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HES 7 =7 ar) 8

H NMR (MHz, ¥#if) 7—#

- R 2-1: TV 2-(4-(3-(4-7" BET 22)-3-
FX)7" 07" -1-220)-2 8-7" fFNT 2 ) %)-2-FF N

70N Jo=h

- (250 MHz, CDCl3) 1.37 {t, 3H, J=7.1Hz);

1.50 (s, 6H); 2.25 (s, 6H); 4.30 (q, 2H,
J=7.1Hz); 7.28 (s, 2H): 7.36 (d, 1H,
J=15.7Hz); 7.64 (d, 2H, J=8.1Hz); 7.72 (d,
1H, J=15.7Hz); 7.88 (d, 2H, J=8.1Hz)

- R 2-2: 7V 2-(4-(3-(4-ATNT 22)-3-7
)7 07" -1-124)-2,6-5" MW7 5 )%5)-2- 4 F

77 un j1—-)h

- (250 MHz, CDCl5) 1.39 (t, 3H, J=7.1Hz),

1.56 (s, BH): 2.28 (s, 6H): 2.46 (s, 3H):
4.33 (q, 2H, J=7.1Hz); 7.31-7.34 (m, 4H);
7.45 (d, 1H, J=15.7Hz); 7.73 (d,1H,
J=15.7Hz); 7.96 (d,2H, J=8.1Hz)

- EWaB 2-3: TV 2-(4-(3-(4-2TNFHT 22
M-3-1%)7" 87" -1-220)-2,6-V VT2 /%
¥)-2-FF7" an ) x—h

- (250 MHz, CDCly) 1.37 (t, 3H, J=7.1Hz);

1.50 (s, 6H); 2.25 (s, 6H); 2.54 (s, 3H):
4.30 (q, 2H, J=7.1Hz); 7.22-7.37 (m, 4H);
7.41(d, 1H, J=15.7Hz); 7.71 (d,1H,
J=15.7Hz); 7.96 (d, 2H, J=8.1Hz)

- FHEG] 2-4: zFV 2-(4-(3-(4-(P) TWviu iTA) T
22)-3-4%17" 07" -1-120)-2,6-Y" AN 2 )%
¥)-2-4F7" un ) x-h

- (250 MHz, CDCly) 1.37 (t,3H, J=7.1Hz):

1.50 (s, 6H); 2.25 (s, 6H); 4.31 (q, 2H,
J=7.1Hz); 7.30 (s, 2H); 7.37 (d,1H,
J=15.7Hz); 7.72 (d,1H, J=15.7Hz); 7.76
(d,2H, J=8.1Hz): 8.09 (d,2H, J=8.1Hz)

- EHB 2-5: 5N 2-(4-(3-(4-(F) 70Fu A pEY)
7320)-3-4%)7" 07" A-220)-2,6-7" 07 2)%
¥)-2-2FN7° un’ )=}

(300 MHz, CDCls) 1.37 (t, 3H, J=7.1Hz):
1.51 (s, 6H); 2.26 (s, 6H); 4.31 (q, 2H,
J=7.1Hz); 7.30 (s, 2H); 7.32 (d, 2H,
J=8.2Hz); 7.39 (d, 1H, J=15.4Hz); 7.73 (d,
1H, J=15.4Hz): 8.07 (d, 2H, J=8.2Hz)

- Ehasl 2-6: =FW 2-(4-(3-(4-( M) 7viu A )
T2z )=3-4%Y7" 07" -A-T2))-2- AN T 2 )5 Y)-2-
AFWT un’ Jr=h

- (250 MHz, CDCls) 1.24 (t, 3H, J=7.1Hz):

1.65 (s, BH): 2.28 (s, 3H); 4.25 (q, 2H,
J=7.1Hz); 6.64 (d, 1H, J=8.5Hz); 7.27-7.38
(m, 4H); 7.47 (s, 1H); 7.75 (d, 1H,
J=15.7Hz); 8.06 (d, 2H, J=8.1Hz)
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- EREF] 2-7: 250 2-(4-(3-(4-(7 vt Wixy)7
22V)-3-A%77" 07" -A-mm)-2,6-Y " AT )%
¥)-2-AFN7" un’ )=}

- (250 MHz, CDCls) 1.06 (t, 3H, J=7.4Hz);

1.37 (t, 3H, J=7.1Hz); 1.50 (s, 6H);
1.70-1.82 (m, 2H); 2.25 (s, 6H); 4.01 (t,
2H, J=7.4Hz); 4.30 (q, 2H, J=7.1Hz); 6.97
(d, 2H, J=8.9Hz): 7.28 (s, 2H): 7.44 (d, 1H,
J=15.6Hz); 7.70 (d, 1H, J=15.6Hz): 8.03
(d, 2H, J=8.9Hz)

- EhaH 2-8: =V 2-(4-(3-(4-( M) 7ivie i FNT
DT 22h)-3-1%77" 07" -1-120)-2,6-V" FFNT 2/
¥)-2- 45N BN Jop

- (250 MHz, CDCls) 1.39 (t, 3H, J=7.1Hz);

1.56 (s, 6H): 2.28 (s, 6H); 4.33 (q, 2H,
J=7.1Hz): 7.32 (s, 2H); 7.40 (d,1H,
J=15.5Hz); 7.75 (d,1H, J=15.5Hz); 7.80 (d,
2H, J=8.1Hz); 8.05 (d, 2H, J=8.1Hz)

- Ehah 2-9: 7N 2-(4-(3-(2-7WFu-4-(F) 7 W
TR 22)-3-1F )7 07 =1-2o)-2,6-7 "
FNT 2 )%9)-2-FFW7" ni J1=h

- (250 MHz, CDCls) 1.36 (t, 3H, J=7.2Hz);

1.50 (s, 6H); 2.24 (s, 6H); 4.30 (q, 2H,
J=7.1Hz); 7.21 (dd, 1H, J=15.7Hz); 7.26
(s, 2H); 7.45 (d, 1H, J=10.1Hz); 7.53 (d,
1H, J=8.1Hz); 7.61 (dd, 1H, J=15.8Hz):

7.87 (t, 1H, J=7.2Hz)

- EWEF 2-10: =Fb 2-(4-(3-(2-(M) 7vi e p bE
)7 52W)-3-4%77" 07" -1-220)-2,6-77 AFNT 5/
¥9)-2- 07" nn" jo-h

(250 MHz, CDCls) 1.38 (t, 3H, J=7.1Hz):
1.49 (s, 6H); 2.22 (s, 6H); 4.30 (q, 2H,
J=7.1Hz); 7.08 (d, 1H; J=16.0Hz); 7.22 (s,
2H); 7.33-7.43 (m, 2H); 7.45 (d, 1H,
J=15.7Hz); 7.55 (td, 1H, J=8.1Hz, 1.9Hz);
8.09 (dd,1H, J=8.1Hz, 1.9Hz)

- ERHH 2-11: =Fb 2-(2-4)7° vt b-4-(3-4%
-3-(4-( M IWAn A M) 7 22y 7" 07 1-220h) T
JENN-2-FFWT" wn’ Jz=}

- (300 MHz, CDCl5): 1.20-1.28 (m, 9H); 1.67

(s, BH): 3.36 (m, 1H): 4.22 (q, 2H,
J=7.0Hz): 6.62 (d, 1H, J=8.7Hz): 7.32-7.38
(m, 4H): 7.50 (d, 1H, J=2.3Hz); 7.75 (d,
1H, J=15.7Hz): 8.05 (m, 2H)

RAFIY T 22)-3-4%) 7" 07 -1-220)-2,6-5 AT
T2 )¥9)-2-}FV7" BN J2-h

- RHaF 2-12: =Fb 2-(4-(3-(2,4-t A(M 7w

- (300 MHz, CDCly): 1.36 (t, 3H, J=7.0Hz);

1.49 (s, BH): 2.22 (s, 6H): 4.30 (q, 2H,
J=7.0Hz); 6.93 (d, 1H, J=16.3Hz); 7.15 (d,
1H, J=16.3Hz); 7.19 (s, 2H); 7.58 (d, 1H,
J=8.4Hz); 7.90 (d, 1H, J=8.4Hz); 8.02 (s,
1H)
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- EhaH) 2-13: =V 2-(4-(3-(2- M ¥v-4-(F) 7
VAR AP 2oh)-B-A%) 7" 0T =1-22)-2,6-Y
f%]Wl/%“/)—Z-}?;I;‘]“ P S

- (300 MHz, CDCly): 1.36 (t, 3H, J=7.0Hz);
1.50 (s, 6H); 2.24 (s, 6H); 3.92 (s, 3H):
4.30 (q, 2H, J=7.0Hz); 6.82 (d, 1H); 6.90
(d, 1H, J=8.5Hz); 7.20 (d, 1H, J=15.7Hz);
7.23 (s, 2H); 7.50 (d, 1H, J=15.7Hz): 7.62
(d, 1H, J=8.5Hz)

& %Bﬁﬁj 2-14; =5 2—(4_(3_(2_(f\3f_/}[ﬁi.g{,j)7l
ZN-3-T%17 u7" -1-I2)-2, 8-V AFNT 0%
¥)-2-AFNT" un" )z=h

- (250 MHz, CDCly): 0.79 (t, 3H, J=7.0Hz);
1.14-1.26 (m, 4H): 1.36 (t, 3H, J=7.0Hz);
1.39-1.46 (m, 2H); 1.48 (s, BH); 1.72-1.83
(m, 2H); 2.22 (s, BH); 4.04 (t, 2H,
J=6.3Hz); 4.29 (q, 2H, J=7.0Hz); 6.94-7.03
(m, 2H); 7.21 (s, 2H); 7.34 (d, 1H,
J=15.8Hz); 7.38-7.49 (m, 1H): 7.51 (d, 1H,
J=15.8Hz); 7.62 (dd, 1H, J=7.6Hz,
J=1.8Hz)

- FEhf 2-15: =Fv 2_(2_7“ g{n_4_(3_7j-gﬁ
_3_(4_( M Tt A :\3?&)71:][,)7” n7’ ‘1-i:flf)71/
3)-2-FN7" un’ Jz=}h

- (250 MHz, CDCl,): 1.26 (t, 3H, J=7.2Hz);
1.68 (s, BH); 4.25 (q, 2H, J=7.2Hz); 6.81
(d, 1H, J=8.6Hz); 7.33 (d, 2H, J=8.5Hz);
7.50 (d, 1H, J=15.7Hz); 7.43 (dd, 1H,
J=8.6Hz, J=2.2Hz); 7.70 (d, 1H,
J=15.7Hz); 7.88 (d, 1H, J=2.2Hz); 8.06 (d,
2H, J=8.5Hz)

- TN 2-16: TF) 2-(2,6-Y Thviv-4-(3-4%)
=3-(4-(M) 7 AR 27 n 7" -1-zml) T/
¥N-2-FV7" wn" Jz—h

- (250 MHz, CDCly): 1.32 (t, 3H, J=7.2Hz);
1.6 (s, 6H): 4.27 (q, 2H, J=7.2Hz);
7.13-7.24 (m, 2H); 7.3-7.42 (m, 3H); 7.65
(d, 1H, J=15.7Hz); 8.06 (d, 2H, J=8.5Hz)
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oooo
#E—1 &
pizk 2
ESy L] -
HEWE, 7n b=, IUE, 'H NMR (MHz, %48 7—#%
- IFN 2-(4-(2-(4-7 kAT LAWY ne’ V)-2,6-Y" FFVT 2 )§)-2-2FNT" un Jx=f
- (250 MHz, CDCls): 1.35 (t, 3H, J=7.1Hz);
1.46 (s, 6H); 1.50-1.56 (m, 1H);
— B (s, 6H) ( )
a4 - Eiafl 2-1, 7 ehav A, 1.83-1.90 (m, 1H); 2.18 (s, 6H);
- I 93 %. 2.55-2.63 (m, 1H); 2.74-2.81 (m, 1H);
4.29 (q, 2H, J=7.1Hz); 6.75 (s, 2H); 7.60
(d, 2H, J=8.6Hz); 7.86 (d, 2H, J=8.6Hz).
- P 2-(4=(2-(4-A TN )T AW T mE 1)-2,6-5" AFNT 2 ) %Y )-2-4F T B Jae-h
- (250 MHz, CDCls): 1.34 (t, 3H, J=7.1Hz),
1.48 (s, 6H); 1.46-1.52 (m, 1H);
i

1.83-1.90 (m, 1H); 2.21 (s, 6H); 2.44 (s,
3H); 2.55-2.64 (m, 1H); 2.83-2.87 (m,
1H); 4.32 (q, 2H, J=7.1Hz); 6.78 (s, 2H);
7.28 (d, 2H, J=8.3Hz); 7.93 (d, 2H,
J=8.3Hz).
- IFN 2-(4-(2-(4-(FFVFDN )T AN 0T BE" W)-2,8-Y FFNT 5 ) %)-2-4FNT on =]
- (260 MHz, CDCly): 1.34 (t, 3H, J=7.1H2):
1.46 (s, 6H); 1.44-1.50 (m, 1H);
<y %01 SR 23, 7 HNA 1.82-1.86 (m, 1H); 2.18 (s, 6H); 2.52 (s,
3-3 3H); 2.53-2.62 (m, 1H); 2.73-2.82 (m,
- L 96 %.
1H); 4.29 (g, 2H, J=7.1Hz); 6.75 (s, 2H);
7.28 (d, 2H, J=8.6Hz); 7.92 (d, 2H,
J=8.6Hz).
- TFW 2-(4-(2-(4-(M TMFu AFIN" ) AN uT" uk’ 1)-2 8- JFNT 2 ) %)-2-4FT Bn ) zeh
- (250 MHz, CDCls): 1.36 (t, 3H, J=7.1Hz);
1.47 (s, 6H); 1.50-1.56 (m, 1H);

3-2 - ] 2-2, 7 vhav A,
- I 96%.

e
- - Efatl 2-4, 7 v A, 1.86-1.94 (m, 1H); 2.19 (s, 6H);
- L3K: 92 %. 2.59-2.67 (m, 1H); 2.78-2.85 (m, 1H);

