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[0132] sheb 19 sgtEe] AR o7 &) & AL WA 3 ALl dlAlE o] drk: 3 AL 248709 A [-a
3HetES AFst):
[0133] [8}8+24] I-a]
R
10
Ro
Rs
R13 R2 0 R4
R
12 NS N
| HORN
~
Ry N™ "Rs R Re
[0134] Rs
[0135] 7] Ao A, Ry, Ry R Ry BF HolaL, Ry, Ry, Ry 57 Holar,
[0136] Ry, Rs, Rs, R7, Rg, Ry & Ryp & n(Ry & no] EAsIE A-)e &2 7] ¥ Zo| Aoe upe} Ao
[0137] X7
= R4 Rs Rs R7 Rs Rg Rio

1|H H H CHs H H -

2|H H H CHoCHs H H -

3|H H H CH2CH2CHs H H -

4|H H H CH2CH2CF3 H H -

5[H H H CH(CHs). H H -

6|H H H CH=CH; H H -

7|H H H C(CH3)=CH:> H H -

8|H H H C(CH=CH; H H -

9|H H H C(CH3)=CF: H H -
0138] 10|H H H C(F)=CH: H H -
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a5  |Ra Rs Rs Ry Rs Re R1o
11|H H H C(CHs)s H H -
12|H H H CF(CHzs)2 H H -
13|H H H C(OH)(CH3)2 H H -
14[H H H C(CN)(CHs)z H H _
16(H H H C(SCHs)(CHa):2 H H -
16 |H H H CF3 H H -
17 |H H H CHF2 H H -
18 |H H H CF2CH3 H H -
19(H H H CF2CI H H -
20(H H H CH=CF; H H -
21[H H H CH=C(CHa)H H H _
22|H H H CH=C(CHa)> H H -
23(H H H AogznEd H H -
24(H H H 1-HEAPEEDEY H H -
25| H H H TEco=ioEzEed  |H H =
26 |H H H 1-AlR-AlCIERTEY H H -
27|H H H 1-mgERAOEEDEY | H H -
28 (H H H Alo|2zsE H H -
29|H H H 1-ERQEA0EERY H H -
30(H H H 3,3-LIEFREAOIEZRE | H H -
31|CHs H H CHs H H -
32|CHs3 H H CH2CHs H H -
33|CHs H H CH2CH2CH3 H H -
34 |CHs H H CH2CH2CF3 H H -
35|CHs3 H H CH(CHs)2 H H -
36| CHs H H CH=CHa H H -
37|CHs H H C(CH3)=CH2 H H -
38|CHs H H C(Cl)=CH2 H H -
39|CHs H H C(CH3)=CF2 H H -
40| CHs H H C(F)=CH: H H -
41|CHs H H C(CHz3)3 H H -
42 |CH3 H H CF(CHa)2 H H -
43|CHs H H C(OH)(CH3)2 H H -
44 |CH3 H H C(CN)(CHz)2 H H -
45|CHs3 H H C(SCH3)(CHa):2 H H -
46| CH3 H H CFs H H -
[0139] 47 |CHs H H CHF: H H -
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[0140]

e= Ra Rs Re Rr Rs Ro Ri1o

48 |CH3 H H CF2CH3 H H -
49| CHs H H CF2Cl H H -
50 | CHs H H CH=CF: H H -
51|CHs H H CH=C(CHs)H H H -
52 | CHs H H CH=C(CHa)2 H H -
53| CHs H H AoEzned H H -
54 |CHs H H 1-HEMNoIERERE H H -
55| CHs H H 1-Zseziogzmzd  |H H -
56 | CHs H H 1-AicAOIERE2T H H -
57 |CHs H H 1-0igEMoEzoEd | H H -
58| CHs H H Aogesd H H -
59| CHs H H 1-2RQzAM0EE2RE H H -
60| CHs H H 33-CiE=eaMoZzre |H H -
61|H CHs H CHs H H -
62| H CHs CHs CHs H H -
63 H AoEEmay CHs H H

64 | H CHs CHa CH2CHs H H -
65| H Aol zE= CH:CH; H H

66 | CHs H H H H H -
67 |CHs H H F H H -
68 | CHs H H Cl H H -
69 | CH2CHs H H H H H -
70| CH2CH3 H H F H H -
71| CH2CH3 H H Cl H H -
72| CH2CHjs H H CHs H H -
73| CH2CH3 H H CH2CHs H H -
74| CH2CHs H H CH2CH2CHs H H -
75| CH2CH3 H H CH(CHs)2 H H -
76| CH2CH3 H H CH=CHz: H H -
77 |CH2CHs H H C(CH3)=CH> H H -
78| CH2CH3 H H C(CHs)s H H -
79| CH2CHs H H CF(CHa)2 H H -
80 | CH2CHj3 H H C(CN)(CHs)2 H H -
81| CH2CHjs H H C(SCH3)(CH3)2 H H -
82 | CH2CHj3 H H CF3 H H -
83 | CH>CHs H H CHF» H H -
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o= R4 Rs Rs R7 Rs Re Ri1o
84 | CH>CHj3 H H CF2CHs H H -
85| CH>CHjs H H AoEznad H H -
86 | CH2CH3 H H 1-0ighpiEeaag H H -
87 | CH2CHj3 H H 1-Exe=MoEzmed | H H -
88 | CH2CHj3 H H 1-APEcARIEREZE H H -
89 | CH2CHj3 H H 1-DEEjMoEETRE  |H H -
90 | CH>CH3s H H AoRasd H H -
91| CH2CHs H H 1-ERezAM0E2RE H H -
92 | CH2CH3 H H 3.3-CIER22A0IE2RE |H H -
93|CN H H CHs H H -
94 |CN H H CH2CHs H H -
95|CN H H CH2CH2CHs H H -
96 |CN H H CH(CHs3)2 H H -
97 |CN H H C(CHs)s H H -
98| CN H H CF(CHs)2 H H -
99 |CN H H CF3 H H -
100 |CH2OCHs |H H CHs H H -
101|CH20CHs |H H CH2CH2CF3 H H -
102 |CH2OCHs |H H CH(CHs)2 H H -
103 |CH20OCHs |H H CH=CH> H H -
104 | CHOCH: |H H C(CHs3)=CH> H H -
105|CH20OCHs |H H C(CHa)3 H H -
106 |CH>OCHs |H H CF(CHs)2 H H -
107 |CH2OCHs |H H CFs H H -
108 |CH2OCHs |H H CHF; H H -
109 |CH2OCHs |H H CF2CHs H H -
110|CH2OCHs [H H CFCl H H -
111 |CH20OCHs |H H CH=CF2 H H -
112|CH20CH; [H H Ao 2zmal H H -
113|CH20CHs [H H 1-0EMoIEE=RY H H -
114 | CH.OCHs (H H 1-EREMOEREREY  |H H -
115|CH2OCHs  [H H 1-AkARERIRE H H -
116 | CHs F F H H H -
117 | CHs F F F H H -
118 | CHs F F CHs H H -
[0141] 119 | CHs F F CH2CHs H H -
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[0142]

o= Ra Rs Re Rr Rs Ro Ri1o
120 | CHs F F CH2CH2CH3 H H -
121 |CHs F F CH(CHs)2 H H -
122 | CH3 F F C(CHs)s H H -
123 |CHs F F AogEoEd H H -
124 | CH3 F F 1-DEAoI2e=2g H H -
125|CHs F F AoEERE H H -
126 | CH3 CHs CHs H H H -
127 | CHs CHs CHs F H H -
128 | CH3 CHs |CHs CHs H H -
129 | CHs CHs CHs CH2CHs H H -
130 | CHs CHs CHs CH(CHsa)2 H H -
131 |CHs CHs |CHs CH=CH: H H -
132 |CHs CHs |CHs C(CH3)=CH2 H H -
133 | CHs CHs CHs AogRoEd H H -
134 |CHs MoEzzZ=d H H H -
135|CHs AoiEEoEy F H H -
136 | CHs MoEzozd Cl H H -
137 | CHs ApiEELEY CHs H H -
138 |CHs AoEzzzg CH2CHs H H -
139 |CHs AMoEz=EzY CH(CHs)2 H H -
140 | CHs Mogemed CH=CHz: H H -
141 |CHs MoERzEY C(CH3)=CH2 H H -
142 | CH3 AoEzoay ApE2az H H -
143 | CH2CH3 F F H H H -
144 | CH2CH3 F F F H H -
145 | CH2CH3 F F CHs H H -
146 | CH2CHs F F CH2CHs H H -
147 | CH2CH3 F F CH2CH2CH3 H H -
148 | CH2CH3 F F CH(CHs3)2 H H -
149 | CH2CH3 F F C(CHs3)s H H -
150 | CH2CH3 F F AoEEmEY H H -
151 | CH2CH3 F F 1-oEhpiEznsg H H -
152 | CH2CH3 F F Aogesd H H -
153 | CH2CH3 CHs [CHs H H H -
154 | CH2CH3 CH3 CHs F H H -
155| CH.CH3 CHs CHs Cl H H -
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[0143]

&= R4 Rs Rs R~ Rs Ro Rio
156 | CH2CH3 CHs; [CH3 CHas H H -
157 | CH.CHs CHs |CHs CH.CH3 H H -
158 | CH2CHs CHs CH3 CH(CHa)2 H H -
159 | CH2CH3 CHs CHa CH=CH: H H -
160 | CH2CHzs CHs CHa C(CHs)=CH- H H -

161 | CH2CH3 CHa CHa AMoEETzd H H -
162 | CH>CH3 Aogzozy H H H -
163 | CH2CH3 o o] =k F H H —
164 | CH2CH3 Ao|2EzEY Cl H H -
165 | CH2CH3 Apolge=zy CHs H H -
166 | CH>CHs AoEezEd CH2CHs H H -
167 | CH.CH3 Aoz CH(CH3)2 H H -
168 | CH>CH3 AoEzoed CH=CH: H H -
169 | CH2CHs ApolgEozy C(CHs)=CH: H H -
170 | CH2CHs Ao2e=zy AoEzmey H H -

171 |CHs H H CH(CHs)2 H H 2-F
172 |CHs H H CH(CH3)2 H H 3-F
173 |CHs H H CH(CHa)2 H H 4-F
174 |CHs H H CH(CHs3)2 H H 2-Cl
175|CHs H H CH(CHs)2 H H 3-Cl
176 |CHs H H CH(CHs)2 H H 4-Cl
177 |CHs H H CH(CHs): H H 2-CH3
178 |CHs H H CH(CHs)2 H H 3-CHs
179 |CHs H H CH(CHs)2 H H 4-CHs
180 |CHs H H CH(CHs)2 H H 2-CN
181 |CHs H H CH(CHs3)2 H H 3-CN
182 |CHs H H CH(CHs3)2 H H 4-CN
183 |CHs H H CH(CHs3)2 H H 2-SCH3
184 |CHs H H CH(CHs3)2 H H 3-SCHs
185|CHs H H CH(CHs3)2 H H 4-SCHs
186 |CHs H H CH(CHs)2 F F -
187 |CHs H H CH(CH3) CHa CHa -
188 | CHs H H CH(CHa)2 o222y -
189 |CHs H H CFs H H 2-F
190 | CHs H H CFs H H 3-F
191 |CHs H H CFs H H 4-F
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[0144]

o= R4 Rs Re R7 Rs Ro R1o
192 |CHjs H H CFs H H 2-Cl
193 |CHs H H CFs H H 3-Cl
194 | CHs H H CFs H H 4-Cl
195 |CHs H H CFs H H 2-CHs
196 | CHs H H CFs H H 3-CHs
197 |CHs H H CFs H H 4-CHs
198 |CHs H H CFs H H 2-CN
199 | CHs H H CFs H H 3-CN
200 |CH3 H H CFs H H 4-CN
201|CHs H H CFs H H 2-SCHs
202|CHs H H CFs H H 3-SCH;3
203|CHs H H CFs H H 4-SCHs
204 | CH3 H H C(CH3)=CH: H H 2-F
205 | CHs H H C(CHs)=CH. H H 3-F
206 |CHs H H C(CHs3)=CH2 H H 4-F
207 |CHs H H C(CH3)=CHz H H 2-Cl
208 |CHs3 H H C(CH3)=CH: H H 3-Cl
209|CHs H H C(CHs)=CH2 H H 4-Cl
210|CHs H H C(CHs)=CH2 H H 2-CHs
211|CH3 H H C(CH3)=CHz H H 3-CHs
212 |CHs H H C(CH3)=CH: H H 4-CHs
213 |CHs H H C(CH3)=CH: H H 2-CN
214 |CHs H H C(CH3)=CH: H H 3-CN
215|CHs H H C(CH3)=CH> H H 4-CN
216 | CHs H H C(CH3)=CH: H H 2-SCH3
217 |CHs H H C(CH3)=CHz H H 3-SCH;s
218|CHs H H C(CHs)=CH2 H H 4-SCH;s
219 |CHs H H CF(CHa)2 H H 2-F
220|CHs H H CF(CHa)2 H H 3-F
221|CHs H H CF(CHs)2 H H 4-F
222 |CHs H H CF(CHs)2 H H 2-Cl
223 |CHs H H CF(CHzs)2 H H 3-Cl
224 | CH3 H H CF(CHa)2 H H 4-Cl
225|CHs H H CF(CHs)2 H H 2-CHs
226 |CH3 H H CF(CHs)2 H H 3-CHs
227 |CHs H H CF(CHs)2 H H 4-CH3
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[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

SS90l 10-2343280

#t

AF

Zol

2= |Rs Rs Re Rz Rs Re Rio

228 | CHs H H CF(CHa)2 H H 2-CN

229|CH, H H CF(CHs)z H H 3-CN

230 (CHs3 H H CF(CHz3)2 H H 4-CN

231|CHs H H CF(CHs)2 H H 2-SCHs

232 | CH3 H H CF(CHz3)2 H H 3-SCHs

233 |CHs H H CF(CHz3)2 H H 4-SCHs

234 [CH3 H H CF2CH3 H H 2-F

235|CHs H H CF2CHs H H 3-F

236 |CHs H H CF.CH3 H H 4-F

237 [CH3 H H CF2CH3 H H 2-Cl

238 (CH3 H H CF2CH3 H H 3-Cl

239|CHs H H CF2CHs H H 4-Cl

240 | CH3 H H CF.CH3 H H 2-CHs

241|CHs H H CF2CH3 H H 3-CHs

242 [CHs3 H H CF2CH3 H H 4-CHjs

243 |CHs H H CF2CHs H H 2-CN

244 |CH; H H CF.CHa H H 3-CN

245 CH3 H H CF2CH3 H H 4-CN

246 [CHs3 H H CF2CHs H H 2-SCHs

247 | CHs H H CF2CHa H H 3-SCHs

248 | CHs3 H H CF.CH3 H H 4-SCH3
3 A2%, Ry, Riz, Rl E5F HOlaL, Ro] EF 2 =20]al, R, ¥ Rso] HOlAL, Ry, Rs, Rs, Ry, Rs, Ry & Ry
o A7) 3 7ol AOH vhoh e, 2849 BHob [as) HFEL AFHL.
3 A3, Ry, Riz, Ryl E5F Holal, Ro] S ==o]al, R, ¥ Rso] HOJAL, Ry, Rs, Rs, Ry, Rs, Rg E Rypol #kol
71 & Zol Aol vpel 22, 248709 stshA [-a9 IFES AlFS).
3 AM¥, Ry, Rz, Rl E5F Holal, Ro] HERe]al, R, ¥ Rso] HOJAL, Ry, Rs, Rs, Ry, Rs, Rg 2 Rypol #kol
2] % 200 A9 vhoh 22, u8e) A4 [as) AL AT,
3 A5E, Rip, Rip, Rl B Holar, Rio] Wldelar, R, ¥ Rso] HOlAL, Ry, Rs, Re, Ry, Rs, Rg 2 Ryl #tol
) 70l 4R vek 2o, 287 B el HHEE AFH
3 A6, Ry, Riz, Riz®l E5F Holal, Rio] AJofi=e]ar, R, ¥ Rso] HOJAL, Ry, Rs, Rs, Ry, Rs, Rg 2 Ripol #kol
27 % 7ol A ek 22, 2809l et 10 BREe AU,
3E A7TS, R0 EFQE0|a, Ro] Holal, Ry, ¥ Rso] HOlaL, Ry, Rs, Rs, Ry, Rs, Ry 2 Rye®l #tol A7 &
Relgl vk 22, w89 A4 [as) AL AT
3 A8, Ryp, Riz, Ri3®] B Holal, Ry7F WlEdelar, Ry 2 Rso] HOlAL, Ry, Rs, Re, Ry, Rs, Rg 2 Ryl #tol
2 70l 4R vsk e, 287 B el HHEE AFH
3 A9E, Rip, Rip, Rl B Hola, Rgol wldelar, Ry 2 R7F HOlAL, Ry, Rs, Re, Ry, Rs, Rg 2 Ryl #tol
71 & Zol gele nheh &2, 24870¢] 384 [-ac] =S AlE I
¥ A102, Ru, Ry, Rizol BF Helal, Ry7F wWlEo]ar, Rio] EFL 20|31, Ryo] HOlaL, Ry, Rs, Rs, Ry, Rs, Ro

Rl #kel 471 & Zol Aeold nhel 22, 24870¢] 345k [-af] 3hghas Aleddtt.

1<)

=1

Al12, Ri, Rz, Rol B Helal, Ryo] wlE€olar, R0l EF Q20|51 Ry7F Holal, Ry, Rs, Re, Rz, Rs, Ry
Rioel #kol 71 & Zol god npef 22, 248719 484 [-a®

L
oty
s
]
o
2
of{
%
O
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[0156]

[0157]

[0158]

[0159]
[0160]

[0161]

[0162]

[0163]

[0164]

[0165]

[0166]
[0167]

[0168]

SS90l 10-2343280

X A2+, Ry, Rzl HOlaL, Ry ¥ Rso] HolaL, Ry # Rp©] SFL=20]3L, Ry, Rs, Rs, Ry, Rs, Rg 2 Ryp2l kol
zol Aol wpe} 2, 248709 3}8ha] [-a9] IFES AlFSrE.

