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[1,2-e][1,3,4-] BE—1E —4a (3H) - R FHE ( FHALS SI0C-Y-022 KR ),

[0041]  (23) (S)-7T- 5 —-3,5— =& —2-[[ FAEIHI - FATBEZ ) & ] Tl ] &
I [1,2-e] [1,3,4-] BE—1E —4a (3H) - R TR (AL S SI0C-Y-023 7R ),

[0042]  (24) (S)-T- 5 -3,56— =& —2-[[ FAEIEHIE Q- KFMRAZE ) =& ] Tl ] &
JF [1,2-e][1,3,4-] B & —4a (3H) - RERFRE ( HAICS SI0C-Y-024 &7 ),

[0043]  (25) (S)-7- % -3,5- & —2—-[[ &I (2- mbmg FIREEZS ) 22 ] FBLE |
efigf [1,2-e][1,3,4-] BE 1R —4a (3H) - RIL T s ( HAL 'S SI0C-Y-025 KR ),

[0044]  (26) (S)-7- % -3,5- & —2-[[ AL - FATREZE) 2% ] FBE ]
efigf [1,2-e][1,3,4-] BE 1R —4a (3H) - I T s ( HAL'S SI0C-Y-026 KK ),

[0045]  (27) (S)-7- % —3,5— & —2-[ [ FAZEIRAE 2- (4- 5 —6- EEmenE ) 228 1 /
Mk 1 it [1,2-e][1,3,4-] BE 1 —4a BH) - R TS (S SI0C-Y-027 £IR ),
[0046]  (28) (S)-7-% 3,56 & —2-[[ AR 2- (4, 6 — 4 EmenE ) 205 ] Ik
5] eiidF [1,2-e][1,3,4-] BEHE —4a (3H) - BRI PR ( AL SI0C-Y-028 K 7R ),
[0047]  (29) (S)-7-5 3,5 — & —2-[ FEERE 4- PEEFRE) @ PEE ] gt
[1,2-e][1,3,4-] & Ik —da- RERFRE ( IS5 SIOC-Y-029 £ ),

[0048]  (30) (S)-7-% 3,5 — & —2-[ FEERE 4- CHEEFRE) @ PEE ] ¢t
[1,2-e][1,3,4-] BE—RE —da— RIRFHE ( HALS STIOC-Y-030 KR ) »

[0049]  (31) (S)-7T-5 3,5 — & —2-[ A EHRE U- IENAERE) REFBE ] &
I [1,2-e][1,3,4-] B —da— RIRFRE (FHAS SI0C-Y-031 X7 ),

[0050]  (32) (S)-7T-5 3,5 — & —2-[ FaEERE - REERE) fEPEE ] ot
[1,2-e][1,3,4-] BE 1 —da- RN ( LS SIOC-Y-032 &8 ),

[0051]  (33) (S)-T-5 -3,5 — & —2-[ FEERE U- IETHREFRE) REFBE ] &
I [1,2-e][1,3,4-] B —da— RIRFNE (LS SI0C-Y-033 K7 ),

[0052]  (34) (S)-7T-%-3,5 — & —2-[ AL (4- IEREAFERE ) AP ] &
I [1,2-e] [1,3,4-] BE 1 —da— RIRFNE (FHALS SI0C-Y-034 £IR ),

[0053]  (35) (S)-7T-%-3,5 — & —2-[ Fa &I (4- IECAIERK) P B ] &
JF [1,2-e][1,3,4-] B —4a- REFEs ( LS SI0C-Y-035 £ ),

[0054]  (36) (S)-7- % 3,5 — & —2-[ AU (4- =9 PAIERIL) LB ]
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efidf [1,2-e][1,3,4-] BE 1R —4a- RIR Tl (AT SI0C-Y-036 KK ) ,

[0055]  (37) (S)-7T- %L -3,5 — & —2-[ FAERE (4- M CHEERE) dEFWEE ]
efidf [1,2-e][1,3,4-] BE 1R —4a- IRl (AT SI0C-Y-037 KK ) ,

[0056]  (38) (S)-7T-%L 3,56 — & —2-[ FAERAEE (4- R EARE) 2AEPWE ] &
I [1,2-e][1,3,4-] BEIE —4a— IR T s ( H{L'5 STIOC-Y-038 &7 ),

[0057]  (39) (S)-7- % -3,5 — & —2-[ AR (2- =5 PAEEREL ) 2T WL ]
efidf [1,2-e][1,3,4-] REZHE —da- R TN ( AL SI0C-Y-039 KR ),

[0058]  (40) (S)-7- 5 3,6 — & —2-[ WA 2-[ (3~ = PEAERE ) 2 ] F
WEsE 1 e [1,2-e][1,3,4-] BE M —4a- R Tl ( HALS SI0C-Y-040 7R ),

[0059]  (41) (S)-T-& -3,6 — & —2-[ FHEIERE Q- R 4- =FEELE) &&E ] HF
WESE 1 e [1,2-e][1,3,4-] BE M ~da- R Tl ( HAS ST0C-Y-041 7R ) »

[0060]  (42) (S)-7T-& -3,56 — & —2-[ A 4- MRERE) A& ] P ] éidf
[1,2-e][1,3,4-] BE 1 —da— RIRFHE ( HALS SIOC-Y-042 KR ),

[0061]  (43) (S)-T-5 -3,5 — & —2-[ FEERE 4- CBAR R ) REFBE ] &
I [1,2-e][1,3,4-] BE1E —da— RIRFEE (FHALS SI0C-Y-043 X7 ),

[0062]  (44) (S)-7T-% 3,6 — & —2-[ FHEERE (4- FEERE) HETIE ] dijf
[1,2-e][1,3,4-] BEMF —da- SRR F S (AT STOC-Y-044 F£7R ),

[0063]  (45) (S)-7T- %l 3,56 — & —2-[ FAEERE (4- CBLERE) HETFEE ] dijf
[1,2-e][1,3,4-] BHE & —da- BRIETRE ( LS SI0C-Y-045 £R ),

[0064]  (46) (S)-7T- %L 3,56 — & —2-[ FAERE (4- FBLAERE ) AP WE ] &
I [1,2-e][1,3,4-] BE M —4a— RIE T s ( HALS STOC-Y-046 IR ) »

[0065]  (47) (S)-7T- %0 -3,5 — & —2-[ FAERE (4- = PRiERE ) AP WA ]
efidf [1,2-e][1,3,4-] BE M —4a— R TG (AT STOC-Y-047 KR ),

[0066]  (48) (S)-7- 4 -3,5 — & —2-[ AR (2,4- = FEIERE ) 2T WAL ]
gfidf [1,2-e][1,3,4-] B —4a— RIRF Ml (LS SI0C-Y-048 IR ) ,

[0067]  (49) (S)—(+)-7T- 5 -3,5- —& —2-[ HAEEmE (2,4- SRR ) 2Bk |
gfigf [1,2-e][1,3,4-] BE T —4a (3H) - IR FHs ( HARS SI0C-Y-049 KR ),

[0068]  (50) (S)-7- 5 —3,5- & —2-[ HEARE (2- —HPHEE 5/ - X&) &%
Ak ] Eigf [1,2-e][1,3,4-] BETE ~4a (3H) - FRR R ( S ST0C-Y-050 &7~ ) ,
[0069]  (51) (S)-7T- % -3,5 — & —2-[ AR (4 —CHFEFE ) REFBE ] &
I [1,2-e] [1,3,4-] BE—E —4a— RIRFEE ( HALS SI0C-Y-051 X7 ),

[0070]  (52) (S)-7T- % -3,5 — & —2-[ FE AT (4 —FERE) fEFEE ] Hif
[1,2-e][1,3,4-] BEMR —4a B FEHG R ( AT STOC-Y-052 7R ) .

[0071]  AKRUMAED SRS ST

[0072]
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wEY 'H NMR

8.33-8.28 (m, 1H), 7.77-7.68 (m, 1H), 7.63 (d, J = 8.1 Hz, 1H),
SIOC-Y-001 | 7.35 (d, J = 8.1 Hz, 1H), 7.21-7.27 (m, 2H), 7.09-7.02 (m, 1H),
5.83 (d, J = 9.9 Hz, 1H), 5.25 (d, J = 9.9 Hz, 1H), 3.76 (s, 3H), 3.70
(s, 3H), 3.44 (d, J = 16.5 Hz, 1H), 3.22 (d, J = 16.5 Hz, 1H).

8.14 (d, J = 7.5 Hz, 1H), 7.96-7.83 (m, 2H), 7.66-7.44 (m, 4H),
SIOC-Y-002 | 7.36-7.25 (m, 3H), 5.70 (d, J = 9.0 Hz, 1H), 5.26 (d, J = 9.6 Hz,
1H), 3.76-3.64 (m, 6H), 3.48 (d, J = 16.5 Hz, 1H), 3.27 (d, J = 16.8
Hz, 1H).

SIOC-Y-003 | 8.17 (d, J = 4.8 Hz, 1H), 7.43 (s, 1H), 7.38 (d, J = 8.7 Hz, 1H),
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7.30-7.22 (m, 2H), 6.89 (d, J = 5.1 Hz, 1H), 5.82 (d, J = 9.9 Hz,
1H), 5.24 (d, J = 9.6 Hz, 1H), 3.74 (s, 3H), 3.70 (s, 3H), 3.45 (d, J
= 16.5 Hz, 1H), 3.22 (d, J = 16.2 Hz, 1H), 2.36 (s, 3H).

SIOC-Y-004

759 (t, J = 7.8 Hz, 1H), 7.42 (d, J = 8.4 Hz, 1H), 7.35(d, J = 8.4
Hz, 1H), 7.31-7.21 (m, 2H), 6.90 (d, J = 7.5 Hz, 1H), 5.82 (d, J =
10.2 Hz, 1H), 5.24 (d, J = 10.2 Hz, 1H), 3.77 (s, 3H), 3.71 (s, 3H),
3.45 (d, J = 16.5 Hz, 1H), 3.23 (d, J = 16.2 Hz, 1H), 2.39 (s, 3H).

SIOC-Y-005

8.33 (s, 1H), 7.83 (dd, J = 8.7,2.7 Hz, 1H), 7.63 (d, J = 8.7 Hz,
1H), 7.37 (d, J = 8.7 Hz, 1H), 7.32-7.22 (m, 2H), 5.84 (d, J = 10.2
Hz, 1H), 5.26 (d, J = 10.2 Hz, 1H), 3.78 (s, 3H), 3.72 (s, 3H), 3.47
(d, d =16.2 Hz, 1H), 3.25 (d, J = 16.2 Hz, 1H).

