, 2H), 3.53 (s, 3H), 2.52-2.66 (m, 2H), 1.28
(t, J=7.2 Hz, 3H).

1.10. (B)-1-1d 7-9 5-(2,3- 222 Y)-6-(4-UERA D)2-FA LA E(BTE 109 F
WeEAR (H-AEATseE tale] ()-3-(3,4-dFnzsd)otaddetol =g Agahs Ae Agstnt
1.6

371 I B e s 3EE 1028 %EPMEH%% 87%) .

o

i
2%

'H NIR (400 MHz, CDCls) : & 8.04 (d, J=8.8 Hz, 2H), 7.18-7.45 (m, 6H), 5.74 (d, J=15.2 Hz, 1H), 4.24
(q, J=7.6 Hz, 2H) 3.75-4.00 (m, 2H), 3.50 (s, 3H), 2.50-2.65 (m, 2H), 1.28 (t, J=7.6 Hz, 3H).

111, (B)-1-e€ 7-€d 5-(4-B2EHd)-6-(4-UEZHD)-2-FAH 2| E(FFE 1) F4

e EAd 7 (f)-Agddste]= tiilel (£)-3-(4-BREId)oladdy o] =2 ALEst= AL A9
71 1.6.37 FU3 Wy 33E 118 5533t (F& 68%).

ol
rle

ba

'H NIR (400 MHz, CDCls) : & 8.24 (d, J=8.8 Hz, 2H), 7.62 (d, J=8.8 Hz, 2H), 7.17-7.30 (m, 5H), 5.75
(d, J£15.2 Hz, 1H), 4.24 (q, J=7.2 Hz, 2H) 3.74-4.05 (m, 2H), 3.51 (s, 3H), 2.52-2.69 (m, 2H), 1.27
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(t, J=7.2 Hz, 3H).

1.12. (E)-1-91€ 7-Wld 5-(4-FF22¥d)-6-(4-HEZHD)-2-AU L | E(FFE 12)9 A
HSBEAR (f)-Agddste]l= tiile (£)-3-(4-ZF e 2Hd)otaddsto] =2 AlgstE AL AYstas
271 1.6.3F £93 gt oz e 122 SS9 (58S 52%).

'H NIR (400 MHz, CDCls) : & 8.24 (d, J=8.4 Hz, 2H), 6.94-7.28 (m, 7H), 5.80 (d, J=15.6 Hz, 1H), 4.18
(q, J=7.2 Hz, 2H) 3.68-3.98 (m, 2H), 3.47 (s, 3H), 2.52-2.69 (m, 2H), 1.28 (t, J=7.2 Hz, 3H).

1.13. (E)-1-91€ 7-v]€ 5-(3-#|EAHD)-6-(4-UEZHYD)-2-A eIt Qo o] E(FFE 13)9] A

WEEAR (H-AdLUel= A (H-3-G-ASA A D)ot a LSS = F AgTE A
71 1.6.3 Q8 o GFE 138 FEIATHFE T60).

o
2
fo
QL
=
ol
S
%,

HONR (400 MHz, CDCl3) : & 8.23 (d, J=8.8 Hz, 2H), 7.63 (d, J=8.8 Hz, 2H), 7.25 (s, 1H), 6.78-7.20

(m, 4H), 5.74 (d, J=14.8 Hz, 1H), 4.23 (q, J=7.6 Hz, 2H) 3.70-4.01 (m, 2H), 3.56 (s, 3H), 2.53-2.69
(m, 2H), 1.24 (t, J=7.6 Hz, 3H).

1.14, (B)-1-e€ 7-€d 5-(3,4-"HEA|¥9)-6-(4-HUEZH D)-2-FHA 2 | E(FHE 14)9 I3

NSEAZ (p)-Aggddsiol= el (£)-3-(3,4-tuEAFA ) oA A uslo| =8 AR AS A9stas
A7 1.6.3 543 oz gE 14E FS5IAHTE 79%).

'H NMR (400 MHz, CDCl3) @ & 8.23 (d, J=8.8 Hz, 2H), 7.63 (d, J=8.8 Hz, 2H), 6.77-7.22 (m, 2H), 6.45-

7.54 (m, 2H), 5.78 (d, J=15.2 Hz, 1H), 4.21 (q, J=7.2 Hz, 2H) 3.72-4.04 (m, 2H), 3.55 (s, 3H), 2.48-
2.68 (m, 2H), 1.23 (t, J=7.2 Hz, 3H).

1.15. (B)-1-e€ 7-¥€d 5-(2-HE=Z¥H)-6-(4-HUEZHL)-2-FA LN | E(FFE 15)9 %

WSEAR (H)-Agddstel= tdialel (£)-3-(2-HUEzdAd)otadddste| =& AHests A Adstae 4
.6

7] 1.6.3% BAF PHOE RFE 158 FHAATHEE 19%).

oL

'H NR (400 MHz, CDCly) : & 8.03 (d, J=8.8 Hz, 2H), 7.19-7.6 (m, 7H), 5.73 (d, J=15.6 Hz, 1H), 4.22
(q, J=7.6 Hz, 2H) 3.68-4.05 (m, 2H), 3.54 (s, 3H), 2.52-2.72 (m, 2H), 1.20 (t, J=7.6 Hz, 3H).