E A13LS 2487019) 3}3H] [-be] 3}FES AwdT):

471

=]

EERREN
R
10]n
Rg
Rs
Ri2
X N
| H Ry
P
R11 N R3 R5 RG

71 Al A, Ri, Rz, R, Ri, Re ¥ Ry B Holar,
Ry, Rs, Re, Ry, Rs, Ry H Ryp9l gk 7] & Zoll Ao npe} ),

X Al4E, R0l 5L &o|al, Ry, R, R, R % Rs©] HOIAL, Ry, Rs, Rs, Ry, Re, Ry B Ryp®l #tol 7] & Z
of golel upel e 248749] }8H4) [-bo] IRHES AT

o] 3HELS 7] whg Aol UERd wiel o] Ax"  glom, o)A, @ AFHA ¥ 3, 7}
zto] Wigro] Ao g8t 19 agEel gl drlel Aow wupel ).
HES =2 1o YERA upel o], Adwk 5184 [-ad] SHFE (714, Ry, R, Ry, Ry, Rs, Rs, Re, Rs, Ro, R, Run,
2, Ry B n& 382 19 sigtEe dis] Adoje mpel i, X= 09)2 382 119 33E(97]14, Ry, R,
Rs, Ri, R % Ry 818h2] 19] slgEo] dia] gojsl niel 28)S g8 1119 ob(ed7]14, Ry, Rs, Rs, Ry,

Rs, Rg, Ry 2 n 3}k [9] sigtzol tis] Aole whoh g )3 WA dozn Axd 5 v

=}

ut

R10]
12 N0 Rg Ri Re Ra
_ +  HyN——Ry — = | = N R,
Ry N" R, P H RS Re
R Rs" T R; Ry N™ "Rs
1 RG R1
(n () (a)

rr

olgfg WEe 93 4% Hud WHE FolA, 7 g HEHE Wy, Ed[Chem. Soc. Rev., 2009,
606-631] == &3 [Tetrahedron 2005, 10827-10852]0 7]AE wle} o], E&A F7] &0, oAl vl Ezs}
O|EZFTH(THF) EE CHEX2E oM =(DMF) FollA 72 HAMHIDS 434, «7ddg A3ged Evx ol
= AEY A, d7d] grlelERAAIIZH Yo ER HElstar, FHuf, 7o tiwdolr =T de] EX)
sl A oFRI(ITD 3 RESAI7|= AS Fuksiot.

WS- =2 20 YR nie} o] Auk 318 [-a9] SFE(A7|A, X 09)2 E3, EH([Eur. J. Org. Chen.
2015, 2727-2732] 2 ¥ [Synthesis 2000, 1709-1712]¢ 71A1% wle} o], -20C WA +50TC 2] =4 &
u, A UIFZ2uer B ol EA oA, BEAHE 4 dAY i e EEFe 2wl dEA
EA st A ek 1Vel sEE T 318k Vel SFES WA EHA Alxd 5 ).

_25_



[0169]

[0170]
[0171]

[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

[0178]

[0179]

[0180]

SS90l 10-2343280

Rio
n
Riz R N Ro R10] R R, ON
Ri2 N7 Re R DN 5"\ R4
) .,  HO—R, 12 NS g
R11 B N R3 R5 R7 R11 N/ R R5 RG
1 R
(V) (V) (a)

AZNA, XE 08-S w3k, B3 [0rg. Lett., 2014, 4296-4299 (2 1
o L}EM uhel o] 20T WA 110Te 2xolA B34 7] &0,
9] StES slshe] 1119 offl, daksieta, 7], d7d Egoldolnl

d do] =% %UH, A by v AeEs Azl 5 9l

R1o]
Riz R Re Riol
Rys = Rs Riz Ry
S . HN—Ry
R1 N™ "Rs
Rs" TR
5 RG 74

(VD (i (+a)

gerzlog Ak 3ea] [-a9) FFE(7|A, X 09)S w3, F3[Angew. Chem. Int. FEd. 2012, 9173
-9175]°ll 71 A= oL 9h-S- =2 4ol e wie} o], -78T UlX] +40T9] 2ZoA B4 f7] &, ozid) o
T T oM 8H8ha) Vo] 7154 shhes 3hha] I1las] o]iA|ofdlo] et wkgaj) o 2

R10]
R13 Ry Rz R R1o]
13 Ro
Rz (B, |] R13 Ro Rs
Ra — =
R11 R, H R Rs

(IIIa)
X = Li EEE Mg o
-90C WAl +20C91 Sxol A olEl2 g, AW THF oM <42 & Aok
E] -E27 w3 e EF p-F9 v Aol EE AREEE nlvlE-S R gtk o
HE|o] 3} VIa«] 7154 SEEe] Az FHA A AR oz e
vU:EL[March s Advanced Organic Chemistrylol 71A= o] ¢}

£

WS4 5o LFERAL mhe} gro] shaba] 11e] ZhEEaae choka Wl s AlzE 4 glom, ot Tl
st we nng 9 Az s FA, sv17 del gese] g

Ris Riz OH O Rz R, O

R1q NH, (VIIa) R1q
R4

(Vi) (VIIb) (u) (VI)

_26_



[0181]

[0182]

[0183]

[0184]

[0185]

[0186]
[0187]

[0188]

[0189]
[0190]

[0191]

[0192]

SS50dl 10-2343280

1) US 20070015758 71A)% vFe} 2Fe] 100C WA 260C LmoA 23g &u), oA tHd og2 o
A, sheka] VITY] obd#e 35t Vilag R UOE fFEAet vhgAIl oz 318k Viibe] FEEo=z ®gh
A2l & FgRFel Al ARk @O?L o# A Qi HEE WO 20071336370 Z1AlE @ dElR #gr) AsAF

(interconversion)S F33sl= H
2) -90C WA +20C &=oA o= &v], oA THF FoA 42 dF A, A0 -3 dF
slod E-g22 wsle o = E] n-HE vladMoEE ALEStY] vladlg-2 27 ngle] 23
VI 3}gES 338k Viad #7185 SUARE WA 7oL, FH0 72 (0,9 wHA7]|= 3.

3) EA[J. An. Chem. Soc. 2013, 2891-2894 (Z 1 <to] Fu¥3)] T E3[Tetrahedron 2003, 8629-
86401l 7141 wie} o], datsleth FHY, @7], AW EfdEolyl, B T ol SUME, W A5 &5
of TS FHote A d4d o] 55 Fulle &4 stollA sk Vil stES v 7= WY

W= 6ol UERA mie} o], 3eha [Vel 8gHE-S EA[J. Org. Chem. 2011, 665-668] = & [Bull.
Chenm. Soc. Jpn. 1993, 2776-8]1°] Z1A® upe} o] sk ViQ] IR RH Ax" $ QdEdH,

WX 150Ce 2kellA Egg &uf, ofAdd DNF FolA Zeba, U == 8 SFule] &4 shollA 384 1V
o] F3HES Alofol= Fad, din] Altsleld oz Xegho =z dszict.

Riz R; Riz Re q
Ri2 . [C1Br] AlofLpolE 22l Ris N
Ri1 NP R, Pd, Ni TE= Cu Ry N
Ry =0j Ry
(Vi) (V)
WS4 7o) vEbd wle} o], shekd] Vil sFgHES WO 2005113539 W+ JP 20013229790 71A1%E wle} 7ol
B84 &) oA stk Viad sSgES FE7IskA], g N-2o Al BHE EE s A
]

2H Azxd 4 Aok, derdoz | 318 Vi 31eES 3 [0rg. Lett. 2005, 763-766]0 7]AE nie} 2
0C WA 80T 2%olA EEA &0, o7y oAEYEZ L 7], Ay BAFLUEF FolA 33
Vibe] Lzw2s) ofddS stz AstA], oAl 22 Aoz AxE & Ut

Riz Ry Riz Ro

Ri2 D i [CIBrI] =73 _g=asm J\
Ry NTSR, T
(VIb

s}sha] Vipe] Z w273} ofdde Asske Tl shedt O}éaoi—ra Azshes A2 FdAA kst
Aol E&[March's Advanced Organic Chemistry, Smith and March, 6" edition, Wiley, 20071 7]A1% o]

84514 VIao) SgEel 4 Gl Ao

Mg gol UER ke o], B3kA Vol Sge BeHA Va mi
g sl ol 00T WA 60TS R4 By $ol, A2
814 veol Aznd LS 47 feh b e ey

= ouladg-de) o AgowA Ae,

fr
1
)
21
%0
(o
a
i)
Yy
1o
ot
EO('

=o] 7 7e sttt

steta] Veo] 7t2nd SE=HE Ax
ﬂoﬂ‘?‘a ]Eﬂi oM sHeh Va Hi=

=
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=
=
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[0195]

[0196]

[0197]

[0198]

[0199]
[0200]

omn
J
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ekl Vb 2 e VdE zZkE Aok AwrAel Alx, HEF 2L w3AS ¥ [March's Advanced Organic
Chemistry, Smith and March, 6" edition, Wiley, 20071l 7]A=Eo] 9Qom, GARoA Aurrom oAl Q
o}, 38k va 2 8kskA] Veol ool FRME(A7|A, & Ry, Rs, Rs, Ry, Rs, Ry 2 Ry 7ol Hod H]'Q]’
Fe)e T3 g UhEely, o5 FAS et B @ A 31e wA(AHAY, EH[March's Advanced
Organic Chemistry])dl Z 7|AlEo] glom ZF7l2 FgAtd A Avrzo=z d#A o).

WS =2 9o Upebd vhe} o] 33hAl 1119] ofvle 3184 Voo 3FERFE Axd ¢ e, ole, EF
A, oAAW Ti(0Et),2] &4 slollA 3}sha] Vool SFES tert-F8 AFolu|=9o} HFA|A 382 Ve M

we PAsta, o]oJA -78T WA + 70T 2ZolA EZA &1, dAY THF FollA o)AS 3tsha] vdel &
71594 Alek( O#Ni Xt gF, €5 E- £t vfadg-99)o 2 A £ 9o, F&Hoz HdEolu=g]
A TR e R FaAH; e IRl A Aukdor d#A lom, wI F&A[Chem. Rev. 2010

3600-3740]°l 7] A= o] 2l

gty oz gsha] 1119 oyl 3544 VccA siERRH Azxd & dded, o, @ A, g
Ti(OEt),2] &A] sloll A 3}sha] Veco SFES tert-F8 Ayolm|=9} FIA|A 3182 Veeo HAITS A
&taL, o]ojA] -78C WA + 70Ce] 2%olA =84 &nf, oA THF FolA o]3l& 8k Vdde] f71a5% A
oF(I71A, X g, ¢FvE- B vtlg-dd)o® HEd § o, F5o

agto =M Pazict.

[e5

o o)
¢} HoN-S N’é Ro Riol
Rf’>\)k 2 R < . R R N
Rs Re — 5 ' ° Ry Rg — 3 HoN Ry
R7 Re L R R
5

(Ve) (Ve) (Vd) R ()

(Vee) (Vee) (Vdd)

et o, 8heha] 1119] oyl wak, F3[Synthesis 2000, 1709 -1712]] 7]A% i, vH-e%4 10 Lpebl
upel o] ek Vol dmERNE Alxd F e, o=, -10T WA 50T XA F7] gvl, ¢z
PN EAL FollA ERmoPMEUEZS] EA] st 83hA] Vo ¢S A, o) ko r AEste] 33t
2] 111b9] el =& AL, o] 20T WA 100Ce] 2%oA 7] &, o7 ks Ex ofAEAL Fo
A Eleg-gete o8 9rRsE 5 dFozA szt
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[0208]
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R
R R1O] Rg 10 n Rg R1o]
Rg= "ol 2N HRe Rs "
Ho8 R el Rs HaN——R4
4 —_— —_——
R R
Rs7T R, cl 0™° Ry 7 Rs R6R7

(V) (llib) (I

How shebd [119] oble g, WEEA 110] vkl vpe} o] shaba IXe] =

] , Wk o

A2 38k 11129 o] AAJoldlo]lE H 318k I11co] 72l E (714, Rye -C, €Z2)E F3) A
z9 = oded, A7 F09A9 Edo] 0T WA 100CY 2xoA] £4 2 e <y o) 7eiaE 4
ATk,

R RTO] n Re R10] n Re R1o Ro R1°]
Rg Rg R n R n
HO R N——R, He 8
4 c R 'O\n’N Ry . H,N—Ry
(e} R 14
Rs R6R7 o RS\ Ry oOF o Rs R6R7 Rs7L "R

Rg Rs %

(IX) (lla) (liic) ()

olZAloprlo] E(11Ta) 2] AH(IX) ] Wghe] tis] Rid vdst Z=EeF T4, 717 FHseA &85

+

1) ¥ [Adust. J. Chem., 1973, 1591-3]e] Z1AlE u}e} o], 50T WA 120C e =4 B84 7] &0,
AAY EFA FolA IS YAldFEATY ofx= 2 ofgl 7], oA EgREolvloz xz]dle] o4
Aol E(111a)E AAd S,

2) w9l [Synthesis 2011, 1477-1483]e 71A1E wie} o], 20T WA 100Ce 24 &84 &0, oAy
THF FollAl olA= I3, d7d ofA=sESR 4 ol 7], dxd Egldd ofyle] &A] 3stolA] AHIX)
S GA3A, gAY AsjEeod k= ZRAFTAZEN LFER Xy E,

3) AHIX)& Bedhs stol=Faito® dehAl7]al, ofojA] of= 20T Wix] 1209 &&olM =24 771 &
o, A 7 FelA gEAl, d ge-EFddxd SRl Bl ¢7], odd Egjodelilon

4) F3[J. Org. Chem. 1984, 4212-4216]1¢] 7149 ufe} o], AHIX)S AL&E 1z 2B roln= Mt
A elE= 0T WA 10T %A &0, ozid ofMEUEZ FollA AstAl, oz t]olA|SA|

WAL A, A EERoRoEA i fe-ERANENeR AL & 98

P )

_1

o)

5) AHIX)E A&shs 12k ZhERRopn =R [d8A7]al, o]ojA o]i= 0T WA 100Te] 2=olA &, o7ty
Fis w2 ol AbskAl, AW BE B Y], d3d st ERFoR Aed o 3l

=
Gl S IXe] AhRRagte] Aget daHzeRE AzE £ AL oldw Aol fAlel, B

Zol, olg dxuHEe 25 X7} -78T WA 20T 2= B84 &, dAN THF FolA A7), <
O 2F golihzzdolvlo] o3k dr s o) 2g3le I, WA Aok, dA & 2 erie]=9}

T 5 9 oA Aot o WSS el Tl Fed AiHZERE HeY X9 A4 AT 5

T

gebd oz sk 1119 ofle w3k, w2 120] yebd ukel o] 20T WA 120C9 %ol f7] &
), oA ol EAL FolM 3EA Xad UER 3FES 394, oA HE2 ddxewxn Azxd &
Att. A, 88 Xao] YERZ 8l3ES [, An. Chem. Soc. 2012, 9942-9945]¢] 7| A% n}e} o] 33}
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S=50l 10-2343280

21 X9 ¢ et YER FFEEEREH AxE $ dEd, olE, 200 WA 100Ce XA &3 &u), o
g ik FolA T2l el EA shdlA gk Xof JER SIjtES Wl HEwlel= 9 AV o7 YE
F tert-F-5Alo| =2 AHgozy Pzlict,

[ =2 12]

Ro Ry
O RB " Rg R1 0 R9 R‘] 0 N
H R n Rg
oNRe B R 2 H,N——R
—_— (O N R7 _ 2 %

1 R
R7 0 R 6 R5 R6 R7

(X) (Xa) )

staba] Xo] shgtEe] 2 FdAtelAl Ao deix glom, thert v 7hs sttt

thotd o= 8}aka] 1119 olule w3k, ¥ [J. An. Chem. Soc. 2015, 9555-9558]° 71Z1%l u}e} ko] 0T 1f

] 100Ce] 2:=oM =84 &vl, At 7 FolA 334 Vol sgted Evddd opx= gl Folx

Ak Zu), oA B(CFe), 2 Aed $, ¥HEEA 130 e vhe} el 0T Wx] 80Ce &EolA f7] &,
FSAGA oA =FE FAA, oAl FaA/Tehror AN oEmM Ax

N

Rg R1o]
Rg R1 0] . N3 R R9 R1 0] n
Rg - [ 8 " Rg
N3 4
HO Ry e - A . H,N R4
Rs" TRy 20| A °Rs ' gl Re 5 Ry
Re 6

A 140 YERA wiel o] dut g8k 1-be] 3FE (974, X S92 dut 38k [-a9] 33E (Y
0 ZHH Axd & e, o=, 4yt 38h] 1-a9 =S 20T LHX] 150C ¢ & %orx] &3
= SAE| QY| ESIA, oA PSS,y == 2= (Lawesson) Al ko2 A g

R4 R4
R12 e N . -
7 L 7
Ry

(Fa) (Fb)

it o =, 38ha] [-a] 898 (1714, Ry, Ry, R, Ri, Rs, Rs, Ry, Re, Ro, Rio, Rit, Riz, Ris 2 n& 3F8HA 1
o] stetzol disl Fojw niel i, X= 092 A7 &4 == FA stelAd, aga AZSZE At ' =55
o] EA) stel A &uf FolA ek 1-i9] SFE(A7IA, R, R, Rs, Ry, Rs, Re, Ry, Rs, Ro, Ru, Rz, Rig
2 one 318k To] dis] Foje niel gom, X+ 0o]al, Zu 94, BE EE 2EFE UEh) S WEAFe
24 752 F . 49 AEZH gl ARSETd, AEEA, S, & 2 7ol g SEI A
slem, oAY F&H["Cross-Coupling Reactions: A Practical Guide (Topics in Current Chemistry)",
edited by Norio Miyaura und S.L. Buchwald (editions Springer)], X+ Z&["Metal-Catalyzed Cross-
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g

wAE a9l

s} g}

ol¥ Ao}l ZHW|H I (Ubsidia corymbifera), ZEIEU|o} F(Alternaria spp.), OFFm|Ax~ F
(Aphanomyces spp.), °F2=F7|E} F(Ascochyta spp.), Oot=W2AF2~ F(Aspergillus spp.), AW A. =g
B2~(A. flavus), A. FU7V52=(A. fumigatus), A. UE@&2~(A. nidulans), A. YAZE(A. niger), A. HF2
(A. terrus), o}$-devA T2 F(dureobasidium spp.), AW A. EFHX(A. pullulans), ETFAE0 A~
Y 2ulElElti X~ (Blastomyces dermatitidis), EFWElol &YX (Blumeria graminis), B.E|H|o} g5F7}o]
(Bremia lactucae), R.E#] Q. ~utolg|o} Z(Botryosphaeria spp.), <A B. ZE Hlo}(B. dothidea), B. &%
AM(B. obtusa), BEZE]X F(Botrytis spp.), <At B. Auldlol(B. cinerea), ZYYlth % (Candida spp.),
a A C. Yu|ZA(C. albicans), C. 228 E(C. glabrata), C. AF A (C. krusei), C. FAEFYo}o](C.
lusitaniae), C. WHEZAZAA(C. parapsilosis), C. ERNZEX~(C. tropicalis), AZERO}AFTA Tl
@2 (Cephaloascus fragrans), AEFEAZ~E]ZX Z(Ceratocystis spp.), AEF~EE F(Cercospora spp.),
A C. ol& Y ZE(C. arachidicola), A2IZANEZY R HE2AYUE (Cercosporidium personatum), e