4.29 (q, 2H, J=7.1Hz); 6.76 (s, 2H); 7.73
(d, 2H, J=8.2Hz); 8.09 (d, 2H, J=8.2Hz).
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oooao
- ZFW 2-(4-(2-(A-( M TMEB RN /AN T oe" W)-2,6-Y7 AFNT 2 )FY)-2- 4TI s )1
b
- (300 MHz, CDCly): 1.36 (t, 3H, J=7.0Hz);
S i 471 1.47 (s, 6H); 1.49-1.57 (m, 1H);
3-5 - Elifl 2-5, 7 vhav A, 1.84-1.91 (m, 1H); 2.16 (s, 6H);
- L5 94%. 2.57-2.64 (m, 1H); 2.76-2.82 (m, 1H);
4.30 (g, 2H, J=7.0Hz); 6.76 (s, 2H);
7.29-7.33 (m, 2H); 8.03-8.07 (m, 2H).
- IFW 2-(4-(2-(4- M) TWAn R NN T AN IRT v )-2-pF VT 2 ) %Y)-2-pF T wn” Jx=h
- (250 MHz, CDCly): 1.35 {t, 3H ,J=7.1Hz);
1.61 (s, 6H); 1.44-1.50 (m, 1H);
—_— b 1.86-1.94 (m, 1H); 2.18 (s, 3H);
- EHafs] 2-6, 7 ehav A, 2.61-2.69 (m, 1H); 2.76-2.83 (m, 1H);
e - L5 88%. 4.28 (g, 2H, J=7.1Hz); 6.61-6.65 (m,
1H); 6.87 (d, 1H, J=8.4Hz); 6.96 (s, 1H);
7.31(d, 2H, J=8.6Hz); 8.04 (d, 2H,
J=8.6Hz).
- IFW 2-(4-(2-(4-(7" Bt MEFV)N VY ANYIRT" nET 1)-2,6-Y" AFNT £ )FY)-2-4F T N )7 h
- (250 MHz, CDCl,): 1.04 (t, 3H, J=7.4Hz);
1.35 (t, 3H, J=7.1Hz); 1.46 (s, 6H);
K S 2.7, 7 b A 1.44-1.50 (m, 1H); 1.75-1.89 (m, 3H);
37 | ——— 2.18 (s, 6H); 2.51-2.59 (m, 1H);
2.76-2.83 (m, 1H); 3.96 (t, 2H, J=7.1Hz);
4.28 (g, 2H, J=7.1Hz); 6.76 (s, 2H); 6.92
(d, 2H, J=8.7Hz); 7.98 (d, 2H, J=8.7 Hz).
- IFW 2-(4-(2-(4- M) TN e A FNFIN T AN I T B 1)-2,6-3" fFNT 2 ) RY)-2-0FNT v )L
&h
- (250 MHz, CDCl3): 1.35 (t, 3H, J=7.1Hz2);
FE i 1.47 (s, 6H); 1.50-1.57 (m, 1H);
3-8 | - Elhtifi 2-8, 7 viav A, 1.84-1.91 (m, 1H); 2.19 (s, 6H);
- L 80%. 2.59-2.65 (m, 1H); 2.79-2.83 (m, 1H);
4.29 (g, 2H, J=7.1Hz); 6.77 (s, 2H); 7.72
(d, 2H, J=8.3Hz); 8.01 (d, 2H, J=8.3Hz).
FHEF] | - TTN 2-(4-(2-(2-7WFu-A4- ) TVAn p T )T AN T n e 1)-2,8-Y" JFNT 2 )RY)-2-4F N7 B
39 N Jz=p

gboooog
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oooo
- (250 MHz, CDCl): 1.35 (t, 3H, J=7.1Hz);
1.46 (s, 6H); 1.51-1.60 (m, 1H);
SR 2.8, 7 A, 1.88-1.95 (m, 1H); 2.19 (s, 6H);
2.65-2.73 (m, 1H); 2.78-2.86 (m, 1H);
- L3R 77%.
4.28 (g, 2H, J=7.1Hz); 6.76 (s, 2H);
7.38-7.46 (m, 1H); 7.41-7.47 (m, 1H);
7.68-7.74 (m, 1H).
- IF 2-(4-(2-(2- M) TWA R R AT V)T A Iu T vt W)-2,6-Y° VT2 RY)-2-RFNT" an Jx—)
- (250 MHz, CDCls): 1.36 (t, 3H, J=7.1Hz);
1.45 (s, 6H); 1.50-1.56 (m, 1H);
52 e 71 - 4] 210, 7 b A, 1.84-1.91 (m, 1H); 2.17 (s, 6H);
3-10 ] 2.66-2.75 (m, 2H); 4.28 (q, 2H,
- [ #:80 %.
J=7.1Hz); 6.73 (s, 2H); 7.27-7.33 (m,
1H); 7.35-7.41 (m 1H); 7.49-7.55 (m,
1H); 7.61-7.66 (m, 1H).
- TN 2-(2-47 vt =4-(2-(4- (1) T RN T AW IR T vk W) T2 %) -2- 2T e )
Top
- (250 MHz, CDCl5): 1.18-1.27 (m, 9H);
1.50-1.57 (m, 1H); 1.60 (s, 6H);
£ 01 1.85-1.92 (m, 1H); 2.61-2.69 (m, 1H);
3-11 | - FEEF 2-11, 7 ohav A, 2.74-2.81 (m, 1H); 3.36 (hept, 1H,
- ¥ =: 95%. J=6.7Hz); 4.24 (q, 2H, J=7.0Hz); 6.6 (d,
1H, J=8.2Hz); 6.81 (dd, 1H, J=8.5Hz,
2.5Hz); 7.03 (d, 1H, J=2.5Hz); 7.28 (d,
2H, J=8.5Hz); 8.04 (d, 2H, J=8.5Hz)
- IFW 2-(4-(2-(2,4-t" A(M IVERAFINT )T AN IRT v’ 1)-2,8-Y" FFNT 2 )RY)-2-4FN7° B
N 1=}
- (250 MHz, CDCls): 1.34 (t, 3H, J=7.2Hz);
ettt
3-12 | - il 2-12, 7 nhak A, o L
_ v B 2.43-2.50 (m, 1H); 2.69-2.78 (m, 1H);
4.28 (g, 2H, J=7.2Hz); 6.72 (s, 2H); 7.66
(d, 1H, J=8.2Hz); 7.88 (d, 1H, J=8.2Hz);
7.96 (brs, 1H)
EHEF] | - TPV 2-(4-(2-(2-F Fr-A-(M TAn A BN YT AN IR rE 1)-2,6-5" AT 1 SR )-2- AT
3-13 77 un Jreh




(31) JP 6140729 B2 2017.5.31

Ooo00oao
- (250 MHz, CDCl3): 1.39 (t, 3H, J=7.1Hz):
1.42-1.51 (m, 7H); 1.91-1.96 (m, 1H);
- Wi 2-13, 7 vhay A, 2.21 (s, 6H); 2.48-2.58 (m, 1H);
- L5 95%. 2.82-2.91 (m, 1H): 3.73 (s, 3H): 4.32 (q,

2H, J=7.1Hz); 6.74-6.81 (m, 3H);
6.83-6.95 (m, 1H); 7.68 (d, 1H, J=8.5Hz)
- I 2-(4-(2-(2-(AFIMIENNT S T AMY T vl )-2,8-Y AFNT 1) Y)-2- 4T un Jz=h
- (250 MHz, CDCl,). 0.88 (t, 3H, J=7.0Hz);
1.17-1.29 (m, 4H); 1.3-1.42 (m, 5H);
1.45 (s, 6H); 1.52-1.63 (m, 3H);
5 e 71 1.78-1.85 (m, 1H); 2.16 (s, 6H);
- Tl 2-14, 7 viav A, ; : ( :
3-14 . 2.54-2.63 (m, 1H); 3.01-3.1 (m, 1H);
- 23 91%.
3.96 (t, 2H, J=6.5Hz); 4.28 (g, 2H,
J=7.2Hz); 6.72 (s, 2H); 6.9-6.99 (m, 2H);
7.37-7.44 (m, 1H); 7.59 (dd, 1H,
J=7.6Hz, J=1.8Hz)
- R 2-(2-7" 2 E-4-(2-(4-(P TNV A NN 2T AN IR T v V)T 2 ) %)-2-AF T v ) 2h
- (250 MHz, CDCl3): 1.29 (t, 3H, J=7.2Hz);
1.47-1.55 (m, 1H); 1.62 (s, 6H);
£y 1l L 1.85-1.92 (m, 1H); 2.59-2.67 (m, 1H),
- FHEhfFl 2-15, 7 nhay A, ( ) ( )
3-15 2.74-2.82 (m, 1H); 4.26 (q, 2H,
- 58 95%.
J=7.2Hz); 6.8 (d, 1H, J=8.5Hz); 6.99 (dd,
1H, J=8.5Hz, J=2.5Hz); 7.27-7.34 (m,
3H); 8.03 (d, 2H, J=8.5Hz)
- IFW 2-(2,6-" T n-4-(2-(4-(N) TR A RN T AN T w e W72 % Y)-2- 4T un )z

=B
- (250 MHz, CDCly): 1.32 (t, 3H, J=7.1Hz):
EHi 1.45-1.54 (m, 1H): 1.55 (s, 6H);
3-16 | - EHafil 2-16, 7 nhal A, 1.86-1.93 (m, 1H); 2.59-2.67 (m, 1H);
- I3 83%. 2.76-2.86 (m, 1H); 4.25 (q, 2H,
J=7.1Hz); 6.64-6.75 (m, 2H); 7.29-7.33
(m, 2H); 8.02-8.06 (m, 2H)
oooooao
goooooooooooooooouobooobao
gfdodoooooooooooooooboooboooboooboobooboooooodn
ooob0oooooooD0oobo0obobOo0oo0ooDooDooDobOoboooo@OoHYyDobDoDbao
pgooooooooooooooooobooboobo0obDoDobDoDoooDoUoooOog
Ofd0ooooooooooooooooooooobooob0oobooboooooon
gooooooooooooonOooa
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*ARA

HFEHE, 72 ban, B2 K | 1HNMR MHZ, B 57—%

Fh 2-(4-(2-((4-7" o872z (E B o) APV I07" 0t" W)-2,6-Y" AT/ %9)-2- 27" wn’ )

z-}

- (250 MHz ,CDCls): 0.91-1.04 (m, 2H);
1.36 (t, 3H, J=7.1Hz); 1.41-1.46 (m,

Sy 0l 1H): 1.44 (s, 6H); 1.92-1.98 (m, 1H);
4-1-1 | - FEh@fl 31, 7" npav B, 2.15 (s, 6H): 4.20 (dd, 1H, J=8.3Hz,
- I 43%. 3.1Hz); 4.28 (q, 2H, J=7.1Hz); 6.66 (s,
2H); 7.32 (d, 2H, J=8.5Hz); 7.49 (d,
2H, J=8 5Hz)
- R (7 =7 Mk T, 8/2) = 0.47.
- IFW 2-(4-(2-((4-7" nET sz M) (L} nEN)AFN)YINT 0L 1)-2,6-Y AFNT 2 %Y)-2-4FWT" u
N Jz-]
- (250 MHz ,CDCls): 0.83-0.99 (m, 1H);
1.07-1.12 (m, 1H); 1.30-1.36 (m, 1H);
FEfaty] 1.33 {t, 3H, J=7.1Hz); 1.43 (s, BH);
4-1-2 | - FEhafl 3-1, 7" nhay B, 1.84-1.90 (m, 1H); 2.12 (s, 6H); 4.26
- I 9%. (q, 2H, J=7.1Hz); 4.31-4.35 (m, 1H);
6.58 (s, 2H); 7.31 (d, 2H, J=8.5Hz);
7.47 (d, 2H, J=8.5Hz)
- Rf (& M=~y i/lEiE=f L, 8/2) = 0.37.
- TFW 2-(4-(2-((4-FFNT =) (LN nkS) AR In 7" ok’ 1)-2,6-5" T2 )Y )-2- FN 7"
J I}
- (400 MHz ,CDCl,): 0.86-1.04 (m, 2H);
1.39 (t, 3H, J=7.1Hz); 1.48 (s, 6H);
syl 1.50-1.58 (m, 1H); 1.91-2.02 (m, 1H);
4-2-1 | - EHip] 3-2, 7" nhav B, 2.18 (s, 6H); 2.39 (s, 3H); 4.21 (dd,
- IR 54%. 1H, J=7.7Hz, J=3.1Hz); 4.31 (q, 2H,
J=7AHz); 670 (s, ZHY: 7.21 {d, 2H,
J=8.2Hz); 7.36 (d, 2H, J=8.2Hz)
- Rf(f =7 M/EERE=F Y, 8/2) = 0.40.
EHa] | - TPV 2-(4-(2-((4-AFVT == N (LN nEANIFNY AT oE 1)-2,6-Y AFNT 2 ) R)-2-4FU T mn
4-2-2 Joly
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EHitl 3-2, 7 vlar B,
IS 2 29%.

- (250 MHz ,CDCly); 0.86-1.05 (m, 1H);
1.09-1.22 (m, 1H); 1.36 (t, 3H,
J=7.1Hz); 1.46 (s, 6H); 1.50-1.58 (m,
1H): 1.84-1.90 (m, 1H); 2.15 (s, 6H);
2.37 (s, 3H); 4.30 (q, 2H, J=7.1Hz);
4.32-4.39 (m, 1H); 6.62 (s, 2H); 7.19
(d, 2H, J=8.0Hz); 7.35 (d, 2H,
J=8.0Hz)

- Rf(f iz~ v/l ET Y, 8/2) = 0.32.

- 2 2-(4-(2-((4-1FMFFT 2= 0)(E

N )xh

N kN P IeT v’ 1)-2,8-Y AFNT ) %Y)-2-4F07 "

St 1
4-3-1 | -

Kl 3-3, 7 #hay B,
I 36%.

- (250 MHz .CDCly): 0.86-1.04 (m, 2H):
1.33 (t, 3H, J=7.1Hz); 1.45 (s, 6H);
1.45-1.52 (m, 1H): 1.91-2.02 (m, 1H):
2.15 (s, BH): 2.49 (s, 3H); 4.20 (dd,
1H, J=7.9Hz, J=3.3Hz); 4.28 (q, 2H,
J=7.1Hz); 6.67 (s, 2H); 7.25 (d, 2H,
J=8.2Hz): 7.36 (d, 2H, J=8.2Hz).

- R(f 7 WG T Y, 7/3) = 0.42.

N Jz—=|

- T 2-(4-(2-((4-AFNFF7 22 (e b o AT IR T v’ 1)-2,6-" AFNT ) %9)-2-4F 47"

SEHE B
4-3-2 | -

Fhifl 3-3, 7' ebai B,
¥R 17%..

- (250 MHz ,CDCl,): 0.86-1.05 (m, 1H):
1.09-1.22 (m, 1H); 1.33 (t, 3H,
J=7.1Hz); 1.43 (s, 6H); 1.42-1.48 (m,
1H); 1.83-1.88 (m, 1H); 2.12 (s, BH);
2.48 (s, 3H): 4.27 (9, 2H, J=7.1Hz);
4.35 (dd, 1H, J=7.2Hz J=3.4Hz); 6.59
(s, 2H); 7.24 (d, 2H, J=8.3Hz); 7.36 (d,
2H, J=8.3Hz).

- Rf(f7 M7 WEERE=TV, 7/3) = 0.33.