SIOC-Y-006

8.47 (s, 1H), 7.99 (dd, J = 8.4,1.8 Hz, 1H), 7.54 (d, J = 9.0 Hz,
1H), 7.36 (d, J = 8.7 Hz, 1H), 7.31-7.22 (m, 2H), 5.83 (d, J = 9.6
Hz, 1H), 5.25 (d, J = 10.2 Hz, 1H), 3.77 (s, 3H), 3.72 (s, 3H), 3.46
(d, J = 16.2 Hz, 1H), 3.25 (d, J = 16.2 Hz, 1H).

SIOC-Y-008

8.38 (s, 1H), 7.67 (dd, J = 11.4,2.1 Hz, 1H), 7.50 (d, J = 8.1 Hz,
1H), 7.40-7.28 (m, 3H), 5.72 (d, J = 9.3 Hz, 1H), 5.21 (d, J = 9.9
Hz, 1H), 3.75 (s, 3H), 3.69 (s, 3H), 3.49 (d, J = 16.2 Hz, 1H), 3.26
(d, = 16.5Hz, 1H).

SIOC-Y-009

8.33(dd, J = 4.5,1.8 Hz,1H), 7.67 (dd, J = 7.8,1.5 Hz, 1H), 7.49 (d,
J = 8.4 Hz, 1H), 7.37-7.27 (m, 3H), 5.64 (d, J = 9.6 Hz, 1H), 5.23
(d, J = 9.3 Hz, 1H), 3.77 (s, 3H), 3.71 (s, 3H), 3.46 (d, J = 16.8 Hz,
1H), 3.23 (d, J = 16.5 Hz, 1H).

SIOC-Y-010

7.98-7.74 (m, 3H), 7.60-7.24 (m, 6H), 5.63 (d, J = 9.3 Hz, 1H),
5.30 (d, J = 9.3 Hz, 1H), 3.76-3.67 (m, 9H), 3.43 (d, J = 10.2 Hz,
1H), 3.28 (d, J = 9.0 Hz, 1H).

SIOC-Y-011

7.94-7.74 (m, 3H), 7.59-7.23 (m, 6H), 5.78-564 (m, 1H),
5.33-5.15 (m, 1H), 4.26-4.10 (m, 2H), 3.76-3.63 (m, 6H),
3.56-3.37 (m, 1H), 3.33-3.14 (m, 1H), 1.43-1.28 (m , 3H).

SIOC-Y-012

7.98-7.72 (m, 3H), 7.58-7.23 (m, 6H), 578564 (m, 1H),
533-5.16 (m, 1H), 4.15-3.99 (m, 2H), 3.77-3.64 (m, 6H),
3.53-3.38 (m, 1H), 3.31-317 (m, 1H), 1.88-1.62 (m ,2H),
1.12-0.92 (m, 3H).

SIOC-Y-013

7.96-7.74 (m, 3H), 7.59-7.24 (m, 6H), 5.78-564 (m, 1H)
5.31-5.16 (m, 1H), 4.194.02 (m, 2H), 3.77-3.64 (m, 6H),
3.53-3.39 (m, 1H), 3.31-3.18 (m, 1H), 1.90-1.62 (m 2H),
1.53-1.17 (m, 4H), 0.99-0.78 (m, 3H).

SIOC-Y-014

7.92.7.73 (m, 3H), 7.57-7.20 (m, 6H), 5.77-562 (m, 1H),
5.30-5.15 (m, 1H), 4.18-4.03 (m, 2H), 3.76-3.63 (m, 6H),
3.52-3.39 (m, 1H), 3.32-318 (m, 1H), 1.85-1.62 (m ,2H),
1.51-1.12 (m, 6H), 0.94-0.78 (m, 3H).

SIOC-Y-015

7.95-7.71 (m, 3H), 7.63-7.21 (m, 6H), 5.80-5.66 (m, 1H),
5.33-5.16 (m, 1H), 4.79-459 (m, 1H), 3.74-3.63 (m, 6H),
3.50-3.37 (m, 1H), 3.29-3.16 (m, 1H), 1.38-1.23 (m, 6H).

SIOC-Y-016

7.96-7.74 (m, 3H), 7.59-7.23 (m, 6H), 5.78-5.64 (m, 1H),
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5.33-5.14 (m, 1H), 4.20-4.05 (m, 2H), 3.77-3.64 (m, 6H),
3.65-3.37 (m, 1H), 3.34-3.15 (m, 1H), 1.86-1.55 (m, 4H),
1.05-0.88 (m, 3H).

SIOC-Y-017

7.36 (d, J = 9.0 Hz,1H), 7.30-7.22 (m, 2H), 6.81 (s, 1H), 5.85 (d, J
= 9.9 Hz, 1H), 3.76 (s, 3H), 3.71 (s, 3H), 3.45 (d, J = 16.5 Hz, 1H),
3.22 (d, J = 15.9 Hz, 1H), 2.43 (s, 6H).

SIOC-Y-018

7.94-7.72 (m, 3H), 7.56-7.25 (m, BH), 572560 (m, 1H),
5.33-514 (m, 1H), 3.77-3.59 (m, 6H), 3.54-3.37 (m, 1H),
3.34-3.17 (m, 1H), 1.26-1.10 (m, OH).

SIOC-Y-019

8.18 (s, 1H), 8.00 (t, J = 8.1Hz, 2H), 7.74 (d, J = 8.1Hz, 1H)
7.66-7.47 (m, 5H), 6.52 (brs, 1H), 5.71 (d, J = 9.6 Hz, 1H), 5.08 (d,
J = 9.9 Hz, 1H), 3.77 (s, 3H), 3.74 (s, 3H), 3.52 (d, J = 15.9Hz,
1H), 3.33 (d, J = 15.6Hz, 1H).

SIOC-Y-020

8.07-7.80 (m, 4H), 7.63-7.45 (m,
5.75-5.60 (m, 1H), 5.27-5.13 (m,
3.48-3.37 (m, 1H), 3.27-3.17 (m,
1.84-1.57 (m, 4H), 0.91-0.83 (m, 3H).

2H), 7.35-7.15 (m, 3H),
1H), 3.73-3.67 (m, 6H),
1H), 2.62-2.44 (m ,2H),

SIOC-Y-021

8.08-7.80 (m, 4H), 7.68-7.44 (m, 3H), 7.407.16 (m, 2H)
5.74-562 (m, 1H), 529-516 (m, 1H), 3.74-361 (m, 6H),
3.42-3.33 (m, 1H), 3.27-3.15 (m, 1H), 2.33-2.16 (m ,3H).

SIOC-Y-022

8.07-7.79 (m, 4H), 7.65-7.45 (m, 2H), 7.36-7.14 (m, 3H)
5.75-5.58 (m, 1H), 5.28-5.12 (m, 1H), 3.75-3.57 (m, 6H),
3.49-335 (m, 1H), 3.29-3.14 (m, 1H), 2.68-2.46 (m ,2H),
1.31-1.18 (m, 3H).

SIOC-Y-023

8.01-7.74 (m, 3H), 7.63-7.33 (m, 4H),
5.75-5.60 (m, 1H), 5.35-6.15 (m, 3H),
3.54-3.38 (m, 4H), 3.30-3.18 (m, 1H).

7.32-7.22 (m, 2H),
3.80-3.63 (m, 6H),

SIOC-Y-024

8.33-7.85 (m, 6H), 7.69-6.81 (m, 8H), 578557 (m, 1H),
5.23-5.08 (m, 3H), 3.73-3.49 (m, 6H), 3.47-2.81 (m, 2H).

SIOC-Y-025

8.11-7.85(m, 4H), 7.75-7.37 (m, 6H), 7.31-7.16 (m, 2H), 5.78-5.61
(m, 1H), 5.26-5.16 (m, 1H), 3.75-3.57 (m, 6H), 3.54-3.03 (m, 2H).

SIOC-Y-026

8.10-7.80 (m, 4H), 7.66-7.47 (m, 3H), 7.45-7.30 (m, 2H),
575-5.64 (m, 1H), 5.26-5.18 (m, 1H), 3.79-3.64 (m, 6H),
3.53-3.40 (m, 1H), 3.37-3.24 (m, 1H)

SIOC-Y-027

7.42-7.24 (m, 3H), 6.49 (s, 1H), 5.83 (d, J = 9.9 Hz, 1H), 3.91 (s,
3H), 3.81 (s, 3H), 3.71 (s, 3H), 3.47 (d, J = 16.2 Hz, 1H), 3.23 (d, J
=16.2 Hz, 1H).

SIOC-Y-028

7.40-7.22 (m, 3H), 5.83 (d, J = 10.2 Hz, 1H), 5.77 (s, 1H), 5.22 (d,
J =9.9 Hz, 1H), 3.85 (s, 6H), 3.80 (s, 3H), 3.69 (s, 3H), 3.46 (d, J
= 16.5 Hz, 1H), 3.21 (d, J = 16.2 Hz,1H).

SIOC-Y-029

8.41-8.23 (m, 3H), 8.09 (d, J = 9.6 Hz, 1H), 7.66-7.39 (m, 5H),
7.37-7.28 (m, 2H), 5.68 (t, J = 11.1 Hz, 1H), 5.24 (t, J = 11.4 Hz,
1H), 3.99 (s, 3H), 3.70 (s, 6H), 3.47 (d, J = 16.5 Hz, 1H), 3.25 (d,
J = 16.5 Hz,1H).

SIOC-Y-030

8.39-8.27 (m, 1H), 8.08 (d, J = 7.8 Hz, 1H), 7.64-7.27 (m, 6H),
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6.82-6.71 (m, 1H), 5.68 (t, J = 10.5 Hz, 1H), 5.24 (t, J = 10.5 Hz,
1H), 4.27-4.13 (m, 2H), 3.72-3.64 (s, 6H), 3.47-3.36 (m, 1H),
3.32-3.18 (m,1H), 1.58-1.46 (m, 3H).

8.40-8.27 (m, 1H), 8.07 (d, J = 8.1 Hz, 1H), 7.63-7.21 (m, 6H),
SIOC-Y-031 | 6.82-6.71 (m, 1H), .67 (t, J = 12.3 Hz, 1H), 5.23 (t, J = 9.9 Hz,
1H), 4.16-4.00 (m, 2H), 3.73-3.63 (m, 6H), 3.36-3.26 (m, 1H),
3.18-3.07 (m,1H), 1.18-0.96 (m, 5H).

8.41-8.27 (m, 1H), 8.09 (d, J = 7.8 Hz, 1H), 7.65-7.41(m, 4H),
7.38-7.30 (m, 2H), 6.80 (d, J = 7.8 Hz, 1H), 5.72 (t, J = 10.2 Hz,
1H), 5.27 (t, J = 10.2 Hz, 1H), 4.83-4.68 (m, 1H), 3.75-3.67 (s,
6H), 3.49 (d, J = 16.2 Hz, 1H), 3.28 (d, J = 16.2 Hz, 1H), 1.46 (s,
6H).