X% F(Cladosporium spp.), 0|32 FE3F# o} (Claviceps purpurea),

rr
()
ok
lo,
)
i)
=

A D Az W

o
{2
o

b okeh AUy At 9 vhelel s, oF B 8]

bl

AT oldl = AnElx(Coccidioides immitis), TZFHLEBEF2 F(Cochliobolus spp.), ZHEEHZE &
(Colletotrichum spp.), <A C. F2o}o|(C. musae),

AYPESF2 YL IFEWA(Cryptococcus neoformans), Tlo}EZH  F(Diaporthe spp.), UYywdz =
j =y

(Didymella spp.), =dA<d 2 F(Drechslera spp.), AA = Z(Elsinoe spp.),

oyt 25 3E Z(Epidermophyton spp.), SNZHYo} oV AR e} (Erwinia amylovora), @A Z=(Erysiphe
spp.), AW E. A ZEtAo}E(E. cichoracearum),

819 e} (Butypa lata), FAYES ZE(Fusarium spp.), AW F. ZFEE(F. culmorum), F. Z&v|E(F.
graminearum), F. @ILAEJo}ol(F. langsethiae), F. EEYXEEW(F. moniliforme), F. SA=EE(F.
oxysporum), F. ZE2HAE(F. proliferatum), F. TEZFFEII2(F. subglutinans), F. €8 (F. solani),
7Vol 9-wt-n| |2~ Z1E}n| Y2~ (Gaeumannomyces graminis), FAW|AE} FAFL 2| (Gibberella fujikuroi), ==l
el Er A (Gloeodes pomigena), SR LX) FAVE(Gloeosporium musarum), 22w A A=)
(Glomerella cingulate), T-°o]1uZt]o} Bl=Ag|o|(Guignardia bidwellii), =X &7]8 FUHg-v27]
Yoluol (Gymnosporangium juniperi-virginianae), BWENX - F(Helminthosporium spp.), d@dolo} &
(Hemileia spp.), d|2=EZg2ul F(fistoplasma spp.), NAW H. F<Eebw(H. capsulatum), z}o]EJALE] o}
FI|E2u 2 (Laetisaria fuciformis), REIEIE HAZWI27|(Leptographium [indbergi), HWIEE E}S-
7V (Leveillula taurica), Fo2v]e  AMUY¥ <% (Lophodermium  seditiosum), WVIARET|S &
(Microdochium nivale), W AR~XE ZE(Microsporum spp.), Ed# Yo} ZWMonilinia spp.), ¥IE &
(Mucor spp.), vlF@ATol&e}t F(Mycosphaerella spp.), AN M. Z&be)UZFe (M. graminicola), M. W]
(M. pomi), >FvA|TS ®H| QB Eulo|-(Oncobasidium theobromaeon), L3 Q~Eu} ] Aolo|(Ophiostoma
piceae), TWE}FEATIQo)dlA F(Paracoccidioides spp.), BUA# S ZE(Penicillium spp.), <A P. t]7]
E}E(P. digitatum), P. ©o|&8|ZF(P. italicum), AEZ DI )& Z(Petriellidium spp.), AR AZFH R AL
2} F(Peronosclerospora spp.), 7AW P. wpolt)~(P. maydis), P. LRI WA 2(P. philippinensis) = P.
2271(P. sorghi), HARx=2X8} F(Peronospora spp.), Jtol@~ylo|g]o}l w5 (Phaeosphaeria nodorum),
54t 3712 A (Phakopsora pachyrhizi), g 72 oY ol FX=(Phellinus igniarus), LRI F
(Phialophora spp.), vt F(Phoma spp.), ¥wAlZ BlEIF&(Phomopsis viticola), JIEZEZ F
(Phytophthora spp.), oAt P. QA ~E~(P. infestans), Zet~X3e} Z=(Plasmopara spp.), oAt P. &
»H"to|(P. halstedii), P. HEZF2H(P. viticola), ZHS~3E8 Z(Pleospora spp.), EEX3to|g}
(Podosphaera spp.), AW P. FAETIHP. leucotricha), Z&)UA} a&}yw|Y2(Polymyxa graminis), =3
A} H €}o] (Polymyxa betae) , FEAEzasxag 3| 2 X E g] Fold| 2 (Pseudocercosporel la
herpotrichoides), =X~ F(Pseudomonas spp.), sr=d 22X 2} F(Pseudoperonospora spp.), o7t
P. FHMAX (P, cubensis), P. FTE2(P. humuli), FFEINAA EgtA o)L e} (Pseudopeziza tracheiphila), =
71U o} =(Puccinia spp.), A P. T2 o|(P. hordei), P. BZYEHP. recondita), P. Z2Eg|o|EEZn]~
(P. striiformis), P. EZEIIIG(P. triticina), IUN=HAA F(Pyrenopeziza spp.), =X F
(Pyrenophora spp.), YelZ&t&]ot & (Pyricularia spp.), AW P. 28]x}o|(P. oryzae), WES F(Pythium
spp.), AW P. SEIE(P. ultimum), BHE2telo} F(Ramularia spp.), @FEUo}l F(Rhizoctonia spp.), T
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a2 EAZA~(Rhizomucor pusillus), BZFE2 o}&)F2~(Rhizopus arrhizus), WIAAIHEL F
(Rhynchosporium spp.), 2=AZ=2X2% F(Scedosporium spp.), AW S. o}u| W EE(S. apiospermum)
DS, 22T ZA(S. prolificans), 2271ZE18-& W) (Schizothyrium pomi),

2ZdZE| Yo} F(Sclerotinia spp.), 2~ZUZRES F(Sclerotium spp.), WEZ|o} F(Septoria spp.), 17
o S. =%5(S. nodorum), S. EZEZI(S. tritici), 2=3o]ZE|7} vlEele] 2~ (Sphaerotheca macularis), 2=
o] ZE| 7} FTH(Sphaerotheca fusca)(Z=Fkol ZE|FL EE]7|vlot(Sphaerotheca fuliginea)), ~EREHA~ F
(Sporothorix spp.), 22BlaleA e} w15 (Stagonospora nodorum), 2~¥Hel & (Stemphylium spp.), Z~FEl
A% 3245 (Stereum hirsutum), EPVE|EFA F3u| 8] A (Thanatephorus cucumeris), EDTFH]SA|A HlA]
e} (Thielaviopsis basicola), BE|Elo} F(Tilletia spp.), E#FU|Zn} Z(Trichoderma spp.), AW T.
StEX V5 (T. harzianum), T. F¥=3A7|0](T. pseudokoningii), T. VI HI(T. viride),

EWH9%E Z(Trichophyton spp.), E1ZE2 Z(Iyphula spp.), +A=8 VIVEE (Uncinula necator), $&EA
2Bl 2 F(Urocystis spp.), =" etal F(Ustilago spp.), WFE ot F(Venturia spp.), oAt V. Qlofo]Ft
2] (V. inaequalis), MIZ2EIAE-e ZE(Verticillium spp.), 2@ FEXRYUZ ZF(Xanthomonas spp.).

o~

E3), 34 19 3FFgE L olF FFdte AR FAHEL H(class) EAH(Basidiomycete), A7
(Ascomycete), W7 (Oomycete) H/HEw= EFSATA (Deuteromycete), EEEESZHTnAEH A
(Blastocladiomycete), A EIT] W AE]l 7 (Chrytidiomycete), SZHZVAEH 7} (Glomeromycete) 2/ F
IAZv| A E 7 (Mucoromycete)] FHL T ~AEH] g AF WA 3 ofr|He= e AWES WA=

o Abgd & gl

o BAAE A1E T 5 Ak

o~

o7, o5 W, vyEZED A, oA dEZEZ M7 (Phytophthora capsici), Y EZEZ} Qv
2~(Phytophthora infestans), ¥EXE#} AA}o]|(Phytophthora sojae), HEXEZ Ze}rle]olo] (Phytophthora
fragariae), YEXEZ UYIE|olo|(Phytophthora nicotianae), HEXEZ  AMUEW|(Phytophthora
cinnamomi), I EXZEZ AETFE(Phytophthora citricola), IEZEZ AEZIEZ(Phytophthora
citrophthora) 2 IJEXZEZ o EZAE|FH(Phytophthora erythroseptica)oll 23] ok7|d ZAH; IE&
Ad | dAW e oty EwtE (Pythium aphanidermatum), ¥ E]R o}e|lx=whd| 2 (Pythium arrhenomanes),
el et ZF e (Pythium graminicola), I €l oldl=Zetd (Pythium irregulare) 2 I E% EE&E
(Pythium ultimum)ol 93l oF71® AW ; =15 (Peronosporales)ol] 28] ok7]® AW, AN Az} d
XEER 2 (Peronospora destructor), 2=z} e} AEl7(Peronospora parasitica), Zet2Lule} HIE]
F&(Plasmopara viticola), Zef=Rdgl Sxe|t)o](Plasmopara halstedii), TFEHZ=AXEZ FHIA]~
(Pseudoperonospora cubensis), €53 Utk (Albugo candida), 2~FANZZEZ} wla R X2 (Sclerophthora
macrospora) R B#wo} 71| (Bremia lactucae)ll 93 ok7|d AW, 2 7|E, o7 olulwwAx ZE
2] @ o]t 2 (Aphanomyces cochlioides), @AY &2 Z2~Heto|(Labyrinthula zosterae), HZw=~Fd|Z X
227 (Peronosclerospora sorghi) B Z~Fe|22xe ep|UEe(Sclerospora graminicola)ol €3] oF7]€

il B
2.

baNEY

Ay, ol& HW, W (blotch), HW(spot), =G (blast) T+= wEH (blight) AW B/XEx FiiH
(rot), & Eo] ZueaxZde|~ E(Pleosporales), AW ~®Aa 2 £ (Stemphylium solani), Z~Et

o VHAA 2 (Stagonospora tainanensis), Z~EZE7tolol Edol7 Yol (Spilocaea oleaginea), ME
2atolgfot F27)7 (Setosphaeria turcica), ¥¥|x=7tolel 2] 51| 2] Al7] (Pyrenochaeta lycoperisici), =<
3t dZ2ukE(Pleospora herbarum), 2vt W|Z~EZE| W} (Phoma destructiva), Tho]eupolgjol 32X EF
sLol ¥l (Phaeosphaeria herpotrichoides), o] S AHEF2 7ho]9-Rbu o] (Phaeocryptocus gaeumannii), -]
S xstolde} b)Y Feb(Ophiosphaerella graminicola), Q¥ QEB-F~ Ziebv|UX(Ophiobolus graminis),
R E~sjolg|o} whE#2(Leptosphaeria maculans), QAW 2ay ol A# W 2lwt(Hendersonia creberrima), AR
Exyely EENUANE 2 (Helminthosporium  triticirepentis), MAEZypolg|ol F27]7}(Setosphaeria
turcica), =¥ A& 2871~ (Drechslera glycines), Yt|@e} B Yolel(Didymella bryoniae), A&
234 oYl (Creloconium oleagineum), FeJW|2=3 e} Fh2=Alo] 2 (Corynespora cassiicola), 2
Yo EF2 AR~ (Cochliobolus sativus), WEebe]lz ZYElReb(Bipolaris cactivora), W&o} o]ifo]F
e8] 2~ (Venturia inaequalis), Id X3 " @l = (Pyrenophora  teres), ¥Hxiet EZE7-HAHH=
(Pyrenophora tritici-repentis), @HZEuWgo} GH EVEl(4lternaria alternata), | E2vtg]o} Hef2A]7]
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ZeV(Alternaria brassicicola), LH2Ugot &E&Y(Alternaria solani) 2 LEHEYZ ol EnlEde)
(Alternaria tomatophila), 1-&&W i = (Capnodiales), A AT o} E-E|7|(Septoria tritici), MNEZ
o} %% (Septoria nodorum), AEZ ol Z¥7|U=(Septoria glycines), HAEZIA~XEE olely|y e}
(Cercospora arachidicola), MEFZ2=XE 2AY(Cercospora sojina), MEIA=E  Alolo]-ulo]r] 2
(Cercospora zeae—maydis), MEA=E AL} FHA g o] (Cercosporella capsellae) 2 AEFAAX A} FHEEET
o)~ (Cercosporella herpotrichoides), E8t=AEdS V2 XL E(Cladosporium carpophilum), Ed%2
¥ dFE(Cladosporium effusum), Ip2222} EWH(Passalora fulva), ZEEAXE]E SFAIAEE
(Cladosporium oxysporum), =EIZ~EZvl MEANF(Dothistroma septosporum), ©IAMEIFAlZ P =X )
(Isariopsis clavispora), VlZZmpo|lde} X MA A (Mycosphaerella fijiensis), WZvto]dAg}l vy FE
2 (Mycosphaerella graminicola), VIZHEZ A A} F A o] o] (Mycovel losiella koepkeii), I}o] L O|AL]JA 2
v}e el Z 2} (Phaeoisariopsis bataticola), T+EMERAAXEE U El X (Pseudocercospora vitis), TTEAEFASE
A} |2 ¥ Eg Fo|dlX(Pseudocercosporella herpotrichoides), ehEetelol WElZ e} (Ramularia beticola),
gtEetelol F2-A12Y (Ramularia collo-cygni), wFIUEZ2EE A & (Magnaporthales), oA 7}o]$-rti-n]
Al e Y 2 (Gaeumannomyces graminis), PFIVUEEH 1] Mol (Magnaporthe grisea), ¥|E|Zele]ol Q.
Aol (Pyricularia oryzae), oA MAE (Diaporthales), oA  olyiadul ol =&} (Anisogramma
anomala), ©o}¥] Q1R ol olgl it (Apiognomonia errabunda), AEXe Z2FERY (Cytospora platani), U
ol¥x 2| A2 E 5 (Diaporthe phaseolorum), ©lZ2~Ze} WAEEEWN(Discula destructiva), 1= Uo} =
ElZ 2 (Gnomonia fructicola), Z1elvlglo} §-vlZe(Greeneria uvicola), A#HIAY-S FZ]E (Melanconium
Juglandinum),  ¥EJA2 WEIZFE(Phomopsis  viticola), AZ2FF2  ZFEHH|7|aE-FZdTALE
(Sirococcus clavigignenti-juglandacearum), FW}7|o} =glo|lU(Tubakia dryina), CY7Y2Re} F(Dicarpella
spp.), A} Mg EASHEvF(Valsa ceratosperma), 2 71Er, AAW otElwElE]e ekl U X (Actinothyrium
graminis), ©}2~371€} M A (Ascochyta pisi), o}2=WEAFA Z8} -~ (4spergillus flavus), o}~HEZAFE A
U 7VE 2 (Aspergi 1 lus fumigatus), oW 2ZAF 2~ UEdX(Aspergillus nidulans), oF=¥|E =X E5 718
7}e] (Asperisporium caricae), &2l Aet ztots] o) (Blumeriella jaapii), Z¥EIth & (Candida spp.), F=T]
% B %% (Capnodium  ramosum), AlZERo}AFA F(Cephaloascus  spp.), AZR2AXEE vl
(Cephalosporium gramineum), M EBFEAZSE|Z et 5 A Ceratocystis paradoxa), 7VO1EVE F(Chaetomium
spp.), S|Wl=27| 2 Y T2 (Hymenoscyphus pseudoalbidus), =71 L0182 &(Coccidioides spp.),
ARDEg2AE 8 AU (Cylindrosporium padi), YZ2I7F2E @e}o|(Diplocarpon malae), Ew|3=w|x|x} 7+
H2~E8 2 (Drepanopeziza campestris), AA w0l AU (Elsinoe ampelina), NIZFF YI1gE (Epicoccum
nigrum), NI U 2RI E F(Epidermophyton spp.), eI eteb(Eutypa lata), ALEZE 2% (Geotrichum
candidum), 71¥ely  Ald<e] = (Gibellina cerealis), ZZALAEI~NE  AZ27|(Gloeocercospora
sorghi), &2 ulx XV AY(Gloeodes pomigena), ==X H#I2(Glocosporium perennans);
=2 e Yol EHlEAWNEN(Gloeotinia temulenta), 1| XE~3pold|ol I ZE]F2H(Griphospaeria corticola), 7+
nlel A2} 2y (Kabatiella lini), WNEIZHY S VARAXEE(Leptographium microsporum), HEZTolZEY
o} AgtxA|ok =T (Leptosphaerulinia crassiasca), ZXEU|ZV]5 AlUE] % (Lophodermium seditiosum), VFE
22Uy adv\YEF & (Marssonina graminicola), W ARE7]e Ywd (Microdochium nivale), Hd#Uo}l =
E¥Z2(Monilinia fructicola), Ex=12}2e} UM ~A 2 (Monographella albescens), FE=~XEefAxF~ k=
W2 (Monosporascus — cannonballus), WelRIAlEF2  F(Naemacyclus spp.), QIQLAEwL L=H-gWH
(Ophiostoma novo-ulmi), I3}e}FAIYloldl2 B e 2] dlA| 2~ (Paracoccidioides brasiliensis), TIYdelg 9
235 (Penicillium  expansum), HRBZREol REwWl=g](Pestalotia rhododendri), WHEHAHUE F
(Petriellidium spp.), #HAAZFet E(Pezicula spp.), L2332} 1@ 7Vek(Phialophora gregata), Betiet X
WAl (Phyllachora pomigena), 3I|VIEEZE SUXEH(Phymatotrichum omnivora), I|AZ¥2 <]}
(Physalospora abdita), Z9EXXE EMWW|5(Plectosporium  tabacinum), Z#~7|9E FAETA
(Polyscytalum pustulans), +Z=3AA}F Wti7}71 U2 (Pseudopeziza medicaginis), 38| A| A} HEf2xA] 7o)
(Pyrenopeziza brassicae), Ee|l=X el AZ7|(Ramulispora sorghi), WEFEUl FEEF 7ol (Rhabdocline
pseudotsugae), WIAAXEE]E  MZEl(Rhynchosporium  secalis), ArAZEFEYE L E|Ako](Sacrocladium
oryzae), =AEEES F(Scedosporium spp.), 2271ZFEl8]ls XV (Schizothyrium pomi), 2~EFd ZE|L o} =
SU2E| L5 (Sclerotinia sclerotiorum), Z2~FdURZE|Yol W x=2(Sclerotinia minor); Z2=ZHRES F
(Sclerotium  spp.), E&Eg oA FMeMA = (Typhula  ishikariensis), — AMO|WPEAX TR wlg]o}o]
(Seimatosporium mariae), WEHSE]S} FEZ=A(Lepteutypa cupressi), HNEAE FREF(Septocyta
ruborum), 2=3tA 2w} FH| 2 M|oto](Sphaceloma perseae), 2=EZUn} AT o)Wl 2 (Sporonema phacidioides),
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¥y IR (Stignina palmivora), EF¥|Alo} &ETho|(Tapesia yallundae), BV} B2V} (Taphrina
bullata), ElA¥FA2 WA ZE(Thielviopsis basicola), EZIAEZ Sl XEZEAYU(Trichoseptoria
fructigena), A3 Le} Aol MA| A (Zygophiala jamaicensis)ol 98l ok71® AW; IAVIFHT AW, A=
Eol HAVFH A E(Erysiphales), oldd] EFwlgelt a@tv|Y 2~ (Blumeria graminis), ol#A# Z# i
(Erysiphe polygoni), $A=8F WFFEZE (Uncinula necator), Z~3}o|ZH|7} Z2| Al (Sphaerotheca fuligena),
I xavolgt FHEY I Podosphaera leucotricha), EE2~3}olg} wEe}e] 2~ (Podospaera macularis), = ZH]|
LuAdl2s Al ZEtA|olg (Golovinomyces cichoracearum), UMW DEE}; E}§-2l7M(Leveillula taurica), VP|A 223}
olg} ©TlFEAY(Microsphaera diffusa), Q0)T3A2 L2AF ol (0idiopsis gossypii), DEEYol FEEME
(Phyllactinia guttata) 2 Qolt-g ole}7|t2(0idium arachidis)ol 23] ok7|® AW; FFo], & &
A8 e = (Botryosphaeriales), oA =¥ e &Ag}t o}2wlelF(Dothiorella aromatica), TIZET|o} Al
2loVeb(Diplodia seriata), T-ol2y2vjo} H|=AE| o] (Guignardia bidwellii), BEZE]2 AU|#|oH Botrytis
cinerea), HET QE|Yol & o|(Botryotinia allii), REZ LE|Yo}l Hulo|(Botryotinia fabae), FA 3%
obu| 22l (Fusicoccum amygdali), A LUlZZt]o} H QB Ewlo|(Lasiodiplodia theobromae), VFAZ¥vl E|
ol =& (Macrophoma theicola), vYAZ3Ew|v} S}A L2V (Macrophomina phaseolina), BZAEER FFEZHERA
oV&(Phyllosticta cucurbitacearum)ol| 28] of7jd AW, BAH, o5 Lo ZEduALH~ F
(Glommerelales), dAW ZAEEHF FEAeAFT ot~ (Colletotrichum glocosporioides), ZUEED
F AR & (Colletotrichum lagenarium), ZHEEZ S L2A|Ho|(Colletotrichum gossypii), =Z=v|Az}
M= e(Glomerella cingulata), 3 ZAEEZT 218w F2H(Colletotrichum graminicola)el o3 of71€
v R AFHWwilt) EE uER, dE 5ol FFstx&(Hypocreales), olxdl oladEYE X~EFHEF
(Acremonium strictum), ZeW|A2 F23F ol (Claviceps purpurea), FAVES ZXE (Fusarium culmorum),
FA S v dolE (Fusarium graminearum), A& VIE2FE X2 (Fusarium virguliforme), A&
SA 225 (Fusarium oxysporum), FAYE s FHEFFEIGA(Fusarium subglutinans), FAMFS SASEF &
sbE FHA| (Fusar ium oxysporum f.sp. cubense), AEet7|oF YU (Gerlachia nivale), HW|ZRe}l FA]F o]
(Gibberella fujikuroi), W&} Alolo](Gibberella zeae), 28 Z& s F(Gliocladium spp.), U ZE|7]
& W EFFelo (Myrothecium verrucaria), YEE|o} &tEg}e|otol(Nectria ramulariae), E ZH 2w} H|Z T
(Trichoderma viride), EZFZHZ| ZA&(Trichothecium roseum), L WIZEAZE HILBZw]o
(Verticillium theobromae)ol 2|8l oF7]® 2H .