4-4-1

W7t en jz—)

FHEB | - =W 2-(4-(2-((4- M) e AT 22y (BN ek AT e T ne” )-2,8- AT 1) %Y)-2-4F

gbooood
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(34) JP 6140729 B2 2017.5.31
ooooo
- (400 MHz ,CDCl3): 0.91-1.01 (m, 1H);
1.02-1.08 (m, 1H); 1.36 (t, 3H,
J=7.1Hz); 1.42-1.48 (m, 1H); 1.46 (s,
S 34, 7 Bha B, 6H); 1.93-2.02 (m, 1H); 2.07 (d, 1H,
e Bl J=3.5Hz); 2.16 (s, 6H); 4.28-4.3 (m,
1H); 4.29 (q, 2H, J=7.1Hz); 6.67 (s,
2H); 7.57 (d, 2H, J=8.2Hz); 7.64 (d, 2H,
J=8.2Hz)
- Rf(A -7/ iElE=Fr, 8/2) = 0.37.
- TN 2-(4-(2-((4- M) 70Fm A FNT 2= (B ed) 7" net 0)-2,6-Y" JFNT ) %Y)-2-4F
W7 un jreh
- (250 MHz ,CDCl3): 0.80-0.93 (m, 1H);
1.04 -1.10 (m, 1H); 1.30 -1.36 (m, 1H);
ki LSO S SR ),
4-4-2 | - FhEfl 3-4, 7 vy B, T o
. J=3.5Hz); 2.12 (s, 6H); 4.26 (q, 2H,
Rkl J=7.1Hz); 4.41-4.46 (m, 1H); 8.58 (s,
2H); 7.55 (d, 2H, J=8.5Hz); 7.61 (d, 2H,
J=8.5Hz).
- Rf(G =7 W/EEE=Tr, 8/2) = 0.28.
- IFW 2-(4-(2-((4- M) IVdu d by T sz (BB ed) A FM e 7" ok’ 1)-2,6-Y" AFVT 1) %)-2-
F7" un Ja—h
- (300 MHz, CDCly): 0.92-1.05 (m, 2H);
1.36 (t, 3H, J=7.3Hz); 1.46 (s, 6H);
=y - SHEf 3.5, 7 by B 1.41-1.51 (m, 1H); 1.93-2.01 (m, 1H);
451 | I B0% 2.01-2.07 (m, 1H); 2.16 (s, 6H):
- BEHEA: Vo o /EERE L 91, SR, Tk SR, 2,
J=7.3Hz}; 6.68 (s, 2H); 7.22 (d, 2H,
J=8.3Hz); 7.47 (d, 2H, J=8.3Hz)
- R (v7e~¥ty /A=Y, 8/2) = 0.50.
SR | - TP 2-(4-(2-((4- M) e A NEY T 2= (E B RF ) ARV T BE 1)-2,6-5" AFVT 2 J%Y)-2-4
4-5-1-1 Fu7"en’ Jz—-h
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- el 4-5-1, 7 nhav E, I

=

$:37%.

- (300 MHz, CDCl;): 0.92-1.05 (m, 2H);
1.36 (t, 3H, J=7.0Hz); 1.46 (s, 6H);
1.46-1.51 (m, 1H); 1.94-2.01 (m, 1H);
2.16 (s, 6H); 4.22-4.28 (m, 1H); 4.28 (q,
2H, J=7.3Hz); 6.67 (s, 2H); 7.22 (d, 2H,
J=8.2Hz); 7.47 (d, 2H, J=8.2Hz)

- Rt (Chiralpak AD-H, 250x4.6 mm, IPA/n
N7 By, TFA: 4/96, 0.1%) = 35.85 min.

- T 2-(4-(2-((4-}) 7Wm A bR 7 22 ) (E B 3 AN T net V)-2,6-Y" AT T 5% Y)-2- 2
F7" wn =}

eS|

4-5-1-2 | - EHit] 4-5-1 7' vhav E,
- ¥ #2:=35%

- (300 MHz, CDCly): 0.92-1.05 (m, 2H);
1.36 (t, 3H, J=7.0Hz); 1.46 (s, 6H);
1.46-1.51 (m, 1H); 1.94-2.01 (m, 1H,
J=4.4Hz); 2.16 (s, 6H); 4.22-4.28 (m,
1H); 4.28 (q, 2H, J=7.3Hz); 6.67 (s,
2H); 7.22 (d, 2H, J=8.2Hz); 7.47 (d, 2H,
J=8.2Hz)

- Rt (Chiralpak AD-H, 250x4.6 mm, IPA/n
~7° 87, TFA: 4/96, 0.1%) = 28.86 min.

- T 2-(4-(2-((4-}) 7hm A BV 7 22 ) (B B ed ) A T net 1)-2,6-Y" AT 5/ %)-2- 4
Fh7"wn J—h

eyl
4-5-2

EHifFl 3.5, 7 nhay B,
)55 34%,

- TEBER: vonnky o EREF L 9.

- (300 MHz, CDCl): 0.94-1.01 (m, 1H);
1.08-1.16 (m, 1H); 1.33 (t, 3H,
J=7.3Hz); 1.41-1.49 (m, 7H); 1.85-1.93
(m, 1H); 1.99 (d, 1H, J=3.5Hz); 2.13 (s,
6H); 4.26 (g, 2H, J=7.3Hz): 4.38 (dd,
1H, J=7Hz, 3.5Hz); 6.58 (s, 2H); 7.2 (d,
2H, J=8.3Hz); 7.46 (d, 2H, J=8.3Hz)

- R (Y7~ Bz, 8/2) = 0.45.

4-5-2-1

FNT un x|

B | - 2 2-(4-(2-((4- M) IWAu A REY T 2= (E N RV ) AR IRT aL 1)-2,6-Y AFT 2/ EY)-2-4

gbooooao
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- Eifif] 4-5-2, 7" vhay E, L E:
31%.

- (300 MHz, CDCl;): 0.94-1.01 (m, 1H);
1.08-1.16 (m, 1H); 1.33 (t, 3H,
J=7.3Hz); 1.41-1.49 (m, 7H); 1.85-1.93
(m, 1H); 1.99 (d, 1H, J=3.5Hz); 2.13 (s,
6H); 4.26 (q, 2H, J=7.3Hz); 4.38 (dd,
1H, J=7Hz, 3.5Hz); 6.58 (s, 2H); 7.2 (d,
2H, J=8.3Hz); 7.46 (d, 2H, J=8.3Hz)

- Rt (Chiralpak AD-H, 250x4.6 mm, IPA/n
~7 4y, TFA: 4/96, 0.1%) = 20.24 min.

- IV 2-(4-(2-((4- M) 7Vie A MY 722 (BN e RN TSI T" BE M-2,6-Y AFNT ) %Y)-2-7

Fu7"en Jz=h

el
4-5-2-2

- £l 4-5-2, 7 vhay E, L
44%.

- (300 MHz, CDCl3): 0.94-1.01 (m, 1H);
1.08-1.16 (m, 1H); 1.33 (t, 3H,
J=7.3Hz); 1.41-1.49 (m, 7H); 1.85-1.93
(m, 1H); 1.99 (d, 1H, J=3.5Hz); 2.13 (s,
6H); 4.26 (q, 2H, J=7.3Hz); 4.38 (dd,
1H, J=7Hz, 3.5Hz); 6.58 (s, 2H); 7.2 (d,
2H, J=8.3Hz); 7.46 (d, 2H, J=8.3Hz)

- [ t (Chiralpak AD-H, 250x4.6 mm, IPA/n
~7" 4y, TFA: 4/96, 0.1%) = 30.08 min.

- IFW 2-(4-(2-((4- M) 70ie A by 7 a2 ) (BB RN AT T B W)-2- ATV T 2 ) %Y)-2-4F T

on Jr=h

el
4-6-1

- R 3-6, 7 vhav B,
- X% 50%.

- (250 MHz, CDCl;): 0.88-1.04 (m, 2H);
1.26 (t, 3H, J=7.1Hz); 1.39-1.51 (m,
1H);1.56 (s, 6H); 1.73-2.04 (m, 2H);
2.18 (s, 3H); 4.21-4.25 (m, 1H); 4.25 (q,
2H, J=7.1Hz); 6.54-6.59 (m, 1H); 6.76
(d, 1H, J=8.4Hz); 6.86 (d, 1H, J=2.1Hz);
7.21(d, 2H, J=8.6Hz); 7.46 (d, 2H,
J=8.6Hz)

- Rf(fH M7 W/ERE=FL, 7/3) = 0.50.

ES 7l

4-6-2

- ITW 2-(4-(2-((4- M) 7te A bRy T 2= W) (B B e3P AT a7 me" W)-2- VT 1 )%9)-2- W7

gn JI=]
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- (250 MHz, CDCls): 0.93-1.21 (m, 2H);
1.27 (t, 3H, J=7.1Hz); 1.40-1.51 (m,
1H);1.58 (s, 6H); 1.90-2.01 (m, 2H);
2.19 (s, 3H); 4.25 (q, 2H, J=7.1Hz);

- FjfF 3-6, 7 vhay B, 4.37 (dd, 1H, J=7.6Hz, 3.3Hz); 6.56 (d,

- L3 26%. 1H, J=8.4Hz); 6.70 (dd, 1H,
J=8.4Hz,2.0Hz); 6.80 (d, 1H, J=2.0Hz);
7.22 (d, 2H, J=8.6Hz); 7.50 (d, 2H,
J=8.6Hz)

- Rf(F =7 v/ERE= Y, 7/3) = 0.34.

- IFW 2-(4-(2-((4-7" mt" MRV TzM(ER RN AN IRT BE 1)-2,6-Y JFNT £ )%Y)-2-3F

W7 en Jr—h

- (250 MHz ,CDCl3): 0.82-0.97 (m, 1H);
1.04 (t, 3H, J=7.4Hz); 1.09-1.22 (m,
1H); 1.35 (t, 3H, J=7.1Hz); 1.45 (s, 6H);
1.45-1.52 (m, 1H); 1.73-1.87 (m, 3H);
2.15 (s, 6H); 3.93 (d, 2H, J=6.6Hz);
4.19 (dd, 1H, J=7.9Hz, J=3.0Hz); 4.28
(9, 2H, J=7.1Hz); 6.68 (s, 2H), 6.89 (d,
2H J=8.6Hz); 7.34 (d, 2H, J=8.6Hz)

- R M=—7 MERE=TY, 7/3) = 0.41.

- IFW 2-(4-(2-((4-7" mt" WAV T2z (BN mX) AW nT ne’ 1)-2,6-5" A7 1) %9)-2-4F
W7 un Jzeh

FEHERI
471 | - EhEll 3-7, 7 nhav B,
- V2 53%.

- (250 MHz ,CDCl5): 0.85-0.96 (m, 1H);
1.03 (t, 3H, J=7.4Hz); 1.09 -1.22 (m,
1H); 1.33 (t, 3H, J=7.1Hz); 1.42-1.48
(m, 7H); 1.72-1.85 (m , 3H); 2.12 (s,
6H); 3.91 (d, 2H, J=6.6Hz); 4.27 (q, 2H,
J=7.1Hz); 4.34 (dd, 1H, J=7.2Hz,
J=2.2Hz); 6.59 (s, 2H); 6.87 (d, 2H,
J=8.5Hz); 7.33 (d, 2H, J=8.5Hz)

- RECH Hz—VIERE LY, 7/3) = 0.36.

RG] | - 2FW 2-(4-(2-((d- M) TWET AFVFFT =) (bR REN) AT IRT L 1)-2,6-Y AFNT )% Y)-2-

4-8-1 ARV un” Jz-h

ogooooao

EHER
4-7-2 | - i 3-7, 7" nhav B,
- W3R 27%.




(38) JP 6140729 B2 2017.5.31

gboooad

- (400 MHz, CDCl3): 0.86-0.92 (m, 1H);
0.93-0.96 (m, 1H); 1.32 (t, 3H,
J=7.1Hz); 1.41-1.46 (m, 1H); 1.42 (s,
6H); 1.90-1.95 (m, 1H); 2.12 (s, BH);
2.99-3.04 (m, 1H); 4.13-4.19 (m, 1H);
4.24 (g, 2H, J=7.1Hz); 6.64 (s, 2H);
7.42 (d, 2H, J=8.2Hz); 7.59 (d, 2H,
J=8.2Hz)

- Rf(A =7/ iFiE= T, 8/2) = 0.45.

- 2TV 2-(4-(2-((4- M) IWF e ATAF AT 22 W) (e b 0k AP 7" o’ 1)-2,6-57 AFNT 2 )% Y)-2-
FFNT un )z}

- £l 3-8, 7 epan B,
- [ #8: 41%.

- (250 MHz ,CDCl3): 0.83-0.99 (m, 1H);
1.07-1.12 (m, 1H); 1.33 (t, 3H,

SEHiA J=7.1Hz); 1.40-1.46 (m, 1H); 1.42 (s,

4-8-2 | - Ehifsl 3-8, 7 vty B, 6H); 1.84-1.90 (m, 1H); 2.11 (s, 6H);

- [ 18%. 4.25 (q, 2H, J=7.1Hz); 4.36-4.39 (m,
1H): 8.57 (s, 2H); 7.46 (d, 2H, J=8.1Hz)
7.61(d, 2H, J=8.1Hz)

- Rf(f =7 WEERE=T Y, 8/2) = 0.34.

- TP 2-(4-(2-((2-7 W n-d- M) VA A F V-7 22 V) (B B g AR 7" ne” 1)-2,6-5" AT
72/%9)-2-pFN7" N’ Jz=}

- (250 MHz ,CDCl;): 0.87-0.95 (m, 1H);
1.05-1.12 (m, TH); 1.358 {1, 3H,
J=7.1Hz); 1.40-1.46 (m, 1H); 1.45 (s,
BH); 1.95-2.01 (m, 1H); 2.15 (s, 6H);
4.28 (q, 2H, J=7.1Hz); 4.63 (dd, 1H,
J=7.9Hz 3.4Hz); 6.66 (s, 2H); 7.29-7.37
(m, 1H); 7.41-7.48 (m, 1H); 7.69-7.75
(m, 1H)

- RfCA =7 WNERE=TY, 8/2) = 0.40.

TR | - =PV 2-(4-(2-((2-7 VA u-A- ) Tt e ARV 7 by (b b e ¥ AT e v’ W)-2,6-7 AR

4-9-2 72 )¥Y)-2-pFN7" 0N Jz=h

FHEHI
4-9-1 | - Efgfl 3-9, 7 vhav B
- VR 29%.
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- EfEf 3-9, 7 elav B
- = 20%.

- (250 MHz ,CDCls;): 0.84-1.02 (m, 1H);
1.05-1.15 (m, 1H); 1.33 (t, 3H,
J=7.1Hz); 1.40-1.46 (m, 1H); 1.43 (s,
6H); 1.92-2.02 (m, 1H); 2.12 (s, 6H);
4.26 (q, 2H, J=7.1Hz); 4.76 (dd, 1H,
J=7.2Hz, 3.8Hz); 6.57 (s, 2H);
7.27-7.36(m, 1H); 7.41-7.47 (m, 1H);
7.67-7.74 (m, 1H)

- Rf(A -7 h/EEEE=TI, 8/2) = 0.32.

- IFW 2-(4-(2-((2- N 7Vim A MY 722 (BN e RN TSI T" vE M-2,6-Y AFNT ) %Y)-2-7

Fu7"en Jz=h

el
4-10-1

- EWgH] 3-10, 7 vhai B
- =R 37%.

- (250 MHz ,CDCls): 0.84-0.96 (m, 1H);
1.01-1.10 (m, 1H); 1.35 (t, 3H,
J=7.1Hz); 1.35-1.45 (m, 1H); 1.45 (s,
6H); 1.92-2.06 (m, 1H); 2.15 (s, 6H):;
4.28 (q, 2H, J=7.1Hz); 4.66 (dd, 1H,
J=7.8Hz, 3.5Hz); .67 (s, 2H);
7.29-7.35 (m, 3H); 7.70 (dd, 1H,
J=5.6Hz, 3.8Hz)

- Rf(A z—7W/iFRE=F Y, 8/2) = 0.38.