1.16. (E)-1-°1€ 7-9|€ 5,6-8] A(4-VEZHQ)-2-F ] 2 o o) E(SFE 16)9 A

HSBA R (F)-Agddste]l= tiiled (£)-3-(4-UERFI)olaH o slo] =S ALR3}
71 1.6.37 FU3 Wy 335 168 538 89%).

AL

rle

o
2
fo
QL
=
ol
S
2,

'H NIR (400 MHz, CDClz) : & 8.22 (d, J=8.8 Hz, 2H), 8.20 (d, J=8.8 Hz, 2H), 7.14-7.32 (m, 4H), 5.76

(d, J=15.6 Hz, 1H), 4.24 (q, J=7.2 Hz, 2H) 3.70-4.04 (m, 2H), 3.53 (s, 3H), 2.47-2.69 (m, 2H), 1.24
(t, J=7.2 Hz, 3H).

1.17. (B)-1-e€ 7-¥d 5-(2-F&<)-6-(4-UEZHL)-2-FH ) E(FFE 179 4

ddjslol = tidlel] (B)-3-(FE-2-d)oladddslo| =g Al S AQdstas 7]
1.6.7 9% wWior e 178 FEIFATH(EFE 85%).
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'H NMR (400 MHz, CDCl3) : & 8.08 (d, J=8.8 Hz, 2H), 7.32 (d, J=8.8 Hz, 2H), 7.14-7.30 (m, 2H), 5.75-

6.08 (m, 3H), 4.25 (q, J=7.2 Hz, 2H) 3.72-4.07 (m, 2H), 3.54 (s, 3H), 2.52-2.68 (m, 2H), 1.23 (t,
J=1.2 Hz, 3H).

AA 2: 1,2-HH g F=A 329 GEZA 584 AALA

7] AN 14 AZE B W) 120N G54 SREES dE2d 444 2ARAE G
Aste] X BAL AAstth oF 98, AP AL LNCap AL} WElulole s A28 o g5l
e 84 FANHA DTE e FANA A2 AXE ASHAG. ) A ALE 964 ol

Fate] b7 e MR F, a7 ¥ -1 R 120 verd 1770 89
E & éﬁﬂé}%iﬂ}. 7k o] A¥E RIPA W E
1-2¢] vEpide 24902 3

[¢) = 1
QA9 B 2A2 N2a9n. 35 EAe fxy B Fa Prtwrade Jeoi.
[ 1-1]
— — de=d 38
gE# =4 Sty = - o
shes ™ 3 e = A HaHH| 2 0)
NO; CN
OH
1 O O G0 294.3047 55 & 3.15
O; OMs
OH
2 C1oHNO, 307.3432 67 + 671
CN
OH
3 O CysH14N,O 274.3166 51 + 2.60
T
N CN
OH
4 CigH1aN,O 274.3166 88 + 5.78
5 CioHiNO; 307.3432 31 + 1.99
6 CroH NO, 3954052 12 + 2.09
7 CosHasNOg 471.5012 11 + 041
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[0180] (% 1-2]
. - otz +8X
oe# EN 14| 2R3 i
S T & | = me g o
8 O%V\f CasHpsNOg 409.4318 11 + 1.13
OEt
9 CoHxCINO, | 429.8503 14 + 161
-
Et
10 - CooHisClNOs | 464.2954 25 + 127
ON
— Cl
1 /dj%/v\f CyoH5oBINO, 4743013 9+ 138
Olve:
12 CasHaoFNOg 4133957 8 + 0.63
OMe
JOEt
13 I CasHysNO, 4254312 14 + 115
O
'OM e
14 . CoaHsNO; 4554572 17 + 096
[&} DME
OEt
15 - CosHaoN>Os 4404028 14 + 051
ON
OMe
16 MJO%\A[ CasHaoN:Og 440.4028 11 + 044
Tt
OEt
17 CaoH1sNO, 385.3674 12 + 071
N
[0181]
[0182] I Ax, A7) E 1-1 WX 1-2¢] R vke} o), 17F9 sgE BEEUF =R A4S Asss g]ls)

A 178 30% wluroz ASEAT. FEAo, ol ge AT g7 ¥ wwe] e 17F] A HeE
YA GAE LNCap AEONA e FEAS BHS AT + gomw, dszA FEA] U
!

= sl old fuE 4t A9 aF mt ARd §8e00 A48T & 28e .

o
on, 53] e 45 AT SFEEAA FAHGA o] 0% otz AstH Ao, tpolrt sidtE 6 W
o]

pad
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