G217, ol HW, ZE71% (smut), dE Eol ZH7)d 5 (Ustilaginales), o] $-2ger|woldo} vl
2~(Ustilaginoidea virens), $-2~@e}il FU(Ustilago nuda), 22881 EZE|A(Ustilago tritici), $2=
gt Alofel(Ustilago zeae)ol <& oF71¥ AW, W (rust), & E°] 5 (Pucciniales), dzid] A=
ge]-% YA (Cerotelium fici), A2 A} o2 AT et (Chrysomyxa arctostaphyli), el AEE]g o]
XX o}o](Coleosporium ipomoeae), d|BUlolo} HIAEVEH X (Hemileia vastatrix), HA|Yo} olgl7|t]
(Puccinia arachidis), FAYo} FV7V8lel(Puccinia cacabata), FAYol e} 9|YU2x(Puccinia graminis),
Ayl @l ZYEeF(Puccinia recondita), HAUol A~E7|(Puccinia sorghi), FHAYol Z2d|0](Puccinia
hordei) ,ZA Yol 2Ego|¥X2n| 2 ®3lF s 24o|(Puccinia striiformis f.sp. Hordei), ZA]Yo} X2Eg] o]
¥anx B3lE AZ#|~(Puccinia striiformis f.sp. Secalis), FAIYOLAER I (Pucciniastrum
coryli), Bx S#uddl~ Z(Uredinales), AW I 2U2E]S uZ&(Cronartium ribicola), Fx=23%
@71 FUA -8 7Y olyo] (Gymnosporangium  juniperi-viginianae), TRHXAel  W5FAFO] (Melampsora
medusae), g8} 9718l A| (Phakopsora pachyrhizi), Xe}1v|t]g 3 2U%E (Phragmidium mucronatum), 3
A} G ZAY 2~ (Physopella ampelosidis), ESZA o} Y2xF 22 (Tranzschelia discolor) 2 $-Z1]
A2~ ") AJotol-sulo] (Uromyces viciae—fabae)ol| <&l ok7]¥ AwW; = 7]gr oy 2 Ay JAY AHES
F22 F(Cryptococcus spp.), NAvAIUE AL (Exobasidium  vexans), VIERAP|AFE2~ ol d 2w}
(Marasmiellus inoderma), V1AW & (Mycena spp.), 2=3AZE I} d Lol (Sphacelotheca reiliana), ElE
g2} oA F e AN 2= (Typhula ishikariensis), SZAZE|X ol123) | (Urocystis agropyri), ©|EHIZ2Adg] o}
H2Z A~ (Ttersonilia perplexans), ZE2E|7]% Q¥|5(Corticium invisum), TFO|EJA}E]o} FA|EEH|
(Laetisaria fuciformis), $}olelo} A 2AUE(Waitea circinata), @&EFEUo} &8l Y(Rhizoctonia solani),
BRI EH 2§ 2 FF 2 8] 2 (Thanetephorus cucurmeris), QB =Zvl @e|olol(Entyloma dahliae), AEZ A} W]
AR A~EZ(Entylomella microspora), UMW Aol EE|Uoto](Neovossia moliniae) 2 @ Elo} FlE]o~
(Tilletia caries)ol 93l of7]¥ AW,

S~ EZFE Y 2 u A EH 7 (Blastocladiomycete), oA I Ad Zu} wlolty 2 (Physoderma maydis) .
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HaZu A 7, oAt FZopd|Eet FFEW|ELE (Choanephora cucurbitarum); 32 F(Mucor spp.); =

3F2 o}l FE A~ (Rhizopus arrhizus),
ol¥iut olye}l, A7ld EAE RAEF} LA #HE tE F 9 Fo o3| oprjE EH.

ol59 Xyt @A Yste], IjtE B olE X3t A= EI A, ddd od=euo} opdmw et
(Erwinia amylovora), °l1E2%Yo}l FVetER e (Erwinia caratovora), TYERYUZ oA 2~E@] 2 (Xanthomonas
campestris), Xy Al@7}o)(Pseudomonas syringae), Z~ERER| M2 2T |0l 2 (Streptomyces scabies)
9oohE #d TRk ohyet Ao AEE o 24E 7 5 Qo

2 e HE UelA, REstaxt s i{@ A= ‘jx]/EEL F83 A5 Aoz gdA 9 ddA 2HE,
dzad wWig A&, dF 5o EdHgE], EFdE, Ay, =g 9 2] JF/F, dF 5o By, 57
(), 713, A4, &, &4, 4, ol € 4, AF *—‘.% ]% 5o 53}, olnl, uinl, 3Hnl 9 Alo]H;
WAbE  dE 5o AMRH 2 AR F-(fodder beet), , H2Et= | 3 (oilseed rape)(7}b=2t), %

g, durelr], A R gy A 04]—3‘ E—é ’\]'er, ofxE|sE, ofW7tE, whh, A,
d, B5of, v 2 A5, BX(grass), dE2 5o vHFY a3 2(Bermuda grass), EFL#
(bluegrass), WIEI#]>(bentgrass), AEIFZ= 2> (centipede grass), I=F(fescue), TFo]lzax
(ryegrass), AISIE 9 A~¥ 1~ (St. Augustine grass) Z FoJAlo} 1@~ (Zoysia grass); S|H, oA
vl ®Elx], zpelH., ;4 ZHIY, #8[X](lovage), TIE, Sd7lx, &8, 22ulg], Aol 2 €9l F

g, AR Ol M), 9UF, GFE D OEF AN, AF 5ol oke=, AT, BF, Ao,
S, Wz, AAER S L BF obt, dE Sol JE ok BAAE, dF B X, BE 2 52 g
%o Bol Jbe, @A, SYH L nT Y AxF, dF 5o chlxvheAs, 4H, nzae, o)

, B, Q0] vkE, A3, WZ%-(narrow), BE, eI, 4y, FF, AR, U, FulE, AlFA 2 Enf

.%_
E; 9 gzZ2E(vine), odE 5o X5 ¥3sit,
=l
L
A

gol "HET AR W/EE RA ATe §F Bt 44 Fote] B4 WMol AREA wR2Ady 2
& AzA EE AZA EF(AD, HPPD AAA, ALS A4, olE Sol TenaFe, Zeafe 9 =9I
SAAFE, BPSPS(5-ol -] 2l -4 7] v o E-3-E 250 E-AEkA]) o}AAl, GS(ZFEU AHEA) lAA =
= 7,

T PPO(ZR2EX 2 wA-SATA) AAA A tal] WS 24 & 88 AES £ xT3h= Ao= o]F
Eojof g}, FAAA FF YR (EAHNAAD) A o) outEY =, oAE Eo] o|npAtEd B WS %
A 7 A& g o= Clearfield® o1& Al (Fhzebolth. 3 &3t Wl o8 AlzAl T AxA FHol
s WS ZHA A& o= A% RoundupReady®, Herculex I® 2 LibertyLink® 2 Fuj 71538 2

‘:__ O L o
FEA)E- B SFEAME-ARY S WFo] LT

A

i
i

e TR G )

W, dE S0 skt O]*ng *JE—WE.OE ;‘L&O}L 54, d7d), odE £
o7 <& A5 3T # Jdug. HEHE £ e H549 A= s-UE
A 3 A dAZAY AFe A4 awnd, 9 47 z
7F ¥8kd 4 Q. wpA S~ FRAVIANA = (Bacillus thuringiensis) Sa%
&) o Bt 299 KnockOut ® (Syngenta SeedsAb)olt}. A% AL oz3tsta, o] uz}

&t J’P/] T35 23stE gE9 o= VipCot ® (Syngenta SeedsA})©]th.
olo] T} A7t g vl FF O Tl da AP vebd & Avk(HAdar wdel oa AdE o,
2rt g8d FAAEY FFE(stacked transgenic events)). o& E9o], A& AIEF S AEHsHA
SAl AlzA WAS Uelle 58S 7FE = e, o E £9] Herculex I®(Dow AgroSciencesAl, Pioneer
Hi-Bred InternationalA})o|t}.

o I

o 2
OB ot

m*ﬂ Lok

© oo,
[o

fo] "f§-83 AE" P/Es "HA FAFE"S, X3 DNA V)& ARgol o8] FAMSE S, A 28 zh=
dAY o]Ent "HWAA-AH M A (pathogenesis-related protein)"(PRP, <& o] EP-A-0

=

Py B4

)

_36_



[0256]

[0257]

[0258]

[0259]
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392 225 Fx)S FAT F e KL AES = Idete o= olgHofof ). o3 FWYUA B4
2 ool gPUY 24& 29 o, o& S0 EP-A-0 392 225, WO 95/33818,
% EP-A-0 353 1912%F A5 d AEe] A e GUAA ditH o FH 5
L
=]

o] Jem, dF 5o 7]

FAAZS] A& 9d] HHE F dE She, dF Bl vAF2 A2 (Bacillus cereus) T AFEF2
xAg|otel(Bacillus  popilliae)ZFEH  A3m o4, T wlFxs FAX A2 (Bacillus
thuringiensis) 2F-€9 A% wid oA §-H54, <& £°] CrylAb, CrylAc, CrylF, CrylFa2,
Cry2Ab, Cry3A, Cry3Bbl X+ Cry9C, %+ AE A7 #dE A% @i (vegetative insecticidal
protein, Vip), <& £9°] Vipl, Vip2, Vip3 & Vip3A;, & Al A XF, dF &9 ZEHT F
(Photorhabdus spp.) % AR5 F(Xenorhabdus spp.), <ZAW EEHF2 Fu|UlAdl2(Photorhabdus
luminescens), Ax=%F2 UwlERFEA(Xenorhabdus nematophilus)®) 2% wilza; ZEo o3 AYAH=
54, o AZd 54, Av 54, Gl 54 9 08 3-S50 AL e g3 AhEHE 54, 4
A ~EREMAE 2 (Streptomycetes) =22 AE 9", g g5 9", HE YW EE AREF
(snowdrop) #El; oZFE|L; Z2eolupA] AAA, oA EHHA AAA, M ZZEolAl AAA, wlele,
Az=etE, 93Ql AA; glREF-EEd st G A (RIP), dxd] 4], &5-RIP, olH7, F3, ALXd EE
BEled; AHZolE YAt &4, oAY 3-slo|EEZA A Ro]= AT, ] iE o] =-DP-ZFE] ZA-EW
AHEHA, FEU2HE SACHA], AtE AAA, ING-COA-ZFERA], o] g A, JAd YEF =& Z
F Ad AAA, FF T2 ol zHEA, ol TEE FE&A, 2gGul AEA, violdld AERA], Z1EYA] 2

=FtAlE 23R

weh, 2 s #Esie], §-UlEA, dE 59] CrylAb, CrylAc, CrylF, CrylFa2, Cry2Ab, Cry3A, Cry3Bbl
T CrydC, e AE Ay ddd a4 ad(Vip), & £9] Vipl, Vip2, Vip3 E+& Vip3As H3 3}
olBg]= ZA(hybrid toxin), AW ZA(truncated toxin) E WE ZA(modified toxin)EE FEH o] o]
Hojol gith, slolBHE HAE olelgh dwA e Aolg e MEE ZFd o3 AxFHoE AdH
g(dE E0], WO 02/15701 #=F). Aek H4&, o F Eo] Huk CrylAbe FAH Ao}, Wy 549 A9, A
A A F49] sl o] o] ofwAto]l tiAlETE. o] gt ofni Ak thA A, wtEASHAIE HA HEA] ZEEH

ofAl 212 AMdo] =4 UE A=, & 50 Cry3A0559 49, 7FA1-6-214 A do] Cry3d =4 W=
AR E TR0 03/018810 ).

ojf g A4, i o3 H4AE Y F e FAAEY HEY o B2 de, odE E°] EP-A-0 374 753,
093/07278, W095/34656, EP-A-0 427 529, EP-A-451 878 2 W003/052073¢] 7§Al= o] Slt}.

ol FHAESY A& Ax WHE FARNA dubg oz FAE glom, dF B 47 AdFHE A=
of A=l Ak, Cryld dSA R} 2 o]o] AFRE, 5 Eo] WO 95/34656, EP-A-0 367 474, EP-A-0
401 979 2 WO 90/13651 =58 FA|Eo] i},

FARES A=l FFE She Fa T3 g WS A= Fogn. old 25 do9 +F R
TFolA AT ¢ AR N, SAHY (), AT 23 (FEE) 2 (RIAE) A 53] dRiHow
Eiahal=s

S AdAgol vl dmgsta s oY H4AE #HEsE sy ol fFAAE dHdte FAAEY 4
5 3AE don, olg T dF= T hestth. olEd A= o= d7)9k 2k YieldGard®(CrylAb
=42 W3l 244 HE); YieldGard Rootworm® (Cry3Bbl =4AZ WdslE £944 WE); YieldGard Plus
®(CrylAb % Cry3Bbl H4&E #dHE S5 WF); Starlink®(CrydC H2E Hdsle 54 ¥H3F);

ZA =

el
Herculex I®(AxA] SFEAYE dxFd U3t PSS SAsES FAVYLEYN N-olAdEd s e
(PAT) &4 % CrylFa2 545 Wdsle S5 ¥E); NuCOIN 33B®(CrylAc H4E Wdsts 53t WE);
Bollgard I1®(CrylAc 545 W33l E3F WF); Bollgard [I®(CrylAc 2 Cry2Ab 545 2d3l= 53 W
Z); VipCot®(Vip3A ¥ CrylAb S54E @dst= 53l WE); Newleafl ®(Cry3A 545 Td3t= 42 ©F);
NatureGard®, Agrisure® GT o]=WHEIX](GA21 S| FEA|E-WAl &), Agrisure® (B oJ=mE X (Bt1l =<
T A¥33F(CB) ¥4) ¥ Protecta®.

oleld fHAEY el F7ho o= a7leh drh:

1. Btll &FF(AZY: Syngenta Seeds SAS, Chemin de 1'Hobit 27, F-31 790 St. Sauveur, France, S
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[0264]

[0265]

[0266]

[0267]

[0268]

[0269]

[0270]

[0271]

[0272]

[0273]

[0274]

SS50l 10-2343280

& C/FR/96/05/10). ¢t CrylAb 549 FAAEY Hdo od F3H 245 IATF(LAEgYol g~
(Ostrinia nubilalis) B AMAFR|o} w=y}1e] @ o]l A(Sesamia nonagrioides))dl 9|3k &7 0
Al g FHR MY Ao} mlo] 2 (Zea mays). Btll S S &4 PATE FAALES ] od] L@ste] A=A

SFEAUCIE gl e WS ST

2. Bt176 &5 (M FY: Syngenta Seeds SAS, Chemin de 1'Hobit 27, F-31 790 St. Sauveur, France, =4
% C/FR/96/05/10). CrylAb =49 FAAEY #Hdo 93] fH S5 AFF(L2Eg Yol wlgdg]x 4 A
Atajol =y ol ot FA s AFgAAES ZEA F FHA WE Ao} wlo]x. Btl76 S55E E
gk @4 PATE A=Yl os) ddste] AxA]l SFEAUOIE dRF digt Uyids gidsi,

3. MIR604 &4 (A=Y Syngenta Seeds SAS, Chemin de 1'Hobit 27, F-31 790 St. Sauveur, France, 5%
WM C/FR/96/05/10). W3 Cry3A 549 FAAREY Ld o] LF-AIAZE 2 & 5. o] 54& 7}
HA-G-Z2H oAl 14 Ade] il ols WA ®E CrysA0550itt. o] e FHAAES] & AR Az W0
03/018810° 7]A] =] Art.