- IFW 2-(4-(2-((2- M) 7 Wte A by T 22 (B B R A FN) a7 BE W)-2,6-Y" AFNT 5 )%Y)-2-

Fh7" nn Ja—h

el
4-10-2

- EHifl 3-10, 7 ehay B
- [V 18%.

- (250 MHz, CDCl;): 0.90-0.97 (m, 1H);
1.07-1.15 (m, 1H); 1.31 (4, 3H,
J=7.1Hz); 1.32-1.42 (m, 1H); 1.42 (s,
6H); 1.85-1.96 (m, 1H); 2.11 (s, 6H);
2.42-2.46 (m, 1H); 4.24 (q, 2H,
J=7.1Hz); 4.74-4.79 (m, 1H); 6.56 (s,
2H); 7.21-7.28 (m, 3H); 7.65 (dd, 1H,
J=5.2Hz, 4.1Hz).

- Rf(f iM=—7 /RS, 8/2) = 0.29.

e ]
4-11-1

- IFW 2-(4-(2-( b s (4-(N) 2Vdu A BT 2z AT a7 met 0)-2-407° nt’ V72 %Y)-2-

FFN7° wn” Jz—=h
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- (250 MHz, CDCI3): 0.92-1.04 (m, 2H);
1.16-1.22 (m, BH); 1.24 (t, 3H,
T PR J=7.2Hz): 1.41-1.51 (m, 1H); 1.57 (s,
" 6H); 1.98-2.07 (m, 1H); 3.26-3.38 (m,
1H): 4.18-4.29 (m, 3H): 6.53 (d, 1H,
- R 42%.
J=8.3Hz): 6.72 (dd, 1H, J=8.3Hz
J=2.2Hz); 6.92 (d, 1H, J=2.2Hz); 7.22
(d, 2H, J=8.7Hz): 7.48 (d, 2H, J=8.7Hz)
- IFW 2-(4-(2-(L b ki (4-( M) IVde A RN T 2z AT T” Bt W)-2-407" ot” VT2 )%Y)-2-
AFNT an Jz—p
- (250 MHz, CDCI3): 0.97-1.03 (m, 1H):
1.09-1.2 (m, 7H): 1.21 (t, 3H, J=7.2Hz):
o ) ,, 1.36-1.43 (m, 1H); 1.56 (m, 6H);
1rg | - W31, 7 020 B, 4, 1.89-1.97 (m, 1H): 3.19-3.37 (m, 1H);
60°C 4.21(q, 2H, J=7.2Hz): 4.33-4.41 (m,
- I5LER: 30%. 1H): 6.49 (d, 1H, J=8.3Hz); 6.64 (dd,
1H, J=8.3Hz J=2.2Hz); 6.84 (d, 1H,
J=2.2Hz); 7.19 (d, 2H, J=8.6Hz); 7.48
(d, 2H, J=8.6Hz)
- 2P 2-(4-(2-((2,4-t" AP TN AT T2y (BB eX ) AR e T vet W)-2,6-57 AT )%
Y)-2-2FN7° e’ Jz—}p
- (250 MHz, CDCls): 0.84-0.94 (m, 1H):
a . 1.01-1.09 (m, 1H); 1.34 (t, 3H,
UL | - FE L, 790 B AR, J=7.2Hz); 1.42-1.51 (m, 7H); 2.02-2.12
4-12-1 | 60°C
e 359 (m, 2H); 2.15 (s, 6H); 4.27 (q, 2H,
BN TR e | o e AT9ASem, Th) 500,
2H); 7.83-7.92 (m, 2H); 8.04 (d, 1H,
J=8Hz)
R | - T 2-(4-(2-((2,4- " A(N) IV AFN) T3 (N mE AT IR T B W)-2,8-Y AFNT 2 )%
4122 | V)-2-4F47 wn Jz—}
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- Ehfl 3-12, 7' vhay B, 4 K,
60°C

- [ 17%

- TRRIEA: Ao RV 9.

- (250 MHz, CDCls): 0.85-0.99 (m, 1H);

1.11-1.22 (m, 1H); 1.30 (t, 3H, J=7Hz);
1.38-1.49 (m, 7H); 1.90-1.99 (m, 1H);
2.02 (br's, 1H); 2.09 (s, 6H); 4.23 (q,
2H, J=7Hz); 4.93-5.01 (m, 1H); 6.53 (s,
2H): 7.79-7.92 (m, 2H): 7.99 (d, 1H,
J=8.2Hz)

$)-2-2FN7" un’ Jzh

- IFW 2-(4-(2-(k b ndY(2-4 MrY=-4-(M 70 n A3 7 22) fFN Y In 7w’ )-2,6-Y" pFN7 1)

EeFl | - Zhp] 3-13, 7" vhav B, 4 B,
4-13-1 60°C

- [ #8: 35%

- BEBEA: TR 9/,

- (250 MHz, CDCl3): 0.88-0.98 (m, 2H);
1.38 (t, 3H, J=7.2Hz); 1.48 (s, 6H);
1.51-1.61 (m, 1H); 1.91-2.01 (m, 1H);
2.18 (s, 6H); 2.59 (d, 1H, J=5.2Hz);
3.90 (s, 3H); 4.31 (g, 2H, J=7.2Hz2);
4.51 (dd, 1H, J=7.8Hz, 5.2Hz): 6.71 (s,
2H): 8.75-6.79 (m, 1H); 6.83-6.91 (m,
1H); 7.45 (d, 1H, J=8.4Hz)

F)-2-pFN7" wn" Jr=h

- TFW 2-(4-(2-(t b RV (2-4 Mr-d=(}) VA0 A BRYYT M) IR T B V)2,6-Y" AT )

EREF | - Ehafl 3-13, 7 nbaw B, 4 B,
4-13-2 | 60°C

- 17 %

- VAREA: A5 W ERE=F L 9/1

- (250 MHz, CDCls): 0.86-0.97 (m, 1H);
1.06-1.17 (m, 1H): 1.36 (t, 3H,
J=7.2Hz); 1.47 (s, 6H); 1.49-1.64 (m,
1H); 1.84-1.91 (m, 1H); 2.16 (s, 6H);
2.63 (d, 1H, J=4.7Hz); 3.89 (s, 3H);
4.29 (q, 2H, J=7.2Hz); 4.63 (dd, 1H,
J=7.1Hz,4.7Hz); 6.61 (s, 2H); 6.74-6.79
(m, 1H); 6.8-6.86 (m, 1H); 7.43 (d, 1H,
J=8.4Hz)
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- TFW 2-(4-(2-((2-(~FUVARYYT =) (E D mFNAFN T nb W)-2,6-" AFNT 5 )%Y)-2-4F 0
VAR TA N S N
- (250 MHz, CDCl5): 0.81-1.01 (m, 5H);
1.24-1.39 (m, 7H); 1.41-1.5 (m, 7H);
1.54-1.65 (m, 2H); 1.74-1.86 (m, 2H);
£yl
iy | Eiifl 3-14, 7' nhay B, 4 B, 1.90-1.98 (m, 1H); 2.15 (s, 6H); 2.93 (d,
60°C 1H, J=5.7Hz); 4.02 (t, 2H, J=6.5Hz);
- L5R: 24% (de = 80%). 4.28 (q, 2H, J=7Hz); 4.44 (dd, 1H,
J=8Hz, 5.7Hz); 6.69 (s, 2H); 6.87-6.97
(m, 2H); 7.20-7.26 (m, 1H); 7.37 (dd,
1H, J=7.5Hz, J=1.7H2)
- ZF 2-(4-(2-((2-("FUVERYYT 2= W) (BN rE V) AFN) Y07 ue’ W)-2,6-Y" AFNT 1) EY)-2- A
AN TANPA S
- (250 MHz, CDCl3): 0.89-1.03 (m, 4H);
1.11-1.18 (m, 1H); 1.28-1.51 (m, 14H);
EHhl | SEHEDH 314, 7" 7 ja¥ B 4 B4 1.54-1.66 (m, 2H); 1.74-1.85 (m, 2H);
4-14-2 ) 1.89-1.98 (m, 1H); 2.13 (s, 6H); 3.01 (d,
e 1H, J=5Hz); 4.02 (t, 2H, J=6.5Hz); 4.28
- 18 %.
(q, 2H, J=7Hz); 4.52-4.59 (m, 1H); 6.59
(s, 2H); 6.85-6.96 (m, 2H); 7.18-7.24
(m, 1H); 7.31-7.37 (m, 1H)
- IFW 2-(2-77 wE-4-(2-(L b mR(4-(M) TNdu R NN T2z JFINY e T mET YT 2 )% Y)-2- 4
F iy fr=p
- (250 MHz, CDCls): 0.92-0.99-(m, 1H);
1.02-1.09 (m, 1H); 1.28 (t, 3H, J=7Hz);
FiH | SHglR] 315, 7 aban B, 4 B, 1.39-1.49 (m, 1H); 1.59 (s, 6H);
4-15-1 s 1.94-2.02 (m, 1H); 2.04 (br s, 1H);
4.2-4.32 (m, 3H); 6.77 (d, 1H, J=8.5Hz);
- = 49%
6.89 (dd, 1H, J=8.5Hz, J=2Hz);
7.19-7.29 (m, 3H); 7.46 (d, 2H,
J=8.5Hz)
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00000
- TP 2-(2-7 nE-4-(2-(b } nXAA-(M)TNER A PR 22 ANy Je 7wt )T 5 ) %Y)-2- 4 F
77 an" Jz—}h
- (250 MHz, CDCls): 0.92-1.04 (m, 1H);
1.12-1.21 (m, 1H); 1.26 (t, 3H,
i pl  SeHi] 315, 7 whal B, 4 FEH, J=7.2Hz); 1.37-1.44 (m, 1H); 1.58 (s,
4-15-2 - 6H); 1.90-1.96 (m, 1H); 2.04 (br s, 1H);
4.23 (q, 2H, J=7.2Hz); 4.37-4.43 (m,
- =8 32%.
1H); 6.73 (d, 1H, J=8.5Hz); 6.79 (dd,
1H, J=8.5Hz, J=2.2Hz); 7.16-7.24 (m,
3H); 7.42-7.47 (m, 2H)
- TP 2-(2,6-Y" Tgn-4-(2-(L b edy(4-(M TR A M) T2z ) AR Iu T et 1) T2 ) %Y)-2-
FFVTT un Jx=)
- (250 MHz, CDCl;): 0.89-0.99 (m, 1H);
n—_— | 1.06-1.14 (m, 1H); 1.31 (t, 3H,
famt | Ehfl 3-16, 7 nhal B, 4 T, J=7.2Hz); 1.41-1.51 (m, 1H); 1.52 {8,
60°C 6H); 1.97-2.08 (m, 2H); 4.23 (q, 2H,
- =R 33%. J=7.2Hz); 4.30 (dd, 1H, J=7.5Hz
J=3Hz); 6.54-6.64 (m, 2H); 7.21 (d, 2H,
J=8.5Hz): 7.44 (d, 2H, J=8.5Hz)
- IFW 2-(2,6-Y Thgn-4-(2-(k 1 ¥V (4-(M) Tdn A AR T2z ATV e T e V)T 2/ %Y)-2-
FFNT mn Jr—h
- (250 MHz, CDCl3): 0.91-0.98 (m, 1H);
st | 1.16-1.24 (m, 1H); 1.30 (t, 3H,
sigs | EHaf 3-16, 7 nhan B, 4 BERE, J=7.2Hz); 1.39-1.47 (m, 1H); 1.51 (s,
60°C 6H); 1.86-1.96 (m, 1H); 4.22 (q, 2H,
- T3 36%. J=7.2Hz); 4.39-4.47 (m, 1H), 6.46-6.57
(m, 2H); 7.16-7.24 (m, 2H); 7.39-7.45
(m, 2H)
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#zH—1
ik e
EiaH | HEWE, o ol BENE

f, MR, .

H NMR (&) 57— %

- T 2-(4-(2-(F MA4-T7 nE T 22 FM I T b 1)-2,8-Y" AN 2 %9)-2- AFNT unt ) o

b

- (300 MHz, CDCl): 0.76-0.88 (m, 2H):

5-3-1

J—}

EHat) 1.34-1.32 (m, 1H); 1.34 (t, 3H, J=7.1Hz);
- Eha i 4-1-1 3 LU 0{bIFw, ( ) ( )
51-1 e 1.56 (s, 6H); 1.92-1.96 (m, 1H); 2.14 (s,
o 6H); 3.29 (s, 3H); 3.72 (d, 1H, J=7.6Hz);
- 57 40%.
4.28 (q, 2H, J=7.1Hz); 6.64 (s, 2H); 7.23
(d, 2H, J=8.4Hz); 7.49(d, 2H, J=8.4Hz).
- I 2u(de(2-(F MEV(A=T" BET LMY AT T B W)e2, 85 AFVT 2 )%Y)-2AFNT WA )3
b
- (300 MHz, CDCl): 0.76-0.88 (m, 1H);
FE i 5] 0.96-1.04 (m, 1H); 1.32-1.37 (m, 4H);
- EREf 4-1-2 1 LAk, ( ) ( )
5-1-2 i 1.42 (s, BH); 1.75-1.78 (m, 1H); 2.13 (s,
ehav C,
6H); 3.29 (s, 3H); 3.89 (d, 1H, J=6.4 Hz);
- [V 32:68%.
4.28 (q, 2H, J=7.1Hz); 6.53 (s, 2H); 7.23
(d, 2H, J=8.4Hz); 7.48 (d, 2H, J=8.4Hz)
- IFI 2-(A-(2-(F MEH(A-FFNT =M 3 F NI T" e 1)-2,6-Y" AT 2 JEY)-2-3FNT" wn )zl
- (300 MHz, CDCl): 0.76-0.90 (m, 2H);
s 1.34 (t, 3H, J=7.1Hz); 1.44-1.49 (m, 1H);
|
e - Ehafs] 4-2-1 I L Fanflb s, 1.47 (s, 6H); 1.86-1.96 (m, 1H); 2.16 (s,
7 nhan C, 6H); 2.39 (s, 3H); 3.29 (s, 3H); 3.75 (d,
- IV =R: 75%. 1H, J=7.7Hz); 4.30 (q, 2H, J=7.1Hz);
6.68 (s, 2H); 7.20 (d, 2H, J=8.1Hz); 7.26
(d, 2H, J=8.1Hz).
EREH] | - TP 2-(4-2-(F MRV (G-GFVFE) 722 FIN I T e 1)-2,6-5" FFNT £ ) F)-2-pFNT" wr