8.42-8.27 (m, 1H), 8.09 (d, J = 8.7 Hz, 1H), 7.65-7.26 (m, 6H),
6.83-6.73 (m, 1H), 5.69 (¢, J = 10.2 Hz, 1H), 5.25 (t, J = 10.2 Hz,
1H), 4.22-4. 08 (m, 2H), 3.75-3.67 (s, 6H), 3.49 (d, J = 16.2 Hz,
1H), 3.27 (d, J = 16.2 Hz, 1H), 2.00-1.84 (m, 2H), 1.70-1.53 (m,
2H), 1.09-0.98 (m, 3H).

8.40-8.28 (m, 1H), 8.09 (d, J = 7.5 Hz, 1H), 7.66-7.29 (m, 6H),
SIOC-Y-034 | 6.84-6.73 (m, 1H), 5.70 (t, J = 9.0 Hz, 1H), 5.25 (t, J = 9.0 Hz, 1H),
414 (t, J = 6.0 Hz, 2H), 3.71 (s, BH), 3.49 (d, J = 16.2 Hz,1H),
3.27 (d, J = 16.2 Hz, 1H), 1.99-1.87 (m, 2H), 1.62-1.36 (m, 4H),
0.98 (t, J = 6.9 Hz, 3H).

[0080] 8.42-8.28 (m, 1H), 8.09 (d, J = 9.0 Hz, 1H), 7.64-7.26 (m, 6H),
SIOC-Y-035 | 6.85-6.73 (m, 1H), 5.69 (t, J = 11.4 Hz, 1H), 5.26 (t, J = 11.4 Hz,
1H), 4.22-4.09 (m, 2H), 3.75-3.67 (s, 6H), 3.49 (d, J = 16.5 Hz,
1H), 3.27 (d, J = 16.5 Hz, 1H), 2.01-1.86 (m, 2H), 1.66-1.49 (m,
2H), 1.47-1.34 (m, 4H), 0.99-0.81 (m, 3H).

8.27-8.14 (m, 2H), 7.71-7.28 (m, 7H), 5.69 (d, J = 9.6 Hz, 1H),
SIOC-Y-036 | 5.26 (d, J = 9.6 Hz, 1H) 3.73 (s, 6H), 3.50 (d, J = 16.5 Hz,1H),
3.28 (d, J = 16.5 Hz,1H).

5: 8.41-8.26 (m, 1H), 8.14 (d, J = 8.1 Hz, 1H), 7.71-7.25 (m, 6H),
SIOC-Y-037 | 6.79 (d, J = 8.1 Hz, 1H), 5.80-5.64 (m, 1H), 5.36-5.18 (m, 1H),
5.54 (q, J = 7.8 Hz, 2H), 5.51 (d, J = 16.2 Hz, 1H), 5.29 (d, J =
16.2 Hz, 1H), 3.73 (s, 6H).

8.33-8.20 (m, 2H), 7.90 (d, J = 7.8 Hz, 1H), 7.76-7.63 (m, 2H),
SIOC-Y-038 | 7.58 (d, J = 7.8 Hz, 1H), 7.38-7.29 (m, 3H), 571 (d, J = 8.4
Hz,1H), 5.28 (d, J.= 8.4 Hz, 1H), 3.74 (s, 6H), 3.50 (d, J = 16.8
Hz,1H), 3.28 (d, J = 16.8 Hz,1H).

8.22 (d, J = 9.0 Hz, 1H), 7.97-7.81 (m, 2H), 7.73 (s, 1H), 7.62-7.26
SIOC-Y-039 | (m, 5H), 5.71 (d, J = 9.0 Hz, 1H), 5.27 (d, J = 9.0 Hz, 1H), 3.75 (s,
6H), 3.50 (d, J = 16.5 Hz, 1H), 3.27 (d, J = 16.5 Hz, 1H).

8.13 (s, 1H), 8.02-7.86 (m, 2H), 7.67 (d, J = 7.5 Hz, 1H), 7.56 (d, J
SIOC-Y-040 | = 7.5 Hz, 1H), 7.53-7.30 (m, 5H), 5.83-5.60 (m, 1H), 5.40-5.15 (m,
5H), 3.71 (s, 6H), 3.52 (d, J = 16.2 Hz, 1H), 3.39-3.20 (m, 1H).
7.64-7.49 (m, 2H), 7.43-7.29 (m, 3H), 7.20 (d, J = 7.8 Hz, 1H),

SIOC-Y-032

SIOC-Y-033
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[0081]

[0082]
[0083]

SIOC-Y-041

5.66 (d, J = 9.0 Hz, 1H), 5.24 (d, J = 9.9 Hz, 1H), 3.76 (s, 3H), 3.73
(s, 3H), 3.49 (d, J = 16.8 Hz, 1H), 3.26 (d, J = 16.5 Hz, 1H).

SIOC-Y-042

8.25 (d, J = 7.8 Hz, 2H), 7.53-7.45 (m, 3H), 7.38-7.31 (m, 2H),
5.77 (d, J = 10.2 Hz, 1H), 6.25 (d, J = 9.6 Hz, 1H), 3.78 (s, 3H),
3.74 (s, 3H), 3.52 (d, J = 15.9 Hz, 1H), 3.28 (d, J = 16.5 Hz, 1H).

SIOC-Y-043

8.10-7.98 (m, 2H), 7.46 (d, J = 8.4 Hz, 1H), 7.40-7.24 (m, 4H),
5.70 (d, J = 9.6 Hz, 1H), 5.21 (d, J = 9.9 Hz, 1H), 4.40-4.26 (m,
2H), 3.79-3.60 (m, 6H), 3.45 (d, J = 15.9 Hz, 1H), 3.21 (d, J = 16.2
Hz, 1H),1.41-1.27(m, 3H).

SIOC-Y-044

7.98 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.1 Hz, 1H), 7.42 (d, J = 8.7
Hz, 2H), 7.33 (d, J = 8.1 Hz, 2H), 5.75 (d, J = 10.2 Hz, 1H), 5.24
(d, J = 9.9 Hz, 1H), 3.76 (s, 3H), 3.73 (s, 3H), 3.50 (d, J = 16.2 Hz,
1H), 3.27 (d, J = 16.2 Hz, 1H).

SIOC-Y-045

8.03 (d, J = 8.7 Hz, 2H), 7.48 (d, J = 8.1 Hz, 1H), 7.43-7.28 (m,
4H), 5.73 (d, J = 9.9 Hz, 1H), 5.22 (d, J = 9.9 Hz, 1H), 3.90 (s, 3H),
3.75 (s, 3H), 3.70 (s, 3H), 3.58 (d, J = 16.8 Hz, 1H), 3.25 (d, J =
16.8 Hz, 1H).

SIOC-Y-046

8.03 (d, J = 8.7 Hz, 2H), 7.48 (d, J = 8.1 Hz, 1H), 7.43-7.28 (m,
4H), 5.73 (d, J = 9.9 Hz, 1H), 5.22 (d, J = 9.9 Hz, 1H), 3.90 (s, 3H),
3.75 (s, 3H), 3.70 (s, 3H), 3.58 (d, J = 16.8 Hz, 1H), 3.25 (d, J =
16.8 Hz, 1H).

SIOC-Y-047

7.65 (d, J = 8.4 Hz, 2H), 7.48 (d, J = 8.4 Hz, 1H), 7.42-7.29 (m,
4H), 5.74 (d, J = 9.6 Hz, 1H), 5.22 (d, J = 9.6 Hz, 1H), 3.74 (s, 3H),
3.71 (s, 3H), 3.49 (d, J = 16.5 Hz, 1H), 3.26 (d, J = 16.5 Hz, 1H).

SIOC-Y-048

7.50 (d, J = 8.1 Hz, 1H), 7.34-7.25 (m, 2H), 6.92-6.76 (m, 3H),
5.68 (d, J = 9.6 Hz, 1H), 5.21 (d, J = 9.6 Hz, 1H), 3.78 (s, 3H), 3.73
(s, 3H), 3.71 (s, 6H), 3.47 (d, J = 16.5 Hz, 1H), 3.25 (d, J = 16.5
Hz, 1H).

SIOC-Y-049

8.47 (d, J = 8.1 Hz, 1H), 7.61 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 8.17
Hz, 1H), 7.39-7.30 (m, 3H), 5.66 (d, J = 9.6 Hz, 1H), 525 (d, J =
9.6 Hz, 1H), 3.78 (s, 3H), 3.74 (s, 3H), 3.49 (d, J = 16.5 Hz, 1H),
3.26 (d, J = 17.1 Hz, 1H).

SIOC-Y-050

7.50 (d, J = 8.7 Hz, 1H), 7.44 (d, J = 2.1 Hz, 1H), 7.41-7.31 (m,
3H), 7.30-7-26 (m, 1H), 5.69 (d, J = 9.6 Hz, 1H), 5.24 (d, J = 9.3
Hz, 1H), 3.74 (s, 63H), 3.51 (d, J = 16.8 Hz, 1H), 3.29 (d, J =
16.8Hz, 1H).

SIOC-Y-051

7.56 (d, J =8.4 Hz,1H), 7.35-7.24 (m, 4H), 6.89 (s, 1H), 6.86 (s, 1H), 5.69
(d, J = 9.6 Hz, 1H), 5.19 (d, J = 10.2 Hz, 1H), 4.04-3.97 (m, 2H), 3.71 (s,
6H), 3.48 (d, J = 16.2 Hz, 1H), 3.26 (d, J = 16.5 Hz, 1H), 1.41-1.37 (m, 3H).

SIOC-Y-052

7.56 (d, J = 8.1 Hz, 1H), 7.35 (d, J = 8.1 Hz, 1H), 7.32 (s, 1H),
7.28-7.17 (m, 4H), 5.71 (d, J = 9.9 Hz, 1H), 5.22 (d, J = 9.9 Hz,
1H), 3.72 (s, 3H), 3.72 (s, 3H), 3.50 (d, J = 16.8 Hz, 1H), 3.27 (d, J
= 16.5 Hz, 1H), 2.35 (s, 3H) .

b N= BUORE SR S 26 7k, R IEAE T, i AR U N D8R

(1) BL2-(FF 3E)-7- & 8 3F [1,2-e][1,3,4]] M — & -2,4a(3H,5H) - — #&
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W% —da— LG RIS 5O, ZEVE 7 a HH LA PA/C N HEALT a, HEAT INE R NV, [ N EE N

20°C~ 120°C, RN )R 1-15 A KA, O 58 B SR 13 B P [RIA B

[0084]  (2) LA (ZUBRIL) (D55 ) S LM IR A Rk ¢, 585 (1) 33K Ak B,

TERH b, ZEAEAT) b AR, AT 46 6 ROV, [RNVAELEE R 0°C ~ 100°CA3 274 N HUR

e RS

[0085]  LIE (1) FrRkIVEH a h ZIRTRE . 2R L BE . Tl . 25 APkt 5

Fis = SR BE A ) — s A L B RIR AR

[oog6] IR (1) Pl e MR Ky 45°C~ 85°C, R N K J1 2 4-6 KA K.