2 g

EN
b
4

4. MON 863 244 (AZY: Monsanto Europe S.A. 270-272 Avenue de Tervuren, B-1150 Brussels, Belgium,
5 C/DE/02/9). MON 8632 Cry3Bbl =4g @iy, Ao B s 25 &) A4S 2=t

5. IPC 531 B3H(A =9 : Monsanto Europe S.A. 270-272 Avenue de Tervuren, B-1150 Brussels, Belgium, &
EW35: C/ES/96/02).

6. 1507 &5 (MEY: Pioneer Overseas Corporation, Avenue Tedesco, 7 B-1160 Brussels, Belgium, 53
ME C/NL/00/10). A9 AAIE 2o gt A4S Sy 918 dwld CrylF 2 AlxA] SFEAUOE
AdEFo ek WAS EAsH7] 38 PAT vl de] &S 93k f-A Wy 844,

7. NK603 x MON 810 &< (A|Z%: Monsanto Europe S.A.270-272 Avenue de Tervuren, B-1150 Brussels,
Belgium, SS5HE C/GB/02/M3/03). frdat WaEl WF NK6037 MON 8108 wwjgro =y Sdxo=w FF/NZ
H sfolHYE &4 WMFOR o] FolZth, NK603 x MON 810 &4 #1ZA Roundup® (F2| ZA| o] E ) ol
sl WAdS Foste, ola=wtelgle ¥ W (dgrobacterium sp. strain) CPAZRYF-EH £5¥ i (P4
EPSPS, H E3t §9 S ATFS TS 24 QAF gk WS of7lste v T FRI7|A & of
% F228}9)(Bacillus thuringiensis subsp. kurstaki) Z2%-E 459 CrylAb 545 FdAEd o8] od

e,

B oAl ALEEE sk o], §of "AAA"E, HEe| el E AelA AFstm 9l
HEe) FA} HEHE X, Bt FAL BEF S yold %
3L

3, EE =
(seedling)®wt ole} &¢E X (established vegetation)S E&3c},
fo] "AE"E AE9 HE BA FES AAIH, olde T, EHiE, tH(sapling), ¥, IAF, =7]
| %8

(stem), AF(stalk), &, = Zao

xghEnt
fo] "AE WA AR"E AE FHo AEE = e 429 MY FH(generative part), <At T, 2L
21 A5 (vegetative material), o7t A e A, dE Eo] AAE Uehlle Zo=Z odldt. od&
£, TA(AAS ouloA]), e, HF4, A, P2, 24 2 AEY FEE0 dA9E F . EYezy
Elo] Wol Tof i Fol Fo| o] Fojof sz wrolEl 2E H oyl AEo] Fa AgE F 9k, ol o
A AELS HA(immersion)ol] &3t AA T FIE Aol & o4 ol ne=" & v, ndAs AT "AE

WA A FAE dehis gow olsH),

Ankg S ALg3te] B mA ol AFE+= AEAE, dF o] 3 ["The Pesticide Manual", 15th Ed.,
h

ritish Crop Protection Council 2009] . ZF-E FX| o lt}.

s

stekal 19 SEES HYPHA @22 JEHE AMSHAY, b
HE (adjuvant) 9} A A8"E 4 Q. o] HF
1=

=
(emulsifiable concentrate), ¥ 753+ #Ho]x g 54
ol dd(dilute emulsion), &4 HZ(wettable powder), 7F&A ®Z(soluble powder), ¥4 (dust), ¥}#
(granulate), B &3, A& 5o TFA =2 =29 & (encapsulation) FH=E HAA APt + vk,
2AEY F3% VAR, 48 WE, d7g] 5, FSH(atomising), AHE(dusting), AFE(scattering),
Y Ty YL grd 54 2 Mg J3e] e} dedEn. £ 2AAES T3 U1 FHE, o7 <
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89 & av.

b, g Aol shtel gk 19 dhgheE, A oR 8w
ki A

1= 9
ot A=, wEAe e 2AES Aedd. w4 eR F8Hs FAs, dE 50 &=
Aghgt FAlolt. U8 HAls Al 2 FHE k. wEAsHAE, Y] 2=, e 19 dsh=
of tate], AHoje st o]ite] dF &4 FFE, odF 5o FUr A &4 AwS EFE vt

o149 BB 2B 498 B ARY 5 AAG, e HAG Ao st o ge ke B4
AR, AT AFA, AAEA, AeA, AzA EE A% 4% 2849 Bdd 5 vk Q% A9, F7)
o B4 ARe A Be A5H AL AL = A

sl Frto] G4 AR o= §r)7 £3EY: 1,2,4-EloltolE | 2 6-tUERold | opddEld, A
= A s5E, ofvd, o kd v tE, ofdE e, otdyw-IEd, QEHA=, A, ofH-HIAE,
| = o} =

Zopr] =, WA-HEIE, Wzolu|hE, WxEolE, WxEovol®, Wxeed, Wxdved, W=
obtlob, WAztEubvlol =, FEonl, studo|E, EBoclis, Eresie, FREUEL, A
o=, o 3 HFE, AohwoldEoluES A, AohwolAdd o=, Alohuwo]uthE, Alobwu]dl-glo}

Zod, H7lRERYEY, trfaizoin|e frteRsoms, tuddydolE, HUERM s JtEHYCE,
HyEzdd, dyERdAd A2EYolE, Hid EAH0E, HEelk 33E, HE7IEnE, HEL

A=, DESe, ool tlob =Rl dd-EanuelE, e eyl 2rasd
v, ZRased, aRREUEd, Forld, AZA/AE 43 244, Aasdehed P, el
(z-ob ) F e, Sfol=BAobde =, Sol==AolSAbE, olpjtE, olntiEee, ARFA/AE 4F =
A, olaMETFeHs, o HAZAUL-AY, o|HASU, Welolr=, WA o=, Wy FuA, mEE
W, w2EY, 0ovd AEubolE, 715 SHE, SAEQ RN olus Sl SAEU-TE, o
B, M54 Amd, Ad-oAEeh =, Adolu=, Sdlzelu s, Hd-Sa-oD-Ees ohv]=, AU
2, Adseol, YARZESAE, 4, waghl, mgons, wEdolv=, Wy, wuew, A%
FEE, U9, ZEvecs, duol
o i

% E, SeE-g-stassos | sekEel, dduAE, ddd,
e st doo)s, s d-dd fxotr|=, sevdelrl, sed, set-okul, 3en|te-sto] =,
AEeY,  WEHwEe, AUEdE,  Awd, Awd GEA, AEAT-A2RAN, N8,
ssmAAgob), ~EZNEY, Ashnel Eeols, Ashln, HEdEASA, Hopord, Eobtlels e
zofn|= | ElolE FhEB o=, EloAlolloE, Blofl Fad oy, Efolu=, Eejobxl, Eejolsyl
HobE, melebs, melols-ge, Eelobg-sleuder, Belolln sherhels, gy v Eoxy
E. omagR #9E, dzoubEdsesbiels,  s2wyEd, sEdsopdes,
e soluEolrl s, =B sdells, tdd sed, Fedes, selsed mgrclus, o
BER ohdElelE, olaZEdelE, oHAEE, £ @, H71FE S, f71A49, SApEAUIe, A
9dEd WA, g Mol s, EagnEevelE, EAEREedolE, WY anos, sy F
2 29 R AE=, SO, Elob b el e, HobEe e,
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[0309]

[0310]

[0311]

[0312]

[0313]

[0314]

[0315]

[0316]

[0317]
[0318]

[0319]
[0320]

S=50ol 10-2343280

FoAI, "mp."E FHE SVl LONSE A A=rhEoTe )
._04 .

A THLE M3 WatersAlZEE o] A A7
(SQD, SQDIT & AbsA Az BAA)(FA: Fol> 2 Jo]&), ZAW®: 3.00 kv, &7 30 V, F&7]:
2,00V, 353¢ &%: 150C, &8s} 2%: 350C, 2 7k #F3F: 50 1/h, &8st 7t~ §3: 650 1/h, &
g 19l 100 A 900 Da) % WatersAFZH-E12] Acquity UPLC: Hlo]lUe] HX, 7ldd Ad +3, fgolox-
olglo] AZ7] 2 ELSD #Z7]. A% Waters UPLC HSS T3, 1.8 um, 30 x 2.1 mm, &%: 60T, DAD o ¥
(nm): 210 W= 500, &w) Fj: A = = + 5% MeOH + 0.05% HCOOH, B = oFAIEUEZ + 0.05% HCOOH, -#j:
1.2%%ke] 10 WA 100% B; - (ml/min) 0.85

i I

719 AFRAA A 2MERS J1BSAh AR FRAL TG VatersARVE ] A B4
(S, SQIT ©) AFETA A B4 1

2 J(FA: kol "l gol&) mAT: 3.00 kV, 7z 30V, FE7]:
2.00V, 293¢ 2%5: 150C, g8t &% 350C, 2 7}~ §%: 50 1/h, 22wt 7}~ $2F: 650 1/h, 2

2 B9 100 WA 900 Da) 2 WatersAt2HE 2] Acquity UPLC: ®lolde] HX 7ldg Ay 78, tole=-
olglo] A&7 @ ELSD AZ=7). A™: Waters UPLC HSS T3, 1.8 um, 30 x 2.1 mm, 2%: 60°C, DAD 33 H9
(nm): 210 WA 500, &™) FHi: A = B + 5% MeOH + 0.05% HCOOH, B = o}AlEUEZ + 0.05% HCOOH, F-wi:
278wk 10 WA 100% B; = (ml/min) 0.85

Hc]—\:l‘j W:

st7]o] A= EAA A AHAERS 7|Eth AVEF IEUS THIE WatersARFH AR A4
(ACQUITY UPLC)(SQD, SQDIT ©@&d Alz==t =k EA4) = gol, EAE: 3.0 kv, £: 30
V, %711 3.00 V, FFY 2% 150C, @Est 2% 400C, 2 7k f7F: 60 L/lr, @83} sk fak
700 L/Hr, A% WH<9l: 140 WA 800 Da), DAD I W9 (nm): 210 WA 400, 2 WatersAF=ZF-E 9] Acquity
UPLC: &u) 7141, nfolvig] =, 7td¥ A4 78 % tpole=-ojgo] HE7]. A7l Waters UPLC HSS T3,
1.8 um, 30 x 2.1 mm, 2%: 60T, DAD 3% ¥l (nm): 210 WA 500, &vwj Fui: A = E/dek2 9:1, 0.1%
EE4F, B=olAEYUEH + 0.1% E24F, Tl 2. 587 0 WA 100% B; FF(ml/min) 0.75

A AA 4

L5954 B a) b) c)
| S84 AR [31514] 19] 35HE] 5% 50% 75%
2% daxdyxyelE=E 5% % =
2% #-99 AiolE 3% - 5%
A% folaReEx el y o] E - 6% 10%
HE Edddd S dgH= - 2% -
(7 YA 8 E9] il SAlo|)

sIee BAY gPAE 5% 10% 10%
| 7He= 62% 27% =

Az FA A B a) b) c)
A AE [3154] 19 58] 25% 50% 75%
| A2 Ff 5% 5% 5%
Stz WAbe 4 5% 5% =
| 7H2 65% 10% -
| &4 - 20
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[0321]

[0322]

[0323]
[0324]

[0325]
[0326]

[0327]
[0328]

[0329]

[0330]
[0331]

[0332]

[0333]

s==4

10-2343280

w34 558

| Sl AR [31514] 19] 31§HE] 10%

Ly Eddad S JH= %

(4 YA 5 52| a3l GAol=)

Zrg LAl HE ol E %

Yol ZE el F JHE (35 #9] odd GAlolx) 1%

Alo| 2 A= 30%

AN Foe 50%
oUlY FEHES EBE Mgl AE nEd A8E & e edl "ed INEe dUde F5T 4
AT

WA a) b) c)

| 3P4 AR [313H4] 19] 3 §E] 5% 6% 4%

=] 95% = =

b - 91% -

| A8 ZAA - - 96%

4 ARG HAs EPeln EFES ATD U Yol aEkIFFoRA FA A8 BAE F5IT
oleld BWe EH FAL Az Relol AT = 3t

) e e

| ZHAl AR [318H4] 19 s 15%

A8 fOax4dA¥dolE 2%

Zl2HAYEdEs 1%

bd ) 82%
By QR ojFwES Egstn aekelgsia, EFRS BR EAn. EFRS 4Eda, ool 7]
2EY FoA] Az

HEH 37

| $hA4] AR [31514] 19] 35E] 8%

EHdgA SF2F (EF% 200) 3%

b i 89%

PASHAl 2ElgE 24 S £V WdA, SeeEd =

3k W2l o 2 v WA (non—dusty) ZEH

'E‘ﬂ_El-oH l(-):%—%

| ShA Al [31514] 19 3i5E] 40%

zgad 9 10%

rddE Egddd S99 HE (15 B2 dq49d 5| 6%

Alo]=)

2% #Fax-A¥dolE 10%

2B A e AER ~ 1%

AdE 09 (B F 75% o143 FAu9) 1%

L= 3%

ul M A aEeldE A AES clFHES U £3ste, 8N FHEE AFsta, ol EZ A3}
o Qoo Yste= M EY dgAe 5T 5 . o)y FMES AFEste], &, Y Ev X o3
AollE AE¥TE ol AE WA AEE vAEe o Hdd v AE E BEd 4 Tt

| St AN (5512 19] HE] 40%
xa29d FEF 5%
%A Y28 PO/EQ 2%
10 U#] 20 E9] FOE zt EdAEddE 2%
1,2-M=o] A ElolE£d-3-2 (& F 20% 299] Fg9]) 0.5%
Byolxz-olg 7t ¢ 5%
A 09 (B F 756 AR Ad9]) 0.2%
= 15.3%
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[0334]

[0335]

[0336]

[0337]

[0338]
[0339]
[0340]

[0341]

[0342]
[0343]

[0344]

[0345]

[0346]
[0347]

[0348]

SS90l 10-2343280

As TeteldE B AR oFuEs AMs) Efelel, AP $H2E AFeiL, olF B H45
of gele] sk HABY WAL FET 5 Ak ol HNBL Mg, B, T i A o)
Hogls ABEE ohieh AE WA ART vPBe] IF Aol A Ael L wED F+ Uk,

|ZoAloldlo] E /Z 2] v d dl-& ¢
gAdE iz 1.2 Fo Zgn|
Nol, 5.3 H-9o & F 2.8 H9

s
Lo
1>
o
S
%
it
J&
o
OFD
il
[N}
oo
L
mlm
[N}
dr
O
ok
o
A
o
=
40, HE,
EN|
dr
o
i
u
©,
- 0

FE5E e dEgAS 0.25 ¥ SHA 9 3 Fo EAAE Hrigdemy oAFIFAY. s dgd AP
28%°] FA AuS R 3 e A8 8 WA 15 mlAEeH
AR AEe els Eao] Hatal Ax|o) A A et oA Exjo] 2Lgd)
A £
AAd 10 N-(1-12 -1, 3-tu e -3 E) FEd-3-7t2 5 2olu| =9 Az
A 10 2, 4-gvE-1-vd-wlE-2-29] A%

4fii\~f’L\~ GH

e

tlole o EHZ(25 nL) = 4-WE-2-HAE=(3.0 g, 29.4 mmol)e] §AS ALo|A HEZo|EFYd F WA
] S AE| e iﬂﬂc(ﬂEﬂ4ﬂ ZFG T 2 M, 22 mL, 44 mmol)ol H7}3FH Tl o]ojA], ¥ES EFES 35T
HA FFeA T, o] SwoA] 3A17F Eob oo]AEAtt. ALtA WZAZ B 0l (2 M) HRSEd|
Arbetal, EREE 23 " oMHOlE Aeldl wWas. f71 e @i MABEIL,  NaySO, =

AxA7) 3, s, AF FolA BHEAAT. FRTL A A golAel AmntEadNE AAse], T
o A 2A EA SRS S5
1H NMR (400 MHz, CDCl3) & 7.18-7.34 (m, 5H), 2.65-2.85 (m, 2H), 1.81-1.99 (m, 1H), 1.42 (dd, 2H), 1.15
(s, 3H), 0.98 (dd, 6H).
WA 2 N-(1-fA-1, 3 -2 8)2-F 2 2o Eolrl o] A%
of
()*T’J
OH NH

0 WA 5C7HA Wztd olAEAN1L ml) 5 2,4-tdE-1-9d-AEet-2-8(3.6 g, 19 mmol) & FEZZAEUE
(2.4 nL, 37 mmol)e] &M X 3AH(3.1 mL, 56 mmol)S Z7stth. AAHE S8 20C7HA 7H&A] 7]

2, o] SN S B WAL oo, Mg EFuL B2 AN R AF bl =R Fao
o §7] S NaCO, F89, @R AHHAL, WSO, ARA L, olusa, AF FAA FRAAT. TR
B9 A A oA AzvkEadee gAstel, #A nARA A SRS 5ot

' NMR (400 MHz, CDCl3) & 7.20-7.34 (m, 3H), 7.08-7.16 (m, 2H), 6.13 (br. s., 1H), 3.94 (s, 2H), 3.21

(d, 1), 2.90 (d, 1H), 1.86-1.95 (m, 1H), 1.73-1.86 (m, 1H), 1.54 (dd, 1H), 1.31 (s, 3H), 0.96 (dd,
6H) .
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[0349]

[0350]
[0351]

[0352]

[0353]

[0354]

[0355]

[0356]

[0357]

[0358]

[0359]
[0360]

SS90l 10-2343280

@A 31 2, 4-grg-1-#d-Ae-2-o}ul o] A%

NH NH,

o gF-&(30 mL) N-(1-¥12 -1, 3-tuEa-5g)-2-F 2 2-0}A|Ec}n|=(3.0 g, 11.2 mmol), ©FAIEAH(3.9 nL,
67 mmol) = E]29-#o}(1.02 g, 13.4 mmol)e] §ME 80TC7IA 7F&A)7]aL, o] XA 18A17F %<t WHksLY
. olojA, ¥kE EIES 20C7HA W71, HCL F&94(0.5 o= «157 Al71aL, Agto|ES] g2 =g

Fal oAFHsGTt. AFAE " ofAHO|ER MHeIGon; oo, FA F& 4 M NaOHE 1714 8staL, n-
o FEUTH. n-FA TS PR MAFHSIAE, NaS0,E AxA713, AFfsta, JAF FolA FHAA, &

O{N

%

I NMR (400 MHz, CDClz) & 7.14-7.34 (m, 5H), 2.59-2.71 (m, 2H), 1.78-1.94 (m, 1H), 1.26-1.41 (m, 2H),
1.05 (s, 3H), 1.03 (br.s, 2H), 0.98 (dd, 6H).