10

20

30



(45) JP 6140729 B2 2017.5.31
ooo0oOoO
- (250 MHz, CDCly): 0.76-0.90 (m, 2H):
P P —— 1.34 (t, 3H, J=7.1Hz); 1.44-1.49 (m, 1H);
- 1.47 (s, 6H); 1.84-1.94 (m, 1H); 2.14 (s,
BH); 2.50 (s, 3H): 3.26 (s, 3H); 3.73 (d,
- I3 25%.
1H, J=7.6Hz); 4.30 (q, 2H, J=7.1Hz);
6.65 (s, 2H); 7.23-7.32 (m, 4H).
= TFN 2-(4-(2-(F NV (A-(FFNVFE) T 2= ARV IR T 0k 1)-2,6-F" AFNT ) %5)-2-2FN T nr
Heb
- (400 MHz, CDCl;): 0.85-0.96 (m, 1H):
1.04-1.14 (m, 1H); 1.33 (t, 3H, J=7.1Hz);
ff? - Elig 5| 4-3-2 35 L anfb i, 1.42-1.46 (m, 1H); 1.42 (s, 6H);
7" ehay C, 1.71-1.78 (m, 1H); 2.11 (s, 6H): 2.48 (s,
- [ 5R: 43%. 3H): 3.25 (s, 3H); 3.89 (d, 1H, J=6.5Hz);
4.28 (q, 2H, J=7.1Hz); 6.56 (s, 2H);
7.20-7.32 (m, 4H).
- IFW 2-(4-(2-(F M (A-(M) TVER AFN) T2 AT T net 1)-2,6-5" AFNT 2 J%Y)-2-4F 0
778N JI-h
- (300 MHz, CDCl;): 0.80-0.93 (m, 2H);
F i PP —" 1.24-1.29 (m, 1H); 1.34 (t, 3H, J=7.1Hz);
5-4-1 7 ban G, 1.44 (s, 6H); 1.92-1.96 (m, 1H); 2.13 (s,
_ 6H); 3.29 (s, 3H); 3.81 (d, 1H, J=7.9Hz);
- N : 56%.
4.27 (q, 2H, J=7.1Hz); 6.64 (s, 2H); 7.47
(d, 2H, J=8.2Hz): 7.63 (d, 2H, J=8.2Hz).
- 2l 2-(4-(2-(F MRV (4-(M) TWAn SN 7= ) A V) n 7" ne” 1)-2,6-° AT 2 )5 Y)-2-3F 0
AR TA A
- (400 MHz, CDCls): 0.90-0.98 (m, 1H):
s 1.09-1.16 (m, 1H); 1.33 (t, 3H, J=7.1Hz);
M Ehif 4-4-2 15 & U anfbaFw, 1.40-1.46 (m, 1H); 1.42 (s, 6H);
7" wpap C, 1.78-1.85 (m, 1H); 2.10 (s, 6H): 3.28 (s,
- I 2R: 55%. 3H); 4.00 (d, 1H, J=6.4Hz); 4.26 (q, 2H,
J=7.1Hz); 6.53 (s, 2H); 7.47 (d, 2H,
J=8.6Hz): 7.62 (d, 2H, J=8.6Hz).
EREF | - =PV 2-(4-2-(7 FVEF(E-(M TR A RN T 22 AT T v e )-2,6-Y7 AT 5 ) %Y)-2-
5-5-1 AW Bn Jz=h
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- (250 MHz, CDCls): 0.77-1.06 (m, 5H);
1.28-1.45 (m, 6H); 1.48 (s, 6H);
- Ehti 5l 4-5-1 5 L O30k 1, 1.51-1.65 (m, 2H); 1.86-2.03 (m, 1H);
7" epay C, 2.17 (s, BH); 3.37-3.42 (m, 2H); 3.94 (d,
- 3 55%. 1H, J=7.2Hz); 4.30 (q, 2H, J=7.1Hz);
6.67 (s, 2H); 7.22 (d, 2H, J=8.1Hz); 7.41
(d, 2H, J=8.1Hz).
- TFW 2-(4-(2-(7 FWVIF Y (-(M) 7Wan A NN T o) AP Fu 7" ut” 4)-2 8- A N7 2/ %0)-2-
AFNT un Jz—=h
- (250 MHz, CDCls): 0.90-1.00 (m, 4H);
1.14-1.20 (m, 1H); 1.28-1.45 (m, 6H);
fﬁfzﬂ - Bl 4-5-2 5 L a7 T, 1.48 (s, 6H); 1.65-1.87 (m, 3H); 2.13 (s,
7" npay C, 6H); 3.35-3.40 (m, 2H); 4.05 (d, 1H,
- L 59%. J=7.2Hz); 4.29 (q, 2H, J=7.1Hz); 6.56 (s,
2H); 7.21 (d, 2H, J=8.1Hz); 7.40 (d, 2H,
J=8.1Hz).
- 2-YTuaXYNIF 2-(4-(2-(F ) enF VT FAR Y (A-( M) T Ve A NEY) T ez A 7 el
W)-2,6-5" N7 2 )%Y)-2-FFNT" un’ Jz=h
swm | ERif] 4-5-1 35 L U(2-7 pkzFl) | - (250 MHz, CDCls): 0.75-2.03 (m, 26H);
5t yhenkty, 7 nbay C:NaH 3.2 % | 2.17 (s, 6H); 3.39-3.48 (m, 2H); 3.89 (d,
& - (2-7 nirfh)yIeatiy 2.4 4 1H, J=7.2Hz); 4.26 (q, 2H, J=6.9Hz);
1, 6.67 (s, 2H); 7.22 (d, 2H, J=8.1Hz); 7.41
- [ #::60 %. (d, 2H, J=8.1Hz).
- 2-YIRaRYNEFI | 2-(4-(2-(V P TV NAR Y (4-(b) T A BT 22 W) AR e T et
W)-2,6-%" AFNT 2 )F)-2-2FNT" un” J 2
s | EHhifs] 4-5-2 F5 F ON2-7" nExFh) | - (250 MHz, CDCl): 0.75-2.03 (m, 26H);
— Yieadfy, 7 nhay C: NaH 3.2 4 217 (s, 6H); 3.39-3.48 (m, 2H); 4.04 (d,
B - (2-7 vtz yieakty 2.4 | 1H, J=7.2Hz); 4.26 (g, 2H, J=6.9Hz);
&, 6.56 (s, 2H); 7.22 (d, 2H, J=8.1Hz); 7.41
- IV 2E: 59%. (d, 2H, J=8.1Hz).
EREF | - 2P 2-(4-(2-(F MEA(A- (M) TR AN T2 AN T a e )-2-3F W7 5 )R Y)-2-4F 0T

5-7-1

N Jr=h
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- (250 MHz, CDCls): 0.80-0.91 (m, 2H);
1.26 (t, 3H, J=7.1Hz); 1.31-1.40 (m, 1H);
T — 1.55 (m, 6H); 1.91-1.99 (m, 1H); 2.18 (s,
"y 3H); 3.29 (s, 3H); 3.78 (d, 1H, J=7.3Hz);
4.23 (q, 2H, J=7.1Hz); 6.53 (d, 1H,
- I3 65%.
8.4Hz); 6.74 (dd, 1H, J=8.4Hz, J=1.5Hz);
6.84 (d, 1H, J=1.5Hz); 7.21 (d, 2H,
J=8.6Hz); 7.37 (d, 2H, J=8.6Hz).
- TN 2-(4-(2-(F My (4-(P) 7 p b T e o AT T e W)-2- 307 2 ) %0)-2-3F 7" 1
nJr=h
- (250 MHz, CDCl3): 0.87-0.94 (m, 2H);
1.03-1.11 (m, 1H); 1.23 (t, 3H, J=7.1Hz);
E it - SR 4-6-2 55 & CIMEIT 1.54 (m, 6H); 1.76-1.83 (m, 1H); 2.14 (s,
5-7-2 ol 3H); 3.28 (s, 3H); 3.88 (d, 1H, J=6.9Hz):
N 4.22 (q, 2H, J=7.1Hz); 6.47 (d, 1H,
- I3 65%.
J=8.4Hz); 6.62 (dd, 1H, J=8.4Hz,
J=1.8Hz): 6.71 (d, 1H, J=1.8Hz); 7.21 (d,
2H, J=8.6Hz); 7.37 (d, 2H, J=8.6Hz).
- TP 2-(4-(2-(F MV (4-(7" nt MERYY T ooV AFN)In T ne” 1)-2,8-Y" AN T2 )R Y)-2- 4
7" " Ja=p
- (250 MHz, CDCl;): 0.76-0.90 (m, 2H);
1.05 (t, 3H, J=7.3Hz); 1.34 (t, 3H,
FEhEH B 471 35 O LA, J=7.1Hz); 1.42-1.46 (m, 1H); 1.44 (s,
5-8-1 el 6H); 1.64-1.78 (m, 2H); 1.78-1.86 (m,
RS 1H); 2.14 (s, 6H); 3.25(s, 3H); 3.72 (d,
J=7.6Hz, 1H); 3.93 (1, 2H, J=6.5Hz); 4.28
(a9, 2H, J=7.1Hz), 6.65 (s, 2H); 6.89 (d,
2H, J=8.6Hz); 7.25 (d, 2H, J=8.6Hz).
EHF | - 2P 2-(4-(2-(F ME(4-(7° ot VIR T V) AT YT net V)-2,6- AT £ )% Y)-2-3F
5-8-2 7" v JI-h

gbooooaod
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- (400 MHz, CDCls): 0.85-0.99 (m, 2H);
1.00-1.10 (m, 3H); 1.33 (t, 3H, J=7.1Hz);
- EhifF 4-7-2 35 L O30k, 1.40-1.46 (m, 7H); 1.70-1.82 (m, 3H);
7" ehay C, 2.09 (s, 6H); 3.24 (s, 3H); 3.88 (d, 1H,
- L EE: 75%. J=6.7Hz); 3.91 (t, 2H, J=6.5Hz); 4.26 (q,
2H, J=7.1Hz); 6.55 (s, 2H); 6.88 (d, 2H,
J=8.6Hz); 7.23 (d, 2H, J=8.6Hz).
- Il 2-(4-(2-(F MRy (4-(P) Tvdn MFVFD) 7o) AR IR T ok’ )-2,6-Y" JFNT 2 ) %Y)-2-4F
W70 s Jr—=}
- (250 MHz, CDCls): 0.76-0.88 (m, 2H);
1.34-1.39 (m, 1H); 1.34 (t, 3H, J=7.1Hz);
fffj - W] 4-8-1 35 L ORI b, 1.44 (s, BH); 1.92-1.96 (m, 1H); 2.14 (s,
7" wbar C, 6H); 3.30 (s, 3H); 3.77 (d, 1H, J=7.6Hz);
- U357 %. 4.28 (q, 2H, J=7.1Hz); 6.65 (s, 2H); 7.41
(d, 2H, J=8.1Hz); 7.66 (d, 2H, J=8.1Hz).
- Il 2-(4-(2-(2 My (4-(F) Tvdn A MR T o AT T Bk 1)-2,6-3" AT 1) EY)-2-4F
7" e JI=h
- (250 MHz, CDCly): 0.76-1.03 (m, 2H);
it 1.22 (t, 3H, J=7.0Hz); 1.37 (t, 3H,
B [i® EfifF] 4-5-1 35 L U anfbri, J=7.1Hz); 1.38-1.43 (m, 1H); 1.47 (s,
7 wpan C, 6H); 1.86-1.96 (m, 1H); 2.17 (s, 6H);
- X 2R: 75%. 3.37-3.57 (m, 2H); 3.94 (d, 1H, J=7.4Hz),
4.30 (g, 2H, J=7.1Hz); .67 (s, 2H): 7.23
(d, 2H, J=8.1Hz); 7.41 (d, 2H, J=8.1Hz).
- TFW 2-(4-(2-(FFFV(A-(N) TWan A MR T3 ARSI R T e W)-2,6-5 AT 5 )% )-2- 3 F I
7" anN Jz-h
- (250 MHz, CDCl;): 0.86-1.03 (m, 1H);
o 1.11-1.27 (m, 4H); 1.35 (t, 3H, J=7.1Hz);
P EHif] 4-5-2 1 L O Ik, 1.38-1.43 (m, 1H); 1.45 (s, 6H);
7" rhan C, 1.78-1.86 (m, 1H); 2.13 (s, 6H); 3.44 (q,
- =R 80%. 2H, J=7.1Hz); 4.04 (d, 1H, J=6.5Hz);
429 (q, 2H, J=7.1Hz); 6.56 (s, 2H); 7.22
(d, 2H, J=8.1Hz); 7.41 (d, 2H, J=8.1Hz).
EHEH) | - TP 2-(4-(2-(N VY VRV (G-(M) A A NEN T 22 ARV IR T nE V)2 8-V AT 2 )%
5-11-1 Y)-2-}FN7" vn’ Jz=h
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- (250 MHz, CDCl): 0.82-0.94 (m, 2H);
o 1.37 (1, 3H, J=7.1Hz); 1.47 (s, 6H);
- EHH 4-51 35 L USLb v \ ki 147 e oty
i . 1.45-1.49 (m, 1H); 1.91-1.95 (m, 1H);
W, 7 whap C: NaH 3.2 &5 & -
o _ 2.15 (s, BH); 3.99 (d, 1H, J=7.4Hz); 4.30
BAbA vy b 2.4 4,
o (9, 2H, J=7.1Hz); 4.37 (d, 1H, J=12.1Hz);

- T 0.

4.56 (d, 1H, J=12.1Hz); 6.67 (s, 2H):
7.10-7.50 (m, 9H).

- IFW 2-(4-(2-(N T ARV (A-(M) TN e R ER) T ) AT IR T neT )-2,8-Y AP 2%

¥)-2- 7" en’ Jz=p
- (250 MHz, CDCls): 0.86-1.02 (m, 1H);
1.11-1.21 (m, 1H); 1.37 (¢, 3H, J=7.1Hz);
St - FEhiafh 4-5-2 35 L OBEABA 1.35-1.43 (m, 1H); 1.45 (s, 6H);
5-11-2 ¥, 7" upan C: NaH 3.2 Y& - 1.71-1.90 (m, 1H); 2.15 (s, 6H); 4.16 (d,
Bt~ v v 2.4 Y&, 1H, J=7.4Hz); 4.30 (q, 2H, J=7.1Hz);

- X : 60%. 4.37 (d, 1H, J=12.1Hz); 4.56 (d, 1H,
J=12.1Hz); 6.56 (s, 2H); 7.10-7.50 (m,
9H).

- TFl 2-(4-(2-(F MY (2-7 W u-A4-( M) Vi AN T 22l ) AP IR T me" W)-2 8-V AFNT 2%

Y)-2= 17" wn’ Jz—h
- (250 MHz, CDCls): 0.80-0.93 (m, 2H);
FE 1.34 (1, 3H, J=7.1Hz); 1.34-1.44 (m, 1H);

- HHl] 4-9-1 35 L UL, ( ) m. 1)

5-12-1 7 ahap G 1.44 (s, 6H); 1.92-1.96 (m, 1H); 2.13 (s,
’ 6H); 3.31 (s, 3H); 4.21 (d, 1H, J=8.2Hz),

- = 57%.

4.29 (g, 2H, J=7.1Hz); 8.65 (s, 2H):
7.42-7.48 (m, 2H); 7.6-7.67 (m, 1H).