[0087]  JDIR (2) FTRIIHHI b A LIRS LBE LR OB P OB O & e —

ALBE AP L PRI — Pl A Ll ERTR S

[0088] LI (2) AIRMIMEALTI b N, N- — S THIE 20 = 2% e sRURIE

[o089] DR (2) PRI VAR E A 20°C~ 60°C,

[0090]  JDIR (2) Af3 N EUEE IR G YR H E L5 5 7 07 7y Bl BUR FAE &

T B I 7 VEREAT Ay B AliAk, PR B T 6 i 5 VSR R O R O R SRR

Bs LR OHE O —F Pt R Lkt =SB A A7 s o ) — sl iy A L E VR

il

[0091]  —7Ff N- EUAREE IR 2R G N A iz A A W 2% o5 B0, X RG B 2% g

PEIEE] 80% ~ 100% o

[0092]  SELAH EARAHEL, AR AW G5 (1) AT SR NOE , &0 — 2

B HA R B TER N BURRE 280 54 Y001-Y052,

[0093]  AJRBH¥S A N HURIE KA A1) STOC-Y-(001-052) X 7KFEM CEl R HL (/)

SRR ) L EL MR A A 4 S SRR = AR TR R B AL A ST0C-Y-(001-052)
e FE A 500mg/L I, 4S54 ST0C-Y-006.014.038.041-043.046.,047.049.051 X Hf;

HUR 7R HE 100 % 1% A PE, 036,037,039 XAk B 7R HE 80 %6 119 3% HU 14k, (ELX At 3 Fh ik

BEARZE N R HEHER ZE SUE R HEH . RGN 4 Fh d bR = P o B PR 35 4 22 1)

Teo

[0094]  VEMEANA W PRARIK L UE— D I 1k, 45 R 3K B STOC-Y-047 XAk B AT R I H A8 47 1)

o HE M, 2R BT 20mg/L IS 5% VST A 100% o FEA A4S AR T B v 1k B 5 FARAIR, 73k

F& 20mg/L 2 ARG HUR VS ZE SO R B . 5 RR LG4 ST0C-Y-047 Xl 3

FURHSUROE R P 22 5 e g 3 EC,, J8 TRl — ZE R

BAELHEAR

[0095] [ &h & B ARSI A A AT VR U I < A S G AT LA R BH R R T S A R
PN AT S, 25 T TR I S Ty SO AR R AR R A R B R AP TE AR TR
A R SE Tt

[0096]  ASEISKFH 2—- (4 ) -7- & et [1,2-e][1,3,4]] M & -2,4a (3H,5H) - —
BIE —da— FEEEE (A) A BUBHE Pd/CHEAL N AT NS RN, IR 7- A -2, 3, 4a,
5- VYA EiJf [1,2-e] [1,3,4]] BEZIE —4a- FIRFHE B) F5 (RURIEE) (J5%) AEFR
G R4 (C) BEAT 46 SN 5 e N8 3R il 26 N HUARIE /b5, I W U Bn Ko R
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5, Ar RN J7 5.

[0097]  DLUF KA B S o) (1K) 4R A

[0098]  7- % -2,3,4a,5- WUEEHIF [1,2-e][1,3,4]] FEIE —da- FE TN B) 1IHI&
[0099]  7E 50ml f B E I = RN, A LB FlE (20ml), 2- (F5 ) -7- A HiJf
[1,2-e][1,3,4] BE 1 -2, 4a (3H, 5H) - —&RFR 4a— FFELNE (200mg) , 10% Pd/C(30mg) , &/
LRY R SOV 30 438 s I I EESL (O, IIAN,N- Z R N3 L% (200mg) , [FIB R &S
TRy, B BURY, ROV 12-18 /NI s RS, KV, A S B 2L, Je /K it IR
T, Wi, AT J5 RIS N BURRE R 54

[o100]  AKRBZMEA (1) WAEVEIHIE AR LN A RNV AT, RV AU -
[0101]

o) o Y 0o 0
N-—N>\\0,Bn N-N N_NJH',JLO/
) )y PdCH /©i>;)) ar Ny © Y A
o o o
cl o HO o}
Q \
\
A B |

[0102] St 1

[01038]  (S)-7- % -3,5- & —2-[[ SIS (nkie) 2E 1 B 1 oigf [1,2-e] (1,

3,4-] BE & —4a (3H) - IR F s (STOC-Y-001) (1)

[0104]  7F 50m] VIR A Z R g (20m1),10% Pd/C (50mg) Al 2—-( I ) -7 & B

I [1,2-e][1,3,4] W 1% -2,4a (3H, 5H) - R 4a— FHEREE (A) (200mg, 0. 5mmol) , &K

PR R 30 438 s (CRURES ) (2-1ikng ) ZEF R F NS (130mg, 0. 6mmol) ) LFR
SV (10m1) , I N, N= A EE L% (200mg, 1. 5mmol) [F]B R &S AR, oo S A%

P, N 12-18 /MBS B B, K PE, S P RE ARG, oK R EE T8, Wk 4a, SRk iR

FEENT 8, AR B A A 161, Img, 7758 69. 5%, K5 1 :150-152°C,

[0105]  [F]3H43 STOC-Y-002 & ST0C-Y-052 14L& 4.

[oto6]  Sjfsl] 2. (S)-7- 5 —3,5— & —2-[[ FIAAEIRAE (28) &4 ] Bl 1 &idf (1,

2-e][1,3,4-] ME—1E —4a (3H) - BILFHE (SIOC-Y-002) [KIH]4%

[0107]

(0]
>\——N
i > o)
(0]

Cl O

H3CO

[0108] &4 :81-83C,
[0109] "H NMR (300MHzZ , CDC13) § :8.14(d, J = 7.5Hz,1H),7.96-7.83 (m, 2H) ,
7.66-7. 44 (m,4H) ,7. 36-7. 25(m, 3H) ,5.70(d, J = 9.0Hz,1H),5.26(d, J] = 9.6Hz, 1H),

3.76-3. 64 (m,6H) , 3. 48(d, J] = 16. 5Hz, 1H),3. 27(d, J = 16. 8Hz, 1H) ,
23
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[0110] 3. (S)-7T- % 3,5~ =& —2-[[ ML [2- (- FEEILNE ) ] 22 ] LS ]
3 [1,2-e][1,3,4-] HEHE ~4a (3H) - SRR FEE (STOC-Y-003)
[0111]

cl o
HsCO

[0112] & A& :169-171°C.,

[0113]  'H NMR(300MHz, CDC1,) 8 :8.17(d, J] = 4.8Hz,1H),7.43(s,1H),7.38(d, ] =
8. THz, 1H) , 7. 30-7. 22 (m, 2H) ,6. 89 (d, J = 5. 1Hz, 1H) ,5.82(d, J = 9. 9Hz, 1H),5. 24(d, J
=9. 6Hz, 1H), 3. 74 (s, 3H),3. 70 (s, 3H) , 3. 45(d, J = 16. 5Hz, 1H) , 3. 22 (d, J = 16. 2Hz, 1H) ,
2.36(s,3H)

[0114] 4. (S)-7T- -3,5- & —2-[[ AR IRE [2-(6- FZEntee )] 22 ] Tl ] o

ij [1,2‘@] [173’4_] H;‘E:H% _48(3H)_¥§E§Eﬁ@§
oy
Hs

[0115]
>/-—OCH3

>\,
X

o)

cl 0
HsCO

[o116]  J& /4 :84-86°C,

[0117]  'H NMR(300MHz, CDCl,) 6 :7.59(t, J = 7.8Hz,1H),7.42(d, J = 8.4Hz, 1H),
7.35(d, J] = 8.4Hz, 1H),7. 31-7. 21 (m, 2H) ,6.90(d, J = 7. 5Hz, 1H),5.82(d, J = 10. 2Hz,
1H),5.24(d, J = 10. 2Hz, 1H), 3. 77 (s, 3H) , 3. 71 (s, 3H) , 3. 45(d, ] = 16. 5Hz, 11) , 3. 23 (d,
J = 16.2Hz, 1H),2. 39 (s, 3H) .

[o118] 5. (S)-7T-% -3,5- & —2-[[ FEEIRE [2- G- IRMteg ) ] &2 1 FBLE 1 ¢iJf
[1,2-e][1,3,4-] W& 18 —4a (3H) - L1 H g

[0119]

cl 0
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[0120]  #A% :127-129°C,

[0121]1  'H NMR (300MHz,CDC1,) & :8.33(s,1H),7.83(dd,J =8.7,2. 7THz, 1H),7.63(d, ] =
8. THz, 1H),7.37(d, J = 8. 7Hz, 1H), 7. 32-7. 22 (m, 2H) , 5. 84(d, ] = 10. 2Hz, 1H) , 5. 26 (d,
J = 10. 2Hz, 1H), 3. 78 (s, 3H) , 3. 72 (s, 3H) , 3. 47 (d, J = 16. 2Hz, 1H), 3. 25(d, ] = 16. 2Hz,
1H) »

[0122] 6. (S)-7- %l -3,5- & —2-[[ A4 EIRAE [2- (5 mntbng ) ] &(2E 1 FBLSE ] &iJf
[1,2-e][1,3,4-] W1 —4a (3H) - &1 g

[0123]

~!

-

o)

0 N
N
N,,?’ )—OCH3
)
o}

cl 0
HsCO

[0124]  J& A :154-156C.

[0125] 'H NMR(300MHz, CDC1,) & :8.47 (s, 1H),7.99(dd, J = 8.4, 1. 8Hz,1H),7.54(d, J
= 9.0Hz, 1H),7.36(d, ] = 8. THz, 1H) , 7. 31-7. 22 (m, 2H) , 5. 83 (d, J = 9. 6Hz, 1H) , 5. 25 (d,
J = 10. 2Hz, 1H), 3. 77(s,3H) , 3. 72(s,3H) , 3. 46 (d, ] = 16. 2Hz, 1H), 3. 25(d, J = 16. 2Hz,
1H) .

[0126] 8. (S)-7- & -3,5- & —2-[[ FAUEIRAES [4-(2- SUkng ) ] 2 2E 1 B 1 eidf
[1,2-e][1,3,4-] W& & —4a (3H) - L1 T g

[0127]
e
o | _N
>—N
N-N >/-—OCH3
/)
o]
cl 0
HsCO

[0128] J&/4 :63-66C,

[0129]  'H NMR (300MHz, CDC1,) & :8.38(s,1H),7.67(dd, J = 11.4,2. 1Hz, 1H),7.50(d, J
= 8. 1Hz, 1H), 7. 40-7. 28 (m, 3H) , 5. 72(d, J = 9. 3Hz, 1H) ,5. 21 (d, ] = 9. 9Hz, 1H), 3. 75 (s,
3H),3.69(s,3H),3.49(d, J = 16. 2Hz, 1H), 3. 26(d, J = 16. 5Hz, 1H) .