A 40 N-(1-912-1,3-0uE-Fe)FEd-3-7l2 5 2olu| = 9] Az

NH,
o 0
N/ L N,

74 YuExEoln|=(5 nl) F FAEH-3-7FE2544H0.20 g, 1.15 mmol), 2,4-t]vd-1-9d-Hgk-2-0}7]
(0.22 g, 1.15 mmol), EZo|€o}w(0.14 g, 1.4 mmol) % 1-slo]=EA|-7-o}xpHIZEZo}Z(0.16 g, 1.15
mmol)2] §do] Aox N-(3-viHEoln| =2 )-N'-o|&ItE2Hr]oln = HCl( 22 g, 1.15 mmol)&
A7rstar, AE &N& 20Tl 18217 &<t dolAsditt. =& FH7leta, EFES oY oMHCIER F
Zsth. 7] AS R AFHsta, Na,S0,2 AXAI7)aL, oAt JE %“Oﬂ/‘i EEAHLG. AFES A

7b A el e AmvtEaqv 2 gAlstel, WA nA A FA eSS TS np. 121T.

HNIR (400 MHz, CDCl3) & 9.12 (d, 1H), 8.40 (d, 1H), 8.13 (d, 1H), 7.86 (d, 1H), 7.74-7.82 (m, 1H),

7.56-7.64 (m, 1), 7.16-7.30 (m, 5H), 5.73 (s, 1), 3.46 (d, 1), 2.98 (d, 1), 2.17 (dd, 1H), 1.84-
1.99 (m, 1H), 1.67 (dd, 1H), 1.43 (s, 3H), 1.02 (d, 6H).

AN 20 N-(1-11 -1, 8- - E-3-0 D) -8-FF L. 2 -7 5 e -3-7h 2R Ropm o] A%
WA 1 2-HEN-(1-H e 2ol o " e W) Z R -2-d Flopi] = o Al x

¥
O — IO

1-9d 22 9%-2-2(8.30 g, 61.9 mmol)S EEZSIO| =2 F (75 mL) Tl &3lA17]13L, EEbE(IV)d A=

(32.6 g, 92.8 mmol) ¥ 2-WE@ T2 gF-2-MHFolu|=(7.50 g, 61.9 mmol)ES AA £xHom Hreta, A
e Z3ES 60C7HA 7HZAIZATE. 60TCollA 2417 B9t wwkek ol | RESES A-L27A] WA 7] a1, NaHCO;
FE&Ho R 7MA (quenching)dtitt. AdH TdES AHetar, o7 AolaE o E ofAHlER AH33T
g AR E e oMAHOIER FEStL, #7] T& FFE AFHEAL, IUEFoR AXAT|L,
ARsta, [ FolA sFAA, 23 Qd=2A FA SFE(EX 80% 27, oF 4:1 H]9 A|&-EWL o]
AANE w53, oJAE I AAR v Al ARSI
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[0361]

[0362]

[0363]
[0364]

[0365]

[0366]

[0367]
[0368]

[0369]

[0370]

[0371]

[0372]

SS90l 10-2343280

1H NMR (400 MHz, CDCls, =& o|AA) & 7.17-7.43 (m, 5H), 3.72 (d, 1H), 3.70 (d, 1H), 2.32 (s, 3H),
1.23 (s, 9H)

) 20 N-(1-1 -1, 3-C] ] &l -3 3o 1 )2t -3 2 gl A plo}u] = ] A%
i/ 0*S\NH

OF2 298100 mL) F Z(crude) 2-wHE-N-(1-HE-2-dd-o€gldl) X 2F-2-HFo}v|=(80% purity, 7.4
g, 24.9 mmol)9] &ME -50C=E € THF T 2-HE€gdrt vl S22kl =(0.5 M, 75 mL, 37.4 mmol)<]
T 7hsgk &l AAE Hrleldvh. vEE £33 E 7t
SRE aRkelgivh. oJolAl, x3} NHCl &9& H7ts)
2 AHsta, Y EFoR AXA7|AL

W
>
N
2
)
2
\}
(=)
@)
N
)
>
>
ol
N
)
o
>
=
\}
(&)
3
é
>
O
ol

7] =0 ol

s %%L%% oﬂEE] O]—/\ﬂEﬂO]Ei ‘i[“i"_:—s al o= vl

]_
2a A7t 2 AelXe =

L olssta, AF B4 FEAAG. FFEL
dA AzetEadER gAse], R oA EFERA B4 HUES F54A

I NR (400 MHz, CDCls, =8 ©]AdA) & 6.94-7.18 (m, 5H), 4.82 (s, 1H), 4.71 (s, 1H), 3.39 (s, 1H),
2.76 (d, 1H), 2.55 (d, 1), 2.21 (d, 2H), 1.63 (s, 3H), 1.06 (s, 3H), 0.94 (s, 9H).

A 3 N=-(1-11E-1,3-UHE-FE-3-0|d)-8-ZF L 2-F EH-3-Ft2E »olu| =9 A%

0]
O*”"NH 2 N NN
F

W eh&(16 nL) F N-(1-#1Z2-1,3-tHE-F-E-3-o]d)-2-Wd-Z2g-2-H7eln =(5.2 g, 15.9 mmol)2] =y
Mol 1,4-T]%2F F HCI(4 M, 6 mL, 24 mmol)S H7I8ka, AAE &4 0 WA 5ColA 247F Bt wnlks
ATk ololA, BE Y BdE E oA Akl 2ol A (gumy) AFEs FESIen, AL
tel g og 2/ E3er Bdagint. Add S48 LAS JF TolA AxA7a, v dAel oo
AE AHg-sE3lT

F7lol A 59 1A Slo|mRFRdels P ARE(2 g, 8.0 mmol)E UFEEMEU0 L) Fol
HEA7)aL, §-ZFO B2 AEAU-3-72 8 24H(1.68 g, 8.8 mmol), E|ol€o}vl(2.8 mL, 19.9 mmol), 1-3}o]=
SA-7-oAMZEZo}E (1.2 g, 8.8 mmol) Z N-(3-TiHEoln]=Z 2 )-N'-o| g7t 2 Hrjeln =-C1(1.72 g,
8.8 mol)& F9 koA =aH oz Hrkegint. AdE =S 20CA 243 S oo stitt. o]
A, = ek, EEEs HEREduos FEERY. f7] S5 95E AFHsa, MEFOR Ax
AZlaL, ofastal, g ToA sHFAAE. dies At A & HJ Al ARvEI AR GAst,
WA nARA FA sHEs F5S3IY: np. 115 WA 117°TC.

-

o

=
=
S

'H NMR (400 MHz, CDCl3) & 9.11-9.26 (m, 1H), 8.50 (s, 1H), 7.72 (d, 1H), 7.45-7.64 (m, 2H), 7.19-7.37

(m, 5H), 5.96 (s, 1H), 5.01 (s, 1H), 4.84 (s, 1H), 3.57 (d, 1H), 3.08 (dd, 2H), 2.46 (d, 1H), 1.89 (s,
3H), 1.47 (s, 3H).

19
F NMR (377 MHz, CDCls) & -124.64 (s).

Ao 30 N-(1-¥1Z-3,3,3-Eg|ZF o 2-1-WEgd-Z229)-7 §-TZF 2 2-F5YU-3-7)2 B ~oln| =
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[0373]

[0374]
[0375]

[0376]

[0377]

[0378]

[0379]
[0380]

[0381]

[0382]

SS90l 10-2343280

A 10 g 2-WAA4 4, 4-EFZF O Z-2-wE-FEl o o] EY A%

o 0
0 PN F PN F
O
/\OJ\/\KE e L F o o O £
E F

n-3g ZE@E@A F 2.5 M, 100 nl, 248.9 mmol)S -70Co|A EHEglslo|=2F2H(400 mL) & Tlo|axad
o}w(35.2 mL, 248.9 mmol)2] &Mo A3 H7}s }Oﬂt} AAE RS -70 coﬂxi 308 =9t oo]|AstaL, o]o]
A o 4,4,4-EBEZFo2REHOIE(36 g, 207.4 mmol)E A7} T. WHSES -70TAA 2A1%F FoF wwk
sta, W7 BEulo|=(43.2 g, 248.9 mmol) S H7}sta, Whg TIES oF 2A7tel HAA H27kx] M5 7k
AN AT, 23k NICl €98 Hrlsla, EFES wE tert-24 oHEZRE &89, §7] 28 &, d5=2 A

ek, NgS0,2 AxA 73, dxsta, AF ol sFAHT. 27 29 Aggt Ao Fe gso E3A]

7131, =5 Alo]ZmEal:od ofAEHOE(2: DR T3, odFNE JAF FolH FFHFAA, g ed@XAN o
°‘EH e 4,4 4-EQ|ZEF Q2 2-2-vg-LEloo]EE 55130},
5 M,

-8 ZEEAN F 99 mL, 247.2 mmol)& -70TCo|A] HEZsto|=2F (380 mL) = T]jo]AZEF o}
9l (35 mL, 247.2 mmol)A folol| AMA3 7S }Oﬂﬁ}. AAFE gaS -70TolM 308 Bt olojAstar, o]ojA
A7) FEH F ABAAE(49.5 g, 190.2 mmol, EﬂEE‘ré}O]‘:EE%(SO n) o2 FXE)E 70T A3
A7V, AAE A LA 70T A 247 B9F wuke & ol @ 9vtho|=(13.1 mL, 209.3 mmol)E
7hetich. WhE Z3ES oF 3AItel AA 20T7HA A A3 7FEAI7]aL, oo 3k NHCl fHo= At
HE tert-F8 oHERZ FE39. 77 52 &5, 952 AFHIL, NgSO,E AERA7|a, dFetar, A
AN EHFAAT. AF 29 At A Fe Aol FarIn, A= AlZREAA Y opAE o]
(2:DE Fa, AHGAE AF FoA FFAA, 2 od=2A FA sFE(F 80% v5)& F5ISIT.

of

==
5
E

ofy

' NIR (400 MHz, CDCl3) & 7.05-7.33 (m, 5H), 4.13 (q, 2H), 2.98 (d, 1H), 2.81-2.72 (m, 2H), 2.11-2.32
(m, 1H), 1.28 (s, 3H), 1.21 (t, 3H).

A 2 2-wlA-4 4, 4-EFZF Q2 -2-He-FElolu| = o] A%

0O

0 0
F
~0 - HO E H2N E
Foo Fooo— F

1,4-t)=2H45 mL)/oNek2(45 mL) F olg 2-WA-4,4 4-EgZF
_"
(e}

S 2-2-wE-HE o] E(25.5 g, 93.0
mmol)e] {ME Ao NaOH(7.6 g, 186 mmol)E A &star, BAE &
b +

< 90C7HA] 7F2A17]1a, 90TCelAl 1

ol
ol
A7 Fot dojAaitt, A27tA] WAA F ouke FSME-S Qe Byl oF 5007MA HEAAT. ARES
E2 sMA7]a, AfelER2 Ao R AL, oA, F5& 26T H|THY] 2Zox wWE kel A HCI(FgH
A2 skgdsletal, EHES DONCR FE3FU. 7] S5 AF2 AFHFIAL, Na,SO,2 d2A7|aL, oJ3siar,

A FAA FHAA, GBA QURA 2-WD-4 4 4-E EF LR -2 H-FBAS S50

OZ2 225 ml) & % 2-M38-4 4 4-EFZF0 2 -20-We-2ei (6.7 g, 27.2 mmol) 2 TWg ¥ Eo}n|
Z(0.1mL, 1.4 nmol)&) Mol 20ColA A2}A=A (2.5 nl, 28.6 mmol)S H7Islsich. AAE NS 20Tl
A IAIZE FQF mykelal, olojA RE ] E oA AAsAY. AFES UFZ29eH(25 ml)
Zol SjA7I, AR S90S WY F5 wikdE gEyol #8025 FH%, 21 mL)ol A3 7<47} }oﬂw:}
AdE EFES A7 AMA3] 7FA7)aL, 304 EF ankelgith. ojojA, =& HUbsal, £FES U

2gto g FEF. §71 T& B, dFE AFSZ, NaSo,E dE:A7)a, oL, ?ﬂ% 53 1*1

A, B odzA B4 FFES FSA

mﬁ
[o

]
g

OH

>,
>

=

' NR (400 MHz, CDCl3) & 7.13-7.44 (m, 5H), 5.42 (br s, 2H), 3.13 (d, 1H), 2.97-3.09 (m, 1H), 2.67
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[0383]

[0384]
[0385]

[0386]

[0387]

[0388]
[0389]

[0390]

[0391]

[0392]
[0393]
[0394]

[0395]

[0396]

[0397]

[0398]

SS90l 10-2343280

(d, 1H), 2.18 (qd, 1H), 1.33 (s, 3H).
B 30 4,4,4-EB20 2o wE 1 d-Fe-2-olule] A%

0]
Ho>N

SN EYEZ (25 nl)/E(25 nl) 5 2-WA-4,4 4-EEF L Z-2-vE-FEoln=(6.6 g, 26.9 mmol)2] &0
Ao tolMEA o =wAl (9.73 g, 29.6 mmol) ¥ ETZFQLEZOIMNEL(4.6 nL, 59.2 mmol)S H7}ehar,
ARE EFES Ao 18A7F Feb wHEltl. ool olAEVUEHS Wy FoA AAsL, JF F4
olHH S X3 HC1S AME3te] pH 12 Z74star, WHE tert-FE oHEZE AT, $4 55 NaOH(8 WS
Abgale] pH 128 971438l a, WY tert-59 JHEZR FE3T. F7] & G5E AHsta, Na,S0,2 A

FA7IAL, Adstal, g T sFAA, N LARM #A AGEE 5.
1
H NMR (400 MHz, CDCl3) & 7.16-7.50 (m, 5H), 2.81 (s, 2H), 2.13-2.41 (m, 2H), 1.28 (s, 3H).

A 4 N-(1-W14-3,3,3-Eg| & F e 2-1-Md-223)-7 8-4EF e 2-F 5 -3-7tE 5ol =9 Az

0
N
©j/\é<F F

OEZZ2 (10 ml) F 7,8-UEF L2 =U-3-7I2544H0.35 g, 1.67 mmol), 4,4,4-EZEFL=-2-Wd-
1-3d-5F-&-2-0171(0.40 g, 0.84 mmol), EZo&o}l(0.6 mL, 4.2 mmol) ¥ 1-3Fo|=FA|-7-olxAHI = Eg|o}
Z(0.27 g, 2.0 mmol)e] & A2o|x N-(3-tu|Eoepn| =z =2 )-N'-o|&d7}2 R r]o|n]| =-HC1(0.39 g, 2.0
mmol)S ekt AAdE EFES A2ddA 1547 B¢t whkslal, oo B2 AAUT. EFES UF

2o FZEai, §7] 5 &, 9582 AHSIAL, NaSO,2 HdxA7]a, odstar, 1g FollA sFA1%
0

OH

> F
F

(i

(3

b

o ARES AT A ol ZHAl ZEeEIR A, WA uAzZA g4 gFES
FE3YTH m.p. 158 WA 160C.

i

1
H NMR (400 MHz, CDCl;) & 9.07 (d, 1H), 8.38 (t, 1H), 7.62 (ddd, 1H), 7.47 (dt, 1H), 7.11-7.38 (m,

5H), 6.14 (s, 1H), 3.62 (d, 1H), 3.46 (dd, 1H), 2.96 (d, 1H), 2.58 (qd, 1H), 1.50 (s, 3H).
“F NMR (377 MHz, CDCly) & -59.75 (s, 1F), -132.03 (d, 1F), -150.23 (d, 1F).

Ao 40 T oA o] Ax:

I

N-[(19-1-"-3,3,3-Eg|EF=2-1-md-221]-7,8-1] AEd-3-7t2 5 oln = H
75 d-3-71

_§_ o F-
FRE-

I

N-[(1R)-1-¥12-3 3, 3-EgEF e 2-1-HEd-Z 23 ]-7 8-t

gAE N-(1-#12-3,3,3-EfZF e 2-1-vWgd-Z223)-7 8-T]ZTF 0 Z-F&H-3-7}= )
oA MTFHo= My 7S ALE3te] 238 HPLC A ZutE 2] o8 712 BaS AXA 3},

B8 WPLC 4y

SFC: Waters Acquity UPC’/QDa

PDA #Z7]: Waters Acquity UpC’
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[0399]

[0400]

[0401]
[0402]
[0403]
[0404]
[0405]
[0406]

[0407]

[0408]
[0409]
[0410]
[0411]
[0412]
[0413]

[0414]

[0415]
[0416]

[0417]

[0418]
[0419]
[0420]

[0421]

[0422]
[0423]

[0424]

[0425]

SE=53 10-2343280
A2l Daicel SFC CHIRALPAK® 0Z, 3 pm, 0.3 cm x 10 cm, 40C
ol AF: A CO, B: iPr ui: 2.8%wukel 10% B

ABPR: 1800 psi

&2 2.0 ml/min

E

© 233 nm

k)
i

o
I

&% ACN/iPr 50/50 % 1 mg/mL

N
jins
ol

nl

e
=)
oo

H

=5

LC

WatersAt2HE]o] A7FgA] Alz=®": 2767 AE wlUA, 2489 UV/7FA% FHZE7], 25645 49 T8 =E
(Quaternary Gradient Module).