- TN 2-(4-(2-(F My (2-7hdu-4-( M) INA e AT T 22 AT Fu T ut’ 1)-2 8-¥" A7 )%

V)-2-4F 7" v Jr-h
- (400 MHz, CDCl;): 0.20-0.98 (m, 1H);
1.06-1.14 (m, 1H); 1.33 (t, 3H, J=7.1Hz);
FEha s 1.40-1.46 (m, 1H); 1.42 (s, 6H);

- EHif] 4-9-2 35 L UEn{b TN, ( ) ( )

5-12-2 i 1.85-1.93 (m, 1H); 2.10 (s, 6H); 3.30 (s,
ehay C,
- 3H); 4.26 (q, 2H, J=7.1Hz); 4.36 (d, 1H,

- I35 48%.

J=6.8Hz); 6.54 (s, 2H); 7.29-7.38 (m,
1H); 7.41-7.47 (m, 1H); 7.56-7.63 (M,
1H).

gbooooao
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- TFW 2-(4-(2-(F b (2-(N) IVER AFWAF D) T 22 W) A FM) Y IR T” mE" W)-2,6-9" AFNT 2 ) 5Y)-2- 4
FU7 un Jz—h
- (250 MHz, CDCls): 0.73-0.82 (m, 1H):
0.91-1.01 (m, 1H); 1.34 (t, 3H, J=7.1Hz);
FE i - S 4101 35 1 ORI, 1.44 (s, 6H); 1.35-1.49 (m, 1H);
5-13-1 Sl 1.88-1.99 (m, 1H); 2.13 (s, 6H): 3.26 (s,
i 3H); 4.24 (d, 1H, J=7.5Hz); 4:28 (q, 2H,
- [ 5: 83%.
J=7:1Hz); 6.64 (s, 2H); 7.24-7.28 (m,
1H); 7.30-7.34 (m, 2H); 7.55-7.64 (m,
1H).
- TP 2-(4-(2-(F FF(2-(M) 7 r AFNAF D) T 2 AT I T vk 1)-2,8-Y" BT 2 ) %Y)-2- 1
F7"un’ Ja—p
- (250 MHz, CDCls): 0.84-0.96 (m, 2H);
- 1.05-1.14 (m, 1H); 1.32 (t, 3H, J=7.1Hz);
pige | EHaf] 4-10-2 5 L a7k ifv, 1.42 (s, 6H); 1.35-1.45 (m, 1H);
7" ehan C, 1.74-1.98 (m, 1H); 2.10 (s, BH); 3.25 (s,
- [ 5: 83%. 3H); 4.26 (q, 2H, J=7.1Hz); 4.35 (d, 1H,
J=7.5Hz): 6.53 (s, 2H): 7.27-7.31 (m,
3H); 7.56 (dd, 1H, J=5.6Hz, 3.8Hz).
- TPl 2-(4-(2-(F MY (4-(P) 7w A M) 7o) AR 7" e 1)-2,8-5" AT 2 ) %Y)-2-4F
7" en Jz-h
- SR 451 35 L CE, - (300 MHz, CDCl;): 0.80-0.92 (m, 2H):
F e . 1.35 (t, 3H, J=7.3Hz); 1.37-1.44 (m, 1H);
7 vk C: NaH 2 24 &- Mel 1.8
5-14-1 I 1.45 (s, 6H); 1.90-1.98 (m, 1H); 2.15 (s,
‘ 6H); 3.30 (s, 3H); 3.77 (d, 1H, J=7.9Hz);
- I 55%.
- VREEA VonadBREETTV: 91 AL, o= ATE RERAGR S N
(d, 2H, J=8.5Hz); 7.47 (d, 2H, J=8.5Hz)
- T 2-(4-(2-(F MRV (4-(R) WA n AN T 22 AT nk” 1)-2,6-Y" AFNT 3 ) %Y )-2- A I
7" en Jz=h
- (300 MHz, CDCl3): 0.92-0.99 (m, 1H);
Ehts) | - EMif 4-5-2 F5 X UL, 1.08-1.16 (m, 1H); 1.31-1.41 (m 4H):
5-14-2 7° whpap C: -10°C, 1.43 (s, 6H); 1.75-1.84 (m, 1H): 2.11 (s,
- IL5E: 51%. BH); 3.29 (s, 3H); 3.95 (d, 1H, J=6.4Hz);
- VEBEA: vouady/EEEETTV: 9/1. 4.26 (q, 2H, J=7.3Hz); 6.54 (s, 2H); 7.20
(d, 2H, J=8.5Hz): 7.38 (d, 2H, J=8.5Hz)
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- TFW 2-(4=(2-(F 5V (A=( M) TEn A NEY) T2 AT I 0T 0L W)-2,68-3" AT 2 %Y )-2- 40
77 en Ji—h
- (300 MHz, CDCls): 0.80-0.92 (m, 2H);
EifiGl | - ERaE] 4-5-1-1 5 L OE0{kARY, | 1.35 (t, 3H, J=7.3Hz); 1.37-1.44 (m, 1H):
5-14-1-1 | 7 ehav C:-10°C, 1.45 (s, 6H); 1.90-1.98 (m, 1H): 2.15 (s,
- [ 5: 60%. 6H); 3.30 (s, 3H); 3.77 (d, 1H, J=7.9Hz);
- VRBES: ety Ry 9/, 4.28 (q, 2H, J=7.3Hz); 6.68 (s, 2H); 7.22
(d, 2H, J=8.5Hz); 7.40 (d, 2H, J=8.5Hz)
- TF 2-(4-(2-(F FFV(A-(F) TWAR AR T2 ) AN R T vE” 1)-2,6-Y AFNT 5 R)-2- 1 F N
7 en Ji=h
- (300 MHz, CDCls): 0.80-0.92 (m, 2H);
Hhats - T 4-5-1-2 F L OEHE AR, 1.35 (1, 3H, J=7.3Hz); 1.37-1.44 (m, 1H);
5-14-1-2 | 7 epan C:-10°C, 1.45 (s, 6H); 1.90-1.98 (m, 1H); 2.15 (s,
- 3R 64%. 6H); 3.30 (s, 3H); 3.77 (d, 1H, J=7.9Hz):
- VEIBEA: VX BRI 9. 4.28 (q, 2H, J=7.3Hz); 6.68 (s, 2H); 7.22
(d, 2H, J=8.5Hz); 7.40 (d, 2H, J=8.5Hz)
- TFN 2-(4-(2-(F 3V (4-(N) TWAn A MR T2 AFN I 0T L 1)=2,6-Y AFNT 2 )%)-2- 4 F W
77N JI=h
- (300 MHz, CDCl3): 0.92-0.99 (m, 1H);
eyl S 40 5 E TR, 1.08-1.16 (m, 1H); 1.31-1.41 (m 4H);
142l | A 1.43 (s, 6H); 1.75-1.84 (m, 1H); 2.11 (s,
6H); 3.29 (s, 3H); 3.95 (d, 1H, J=6.4Hz);
- Y2 79%.
4.26 (g, 2H, J=7.3Hz); 6.54 (s, 2H); 7.20
(d, 2H, J=8.5Hz); 7.38 (d, 2H, J=8.5Hz)
- TFl 2-(4-(2-(F MY (4-(F) TWVEB A bR T 22 AP IR T nk” W)-2,68-Y" AFNT 2/ %Y)-2- 1
7" wn Jz=p
- (300 MHz, CDCls): 0.92-0.99 (m, 1H);
FEhE Bl 4-5-2-2 3 F Q0L 1.08-1.16 (m, 1H); 1.31-1.41 (m,4H);
5-14-2-2 J e G, 1.43 (s, 6H); 1.75-1.84 (m, 1H); 2.11 (s,
- s 84%. 6H); 3.29 (s, 3H); 3.95 (d, 1H, J=6.4Hz);
4.26 (q, 2H, J=7.3Hz); 6.54 (s, 2H); 7.20
(d, 2H, J=8.5Hz); 7.38 (d, 2H, J=8.5Hz)
EREF | - 2PV 2-(2-4)7 vt M-4-(2-(F PRV (4-(M TNAR A MR T2 ) AN DT nk" 1) 70 ) RY)-2-4F
5-15-1 W7 Jz—=|
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00000
- (250 MHz, CDCls): 0.76-0.89 (m, 2H);
1.1-1.21 (m, 6H); 1.22 (t, 3H, J=7.2Hz);
1.29-1.37 (m, 1H); 1.54 (s, 6H);
- EMEF 4-11-1 5 T avfbi, 1.91-1.98 (m, 1H); 3.22-3.34 (m, 4H); 3.8
7 ehar C, (d, 1H, J=7.5Hz); 4.2 (q, 2H, J=7.2Hz);
- X35 52%. 6.5 (d, 1H, J=8.3Hz); 6.69 (dd, 1H,
J=8.3Hz J=2.2Hz); 6.87 (d, 1H,
J=2.2Hz); 7.19 (d, 2H, J=8.7Hz); 7.36 (d,
2H, J=8.7Hz)
- TFW 2-(2-407" vt W-4-(2-(ADFY(A-(P) TNF A MR T 22 W) BFN)IRT e W) Tx ) RY)-2-4F
W7 N Jz—}
- (250 MHz, CDCls): 0.93-1.01 (m, 1H):
1.06-1.14 (m, 7H); 1.19-1.33 (m, 4H);
F e - SR 411-2.35 F UL, 1.53 (s, BH); 1.77-1.85 (m, 1H);
5-15-2 ——— 3.17-3.29 (m, 1H); 3.27 (s, 3H); 3.85 (d,
) 1H, J=7Hz); 4.18 (q, 2H, J=7.2Hz); 6.44
- 52 47%.
(d, 1H, J=8.5Hz); 6.58 (dd, 1H, J=8.5Hz
J=2.1Hz); 6.75 (d, 1H, J=2.1Hz); 7.18 (d,
2H, J=8.5Hz); 7.36 (d, 2H, J=8.5Hz)
- IFW 2-(4-(2-((2,4-t" Z(M TVTe A FR) T =) (R AN AT 7" nk )-2,8-5" ATV 2 /%
YY-2-)Fh7" e Ja=)
- (250 MHz, CDCly): 0.77-0.82 (m, 1H);
FHE Sl 4121 3 £ UL, 0.98-1.06 (m, 1H); 1.31-1.41 (m, 4H);
5-16-1 P e 1.44(s, BH); 1.99-2.09 (m, 1H): 2.14 (s,
" 8H): 3.21 (s, 3H); 4.28 (q, 2H, J=7.1Hz);
4.38 (d, 1H, J=5.7Hz); 6.64 (s, 2H);
7.83-7.99 (m, 3H)
- Il 2-(4-(2-((2,4-t" AN IV pFN)T 22V ) (A EAAFN 07" at” W)-2,.6-7" ATV %
¥)-2-}FN7" v’ 2=}
- {250 MHz, CDCl3): 0.85-0.95 (m, 1H);
Syl - SRl 4-12-2 35 £ ORI, 1.14-1.26 (m, 1H); 1.30-1.42 (m, 4H);
5-16-2 7 abab G, 1.42 (s, 6H); 1.93-2.01 (m, 1H); 2.11 (s,
U 90%. 6H); 3.19 (s, 3H); 4.26 (q, 2H, J=7.2Hz);
4.51-4.57 (m, 1H); 6.54 (s, 2H);
7.87-7.92 (m, 3H)
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- TP 2-(4-(2-(F MR- A bFv-a- (M) IWF A M) T2 AR T we” 1)-2,6-8" AFNT )%
Y)-2=1FNT" wn =}
- (250 MHz, CDCl): 0.72-0.81 (m, 1H);
p— 0.92-1.01 (m, 1H); 1.36 (t, 3H, J=7.1Hz);
ggng | ERiF 4-13-1 1 L Canfbitw, 1.41-1.51 (m, 7H); 1.81-1.91 (m, 1H):
7" ehaw C, 2.14 (s, 6H); 3.29 (s, 3H): 3.86 (s, 3H);
- ¥ 52%. 4.25-4.37 (m, 3H); 6.65 (s, 2H);
6.73-6.77 (m, 1H); 6.84-6.91 (m, 1H);
7.46 (d, 1H, J=8.4Hz)
- T 2-(4=(2-((2-(~FVVTEY) T 22N ) RN FFN) Y I0T" UL W)-2, 8" AFNT 2 )R Y)-2- 3 FNT°
g Jr=h
- (250 MHz, CDCl,): 0.68-0.78 (m, 1H):
0.87-1.01 (m, 4H); 1.24-1.51 (m, 16H):
i 5l - ] 4141 55 X Canib A, 1.72-1.84 (m, 3H); 2.14 (s, 6H); 3.26 (s,
5-18-1 7 n}an C, 3H); 3.88-4.01 (m, 2H); 4.25 (q, 2H,
J=7.1Hz); 4.41 (d, 1H, J=7.5Hz); 6.63 (s,
- ILR: 65%, (de = 80%).
2H); 6.85-6.88 (m, 1H): 6.97 (t, 1H,
J=7Hz); 7.21 (dd, 1H, J=7.7Hz J=1.4Hz);
7.42-7.46 (m, 1H)
- IFW 2-(2-7" nE-4-(2-(F MRU(4-(D) IV R DRV T ) K F Iy T vt 9) T2 )kY)-2- 4T B
N Jr=h
- (250 MHz, CDCl,): 0.82-0.91 (m, 1H);
0.91-0.99 (m, 1H); 1.30 (t, J=7.2Hz);
£ PR —— 1.37-1.43 (m, 1H); 1.62 (s, 6H);
5-19-1 ——— 1.97-2.05 (m, 1H); 3.30 (s, 3H);
it 3.81-3.84 (m, 1H); 4.27 (q, 2H, J=7.2Hz);
6.78 (d, 1H, J=8.5Hz); 6.89 (dd, 1H,
J=8.5Hz J=2.2Hz), 7.21-7.28 (m, 3H);
7.39 (d, 2H, J=8.7Hz)
EhEF | - P 2-(2,6-Y Tdu-4-(2-(F MBr(E-(M INT e A M) T2 W) T e T net V)72 %Y)-2-4F
5-20-1 W7 un e
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- (250 MHz, CDCl): 0.79-0.91 (m, 1H):
0.96-1.04 (m, 1H); 1.29 (t, 3H, J=7.2Hz);
- EHifi 4-16-1 3 X O0AF, | 1.39-1.49 (m, 1H); 1.55 (s, 6H);
7" whaw C, 1.99-2.09 (m, 1H); 3.79-3.83 (m, 1H);
- IS5 65%. 4.21 (g, 2H, J=7.2Hz); 6.55-6.65 (m, 2H);
7.22 (d, 2H, J=8.6Hz); 7.37 (d, 2H,
J=8.6Hz)
- IFW 2-(2-5 707" " V-d-(2-(F ME(A-(F) T AR ANR V)T 22 W) AT I RT n et )72 )% Y)-2-1
FNT wn )z}
- (250 MHz, CDCl): 0.58-0.68 (m, 2H):
0.77-0.99 (m, 4H); 1.25-1.43 (m, 4H):
il | Ha15.194 25 £ Ciypar artp | 158 (& 6 192202 (m, 1H);
5-21-1 N 2.16-2.28 (m, 1H); 3.31 (s, 3H); 3.8-3.84
esBE, 7 ubanF,
(m, 1H); 4.28 (q, 2H, J=7.1Hz); 6.50
- 3E: 32%.
(d,1H, J=2.2Hz); 6.65 (d, 1H, J=8.4Hz);
6.72 (dd, 1H, J=8.4Hz, 2.2Hz); 7.24 (d,
2H, J=8.6Hz); 7.40 (d, 2H, J=8.6Hz)

ooooao
goooogoogoooogooong

oooooooooobooboooooboooooboooooooboboooooboooooobooog
ooooooooooboboooobooooboooooobOboooboboooOoobooo

ooooooooooao
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HEME, 7u har: BEHE
fH, R, IR,

RAst, tH NMR (MHz, &) 57—, «
Z(ES+ES-), @,

o=y

1-1

- EZfF 5-1-1, 7 ey D
- W38 53 %.