[0130] 9. (S)-7- & —3,5—- & —2-[[ FAUIEIIAE [3- (2 Sbng ) ] 28 1 B ] e Jf
[1,2-e][1,3,4-] BE & —4a (3H) - F& T IE

[0131]
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Cl N
| N
o) =

N}—-OCH
4 3

cl o
HsCO

[0132]  #/4 :91-93°C.,

[0133] 'H NMR(300MHz,CDCl,) § :8.33(dd,J=4.5,1.8Hz,1H),7.67(dd,]J=7.8, 1. 5Hz,
1H),7.49(d, J = 8.4Hz,1H),7.37-7.27 (m,3H) ,5.64(d, ] = 9.6Hz,1H),5.23(d, ] =
9. 3Hz, 1H), 3. 77 (s, 3H) , 3. 71 (s, 3H) , 3. 46 (d, J = 16. 8Hz, 1H), 3. 23(d, J = 16. 5Hz, 1H) .

[0134]  10. (S)-7T- & —-3,5— =& —2-[[ FHEEmI (- FEELE) & ] FEE ] &t
[1,2-e][1,3,4-] B —4a (3H) - ¥R 1% T fis

[0135]

Q
N

N_,\?d )—OCH;

/) O

O

ci O
HsCO

[0136]  J%5 A1 :105-107°C.,

[0137] 'H NMR(300MHz, CDC1,) & :7.98-7.74 (m,3H),7.60-7. 24 (m,6H),5.63(d, ] =
9. 3Hz, 1H) ,5. 30(d, J = 9. 3Hz, 1H) , 3. 76-3. 67 (m, 9H) , 3. 43(d, J = 10. 2Hz, 1H) , 3. 28 (d, J
= 9. OHz, 1H) .

[0138]  11. (S)-7- %l —-3,5— —& —2-[[ FHEEHIE (2- LHELE) & ] PR ] ¢t
[1,2-e][1,3,4-] W& —4a (3H) - JR 1% T fis

[0139]
(P

o)

N
N-—N>— )/-—OCH3
i ) o]
o)
cl O
H3CO
[0140] YA/ :75-T7°C,
[0141] 'H NMR(300MHz, CDC1,) & :7.94-7.74 (m,3H),7.59-7. 23 (m,6H) , 5. 78-5. 64 (m,
1H),5.33-5.15(m, 1H) ,4. 26-4. 10 (m, 2H) , 3. 76-3. 63 (m, 6H) , 3. 55-3. 37 (m, LH),
3.33-3. 14 (m, 1H), 1. 43—-1. 28 (m, 3H) .
[0142]  12. (S)-7T- & -3,5- & —2-[[ &I - FNEIESE) &I ] FmEst | e
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ij [1,2‘@] [1’374_] ﬂ;\ﬁ‘:ﬂ% _43(3H)_ ?‘fi@f‘iEﬁ@E

[0143]
DOWy
o>\_N
N-N »—OCH;:,
7 ) o]
o}

cl O

H3CO
[0144] A& 77-79C
[0145] 'H NMR(300MHz, CDC1,) & :7.98-7.72(m,3H),7.58-7. 23 (m, 6H) , 5. 78-5. 64 (m,
1H) ,5.33-5. 16 (m, 1H) , 4. 15-3. 99 (m, 2H) , 3. 77-3. 64 (m, 6H) , 3. 53-3. 38 (m, 1H) ,
3.31-3. 17 (m, 1H) , 1. 88-1. 62 (m, 2H) , 1. 12-0. 92 (m, 3H) »
[o146]  13. (S)-7- 3 —-3,56— & —2-[[ FHEEmIL (- IERAFZE) &% ] Pl ] &
I [1,2-e][1,3,4-] W 2 —4a (3H) - B T fig
[0147]

Cl
HsCO

[0148]  JA s :55-57°C

[0149] 'H NMR(300MHz, CDC1,) & :7.96-7.74 (m,3H),7.59-7. 24 (m, 6H) , 5. 78-5. 64 (m,
1H),5.31-5. 16 (m, 1H) , 4. 19-4. 02 (m, 2H) , 3. 77-3. 64 (m, 6H) , 3. 53-3. 39 (m, 1H) ,
3.31-3. 18 (m, 1H) , 1. 90-1. 62 (m, 2H) , 1. 53-1. 17 (m, 4H) , 0. 99-0. 78 (m, 3H) .

[0150]  14. (S)-7- & -3,5— & —2-[[ FHEEHIE - IECHIEZE) &% ] FBE ] &
I [1,2-e][1,3,4-] W& 2 —4a (3H) — B T fig

[0151]
(o

0
N

N—-N )/-—OCHa
/ > o]
o]

Cl O

HsCO

[0152] ¥4 :62-64°C
[0153] 'H NMR (300MHz, CDC13) 8§ :7.92-7.73(m,3H) ,7.57-7. 20 (m,6H) , 5. 77-5. 62 (m,
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1H) , 5. 30-5. 15 (m, 1H) , 4. 18-4. 03 (m, 2H) , 3. 76-3. 63 (m, 6H) , 3. 52-3. 39 (m, 1H) ,
3.32-3. 18 (m, 1H) , 1. 85—1. 62 (m, 2H) , 1. 51-1. 12 (m, 6H) , 0. 94-0. 78 (m, 3H) .

[0154]  15. (S)-7- R —-3,56— & —2-[[ FHEIEmIL (2- pAAIEZE) 22 ] B ] 6
I [1,2-e][1,3,4-] W 1z —4a (3H) - B T g

N
_ OCH;
Y o%
o)

cl o
HsCO

[0156]  #&4i :72-74°C

[0157]1 'H NMR(300MHz, CDC1,) & :7.95-7.71 (m,3H),7.63-7. 21 (m,6H) , 5. 80-5. 66 (m,
1H),5.33-5. 16 (m, 1H) , 4. 79-4. 59 (m, 1H) , 3. 74-3. 63 (m, 6H) , 3. 50-3. 37 (m, 1H) ,
3.29-3. 16 (m, 1H) , 1. 38-1. 23 (m, 6H) .

[0158]  16(S)-7-% -3,5—- & —2-[[ FEEIRE (- IETAES) &5 ] FBLE ] it
[1,2-e][1,3,4-] W& & —4a (3H) - L1 T g

[0159]

[0160]  J& /4 :79-81°C,

[0161] 'H NMR(300MHz, CDC1,) & :7.96-7.74 (m, 3H),7.59-7. 23 (m,6H) , 5. 78-5. 64 (m,
1H) , 5. 33-5. 14 (m, 1H) , 4. 20-4. 05 (m, 2H) , 3. 77-3. 64 (m, 6H) , 3. 55-3. 37 (m, LH) ,
3.34-3. 15 (m, 1H) , 1. 86-1. 55 (m, 4H) , 1. 05-0. 88 (m, 3H) .

[0162]  17. (S)-7- & —3,56— & —2-[[ FAIEHEE [2-(4,6- —HF5EmRE )] =& ]
WAk ] efidf [1,2-el [1,3,4-] BE M —4a (3H) - 2R F 8

[0163]

28



LS

CN 102391261 A WO B 24/42 T

0 N

N
Y
/ > o
(o]
. m;o

o\
[0164] ' NMR (300MHz, CDClS) 8§ :7.36(d, J] = 9.0Hz,1H),7.30-7. 22 (m,2H), 6. 81 (s,
1H),5.85(d, ] = 9.9Hz, 1H),3. 76 (s,3H) ,3. 71 (s,3H), 3. 45(d, J = 16. 5Hz, 1H) ,3. 22(d, J
= 15. 91z, 1H) , 2. 43 (s, 6H) »
[0165]  18. (S)-7- & —3,5- & —2-[[ R Q- FF T RAsZE ) &AL ] Pl ] &

ij [1,2‘@] [17374_] uﬁ:ﬂ% _48(3H)_ ?‘fi@f‘iEﬁ@E
[0166]

cl o

[0167] 47 5 :103-104°C

[0168] 'H NMR(300MHz, CDC1,) & :7.94-7.72(m,3H),7.56-7. 25 (m, 6H) , 5. 72-5. 60 (m,
1H) »5.33-5. 14 (m, 1H) , 3. 77-3. 59 (m, 6H) , 3. 54-3. 37 (m, 1H) , 3. 34-3. 17 (m, LH) ,
1. 26-1. 10 (m, 9H) »

[0169]  19. (S)-7- & —-3,5— & —2-[[ FHEEHKE 2- EELE) & ] PR ] &t
[1,2-e][1,3,4-] BE 1% —4a (3H) - % Tl

[0170]

>\—N
N-N »’ o\
/ > o)
joos
Cl o
O\

[0171] &4 :107-109°C
[0172] 'H NMR (300MHz, CDC1,) 6 :8.18(s,1H),8.00(t, J = 8.1Hz,2H),7.74(d, J =
8. 1Hz, 1H) 7. 66-7. 47 (m, 5H) , 6. 52 (brs, 1H) ,5. 71 (d, J = 9. 6Hz, 1H),5.08(d, J = 9. 9Hz,
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1H),3. 77 (s, 3H) , 3. 74 (s, 3H) , 3. 52(d, ] = 15. 9Hz, 1H), 3. 33(d, J = 15. 6Hz, 1H) »

[0173]  20. (S)-7- & -3,5—- & —2-[[ FAEIEEIRE (2- THRMEZS ) &UE 1 Pl ] &idf
[1,2-e][1,3,4-] W& 1% —4a (3H) - R 5

[0174]

N-N
i > o]
(I
Cl o)
o)
\
[0175] %% i :85-87°C

[0176] 'H NMR(300MHz, CDC1,) & :8.07-7.80 (m,4H),7. 63-7. 45 (m,2H) , 7. 35-7. 15 (m,
3H), 5. 75-5. 60 (m, 1H) , 5. 27-5. 13 (m, 1H) , 3. 73-3. 67 (m, 6H) , 3. 48-3. 37 (m, 1H) ,
3.27-3. 17 (m, 1H) , 2. 62-2. 44 (m, 2H) , 1. 84-1. 57 (m, 4H) , 0. 91-0. 83 (m, 3H) .