A= Daicel CHIRALPAK® IF, 5 upm, 1.0 cm x 25 cm

o]%AF: TBME/EtOH 98/02

% 10 ml/min

#HZE: UV 265 nm

AMZ s FE/ACN 5 165 mg/mL

FA&: 30 WA 90 pl, 5 WA 15 mg

A¥}:

A AR &5 ALY oA F AR SHEs AN o)A
AF ARE): oF 1.05 A B A 7HE): ok 1.51

38t4 £ 5(220 nmol A9 BA%): 99 |34 =% (220 nmoll A Y A& %): 99

& ol A FAE(%): 99 =3 &4 ol A FAE%): 99 =7}
1.05%9 &2 AHS 2tE ES SFHE F-380 Ag3te N-[(1R)-1-W1d-3,3,3-EgEF o 2-1-vE-2=2
A]-7,8-HEFLR-Fz-3-7t 2R Lol =ol T},

5139 &8 AHe Zte F3ES 3gE F-374 dsske N-[(19-1-112-3,3,3-Eg&EF2-1-vE-2=2
1-7 =

N-[(19)-1-¥12-3 3, 3-Eg|ZF e 2-1-HYg-Z2H]|-8-ZFQ
N-[(1R)-1-¥1A-3 3 3-Eg|ZF e 2-1-HY-Z2H]|-8-ZFQ

N-(1-¥12-3,3,3-Eg|Z25 ¢ 2-1-d-229)-8-ZT 29 2 - a-3-F}2 B ~oln|= E3-To| o]sldA] Nk
o7 Ay AL AFEd e E3E HPLC A2utEaddd 93 712 288 AXA I},

218 HPLC Wy

SFC: Waters Acquity UPC’/QDa

PDA #Z7]: Waters Acquity UpC’

A9l Daicel SFC CHIRALPAK® ID, 3 pm, 0.3 cm x 10 cm, 40C
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SS90l 10-2343280

[0426] oA A €O B: iPr Tl 2.8%wHl] 156 B

[0427] ABPR: 1800 psi

[0428] 5% 2.0 ml/min

[0429] ZAZ: 235 mm

[0430] MEZ F%: ACN/iPr 50/50 % 1 mg/mL

[0431] 92k 1 L

[0432] 34 HPLC W

[0433] WatersAbZEE S 27 Al A|2=~81: 2767 WS wU A, 2489 UV/7HX33 HZ7], 2545 49 T =

[0434] A= Daicel CHIRALPAK® IF, 5 pm, 1.0 cm x 25 cm

[0435] o5 Hept/EtOH 95/05

[0436] % 10 ml/min

[0437] AE: UV 265 nm

[0438] MZ F%: MeOH/DOM(1/1) % 10 mg/mL

[0439] FYZF: 500 pl

[0440] A}
A AR &= AL o] dA T AR & EE A o)A
AF AIREGH): oF 1.49 A AITFED): oF 1.88
s}8h4 =% (235 nmell 419 WA %): 99  |3FHA] $=%(235 nmell A 9] WA %): 99
A& ol AA HLE(%): 99 =3 A ol A AL E(%): 99 =%

[0441]

[0442] 1.49%-2] &8 A7HS 2t 3EES e F-110 A-$3ks N-[(19-1-W14-3,3,3-Eg|EF o 2-1-fE-Z =2
F]-8-EFLE-FEU-3-7} 2 olu| =o T}

[0443] 1.88%9 &8 AzhE 2t SgES S¥hE F-12¢] A8skeE N-[(1R)-1-91%-3,3,3-EgEF o 2-1-vd-2&
F]-8-EFLE-FEU-3-7} 2 olu =o T}

[0444] AAd 6 g oA Az

[0445] N-[(1R)-1-91A-1,3-tmE-Fd]-8-FF L 2-F 5 -3-7t 2 Hopn] = Ul

[0446] N-[(19)-1-912-1,3-tmE-Fd]-8-FF L 2-F 5 -3-7t 2 H1ofn]| =

[0447] R N-(1-912-1,3-U e -5 ) -8-ZF L2 -F| = U-3-7t 2 ~olu| = E3tEof | olslol|A] Moz My
1 248 Agste] B34 HPLC A2ntEag v o3 7|2 88 AXA st

[0448] 248 HPLC

[0449] SFC: Waters Acquity UPC'/QDa

[0450] PDA 7Z7]: Waters Acquity upc”

[0451] 72l Daicel SFC CHIRALPAK® IA, 3 um, 0.3 cm x 10 cm, 40T

[0452] o5k A: CO; B: MeOH — Hi: 1.8%-wkoll 25% B

[0453] ABPR: 1800 psi
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[0454] 3 2.0 ml/min
[0455] A% 240 nm
[0456] AZ % Hept/EtOH 90/10 & 1 mg/mL
[0457] T 3 ul
[0458] 38 HPLC 1M
[0459] WatersAFRE-E1©] 7 A] Al 28t 2767 A= wjuA] | 2489 UV/7HA13 HE7], 2545 49 o) &5
[0460] A= Daicel CHIRALPAK® IE, 5 upm, 1.0 cm x 25 cm
[0461] o]%5%t: Hept/EtOH 90/10
[0462] % 10 ml/min
[0463] A% UV 265 nm
[0464] ME 5% MeOH/DCM(1/3)(o13+8) & 100 mg/nL
[0465] T 150 pl WA 250 pl
A AR L E= AL oA F AR SHEs ALY o)A
A7 AZE): oF 0.97 AF AZE): oF 1.32
g8t =240 nmoll A9 WA%): 99  |81E4 +5(240 nmoll A 9] HA%): 99
7127 o)A Y E(%): 99 23t 712 o)A TYE(%): 99 27}
[0466]
[0467] 0.97%-9 &8 AZHe Zh= SFES SEE F-1d ASske N-[(19)-1-92-1,3-tred-F e ]-8-EFL2-F]=
H-3-7t2E 2olu = o)t}
[0468] 1.88%9] &8 AlFe ZE sEES SFHE F29 48dhe N-[(1R-1-912-1,3-tue-Fd]-8-EF 2 =-F=
H-3-7t2E 2olu = o)t}
[0469] AN 7 gl ol AAe] Ax:
[0470] N-[(1R)-1-WA-3-FF Q2 Z-1,3-HHE-Fd |-8-EF L =-F|5d-3-7t2 H 2 olm = 4l
[0471] N-[(19)-1-A-3-ZF 2 2-1,3-UrE-FEH | -8-ZF o 2-F| = -3-7l2E ~oln| =
[0472] gam N-(1-HZE-3-ZF 0 2-1 3-tuad-5e)-8-Z 20 2 - = -3-7t2 B 2olu| = EgHEo] | o|aloA |
Ao MuE 21E& AMgste] £E HPLC ARvtEaH T 9 7|2 B3-S AXA ATt
[0473] 48 HPLC W
[0474] SFC: Waters Acquity UPC'/QDa
[0475] PDA #Z7]: Waters Acquity o
[0476] A2l Daicel SFC CHIRALPAK® IA, 3 pm, 0.3 cm x 10 cm, 40C
[0477] o5/ A CO, B: MeOH i 1.8%wkell 30% B
[0478] ABPR: 1800 psi
[0479] % 2.0 ml/min
[0480] 7% 230 mn
[0481] MZ = ACN/iPr 50/50 = 1 mg/mL
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[0482]
[0483]
[0484]
[0485]
[0486]
[0487]
[0488]
[0489]

[0490]

[0491]
[0492]

[0493]

T 1 ul
-8 HPLC "W

WatersAF= 5Bl e] 21714 A

Al 2~

2767 MZE WY A, 2489 UW/7HA14 A&7,

SS90l 10-2343280

2545 491 Ta) EE

A= Daicel CHIRALPAK® IA, 5 upm, 1.0 cm x 25 cm

o]/ Hept/EtOH 90/10

% 10 ml/min

#HZ: UV 265 nm

AZ F%: EE ¥ 127 mg/mL

FAF: 40 WA 160 pl, 5 HA 20 mg

A HAR g2Ee AT o)A F AR SEHE ALY o] AEA
A7 ARG 9F 0.88 A7 AIZFGED): 9F 1.51

geh4] ==(235 nmoll A9 WA %): 99 |838H4 +%=(235 nmol A WA %): 99
71&7% oA B = (%) 99 =34 717 oA FYE (%) 99 =34
0.88w9] &g AHE zre FetES SE F-230 AEste N-[(1R)-1-4l
-ZFQ 2-F|EYU-3-F}2E oln| = olr},

1.519] &8 AlRks Zte sES sgE F-240 Agske N-[(19-1-7
-EFQE-FEd-3-7t2Holn| =olt},

_53_
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[0494]

[0495]

[ E] 5814 19] shaRe] B4 dolg

No.

IUPAC B3

[M+H]

233

]

MP
°C

E-1

N-[2-(2-

20 md)

11,2-E8]d €-

Z2RAE-
3-

R el =

351

N-[2-(2-
ZFeadd)-
1,1-t e &
o &1 =#-3-
7

72 % o}y

1.00

323

N-{1,1-T) | 8 2-
[2-

(BB EF22H
EANFIE N E]
AEd-3-
Jtz B ooln =

1.79

389

145

ulA
149

E-4

N-[1-A] o} 1=-2-
(2
ZZ029d)-
1-vE-
AL EH-3-
Ft2 B xolu)=

1.35

334

134

WA
139

E-5

N-(1-114-1,2-
Hog-z24)
8-ZF Q.
FEd-3-

g2 B olu)

351

E-6

365

110

A
112
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[0496]

No.

IUPAC %3

[M+H]
&34

g

MP
°C

E-7

N-[2-(4-
22 9d)1-
Alofke-1-v -

o g}-8-

EFLE-

FE-3-
Fh2 R ol =

368

N-[1-A] 0} 1=-2-
(2,4-
OZ29 zHd)
-1-v & ol & ]-8-
EFLE-

7 =9-3-
Fr2 B 2olu =

1.43

370

E-9

BEF O =N
[2-(2-
ol 5 A 7 )1, 1-
oo g-
ol &1 5 91-3-
e olu

1.64

353

E-10

N-(1-A]0}2=-1-
o -2-5d-
ol 2)-8-
EFRE-
HA&=d-3-
FtE2E 2ol E

1.37

334

=y

1.56

323

_55_
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[0497]

No. |IUPAC BH T RT | [M+H] ki mMP
) | 33X °C
E-12 | N-(1-#1d-2,2 1.03 351 H 163
Uvlg-z 2 3) A
8-ZFOE
=3 N 164
7ta ol = 7
E-13 | N-(1-#14-1,3- ) 1.13 347 H
o e- m
)R =H-3-
2B 20f0 = I
E-14 1.19 381 H 147
Rk
148
E-15 1.14 379 H 92
ek
94
F
E-16 | N-(1-#12-4,4,4- ¢ 1.64 391 H 157
EPEFoR-
F F A
d)-8- i
Eoom 161
HEH-3- "
g2 F ol = P H
E-17 | N-(1-112-4,4 4- ¢ 1.75 407 H 163
EgEFoR-
g F 13 =]
#AEd-3- 167

FtEE ot E

_56_
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[0498]

No. |IUPAC ®HA 2 RT [M+H] MP
(8) | &3A °C
E-18 N-[2-(2- 0.96 368 198
Zzadd)1-
Ao} re-1-mE- Rk H
o g]-8 203
Z=gz. N 370
FEd-3- 2
=t et Lo RS
E-19 | N-(1-#14-4 4 4- 1.79 387 158
EgEFos- BN
He)-8-me-
#=e-3- 0 161
7]’51.1'—_‘\‘-/—\—01'1315 @:ﬁ
E-20 | N-(1-#14-1,3- 1.24 361 132
o v e E)-8- B
g7 = 9-3-
Fha g zobn] = 133
P
E21 | 8ZF2o=2N- 1.16 383 105
[1-[(2-
%0 294d)) H
g}-1,3-t] v E- 106
1A =-3
Ft2E 2 olu= P H
E-22 N-{1-[(2- 1.21 399 109
ZEZ o) Y
1,3-0l g A
BElls- 110
Z=oz. R 401
F=9-3- ’ o~ H

Ftaxoln =

_57_
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[0499]

No. |[IUPAC ®3 RT | [M+H] B MP
(£) | &3 °C
E-23 | N{1,3-t]91€-1- 1.19 379 G 125
(o-
Eddg)F el o
8-ZFLE 126
AEH-3-
F2E A oln =
E-24 | 8-EF2=2-N- ¢ 1.15 383 G 38
[1-[(4- =]
Z20 29 g)q
21.1,3-t) o g 39
A =9-3-
FFEE 2o =
E-25 N-{1{(4- a 1.21 399 G 57
Zzzdd)ig A
F1,3-099- A
El]8- %9
Zeoz 401
A3
Fr2E 2ol =
E-26 | 8-ZF S =-N- 1.15 383 G 45
_HE- Ry
Z5 0 zdd)H F
211,3-t) d g 47
FHHEY-3-
72 B molu] =
E-27 N-[1-[(3- 1.20 399 G 4
FERAY)Mg WA
3009 Bk
HE]s- 42
LorE 401
=T e
HEH-3-
Fh2 Hmolu| =

_58_

5

10-2343280



[0500]

No. |IUPAC ®H RT | [M+H] T mP
&) |[F3A °C
E-28 | N-(1-#14-33 1.10 365 G 178
Held-F-d)-8- W
EFOE-
FEH-3- . 180
FhEHoluE |
E29 | N-(1-#14-3- 1.07 351 G 136
qe-52)-8 ey
ERRE
HE9-3- = 139
Fh2 5 o}u] = |
E-30 | N-(1-#14-3,33- 0.98 377 G 140
EEFoE- f By
A F 142
ZFoE- X
Jl2 B soju=
E-31 | N[1,3-t] vl € -1- 1.21 379 G 116
(p- E
s dE) R ]
8-ZTFQ - 118
A&==-3- [ =
FrEm ol =
E-32 N-[1-[(4- N 1.10 390 G 67
Aot ) g z S
1-1,3-t1 Wl &
Fele- ~ 69
ER0=. »
=3
Fr2 B 2otu =
E-33 | N{1,3-0]91&-1- 1.20 379 G 94
(m- B
Eddg)Fd]-
8-ZFO R 96
) RS

_59_

5

10-2343280



[0501]

No.

RT
(®)

[M+H]
23

i

MP
°C

E-34

379

48
=]
50

E-35

363

115
WA
17

E-36

N-(1-114-1,3-

oee-HE3

old)# =9-3-
FrEE 2ot =

345

99
Rk
103

E-37

N-(1-1 2-1-
e-5E-3-
ol )7 3= 91-3-

Fr2 B oln =

1.07

331

E-38

N-(1-912-1-
- 2E-3-
o d)-8-
EFLE-
HE9-3-
FtE 5otz

1.08

349

E-39

1.06

391

158
Rk
160

_60_

[

10-2343280



[0502]

No.

IUPAC ¥4

RT
(£)

[M+H]

24

el

MP
°C

E-40

Fr2E2olu) =

365

142
WA
144

E-41

N-(1-#12-1,3-
o d-FE)1-
SA = s
1-&-3-
FtE B 2motu| =

1.06

363

E-42

N
iR
i

A

=
)
¥ 1
i

=z
o

e Ao

Yoo &
o
Il ]

[H 4yl
e e
‘\,

o

=

sy

it

<
u

351

E-43

N-(1-#14-1-
vd-
7e)F) -3
FrE 5 2oln| =

1.10

333

E-44

N-[1-[(2-
Alobieg d)m g
1.3-6H E-
Fee-
EFRE-
ER-3-
Ft2E ol =

390

43
A
44

E-45

N-1(3-
Hardd)ig
-1,3-H 9 g
Fg}8-
=FeR-
HA=d-3-
FrEE 20t

H

Br

1.22

443
A
445

87
Rk
89

_61_

5
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[0503]

No.

IUPAC ¥4

RT
(£)

[M+H]

23

el

MP
°C

E-46

N-[1-[(3-
Alofsl € ) g
-1,3-0 9 9-
TEle-
TFoE
HAEd-3-
F2Eolu =

390

45
WA
46

E-47

N-[1-514-1-
| "-2-(1-
AgAtel 22
=d)oe]-8-
EFeE-
Asd-3-
FrEH~oln =

377

126
Rk
129

E-48

383

114
W=
116

E-49

N-(1-91 4 -2-
Aol g2
1-d g e)-8-
EF0E-
#A=sd-3-
FrEE 20l

363

E-50

:I
- =

1.06

387

E-51

[HEF 2 =29
) E]-1,3-
Heg-FE-3-
d}8-
EFLE-
#A=sd-3-
T2 2rotu| =

399

_62_

ol

10-2343280



[M+H]

wy

MP
°C

No. |1

UPAC ® 3

24

369

131

A

E-52

\

2.01| 389

133

E-53

N-(1-412-1-
Aol EE -
3 g E3
ol 'd)-8-

=FLE-
HEH-3-
Jl2 B rolu =

401

E-54

N-{1-
[HE&EF 22
) E]1,3-
oo g-7 -
I502
93
Fl2 B rolu| =

381

94
A

E-55

-

\

96

1.08| 383

E-56

107 365

E-57

[0504]

- 63 -



[0505]

No.

IUPAC 33

[M+H]
X

MP
°C

E-58

O

381

E-59

A EE-3-
Ft2 B xolu=

383

E-60

.= = 3).8-
FEE-FAEH-
3-

FtrE 2oln=

408

E-61

N-(1-917-3,3,3-
EgZFoE1-
gz 23)-8-
W93

2B olu)E

387

120
=]
123

E-62

N-(1-414-3,3,3-
EYEFLEA-
v el & )-8-
Aote-7 = |-
3-
Ft2 5 oln =

1.06

398

175
A
179

_64_

5
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[0506]

No. |[IUPAC ®3 T2 RT | [M+H] T MP
&) |[F3A °C
E-63 | N-(1-#l2-13- 1.13 377 G 102
Hed-F4)-6- o W=
) E A7 E - )
3 - 105
stz B ool = | J
E-64 | N-(1-214-13 ) 1.23 381 G 50
o g-5g)-5- I _
BTy N N)l@ WA LM
3 | H 383 &0
Ft2 Holu| = N
E-65 [ N-(1-912-13 1.22 381 G 172
oY) 7 szi)
g2z Azd. I:I:TK: 4] b
3- Ci # 383 174
FrE2EXAolu =
E-66 | 8-ZF ¢ =N- £t 1.07 409 G 146
[3,3,3- F B
EPEFLE- 9
[(4- 147
Z20 =) | J w ¢
Y]1-H) 2
zzaFEY
3-
2 Eolu| =
E-67 | N-(1-#1#-13- 1.14 372 G 170
o) g5 )7 o Bk
ANohe-F E3-
3 NN 172
T2 B roln] e J H
W
E-68 | N-(1-12-3,33- A 1.14 | 407 G 85
EYZEFoE- PRIy
E R | F A
22 A= S 409 88
3- ) H
I} B oln = 7

_65_

[}
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[0507]

No.