- AEE, (250 MHz, DMSO-dg):
0.70-0.78 (m, 1H); 0.83-0.91 (m, 1H);
1.22-1.27 (m, 1H); 1.27 (s, 6H);
1.90-1.97 (m, 1H); 2.11 (s, 6H); 3.16 (s.
3H); 3.74 (d, 1H, J=8.0Hz): 6.68 (s,
2H); 7.32 (d, 2H, J=8.4Hz); 7.55 (d, 2H,
J=8.4Hz)

vA(ES-): 445 (M("Br)-H), MP=133°C.

L&

1-2

- Eifl 5-1-2, 7 vhay D
- N2 61%.

45 R4, (400 MHz, DMSO-ds):
0.83-0.88 (m, 1H); 1.02-1.05 (m, 1H);
1.35-1.38 (m, 1H); 1.48 (m, 6H);
1.76-1.80 (m, 1H); 2.17 (s, 6H); 3.28 (s,
3H): 3.89 (d, 1H, J=7.1Hz); 6.55 (s,
2H): 7.22 (d, 2H, J=8.2Hz); 7.48 (d, 2H,
J=8.2Hz)

ZA(ES-): 445 (M("°Br)-H).

=g

2-1

- Ehf 5-2-1, 7" vhav D
= f{:]\%’fi 45%,

J B A, (400 MHz, DMSO-de):
0.70-0.78 (m, 1H); 0.80-0.95 (m, 1H);
1.23-1.29 (m, 1H); 1.28 (s, BH);
1.80-1.98 (m, 1H); 2.13 (s, 6H); 2.39 (s,
3H); 3.14 (s. 3H); 3.71 (d, 1H,
J=7.9Hz); 6.68 (s, 2H); 7.17 (d, 2H,
J=8.1Hz); 7.25 (d, 2H, J=8.1Hz)
ZA(ES-): 381 (M-H).

et

3-1

- EEfi 5-3-1, 7 ebav D
- = 43%,
- VBRI 7 pun ddul il ) 9971

- JEALELE &, (250 MHz, DMSO-ds):
0.69-0.77 (m, 1H); 0.81-0.95 (m, 1H);
1.23-1.29 (m, 1H); 1.28 (s, 6H);
1.88-1.96 (m, 1H); 2.11 (s, 6H); 2.47 (s,
3H); 3.14 (s, 3H); 3.71 (d, 1H,
J=7.9Hz); 6.68 (s, 2H); 7.24 (d, 2H,
J=8.1Hz); 7.30 (d, 2H, J=8.1Hz); 12.79
(brs, 1H)

- YA(ES-): 413.1 (M-H).
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=g
3-2

- Ehwp] 5-3-2, 7 vhay D
- 3 30%.

- Mg R4, (4000 MHz, DMSO-dg):
0.83-0.90 (m, 1H); 1.00-1.07 (m, 1H);
1.28-1.32 (m, 7H); 1.73-1.81 (m, 1H);
2.07 (s, 6H); 2.44 (s, 3H); 3.15 (s, 3H);
3.86 (d, 1H, J=7.0Hz); 6.58 (s, 2H);
7.22 (d, 2H, J=8.2Hz); 7.35 (d, 2H,
J=8.2Hz); 12.76 (br s, 1H).

fe&t
4-1

- EhEf 5-4-1, 7" vebapy D
- I3 90%.

- Bl (250 MHz, DMSO-ds):
0.73-0.80 (m, 1H); 0.89-0.97 (m, TH);
1.24-1.29 (m, 1H); 1.32 (s, BH):
1.95-2.02 (m, 1H); 2.10 (s, 6H): 3.20 (s,
3H); 3.87 (d, 1H, J=8.2Hz); 6.69 (s,
2H); 7.60 (d, 2H, J=8.1Hz): 7.74 (d, 2H,
J=8.1Hz); 12.78 (s, 1H)

“A(ES-): 435 (M-H); MP=146-150°C.

=g
4-2

- Eff] 5-4-2, 7" vhay D
- I3 70%.

- feta iR, (250 MHz, CDCly):
0.95-1.02 (m. 1H): 1.10-1.24 (m, 1H):
1.36-1.45 (m, 1H); 1.50 (s, 6H):
1.77-1.94 (m, 1H); 2.18 (s, BH): 3.33 (s,
3H): 4.04 (d, 1H, J=6.5Hz): 6.60 (s,
2H): 7.51 (d, 2H, J=8.0Hz): 7.66 (d, 2H,
J=8.0Hz)

<A(ES-): 435 (M-H).

L&
5-1

- Efwp] 5-5-1, 7" vhay D,

- I 77%.

FEELEE R, (250 MHz, CDCly):
0.82-0.90 (m, 5H); 1.37-1.44 (m, 3H);
1.50 (s, 6H); 1.52-1.58 (m, 2H);
1.91-1.95 (m, 1H); 2.19 (s, 6H);
3.36-3.40 (m, 2H); 3.94 (d, 1H,
J=7.4Hz): 6.69 (s, 2H); 7.21 (d, 2H,
J=8.3Hz); 7.42 (d, 2H, J=8.3Hz)

- YA(ES-): 493.2 (M-H).

gbooooao
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=g
5-2

- FfEfH 5-5-2, 7" vlay D,
- I 85%.

{5k 4, (250 MHz, CDCly):
0.89-1.09 (m, 4H); 1.16-1.29 (m, 1H):;
1.32-1.45 (m, 3H): 1.48 (s, 6H);
1.54-1.65 (m, 2H): 1.74-1.95 (m, 1H);
2.17 (s, 6H); 3.38 (t, 2H, J=6.4Hz); 4.06
(d, 1H, J=6.4Hz); 6.60 (s, 2H); 7.22 (d,
2H, J=8.1Hz); 7.41 (d, 2H, J=8.1Hz)
YA(ES-): 493.2 (M-H).

fee4
6-1

- Elati 5-6-1, 7" nhai D,
- ¥ =8 59 %.

(s iR, (250 MHz, CDCl):
0.82-0.94 (m, 4H); 1.19-1.23 (m, 3H);
1.33-1.37 (m, 2H); 1.50 (s, 6H);
1.45-1.49 (m, 2H); 1.63-1.69 (m, 5H);
1.91-1.95 (m, 1H): 2.19 (s, 6H); 3.41 (1,
2H, J=6.3Hz): 3.89 (d, 1H, J=7.4Hz);
6.69 (s, 2H): 7.21 (d, 2H, J=8.4Hz);
7.42 (d, 2H, J=8.4Hz)

<A(ES-): 547.3 (M-H).

e
6-2

- Efipi 5-6-2, 7 w3k D,
- L 45%.

Mo iR e), (250 MHz, CDCly):
0.82-0.94 (m, 4H); 1.10-1.60 (m, 13H);
1.63-1.87 (m, 6H): 2.16 (s, 6H); 3.40 (t,
2H, J=6.6Hz); 4.04 (d, 1H, J=6.5Hz);
6.59 (s, 2H); 7.21 (d, 2H, J=8.4Hz);
7.40 (d, 2H, J=8.4Hz)

YAES-): 547.3 (M-H).

L&
71

- Ehw| 5-7-1, 7" vhay D,
- 50%,
- VRBEAN: VT dmn ki iE - 99/

e 3R, (DMSO-de): 0.71-0.79 (m,
1H); 0.86-0.93 (m, 1H); 1.23-1.31 (m,
1H); 1.46 (s, 6H); 1.80-1.87 (m, 1H);
2.10 (s, 3H); 3.18 (s, 3H): 3.84-3.87 (m,
1H); 6.57-6.61 (m, 1H); 6.76-6.79 (m,
2H): 7.32-7.36 (m, 2H); 7.45-7.53 (m,
2H): 12.94 (br s, 1H)

“A(ES-): 437 (M-H).
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=y’
72

- Bl 5-7-2, 7 vhay D,
- 2R 40%,
- VREEAN: ¥ un A3 8 1) 99/

FESLEE A, (250 MHz, DMSO-ds):
0.87-0.94 (m, 1H); 1.03-1.10 (m, 1H);
1.23-1.31 (m, 1H); 1.43 (s, 6H);
1.80-1.87 (m, 1H); 2.04 (s, 3H); 3.19 (s,
3H); 3.65-3.68 (m, 1H); 6.50-6.53 (m,
1H): 6.65-6.73 (m, 2H); 7.32-7.36 (m,
2H); 7.47-7.50 (m, 2H); 12.91 (br s, 1H)
YA(ES-): 437.1 (M-H).

1

et
81

- £t 5-8-1, 7" vhay D,
- [V 50%,
- RBER VT hen kvl rs j-0 99/1

- HEG IR, (250 MHz, DMSO-dg):
0.68-0.76 (m, 1H); 0.78-0.86 (m, 1H);
0.97 (t, 3H, J=7.3Hz); 1.30-1.36 (m,
1H); 1.33 (s, 6H); 1.64-1.78 (m, 2H):
1.70-1.94 (m, 1H); 2.12 (s, 6H); 3.12 (s,
3H); 3.67 (d, 1H, J=7.8Hz); 3.90 (t, 2H,
J=6.5Hz): 6.69 (s, 2H); 6.89 (d, 2H,
J=8.6Hz): 7.25 (d, 2H, J=8.6Hz): 12.79
(br s, 1H)

YA(ES-): 426.1 (M-H).

b4
8-2

- FEfif5l 5-8-2, 7" viay D,
- X3 40%,
- VRBER: V7 pen il i8 ) - 99/1

- gAY, (250 MHz, DMSO-ds):
0.82-0.89 (m, 1H); 0.93-1.07 (m, 4H);
1.28-1.39(m, 7H); 1.63-1.77 (m, 3H);
2.06 (s, 6H); 3.12 (s, 3H); 3.82 (d, 1H,
J=7.0Hz): 3.89 (t, 2H, J=6.5Hz); 6.58
(s, 2H); 6.68 (d, 2H, J=8.6Hz); 7.24 (d,
2H, J=8.6Hz); 12.76 (br s, 1H)
YAES-): 426.1 (M-H).

{e54%
9-1

- el 5-9-1, 7" nhay D,
- ¥ 28 15%.

F1 64 5 {4, (250 MHz, DMSO-de):
0.74-0.81 (m, 1H); 0.89-0.97 (m, 1H);
1.23-1.29 (m, 1H); 1.32 (s, 6H);
1.94-2.02 (m, 1H); 2.10 (s, 6H); 3.19 (s.
3H): 3.83 (d, 1H, J=8.1Hz); 6.69 (s,
2H): 7.54 (d, 2H, J=8.2Hz); 7.72 (d, 2H,
J=8.2Hz); 12.77 (br s, 1H)

- TA(ES-): 467.1 (M-H), MP =135-137°C.

gboooog
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=g
10-1

- FZhEf 5-10-1, 7" ey D,
- IR 70%.

{5k 4, (250 MHz, CDCly):
0.82-0.96 (m, 2H); 1.23 (t, 3H,
J=7.1Hz); 1.38-1.43 (m, 1H); 1.51 (s,
6H): 1.88-1.93 (m, 1H); 2.21 (s, 6H):
3.41-3.48 (m, 2H); 3.96 (d, 1H,
J=7.4Hz); 6.70 (s, 2H); 7.23 (d, 2H,
J=8.1Hz): 7.42 (d, 2H, J=8.1Hz)
YA(ES-): 465.0 (M-H).

=g’
10-2

- Ehafl 5-10-2, 7" velay D,
- U 5R: 65%.

F1f4 [l {4, (400 MHz, CDCls): 0.86-0.96
(m, 1H); 1.15-1.30 (m, 4H); 1.34-1.42
(m, 1H); 1.48 (s, 6H); 1.81-1.91 (m,
1H); 2.16 (s, 6H); 3.42-3.48 (m, 2H);
4.02 (d, 1H, J=7.1Hz); 6.57 (s, 2H);
7.21(d, 2H, J=8.1Hz); 7.42 (d, 2H,
J=8.1Hz): 9.11 (br s, 1H)

ZA(ES-): 465.0 (M-H).

&4
1141

- Ehf 5-11-1, 7 vlay D,
- 3R 19 %.

(A MR Y, (250 MHz, CDCly):
0.82-0.94 (m, 2H); 1.47 (s, 6H);
1.45-1.49 (m, 1H); 1.91-1.95 (m, 1H);
2.20 (s, 6H); 4.00 (d, 1H, J=7.4Hz):
4.39 (d, 1H, J=12.1Hz); 4.58 (d, 1H,
J=12.1Hz); 6.69 (s, 2H); 7.11-7.56 (m,
9H)

YAES-): 528.1 (M-H).

L&
112

- Ehwp] 5-11-2, 7" vlap D,
- Z: 75 %.

(4 ik, (250 MHz, CDCly):
0.96-1.04 (m, 1H); 1.17-1.22 (m, 1H);
1.41-1.47 (m, 1H); 1.50 (s, 6H);
1.82-1.92 (m, 1H); 2.20 (s, 6H); 4.17 (d,
1H, J=7.1Hz); 4.39 (d, 1H, J=12.1Hz);
4.58 (d, 1H, J=12.1Hz); 6.59 (s, 2H):
7.24-7.47 (m, 9H)

vA(ES-): 528.1 (M-H).
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- Mfa ik, (250 MHz, DMSO-ds):
0.79-0.86 (m, 1H); 0.95-1.05 (m, 1H);
1.35-1.43 (m, 1H); 1.49 (s, 6H);

{b&d | - FHEfl 5-12-1, 7" efay D, 1.93-1.99 (m, 1H): 2.18 (s, 6H); 3.31 (s,
12-1 | - IL3R: 73 %. 3H); 4.23 (d, 1H, J=7.7Hz); 6.69 (s,

2H); 7.30-7.38 (m, 1H); 7.44-7.5 (m,

1H): 7.6-7.66 (m, 1H): 9.28 (s, 1H).

YX(ES-): 453 (M-H).

- fEfE R4, (400 MHz, CDCl,):
0.92-1.00 (m, 1H); 1.09 -1.17 (m, 1H);
1.35-1.43 (m, 1H); 1.47 (s, 6H);

&% | - FEhafl 5-12-2, 7' elay D, 1.87-1.95 (m, 1H); 2.15 (s, 6H); 3.31 (s,
12-2 | - I3 82 %. 3H); 4.36 (d, 1H, J=6.8Hz): 6.58 (s,

2H); 7.3-7.38 (m, 1H); 7.42-7.48 (m,

1H); 7.58-7.64 (m, 1H)

YAES-): 453 (M-H).