[0177]  21. (S)-T- & -3,56- & —2-[[ FHEEHRKI (2- LEEE ) 2 1 FELE ] it
[1,2-e][1,3,4-] B & —4a (3H) - ¥ 1% T fis

[0178]

[0179] & :93-95C

[0180] 'H NMR(300MHz, CDC1,) § :8.08-7.80 (m,4H),7.68-7. 44 (m,3H) , 7. 40-7. 16 (m,
2H) ,5.74-5. 62 (m, 1H) , 5. 29-5. 16 (m, 1H) , 3. 74-3. 61 (m, 6H) , 3. 42-3. 33 (m, 1H),
3.27-3. 15(m, 1H) , 2. 33-2. 16 (m, 3H) »

[o181]  22. (S)-T- A —-3,5— & —2-[[ A (2- WIRKRSE ) 2% 1 Pl ] it
[1,2-e][1,3,4-] W& & —4a (3H) - ¥R 1% T fis

[0182]
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[0183]  #/5 :87-89°C

[0184] 'H NMR(300MHz, CDCl,) & :8.07-7.79 (m,4H),7.65-7. 45 (m, 2H) , 7. 36-7. 14 (m,
3H),5.75-5.58(m, 1H) ,5.28-5. 12 (m, 1H) ,3. 75-3. 57 (m, 6H) , 3. 49-3. 35 (m, 1H),
3.29-3. 14 (m, 1H) , 2. 68-2. 46 (m, 2H) , 1. 31-1. 18 (m, 3H) .

[o185]  23. (S)-T- & —3,56— & —2-[[ FHEmI (2- PEPBEZE) &5 ] FBLE ] &
I [1,2-e][1,3,4-] B & -4a (3H) - 1% F AL

[0186]
\
O
o~ )
o)
>\—N Q
N-N >/" o\
4 > o]
JouS
(] o
o\

[0187] YA :71-73C

[0188] 'H NMR(300MHz, CDC1,) & :8.01-7.74 (m,3H),7.63-7. 33 (m,4H) , 7. 32-7. 22 (m,
21) , 5. 75-5. 60 (m, 11) , 5. 35-6. 15 (m, 3H) , 3. 80-3. 63 (m, 611) , 3. 54-3. 38 (m, 41) ,
3. 30-3. 18 (m, 1H) .

[0189]  24. (S)-T- & —-3,5— & —2-[[ FHEEHI - FHFMRMAEZE ) &5 ] FBELE ] &
I [1,2-e][1,3,4-] W 2 —4a (3H) — B T fig

[0190]

[0191]  #/% :109-111°C
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[0192]1 'H NMR(300MHz, CDC1,) & :8.33-7.85 (m,6H) ,7. 69-6. 81 (m,8H) , 5. 78-5. 57 (m,
1H) , 5. 23-5. 08 (m, 3H) , 3. 73-3. 49 (m, 6H) , 3. 47-2. 81 (m, 2H)

[0193]  25. (S)-7—- % —-3,5— & —2-[[ AU mIL (2- b FIRAE S ) 249k 1 Wit ]
efidf [1,2-e][1,3,4-] BE Mk —4a (3H) - 3R T 5

[0194]
mo
o/

)

Q QQ

>\——N
N 0
A )ob— \
JouS
cl o
c)\
[0195] % mi :80-82°C

[0196] 'H NMR(300MHz, CDC1,) & :8. 11-7. 85 (m, 4H) , 7. 75-7. 37 (m, 6H) , 7. 31-7. 16 (m,
2H) , 5. 78-5. 61 (m, 1H) , 5. 26-5. 16 (m, 1H) , 3. 75-3. 57 (m, 6H) , 3. 54-3. 03 (m, 2H) .
[0197]  26. (S)-7- A —-3,6— & —2-[[ A RE - FRTMAZ ) 25 ] Pl ]
efidf [1,2-e][1,3,4-] BE Mk —4a (3H) - K T 5
[0198]

0

o~

)

Q QQ

N
ey
/ > o)
0]
o\
[0199] A/ :97-99°C

[0200] 'H NMR(300MHz, CDC1,) & :8.10-7.80 (m,4H),7. 66-7. 47 (m,3H) , 7. 45-7. 30 (m,
2H), 5. 75-5. 64 (m, 1H) , 5. 26-5. 18 (m, 1H) , 3. 79-3. 64 (m, 6H) , 3. 53-3. 40 (m, 1H) ,
3.37-3. 24 (m, 1H) .

[0201]  27. (S)-T- % —3,5— =& —2-[[ FAIEHEE 2-(4- A —6- PaEmne ) =& ] #
MRS 1 efigF [1,2-e][1,3,4-] BEZME —4a (3H) - B & F IS

[0202]
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[0203] &R :61-63C
[0204] 'H NMR(300MHz, CDCl,) & :7.42-7. 24 (m,3H),6.49 (s, 1H),5.83(d, ] = 9. 9Hz,
1H),3.91 (s, 3H),3.81(s,3H),3. 71 (s,3H) ,3.47(d, J] = 16. 2Hz, 1H), 3. 23(d, J = 16. 2Hz,
1H).
[0205]  28. (S)-7- & -3,5- & —2-[[ &I 2- (4, 6- P4 IEmERE ) 20& ] Flt
5 EiFF [1,2-e] [1,3,4-] BERE ~4a (3H) - RIR F I5
[0206]

H3CO

cl o

[0207]  #F 55 :58-60C

[0208] 'H NMR(300MHz, CDCL,) & :7.40-7.22(m,3H),5.83(d, J = 10. 2Hz, 1H),5. 77 (s,
1H),5.22(d, ] = 9.9Hz, 1H), 3. 85 (s, 6H), 3. 80 (s, 3H) ,3. 69 (s, 3H), 3. 46 (d, ] = 16. 5Hz,
1H),3.21(d, J = 16. 2Hz, 1H) »

[0209]  29. (S)-T- & 3,6 — & —2-[ FHEERI 4- PFEERE) fEFEE ] &t
[1,2-e][1,3,4-] W& & —4a— R T g

[0210]

[0211]  #5 :87-88°C
[0212] 'H NMR(300MHz, CDC1,) 8§ :8.41-8.23(m,3H),8.09(d, J = 9. 6Hz, 1H),

33



CN 102391261 A WO B 29/42 T

7.66-7. 39 (m,5H) , 7. 37-7. 28 (m, 2H) , 5. 68 (t, J = 11. 1Hz, IH),5. 24 (t, J = 11. 4Hz, IH),
3.99 (s, 3H),3. 70 (s,6H),3.47(d, ] = 16. 5Hz, 1H), 3. 25(d, ] = 16. 5Hz, 1H) .
[0213]  30. (S)-7T- % 3,56 — & —2-[ FHEEHRIE (4- CHEERE ) &EEFIE ] it
[1,2-e][1,3,4-] W& 8 —4a— 3R PR P fis
[0214]

OC,Hs

~

RN

o)

N
gy
i > o]
(o]
RN
[0215] 4551 :75-77°C

[0216] 'H NMR(300MHz, CDC1,) & :8.39-8.27 (m, 1H),8.08(d, ] = 7.8Hz, 1H),
7.64-7. 27 (m, 6H) , 6. 82-6. 71 (m, 1H) , 5. 68 (t, J = 10. 5Hz, 1H) ,5. 24 (t, J = 10. 5Hz, 1H),
4. 27-4. 13 (m, 2H) , 3. 72-3. 64 (s, 6H) , 3. 47-3. 36 (m, 1H) , 3. 32-3. 18 (m, 1H) , 1. 58-1. 46 (m,
3H) .

[0217]  31. (S)-T- A 3,6 — & —2-[ FHEIERIL - IENFFERK ) AEF B ] 6
I [1,2-e][1,3,4-] BE Mz —4a- R Tl

i)

[0218]
0—n-C3Hy
Nas
N
R

[0219] A& :57-59C

[0220] 'H NMR(300MHz, CDC1,) § :8.40-8.27(m,1H),8.07(d, J = 8. lHz, 1H),
7.63-7. 21 (m,6H) ,6.82-6. 71 (m, 1H) ,5.67 (t, J] = 12.3Hz,1H),5.23(t, J = 9. 9Hz, 11),
4. 16-4. 00 (m, 2H) , 3. 73-3. 63 (m, 6H) , 3. 36-3. 26 (m, 11) , 3. 18-3. 07 (m, 1H) , 1. 18-0. 96 (m,
5H) »

[0221] 32, (S)-T- A 3,6 — =& —2-[ FAEERI 4- pEEARE) fEPEE ] ot
[1,2-e][1,3,4-] W& & —4a— JRFR TS

[0222]

i)
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cl o

[0223]  H545 :74-76°C

[0224] 'H NMR(300MHz, CDCl,) & :8.41-8.27 (m,1H),8.09(d, J = 7.8Hz, 1H),
7.65-7.41 (m,4H) ,7. 38-7. 30 (m, 2H) ,6.80(d, J = 7.8Hz,1H),5.72(t, J = 10. 2Hz, 11),
5.27(t, J = 10. 2Hz, 1H) , 4. 83-4. 68 (m, 1H) , 3. 75-3. 67 (s,6H) , 3. 49(d, J = 16. 2Hz, 1H),
3.28(d, J = 16. 2Hz, 1H), 1. 46 (s, 6H) .

[0225]  33. (S)-T- 3 3,5 — =& —2-[ FAEERI 4- ETHIEFRKE) R EFBE ] &
IF [1,2-e][1,3,4-] W& W& ~4a— RIERF 5

[0226]
O—n-C4H9

0 QQ

N
-
4 > o]
o]
O\
[0227]  J45 55 :67-69°C

[0228] 'H NMR(300MHz, CDC1,) & :8.42-8.27 (m,1H),8.09(d, ] = 8. 7Hz, 1H),
7.65-7. 26 (m, 6H) , 6. 83-6. 73 (m, 1H) , 5. 69 (t, J = 10. 2Hz, 1H) , 5. 25 (t, J = 10. 2Hz, 1H),
4. 22-4. 08 (m, 2H) , 3. 75-3. 67 (s,6H) , 3. 49 (d, J = 16. 2Hz, 1H),3.27(d, J = 16. 2Hz, 1H) ,
2.00-1. 84 (m, 2H) , 1. 70-1. 53 (m, 2H) , 1. 09-0. 98 (m, 3H) »

[0229]  34. (S)-T- & 3,6 — =& —2-[ FHEERI - ERAFERR ) REFEE ] &
IF [1,2-e][1,3,4-] BE Mz —4a- R Tl

[0230]
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[0231] &4 :95-97°C

[0232] 'H NMR(300MHz, CDC1.) & :8.40-8. 28 (m, 1H),8.09(d, ] = 7.5Hz, 1H),
7.66-7. 29 (m, 6H) , 6. 84-6. 73 (m, 1H) ,5. 70 (t, ] = 9.0Hz, 1H),5.25(t, J] = 9.0Hz, 1H),
4.14(t, J = 6. 0Hz,2H), 3. 71 (s,6H),3. 49 (d, J = 16. 2Hz, 1H), 3. 27(d, J = 16. 2Hz, 1H) ,
1.99-1. 87 (m, 2H) , 1. 62-1. 36 (m, 4H) , 0. 98 (t, J = 6. 9Hz, 3H) ,

[0233]  35. (S)-T- %l 3,6 — & —2-[ FHEEHIE 4- IECHIERE ) AT ] &
IF [1,2-e][1,3,4-] WE M —4a- R PS5

[0234]

)

—n-CeHq3

o) !

}—N Q

B o)

A N> o% N
J@@g

cl o

0]
\

[0235]  #FAS :91-93°C
[0236] 'H NMR(300MHz, CDC1,) & :8.42-8.28(m,1H),8.09(d, J = 9. 0Hz, LH),
7.64-7. 26 (m, 6H) , 6. 85—6. 73 (m, 1H) , 5. 69 (t, J = 11.4Hz, 1H),5. 26 (t, J = 11.4Hz, 1H),
4. 22-4. 09 (m, 2H) , 3. 75-3. 67 (s,6H) , 3. 49(d, J = 16.5Hz, 1H),3.27(d, J = 16. 5Hz, 1H),
2.01-1. 86 (m, 2H) , 1. 66-1. 49 (m, 2H) , 1. 47—1. 34 (m, 4H) , 0. 99-0. 81 (m, 3H) ,
[0237]  36. (S)-7T- 3 3,6 — & —2-[ AU mIL (4- =W PEIEARE ) 23 FHEE ]
efidf [1,2-e][1,3,4-] BE IR —4a- IR T
[0238]

O-CF3

[0239] 'H NMR(300MHz, CDCl,) & :8.27-8. 14 (m,2H),7.71-7. 28 (m, 7H) ,5. 69 (d, J
9. 6Hz, 1H) ,5.26(d, ] = 9.6Hz, 1H)3.73(s,6H),3.50(d, | = 16.5Hz,1H),3.28(d, J =
16. 5Hz, 1H) .

[0240]  37. (S)-T- A 3,6 — & —2-[ BRI (- M OHEFERE) @R TFHE ]
efidf [1,2-e]l[1,3,4-] BEZE —4a- IR F 5

[0241]
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[0242] Y& :65-67°C

[0243] 'H NMR(300MHz, CDC1,) & :8.41-8.26 (m,1H),8.14(d, J = 8. 1Hz, 1H),
7.71-7. 25 (m, 6H) , 6. 79 (d, J = 8. 1Hz, 1H) , 5. 80-5. 64 (m, 1H) , 5. 36-5. 18 (m, 1H) , 5. 54 (q, J
= 7. 8Hz, 2H),5.51(d, ] = 16. 2Hz, 1) ,5. 29(d, ] = 16. 2Hz, 1H), 3. 73 (s, 6H) .

[0244]  38. (S)-T- A 3,6 — =& —2-[ FHEERI 4- —HPEFER ) REFBE ] &
IF [1,2-e][1,3,4-] BE Mz —4a- R Tl

[0245]
°>\-
N-N %O\
)
0
Cl o

o]
o\
[0246]  #Fsi :96-98°C
[0247] 'H NMR(300MHz, CDC1,) 8§ :8.33-8.20(m,2H),7.90(d, J = 7.8Hz, lH),
7.76-7.63 (m, 2H) ,7.58(d, ] = 7.8Hz,1H),7.38-7.29(m,3H),5.71(d, ] = 8.4Hz,1H),
5.28(d, ] = 8.4Hz, 1H),3. 74 (s,6H) , 3. 50 (d, ] = 16. 8Hz, 1H), 3. 28(d, J = 16. 8Hz, LH) ,
[0248]  39. (S)-T- & -3,6 — & —2-[ I AEHE Q- —mPAEAE) @EFHE ]

Eﬁ# [172_9:] [173’ 4_] ﬂfﬁl\}i:ﬂ% —4a- ?ﬁ@é‘;ﬁgg

[0249]
F3CO Q
o)
§—N Q
_ 0
N N> O>/” \
Jons
Cl o
O\

[0250] 'H NMR(300MHz, CDCl,) & :8.22(d, J = 9.0Hz, 1H),7.97-7.81(m,2H),7. 73 (s,
IH) ,7.62-7.26 (m, 5H) ,5.71(d, J = 9.0Hz, 1H),5.27(d, J = 9.0Hz,1H),3.75(s,6H),
3.50(d, J = 16.5Hz, 1H) , 3. 27(d, J = 16. 5Hz, 1H).
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[0251]  #5Ai :91-93°C

[0252]  40. (S)-7T- 5 —3,5 — & —2-[ A ILIEE 2- [ (3- = A FLREL ) 2k ] Ik
FE ] EiIF [1,2-e][1,3,4-] MR —4a- ¥ TR

[0253]

o)
>—-N
3”N> 0>F A
o)
cl o
O\

[0254] 54 :91-93°C

[0255] 'H NMR (300MHz, CDCl,) & :8.13(s, 1H),8.02-7.86(m,2H),7.67(d, J] = 7. 5Hz,
1H),7.56(d, J] = 7.5Hz,1H),7.53-7. 30 (m, 5H) , 5. 83-5. 60 (m, 1H) , 5. 40-5. 15 (m, 5H) ,
3.71(s,6H),3.52(d, J = 16. 2Hz, 1H), 3. 39-3. 20 (m, 1H).

[0256]  41. (S)-7T- % 3,56 — & —2-[ FAEIEHIE Q- R —4- A HEFRE) "L ] H
MRS 1 BfigF [1,2-e][1,3,4-] BREZIE —4a— B P IS

[0257]
CF;

QO
TN

N——-

i I
O

Cl O

[0258] Y& :55-H7°C

[0259] 'H NMR(300MHz, CDCl,) & :7.64-7.49 (m,2H),7.43-7.29 (m,3H),7.20(d, J =
7.8Hz, 1H),5.66(d, J] = 9.0Hz,1H),5.24(d, J] = 9.9Hz, 1H), 3. 76 (s, 3H), 3. 73 (s, 3H),
3.49(d, J] = 16.8Hz, 1H),3. 26 (d, J] = 16. 5Hz, 1H) .

[0260]  42. (S)-T- A 3,56 — =& —2-[ FAEEHRIE - HFERE) & ] FERE ] it
[1,2-e][1,3,4-] W& & —4a— R R TR

[0261]
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Cl O

[0262] & :69-71°C

[0263] 'H NMR(300MHz, CDC1,) & :8.25(d, J = 7.8Hz,2H),7.53-7.45(m, 3H),
7.38-7. 31 (m, 2H) ,5. 77 (d, J = 10. 2Hz, 1H),5. 25(d, ] = 9. 6z, 1H), 3. 78 (s, 3H) , 3. 74 (s,
3H),3.52(d, J = 15.9Hz, 1H), 3. 28(d, J = 16. 5z, 1) .

[0264]  43. (S)-T- A 3,56 — & —2-[ FAEEHRKI (4- SEEFERE ) REFBEE ] &
IF [1,2-e][1,3,4-] BE Mz —4a- R Tl

[0265]

(0]

.

Q

N—I‘?’N)’O\
> o]
O
O

/
A\
[0266]  J& & :49-51°C
[0267] 'H NMR(300MHz, CDC1,) & :8.10-7.98(m,2H),7.46(d, J = 8. 4Hz, 1H),
7.40-7. 24 (m,4H) ,5.70(d, J = 9. 6Hz, 1H),5.21(d, ] = 9.9Hz, 1H), 4. 40-4. 26 (m, 2H) ,
3. 79-3. 60 (m, 6H) , 3. 45 (d, J = 15. 9Hz, 1H), 3. 21 (d, J = 16. 2Hz, 1H), 1. 41-1. 27 (m, 3H) ,
[0268]  44. (S)-T- 3 3,5 — =& —2-[ FAEEHRI (4- PEERE) @ EFEE ] ¢t
[1,2-e][1,3,4-] W& & —4a— R R TS
[0269]

39



CN 102391261 A WO B 35/42 T

Cl 0

[0270]  J& A :49-51°C

[0271] 'H NMR(300MHz, CDCl,) & :7.98(d, J = 8.4Hz,2H),7.50(d, J = 8. 1Hz, 1H),
7.42(d, J = 8. THz,2H),7.33(d, J = 8. 1Hz,2H),5.75(d, J = 10. 2Hz, 1H),5.24(d, ] =
9. 9Hz, 1H), 3. 76 (s, 3H) , 3. 73 (s, 31) , 3. 50 (d, J = 16. 2Hz, 1H), 3. 27 (d, J = 16. 2Hz, 1H) ,

[0272]  45. (S)-T- & -3,5 — & -2-[ PALBRIL (4- CEERE) &ILPEE ] it
[1,2-e][1,3,4-] W 1 —4a— R g

[0273]

Cl O

[0274] Y& :64-66°C

[0275] 'H NMR(300MHz, CDC1,) 8 :8.03(d, J] = 8.7Hz,2H),7.48(d, ] = 8. 1Hz,1H),
7.43-7. 28 (m, 4H) ,5. 73(d, J = 9.9Hz, 1H),5. 22(d, J = 9. 9Hz, 1H), 3. 90 (s, 3H) , 3. 75 (s,
3H), 3. 70 (s, 3H) , 3. 58(d, J = 16. 8Hz, 1H), 3. 25(d, J = 16. 8Hz, 1H) ,

[0276]  46. (S)-T- A 3,5 — =& —2-[ FHEEHRIE (4- PELAFE AR ) REFBE ] &
IF [1,2-e][1,3,4-] BE Mz —4a- R Tl

[0277]
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cl o

[0278]  H544 :69-71°C

[0279] 'H NMR(300MHz, CDC1,) 8 :8.03(d, J] = 8.7Hz,2H),7.48(d, J = 8. lHz,1H),
7.43-7.28(m,4H) ,5.73(d, J = 9. 9Hz, 1H) ,5.22(d, J = 9. 9Hz, 11),3. 90 (s, 3H),3. 75 (s,
3H),3.70(s,3H),3.58(d, J = 16. 8Hz, 1H) , 3. 25(d, J = 16. 8Hz, 1H) .

[0280]  47. (S)-T- & 3,5 — & —2-[ BRI - W PmEAE) @ FHE ]
gfidf [1,2-e][1,3,4-] BRE W —da— IR F 5

[0281]

Cl 0

[0282]  #4/4 :36-38°C

[0283] 'H NMR(300MHz, CDC1,) & :7.65(d, J] = 8.4Hz,2H),7.48(d, J = 8.4Hz,1H),
7.42-7.29 (m,4H) ,5. 74(d, J = 9. 6Hz, 1H) ,5. 22(d, J = 9.6Hz, 11),3. 74 (s, 3H),3. 71 (s,
3H),3.49(d, J = 16. 5Hz, 1H) , 3. 26 (d, J = 16. 5Hz, 1H) »

[0284]  48. (S)-T- A 3,6 — & —2-[ A ERE (2,4- ZHFHEIERE) @ FHE ]
efidf [1,2-e][1,3,4-] RE W —da— IR F 5

[0285]
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[0286] J& & :78-80°C

[0287] 'H NMR(300MHz, CDCl,) & :7.50(d, J = 8. 1Hz,1H),7.34-7.25(m, 2H),
6.92-6. 76 (m, 3H) ,5. 68 (d, J = 9. 6Hz, 11),5.21(d, J = 9. 6Hz, 1H),3. 78 (s, 3H), 3. 73 (s,
3H),3.71(s,6H),3.47(d, J = 16.5Hz, IH), 3. 25(d, ] = 16. 5Hz, 1H) .