- MR, (250 MHz, DMSO-ds):
0.76-0.84 (m, 1H); 0.96-1.04 (m, 1H);
1.31-1.44 (m, 1H); 1.48(s, 6H);

{t&% | - FEhifl 5-13-1, 7 ebay D, 1.92-2.00 (m, 1H); 2.17 (s, 6H); 3.26 (s,
13-1 | - [5L3R: 83%. 3H): 4.26 (d, 1H, J=7.5Hz); 6.68 (s,

2H); 7.26-7.30 (m, 1H); 7.32-7.36 (m,

2H): 7.55-7.64 (m, 1H)

YA(ES-): 451 (M-H).

MG LR, (250 MHz, CDCla):

0.90-0.97 (m, 1H); 1.09 -1.16 (m, 1H);

1.34 -1.42 (m, 1H); 1.46 (s, 6H);

LA | - FhE#l 5-13-2, 7 vhayv D, 1.86-1.93 (m, 1H); 2.14 (s, 6H); 3.25 (s,
13-2 | - L3 76%. 3H); 4.36 (d, 1H, J=6.7Hz); 6.57 (s,
2H); 7.28-7.34 (m, 3H); 7.55-7.57 (m,
1H)

- vA(ES-): 451 (M-H).

gbooood
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&%
14-1

- EfEf5l 5-14-1, 7 nbay D,
'iﬁ%33289h
- VR V7 den jBulA8 v 95/5

- Mgk e, (300 MHz, DMSO-dg):
0.72-0.80 (m, 1H); 0.87-0.95 (m, 1H);
1.20-1.35 (m, 7H); 1.93-2.02 (m, 1H);
2.10 (s, 6H); 3.17 (s, 3H); 3.79(d, 1H,
J=8.2Hz): 6.68 (s, 2H); 7.35 (d, 2H,
J=8.5Hz); 7.49 (d, 2H, J=8.5Hz);
YAES+): 475 (M+Na).

fe&
14-2

- FEfifl 5-14-2, 7" vbay D,
—HR%3;619@
- YREEHI: T hen iBu 48 v 95/5

- ISR, (300 MHz, DMSO-dg):
0.85-0.92 (m, 1H); 1.02-1.11 (m, 1H);
1.20-1.35 (m, 7H); 1.77-1.86 (m, 1H);
2.05 (s, 6H); 3.18 (s, 3H); 3.98 (d, 1H,
J=7.0Hz); 6.57 (s, 2H); 7.33 (d, 2H,
J=8.5Hz); 7.48 (d, 2H, J=8.5Hz)
YA(ES+): 475 (M+Na),

- MP = 190-194°C.

ile=g
14-1-1

- EiH] 5-14-1-1, 7 vhay D,

'HQ§514596

- TEEER: ¥ dunphslaE )l 96/4 to
95/5.

F A, (300 MHz, DMSO-dg): 0.75

(m, 1H, J=4.9Hz); 0.89 (m, 1H,

J=4.9Hz); 1.20-1.35 (m, 7H); 1.92 (m,

1H, J=5.2Hz); 2.10 (s, 6H); 3.17 (s, 3H);

3.79 (d, 1H, J=8.2Hz); 6.68 (s, 2H);

7.35(d, 2H, J=8.5Hz); 7.49 (d, 2H,

J=8.5Hz); 12.79 (s, 1H)

- YA(ES+): 453.2 (M+H),

- MP = 155-156°C

- Rt=15.33 min. Chiralpak AD-H 250x4.6
mm (~7" 4//IPA 97/3 0.1%TFA).

- ee = 100%.
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- FIfE R, (300 MHz, DMSO-dg): 0.75
(m, 1H, J=4.9Hz); 0.89 (m, 1H,
J=4.9Hz); 1.20-1.35 (m, 7H); 1.92 (m,
1H, J=5.2Hz); 2.10 (s, 6H); 3.17 (s, 3H);

- e 5-14-1-2, 7 vhay D, 3.79 (d, 1H, J=8.2Hz); 6.68 (s, 2H);

L&t | - W 77% 7.35 (d, 2H, J=8.5Hz); 7.49 (d, 2H,

14-1-2 | - V747" we’ pr-7h CEEREB L U8 | J=8.5Hz); 12.77 (s, 1H) 10

it - YA(ES+): 453.2 (M+H)

- MP = 155-156°C

- Rt=18.43 min. Chiralpak AD-H 250x4.6
mm (~7° #//IPA 97/3 0.1%TFA).

- ee = 99.6%.

- e g4, (300 MHz, CDCI3):
0.87-1.08 (m, 1H): 1.08-1.29 (m, 1H);
1.34-1.44 (m, 1H); 1.47 (s, BH): 20
1.70-1.89 (m, 1H); 2.15 (s, 6H): 3.32 (s,

- Efifi] 5-14-2-1, 7' nhap D, 3H); 3.98 (d, 1H, J=7.6Hz); 6.59 (s,

- L3R 59% 2H); 7.26 (d, 2H, J=8.1Hz); 7.41 (d, 2H,

- VRBER. v uurisih ). 95/5. J=8.1Hz)

- YA(ES-): 451 (M-H)

- Rt=14.04 min, Chiralpak AD-H 250x4.6
mm (~7° #//IPA 97/3 0.1%TFA)

-ee=9517%.

- fEfa ke, (300 MHz, CDCI3):
0.87-1.08 (m, 1H): 1.08-1.29 (m, 1H);
1.34-1.44 (m, 1H); 1.47 (s, 6H):
1.70-1.89 (m, 1H); 2.15 (s, 6H): 3.32 (s,

- | 5-14-2-2, 7" vhay D, 3H); 3.98 (d, 1H, J=7.6Hz); 6.59 (s,

_ % 85% 2H); 7.26 (d, 2H, J=8.1Hz); 7.41 (d, 2H,

- VBRI ¥ unpRuirg )<l 95/5. J=8.1Hz)

- YA(ES-): 451 (M-H)

- Rt=19.15 min, Chiralpak AD-H 250x4.6
mm (~7° #//IPA 97/3 0.1%TFA)

- ee = 97.55%.

=g
14-2-1

30

L&)
14-2-2
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=g
15-1

- gl 5-15-1, 7 epay D,
'qﬁﬁﬁl34%h

- VREER: V7 pen iy - 95/5.

- R4, (300 MHz, CDCI3):
0.64-0.76 (m, 1H); 0.77-0.87 (m, 1H);
1.06 (d, 6H, J=6.9Hz); 1.21-1.48 (m,
7H); 1.85-1.98 (m, 1H); 3.12-3.31 (m,
4H); 3.78 (d, 1H, J=7.3Hz); 6.49-6.59
(m, 1H); 6.61-6.76 (m, 1H); 6.78-6.87
(m, 1H); 7.20 (d, 2H, J=8.2Hz); 7.35 (d,
2H, J=8.2Hz)

vAHES-): 465 (M-H).

1

te¥
15-2

- e 5-15-2, 7 vpai D,
- L 5R: 63%,

- TEHEA: ¥ henpguirs -0 95/5.

- R, (300 MHz, CDCI):
0.82-1.03 (m, 8H); 1.04-1.37 (m, 7H);
1.72-1.83 (m, 1H); 3.06-3.18 (m, 1H);
3.27 (s, 3H); 3.83-3.87 (m, 1H): 6.40 (d,
1H, J=7.4Hz); 6.52-6.71 (m, 2H); 7.17
(d, 2H, J=8.4Hz); 7.35 (d, 2H, J=8.4Hz)
YAES+): 465 (M-H).

e
16-1

- EfgfF 5-16-1, 7" vpay D,
- I3 61%,

- TEREA: VT ren s liE - 95/5.

- fEfa ke, (300 MHz, CDCI3):
0.79-0.84 (m, 1H); 1.01-1.08 (m, 1H);
1.34-1.44 (m, 1H): 1.48 (s, 6H):
2.00-2.09 (m, 1H): 2.17 (s, BH); 3.22 (s,
3H); 4.40 (d, 1H, J=5.9Hz); 6.66 (s,
2H); 7.87 (d, 1H, J=8.2Hz); 7.92 (s,
1H); 7.95 (d, 1H, J=8.2Hz)

<A(ES-): 503.1 (M-H).

=g’
16-2

- ] 5-16-2, 7 vlap D,
'42251629&

- TR ¥ den jgulrs -0 95/5,

164 5 42, (300 MHz, CDCI3): 0.84-0.91
(m, 1H); 1.15-1.30 (m, 1H); 1.30-1.42
(m, 1H); 1.45 (s, 6H); 1.92-2.04 (m,
1H); 2.13 (s, 6H); 3.19 (s, 3H): 4.54 (d,
1H, J=4.8Hz); 6.56 (s, 2H); 7.84-7.92
(m, 3H)

- YA(ES-): 503.1 (M-H), MP=127-130°C.
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goooao

- fEf4 R4, (300 MHz, CDCI3):
0.72-0.82 (m, 1H); 0.94-1.03 (m, 1H);
1.37-1.49 (m, 1H); 1.48 (s, 6H);

wowm | FHEFl 5-17-1, 7" ehanv D, 1.81-1.93 (m, 1H); 2.20 (s, 6H): 3.30 (s,
1;'1 - L 3R: 45%, 3H); 3.87 (s, 3H); 4.34 (d, 1H,
- VRBEA): VT Junigulrs -y 95/5, J=7.5Hz); 6.67 (s, 2H); 6.73-6.81 (m,
1H); 6.88-6.92 (m, 1H); 7.45 (d, 1H,
J=8.7Hz)

- YA(ES-): 481 (M-H).

- R, (300 MHz, CDCI):
0.67-0.80 (m, 1H); 0.84-0.93 (m, 3H);
0.94-1.04 (m, 1H); 1.23-1.39 (m, 5H);
1.42-1.52 (m, 4H); 1.47 (s, 6H);

- Eip] 5-18-1, 7" nepan D, ( ) ( )

&t 1.54-1.76 (m, 3H); 1.47 (s, 6H): 3.28
- LR 59%, (de = 80%).
18-1 o (m, 3H); 3.83 (d, 1H, J=7.5Hz); 6.67 (s,

- FRBEA: V7 pen }ulrs -0 95/5.
2H); 6.87 (d, 1H, J=8.3Hz J=1.1Hz);
6.98 (m, 1H); 7.16-7.30 (m, 1H); 7.44
(dd, 1H, J=7.6Hz J=1.8Hz)

- YA(ES-): 467 (M-H).

- fE¢E R4, (300 MHz, CDCI3):
0.81-0.91 (m, 1H); 0.94-1.04 (m, 1H);
1.38-1.48 (m, 1H); 1.63 (s, 6H);

- Ehif 5-19-1, 7 vlay D, ( ) ( )
=7} ik 659 1.98-2.12 (m, 1H); 3.20 (s, 3H); 3.83 (d,
19-1 ‘,,fé' ° 1H, J=7.4Hz); 6.92-6.98 (m, 2H);
- VRBEA): ¥ Junrdulri - 95/5,
7.22-7.30 (m, 3H); 7.39 (d, 2H,
J=8.6Hz)

- YA(ES-): 501/503 (M-H).

- MR Y, (300 MHz, CDCI3):
0.83-0.94 (m, 1H); 0.99-1.11 (m, 1H);
1.38-1.48 (m, 1H); 1.57 (s, 6H);

- il 5-20-1, 7 vpay D, ( ) ( )

A=y LR K3 1.54-1.76 (m, 1H); 3.28 (s, 3H); 3.83 (d,
- I :
20-1 gl i 1H, J=7.3Hz): 6.65 (d, 2H, J=9.0Hz);

- BRI 7 Jen s34 -0 95/5.
7.25 (d, 2H, J=8.7Hz); 7.39 (d, 2H,
J=8.7Hz)

- vA(ES-): 459 (M-H).
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Ooo0o0ogano
- gAY, (300 MHz, DMSO):
0.58-0.64 (m, 2H); 0.72-0.79 (m, 1H);
0.83-0.93 (m, 3H); 1.22-1.29 (m, 1H);
1.46 (s, 6H): 1.95-2.03 (m, 1H):
- Effif] 5-21-1, 7' ehay D, ( ) ( )
s 2.09-2.16 (m, 1H); 3.18 (s, 3H): 3.8 (d,
- =R 78%,
21-1 1H, J=7.8Hz): 6.42-6.46 (m,1H):; 6.65

- VREEF: 7 punjduiE - 95/5.

(d, 1H, J=8.5Hz): 6.69-6.76 (M, 1H);
7.37 (d, 2H, J=8.5Hz); 7.5 (d, 2H,
J=8.5Hz)

- YHES+): 465 (M+H).
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—F#T7 :
Gald-hPPAR « (LBD) | Gal4-hPPAR y (LBD) | Gal4hPPAR § (LBD)
EC,(z M) | TOPGHHRY) | ECi( u M) | TOPGHIR%) | EC, (1 M) | TOPGeHR%)

&1 0.239 44 0.044 68 0.04 84
{5412 0.186 33 0.019 17 0.054 83
{L&2-1 0.635 35 0.110 72 0.152 85
{L&¥3-1 0.105 57 0.035 79 0.054 )
L5432 0.139 42 0.018 65 0.169 75
{L&a1 0.064 47 0.020 84 0.016 92
{L&5-1 0.047 44 0.143 84 0.034 62
{k&¥5-2 0.054 47 0.021 12 0.057 60
{61 0.068 36 0.094 71 0.100 72
{5462 0.026 38 0.034 79 0.131 66
{L&T-1 0.265 42 0.045 55 0.035 90
{E¥9-1 0.010 50 0.011 i 0.014 89
fb&W10-1 | 0.038 51 0.095 71 0.014 90
{L&¥10-2 | 0.030 43 0.039 74 0.024 73
{L&w11-1 | 0.021 46 0.116 86 0.079 75
fb&W11-2 | 0.100 42 0.023 87 0.122 67
fb&W12-1 | 0.053 A7 0.012 71 0.007 89
fb&w12-2 | 0.090 37 0.003 85 0.013 78
{LE¥13-1 | 0.652 26 0.072 72 0.328 59
{bEW13-2 | 0.623 28 0.009 71 0.214 57
{bEW14-1 | 0.032 60 0.025 66 0.007 81
fb&w1a-2 | 0.041 58 0.017 58 0.03 74
fb&W14-1-1 | 0.211 43 0.081 78 0.027 67
{LH14-1-2 | 0.012 46 0.011 82 0.004 90
{bE14-2-1 | 0.05 44 0.016 90 0.019 78
{bEW14-2-2 | 0.017 44 0.016 72 0.059 57
{b&W15-1 | 0.449 24 0.066 66 0.105 92
{L&¥15-2 | 0.145 31 0.046 69 0.123 96
{t5416-1 | 0.108 40 0.014 80 0.044 60
fb&W16-2 | 0.05 50 0.002 88 0.012 71
{b&W17-1 | 0.038 49 0.012 75 0.006 86
{L&W18-1 | 0.059 44 0.026 84 0.157 78
{L&819-1 | 0.157 53 0.097 64 0.026 100
{54201 | 0.143 50 0.230 67 0.087 84
{b&W21-1 | 3.650 17 0.828 48 3.271 88
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—38 :

AUC t(g/mL*h) F % 184, i 5
i 71803 92.9 0.37
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