[0288]  49. (S)—(+) -7 —3,56— & —2-[ FEIEIRE (2,4- ZAEEEAEE ) BRI ] o
I [1,2-e][1,3,4-] W & —4a (3H) - } 1% T fig

[0289]

°>,N -
/™ I

Cl
o]

\
[0290] YA :77-79°C
[0291] 'H NMR(300MHz, CDCl,) & :8.47(d, J = 8. 1Hz,1H),7.61(d, J = 8.4Hz, 1H),
7.44(d, J = 8. 17Hz, IH),7. 39-7. 30 (m, 31) , 5. 66 (d, J = 9. 6Hz, 1H),5.25(d, J = 9. 6Hz,
1H),3.78(s,3H),3. 74 (s, 3H),3.49(d, J = 16. 5Hz, 1H), 3. 26 (d, ] = 17. 1Hz, 1H) .
[0202]  50. (S)-7- 5 —3,5- & —2-[ PRI (2- = P ESE -5 & - %) 25k
T EiFF [1,2-e][1,3,4-] BE s —4a (3H) - F2 1R FF A
[0293]
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Q
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Cl o
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[0294] ¥ & :46-48°C
[0295] 'H NMR(300MHz, CDCl,) & :7.50(d, J = 8.7Hz,1H),7.44(d, J = 2. 1Hz, 1H),
7.41-7. 31 (m, 3H) , 7. 30-7-26 (m, 1H) , 5. 69 (d, | = 9.6Hz,1H),5.24(d, ] = 9. 3Hz, IH),
3.74(s,63H),3.51(d, ] = 16. 8Hz, 1H),3.29(d, J = 16. 8Hz, 1H) »
[0296] Y& A :47-49°C,
[0207]  51. (S)-7T-5 -3,5 — & —2-[ EIHIE (4 — L8 FEEREL) 2L PELE ] eiJf
[1,2-e][1,3,4-] W1 —4a— R IS

[0298]
OCH,CH,

-
I I

(o]

cl 0
o

\
[0299] 'H NMR (300MHz, CDCl,) & :7.56(d, J] = 8.4Hz,1H),7.35-7. 24 (m, 4H) , 6. 89 (s,
1H),6.86(s,1H),5.69(d, J] = 9.6Hz,1H),5.19(d, J = 10. 2Hz, 1H) ,4. 04-3. 97 (m, 2H) ,
3.71(s,6H),3.48(d, J = 16. 2Hz, 1H), 3. 26(d, J = 16. 5Hz, 1H), 1. 41-1. 37 (m, 3H)
[0300]  J& A :137-139°C.
[0301]  52. (S)-T- 5 3,6 — & —2-[ FHEERE 4 —FEFRE) AXFEE ] Hi¥f
[1,2-e][1,3,4-] BE Rz —4a IR PR & 1
[0302]
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Q,
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cl o
o

\
[0303]  #44 :151-153°C
[0304] 'H NMR(300MHz, CDCl,) 8 :7.56(d, J = 8. 1Hz,1H),7.35(d, J = 8. lHz, IH),
7.32(s,1H),7.28-7. 17 (m,4H) ,5. 71(d, J = 9. 9Hz, 1H),5. 22(d, J = 9. 9Hz, 1H), 3. 72 (s,
3H),3.72(s,3H),3.50(d, J = 16. 8Hz, 1H),3.27(d, J = 16. 5Hz, 1H), 2. 35(s, 3H) »
[0305] A% HAF) = Y A0 PR 2
[0306] 1 ML T3
[0307] 1.1 R4 2557
[0308]  STOC-Y-(001-052) JRZY ;
[0309] 98 % B FL sy (SRS HTIHFA 1T ) (95 %Ml R A 25 (‘e Rm/R AT H
FRAT] ) \95% T i b AR 25 (WK AL TAHBR AW ) o 86. 5% efi HUg )R 25 (Wi K H
W THRAF)
[0310] 1.2 iREGSEAR
[0311]  FE# K& (Nilaparvata legen) . fiH (Mythima separata)./3Zifk (Plutella
xylostella)  ZLMWk (Tetranychus cinnabarnus) . #5%F (Aphis medicagini)., DL EH
ok 25 N A B AR BN AR AR = W A7 2 ARl
[0312] 1.3 f{ugsis
[0313]  HL TP M RF BRI R WA  Potter WEZ5 s | B2,
[0314] 1.4 Z5F)4b3E
[0315]  FH 4 #7 K- (0. 0001g) R HL — & Jit & 1) JR 25, & A 0. 1 % kiR —80 [ %5 7l
(DMF) , e il J8 1 %6 I3 o FREL— 52 S (R 50, N2 08K (vt T FH DA ) ) 4 T8 TR ol i
I B e W FE TR 259
[0316]  ARFEAIHIA 25 A MIE TEVEA SOP ( % HiFAE ) , S ik FE e % 500mg /L.
[0317] 1.5 iXE 77
[0318] 1. 5. 1 /KF&EH KBS IE——85 7R ML HE BT 5Tk
[0319]  KeyKAdE v I B A b [ 5 T-REFRILN , 8 H CO, BRI 3 98 rh A4 i, 5 T+ POTTER W
S T WSS . WS f FHOE B BERA SR, ARid e T T R == . 72h fe ke i 45 R . DAEGEUE
U= NO @ popicH
[0320] 1. 5. 2 Kl t i b —— H AN
[0321] R ORI 253 P 78 70 A Ja HARBA, TN RS 92 I, 2 3 i A 1, s br
WEETUWHEEN. 72h GRAESR . DIEEHRR E CK X .
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[0322]  1.5. 3 /MR E——R A

[0323] A H WA BY T, STALEA v, AR5 R T2 20s, I T @ 9em BRMEFRILA B Jy
/L), /NS 2 B4 s 15 3k / L, JR— K uB4R, Inds. BT 26°CE NI, 72h R A 4
o WIER 4 k. DIASKE PRt dAg, RNV IEH . PLRGHHRAN A B CK X .
[0324] 1. 5.4 JAbm i k—R i

[0325] & W b AT RO, A T RH B AE /N AR AR b, BT SRR SR I, b &K,
PR U505 RSO o A S T EAS R IS M 3 AR 25V 78 40 Bs i IR A WK 4R
Felh R KR, EHE TR E, AT 72h S A s, DLRAIE R F123 1 CK X .
[0326]  1.5.5 H{glfifk—F ik

[0327] 42w it v BY 25 W, 5 10§ F RN AR b, B T IR SR I, s &K,
P B A R AR 250 o 24h T 2eBRRT, ARk EE IR 2d JE M A ARSI R 7R 4RI Bs ),
FHE T b, BT 24h KA g5 A, DUT R 50 B RS 1 CK X HE

[0328] 1.6 15 Se v ALk bR

[0320] St ANALFR KA HAECHE B2k, tHESET 3 (Abbott” s 243) .

[0330] 2 Z5 R 5T

[0331]  fL&4 STOC-Y-(001-052) Xf/KFEH KE KT HL (ZN3EK ) L £0MI0k | 15 78 15 5% 4 4>
HAEAR )% N AR MR R 45 AR B LG4 STOC-Y-(001-040) 753 ik 2 500mg/L I,
SI0C-Y-006.014.038.039.041.042.043.046.047.049 Xf ki B &7~ H 100 % B A8 S M,
036 XAl HLUE s H 80 %6 IR 7% KRV MR o 1E— B0 B I, 0047 XAl s AT R B HH 04 () 4% v 1k
LEMRFE 100mg/L 1 20mg/L B % HUE AT A 100 % o K1, #E18 STOC-Y-006.014.036.038.
039.041.042.,043.,046.047.049 M7 T — B HIE KL s e AW KREME K EG R LR
WO AR A 4 A BEERR R BE M. (IR IR IREe 45 R LR 1)

[0332] Btk 1 ALE R HUSPERES R (FET R, %)

[0333]
W
REARS FEKE(%) | (%) | LHk%) | 5F H(%)
(mg/L)

WEE 200 100.0 100.0 - -
A 35 iR 50 - - 100.0 -
THRREEE 10 - - - 100.0

o 100 100.0
CK 0 0 0 0
SIOC-Y-001 500 0 0 0 0
SIOC-Y-002 500 0 0 0 0

45



CN 102391261 A WO B 41/42 T

SIOC-Y-003 500 0 0 0 0

SIOC-Y-004 500 0 0 0 0

SIOC-Y-005 500 0 60.0 0 0

SIOC-Y-006 500 0 100.0 0 0
100 60.0 - -
20 0

SIOC-Y-008 500 0

SIOC-Y-009 500 0

SIOC-Y-010 500 0

SIOC-Y-011 500 0

SIOC-Y-012 500 0

SIOC-Y-013 500 0 77.8

SIOC-Y-014 500 100.0

SIOC-Y-015 500
SIOC-Y-016 500
SIOC-Y-017 500
SIOC-Y-018 500
SIOC-Y-019 500
SIOC-Y-020 500
SIOC-Y-021 500
SIOC-Y-022 500
SIOC-Y-023 500
SIOC-Y-024 500
SIOC-Y-025 500
SIOC-Y-026 500
SIOC-Y-027 500
SIOC-Y-028 500
SIOC-Y-029 500
SIOC-Y-030 500
SIOC-Y-031 500
SIOC-Y-032 500
SIOC-Y-033 500
SIOC-Y-034 500
SIOC-Y-035 500
SIOC-Y-036 500
SIOC-Y-037 500

[0334]

ololo|lojlo|ojc|Io|o|c|o|olo|lc|o|lo|o|ojo|o|lo|lo|loN|lojoc|o oo

o]

P OO IC|IQC|IQIQC|C |CIQCIC|ICICIO|IQC|ICICIO|IC|IC(C|QC|IC IO |QC(ICio|IC(Qio
(=}

I OIC(CICIQ|QCICIQC|IC|C CIQCIC|IQCICIQICIC IO IO |Q O |IC Q|0 (CO]!

SIOC-Y-038 500 - 100.0 - -
SIOC-Y-039 500 - 80.0 - -
SIOC-Y-040 500 - 0 - -
SIOC-Y-041 500 100.0
SIOC-Y-042 500 100.0
SIOC-Y-043 500 100.0
SIOC-Y-044 500 0.0
SIOC-Y-045 500 0.0

[0335]
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SIOC-Y-046 500 100.0
SIOC-Y-047 500 100.0
100 100.0
20 100.0
SIOC-Y-048 500 0.0
SIOC-Y-049 500 100.0
SIOC-Y-050 500 0.0
SIOC-Y-051 500 100.0
SIOC-Y-052 500 0.0
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