IUPAC 3

[M+H]
544

MP
°C

E-69 | N-(1-#14-3,3,3-

EEFo R
v e-= 2 3)-7-
sre-Fsd-

2B ookn|E

1.14 407

A
409

174
A
176

E-70 | N-(1-11%-3,3,3-

EEFL -

o e 2 ) 7

Alobte-F |-
3-

A\

1.06

398

172
WA
174

E71 | N-(1-12-1,3

v g5 e)6-
AE-7 =93

Fp2E2oln=

HMN.

1.87

361

E-72

N-(1-#14-1,3-
Helg-Fe)-7-
E-AE7-3-

FrEEoln =

1.84

361

E-73

1.86

365

_66_
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[0508]

No. |IUPAC B3 T RT | [M+H] L MP
) | 53X °C

E-74 1.89 365 W
E-75 | N-(1-#17-1,3- 1.82 377 W

g2 )5

o 5 A7 -

3-

FFE B Aobu] =
E-76 | N-(1-#12-13- oH 1.52 363 w

tire-Rd)-6-

Gho) 5 Al
AEd-3-
she s oto) = [
o} 2N
NH

E-77 | N-(1-112-3,3 3- 1.70 387 W

EYZFLEA

Ay 2 3)6

Med-A&9-3

7tz ¥ 2oty = | g

HN F e

-

_67_
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[0509]

No. |IUPAC B3 = RT | [M+H] L MP
) | 53X °C
E-78 | N-(1-112-333- , 1.81 407 W
EYEFL=E1-
Hd- 2 9)-6-
F22-AEH-
3 |
Fr2 B olu e X
HN,
E-79 | N-(1-¥12-3,3,3- 1.68 387 W
EZ2 0T .
R 2 )7
w7 =9 -3- |
Jt2 B roln) = X
H
E-80 1.72 391 W
E-81 1.66 403 W

_68_

5

10-2343280



[0510]

No.

IUPAC ¥4

=

RT
(£)

[M+H]
34

i

MP
°C

E-82

N-(1-#4-3,3,3-
EzFos1-
Ad-Z23)-6-
o] =FA-
Hed-3-
FtRE2otu|=

1.37 389

E-83

N-(1-512-1,3-
g g-5-4)-6-

FEw-FEd-

3-
g2 B oln s

1.98 381

E-84

N-(1-112-3,3,3-
EYEFLE-1-
vg- 22 H)6-
EFLE-
Aes-3-
FrEH ol =

1.69 391

E-85

1.17 361

79
Rk
81

E-86

1.09 387

101
WA
103

_69_
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[0511]

No. |[IUPAC ®3 T2 RT | [M+H] T MP
&) |[F3X °C
E-87 | N-(1-#W12-13 1.01 363 G 90
Yo g-5g)-5-
a}oWET%A{- ' b
#AEd-3- a3 95
Ft2 R oluE P
E-88 | N-[(E)-1-412-1- 1.05 331 G
e RE D ‘
Ad]AEA-3-
A
E-89 1.09 405 G
E-90 | N-(1-#14-3,3,3- 1.08 404 G 154
EfZEog 1 Ry
Hg.-Z23)-8-
=20z, 158
=T
iE-7 =3 =
FR=0=Ea) S A=A 7
3
E-91 N-[1-# 2 -1- 1.15 405 G
(BEglEF o=y
)5 e]-8
ZRoB.
N =
Ft2 B molu| = W
E-92 1.13 403 G

_70_

[}

10-2343280



[0512]

No.

RT
(£)

[M+H]

34

i

MP
°C

E-93

150
=
152

E-94

2 0F
SO TR RN
Ug—lmré
i o
¥ g
PR

X
It
Jz
[>
O
=
.

1.05

371

99
=]
101

E-95

Il T A

e M gy =
e o oz
‘g) i FO b,
e lErs
n T

-

1.01

373

E-96

N-(1-112-3,3,3-
EYZFoE-
vg- 22 d)4-
2228
EFoE-
HAs9-3-
FrEE 20 =

425

E-97

N-(1-1 4 -3-

A R

U gy g 1 g T
J[f ot
b

=)

n

407
WA
409

E-98

8-ZTF2=E-N-
(33,3

EYZFoE-

T2 S ofu| &

1.07

409

131
A
133

_71_
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[0513]

No. [IUPAC ¥ RT | [M+H] MP
(®) | 534 °C
E-99 | 8-ZFQ=-N- 1.07 409 149
3,33
Ea%$334- o
(> 151
L9299
g1 g
Z2HFER-
3_ F
FrEg 2ot E
E- | N(1-12-333- 117 | 405 127
EZF0 21 '
100 =7 A
Y-z 23)7-
Zzom.8 s 129
g7 -3 N
FhaBsolr| = 7 £
E- N-(1-11 d-1- 1.1 405 127
101 ﬂ%@a& WA
EEReR-
=z2)8- | 129
EF R HF
Aed-3- N
FtEE ol e
E- | N-(1-912-33,3 ¢ 1.10 | 409 158
EeLE0 21 EF
102 =7 A
el e )
780Z502. N 190
5 9-3- J H
i soln| =
E- | N{1-W2- 1.13 | 393 147
103 | (AEAANY)3- e R
He-E 3 9 _ H
e y o 149
EF0E- H
A 2l-3- Qi?

7% sobu =

_72_

[}
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[0514]

No. |IUPAC ®H FZ RT | [M+H] ki mP
) |53 °c
E- | N-(1-914-33.3- 1.13 421 G 184
EYEEoa-1- P
Rl I o
2224 9- ‘ 196
Auds Y N
Fr2E ol = =T
i f
E- | N-(1-114-3,3,3 1.07 412 G 194
EYZFLRE1- 2
Rl -
Alobiz-4-H & 197
-3
P2 2ot NP LI
F
i
L
E- N-(1-#12-1,3- 1.21 399 G 106
g 108
#E9-3- J H
Fh2Hootu = <
E- N-(1-814-1 3 1.21 395 G 65
O g )-8
107 Z28.4-99- A A .
AE9-3- ‘ 70
IS J H O 397
I
E- | N-(1-914-13- 1.14 372 G 160
Yo g-5e)-8- ™
198 epe Az voL v
3. 162
(EE L

_73_

[}

10-2343280



[0515]

110

No.

IJUPAC 23

N-(1-914d-1,3-

109 | THE-FE)e-

[M+H]
233

By [wP
°c

Aohe-4-r €.
A=E-3-

Fp2 B opu] =

N-(1-914-3,3,3-
= E]}_i_,e’ 0 =1

=T

1.15 386

HE-2 2 )-8
gzz2-d-
HAEd-3-

Fp2 B opu] =

1M1

N-(1-#12-2-

Aol g 251

<l

422

G 176

A
179

12

Hg-
og)F=H-3-

Fp2 B obm] =

359

88

90

113

N-(1-914-3,3,3-
EYEFoz-1-

377

125
)
127

7hEaHsotH =

gz 23 )-8-
Aow-2-vE-
HAEd-3-

412

136
WA
140

- 74 -

ol

10-2343280



[0516]

No.

IUPAC ©3

[M+H]

23

i

MP
°C

114

382

150
WA
153

E-115

408

173
WA
175

116

N-(1-114-2,2-
ool FA]-1-
Hg-o g)-8-
EF0R-
AEH-3-

Ft2E oln=

1.07

411

N-(1-912-2-
o & Al o] 1] -1-
g &)-8-
ZFoE-
FEd-3-
Jt2 8 oluj =

1.01

366

118

N-(1-12-3-
95 Al-1,3-
ool Y- e
EFLE-
A=9-3-
Fr2E ol =

!

395

118
WA
120

119

N-(1-#14-3-
&l =5 Al-1-
We-z23) 8
EF0 8-
HE™-3-
FrR2Eoln| =

0.88

353

_75_
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[0517]

No. |IUPAC ®H3 2 RT [M+H] MP
®) | 534 °C
E- | N(lala- 092 | 337
oS
120 P s
o &)-8- mﬂ N
2o, (0] F
Fuel-3-
PR
E- | N(1-d3-3- 102 367
% A1 -
121 wo)s N N
EFO R F
AEels- =y
a8 sotu =
E- | N-(1-112-13- o = 1.14 377 136
122 | BE-RE)T \ / WA
o) %273 - N °
3 138
Jt2Exolu=
E- | N(-8E-13 1.11| 377 185
oo g-F)-8-
123 > WA
o547 2 N .
3 o} 156
haszolE=
E- | N-(1-#1d-13- 114 | 377
124 | BB-TES \
ol )-8 N \
EF0rD F
e 5 7-3-
Fha s sole =
E- N-(1-#12-1,3- F 1.23 383
e g-n ).
125 N
280EF LR N \
& d-3- F

FtrEoln=

_76_
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[0518]
[0519]

[0520]

No. [IUPAC ¥ Fz RT | [M+H] 3 mpP
(®) |53 °c
E- N-(1-#1 2 -2- 1.00 353 G
126 | AEA-E-
o g)-8- o
Z2QRE. 0
A X N ~
a3 N
FpEEolu = NZ
F
E- N-(1-31 2 -2- 1.06 367 G
127 | AEA--HE-
ol &)-8- o
EROR- o
FE=2-3- N ~
HEB ok = N
F
E- N-(1-41 2 -2- 1.13 381 G
O] 203 2 E A1
128 7
-l d)-8- o
EFoE- o
723 NN 7/
7heBmotn = N
F
& F] ME AL ol AAZA S 5182 19] slgtEe &84 dlolE
No. |IUPAC W# | 7% RT [M+H] | [a]p> | %™
(%) S A
F-1 | N-[(1R)-1-¥1 2 132 | 365 | -90.79° | SFC:
2-1,3-td g SN Waters Acquity
g Ee e UPC?/QDa;
oz ma. @ﬁko PDA #=7]: Waters
3.9} 2o} T N7 Acquity; UPC? Z #l:
e Daicel SFC
CHIRALPAK® IA,
3um, 0.3 cm x 10 cm,
40°C; o5 Ak
F-2 | N-J(1S)-1-1l 097 | 365 | +92.65° | A:CO, B: MeOH
4-1,3-9g Tl 1.8& 1] 25%

-Fdle-EF
L B-FEY-
372 E 2o}

gl

i

B; ABPR: 1800 psi;
2 2.0 nl/min;

A= 240 nm;

1y

0%

el
of

5
Hept/EtOH 90/10 %
1 mg/mL;

FRT 3L

_77_
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SS90l 10-2343280

No. |IUPAC BH |TFx RT IMHH] [ [a]o® |38
(£) 44
F-3 343 351 SFC: Waters Acquity
o UPC2/QDa;

PDA A %7]: Waters
Acquity UPC?; Z&l:
Daicel SFC
CHIRALPAK® ID
3um, 0.3cm x 10 cm,
F-4 | N-[(1S)-1-1 | 2.61 351 40°C: o] %4

P
PRn I ]\Q A:CO: B:iPr
HN™

d}e- 550 :ﬁ*‘) Tl 4,855kl 15%

25353 W B; ABPR: 1800 psi
Semoope] | 2 2.0 wt/min;
= HZE:235mm; ME

& % ACN/iPr 50/50
% 1 mg/mL;

FAF 1L

F-5 | N-[(1R)-1-ul 1.59 348 SFC: Waters Acquity
A1 3-t) e UPC?/QDa;PDA
IR ¢ A% 7): Waters

3.7} 23 o} o Acquity UPC?; Z &
= Z Daicel SFC
= N

CHIRALPAK® |IA

F-6 | N-[(1S)-1-ul A 1.02 348 3um, 0.3 cm x 10 cm,
2-1,3-t) € ‘J 40°C; °o]E%
SBElg] - A:CO2 B:EtOH
T 1.8 1t 30%
B; ABPR: 1800 psi

2.0 mt/min;

3-7b21 2o}

BIR=]

HZE:232nm; A&
& 5. ACN/iPr 50/50
% 1 mg/mL;

FAT 1L

X
ot

[0521]

_78_



[0522]

No. |IUPAC B3 RT IM+H] | [a]o® | ¥
(®) | 534

F-7 | N-[(1R)-1-[(2- 161 | 399 SFC: Waters Acquity
Zed) a UPC%QDa;
€}-1,3-t] v g NN PDA 7 %7]: Waters
RS N /j/go Acquity UPC?%, A d:
P e @LN/ Daicel SFC
3-7}2 B ~o} CHIRALPAK® I1A

o= 3um, 0.3 cmx 10 cm,
40°C;

F-8 | N-[(1S)-1-[(2- 1.21 399 o4 A:CO2
F22d) B: MeOH
g]-1,3-4H g Tu: 1.8 9o 20
-Rdle-E T S o WA 40% B;

LR PR v ABPR: 1800 psi;
3-7}=2 2o} g 2.0 mi/min;
i A& 2350m; I
% %21 ACN/iPr 50/50
Z 1mg/mL; 4
1uL

F-9 | N-[(1S)-1-ul 8.10 | 363 Waters UPLC -Hclass
A1,3-tWg >_>§J DAD #%7] Waters
SRE 30 e . UPLC
8-Z2 0z = ! o A3 Daicel
ol En Sn CHIRALPAK® IA,

solm] 3um, 0.46 cm x 10
cm olF

F-10 | N-[(1R)-1-l 5.99 | 363 Hept/EtOH  80/20
2-1,3-td g @ % 1.0 mt/min; 7
-FE-3-0 d]- i Z:235nm; AE ¥
8-ZF 0 7. \/ e %=: ACN/Hept 50/50
5d-3-712 8 N T 1mg/mL; T4

zofn| = 2L

_79_
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[0523]

No. |IUPAC %% z RT [M+H] | [a]p?® |34
(£) 3
F-11 N-[(18)-1-4l £ F 1.70 391 -109.9° | SFC: Waters Acquity
4.333-E3 F UPC?QDa;
Z202 10 NS PDA AZ7]: Waters
0.z = )s. : \7 © Acquity UPC?; Z ®:
Z207. 9= F Daicel SFC
237 R CHIRALPAK® D,
opm] = 3um, 0.3 cm x 10 cm,
40°C; ol A
F-12 2.16 391 +111.9° | CO2 B:iPr T-l):
2.8 5kl 15% B;
ABPR: 1800 psi;
% 2.0 mt/min; 7
Z:235nm; A& F
% ACN/iPr 50/50 &
1 mg/mL; % 1
pL
F-13 | N-[(1R)-1-ul 1.53 365 SFC: Waters Acquity
4-1,3-1vg UPC?/QDa;
-EMT-EF o 5 PDA 7Z&7]: Waters
PRI RE ~No Acquity UPC?, Z#:
3.7h2 5 2o} S Daicel SFC
w= CHIRALPAK® IA,
3um, 0.3 cm x 10 cm,
F-14 | N-[(15)-1-1 1.15 | 365 40°C; °]F4: A

CO2 B:MeOH
Hj: 1.8 Rt 20 1
%] 40% B; ABPR:
1800 psi; % 2.0
mé/min; 7230
nm; BE T
ACN/iPr50/50 5 1

mg/mL; 9% 1 L

_80_
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[0524]

No. |IUPAC B3 | FZ% RT [M+H] | [a]o2e | 349
() FAA
F-15 | N-[(1S)-1-+l 217 349 SFC: Waters Acquity
FARR IS T UPC%QDa;
E.3.0] d]-8- PDA #%7]: Waters
Zooe Acquity UPC?;, Z &
BTN P © Daicel SFC
o] = I N CHIRALPAK® IA,
3um, 0.3 cm x 10 cm,
F-16 | N-[(1R)-1-l 158 | 349 40°C; ol%4 A
PR S \ CO: B:MeOH
©.3-9d]-8- R dl]: 4.8 7ol 25% B;
ZROR = " ABPR: 1800 psi;
2] 3.7} 2 HE A \/ ° 2.0 ml/min; 4&:
o} = P N 235nm; A& 5%
ACN/iPr 50/50 % 1
mg/mL; A1 L
F-17 | N-[(1R)-1-1 1.45 379 SFC: Waters Acquity
4-133-Ew UPC%QDa
g2 e]-8- PDA Hd=7]: Waters
T2 s Acquity UPC?
23 TpeE 7§ Daicel SFC
o) = CHIRALPAK® IA,
3um, 0.3 cm x 10 cm,
F-18 | N-[(1S)-1-l 094 | 379 40°C
4-133-E7 ?i o] &4 A CO2
Hd-fe]-8- “ \m§—<> B:MeOH  Fuj:
szomas | Ll 1.8 7ko] 25% B
Y3z | F ABPR: 1800 psi;
opm| = % 2.0 ml/min
A% 235 nm;
ME &%= ACN/Pr
50/50 & 1 mg/mL
FAE 1L
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[0525]

No. | IUPAC %3 TZ RT [M+H] | [a]o? ]
# | F3A
F-19 | N-[(1S)-1-41 496 | 381 1 2l: Daicel SFC
Z2-1,3-9ug CHIRALPAK® IA,
SR E3 ] 3um, 0.3 em x 10 cm,
THUERL | AN 40°C:
2-9Ed-3- | ¢ N SN ‘ g3 ACO B
Amgoo | F r
= 79 5.8% "ol 15%
B B
F-20 | N-[(1R)-1-ul 4.1 381 ABPR: 1800 psi;
A1,3-t] vl el % 2.0 mt/min
SHE-3-od]- >@ < %1233 nm;
78-UEFL 7z o ME 5% ACN/iPr
ZoHmel 3 | F Sy | 50/50 & 1 mg/mL
F}E 5 ol F Qe 1 L
A=
F-21 | N-[(1R)-1-¥l 1.50 383 SFC: Waters Acquity
2.1 3-t] v UPC?/QDa
Se)7,8-Y o < PDA 3 %7]: Waters
Z2og s N o Acquity UPC?
Stz | F N 71 #1: Daicel SFC
o] F CHIRALPAK® IA,
3um, 0.3 cm x 10 cm,
F-22 | N-[(1S)-1-1 m 109 | 383 40°C
7.1,3-t] M| X °]%7%: A:CO2
REl]7.8-1) >HI\/S>/ B: MeOH -l
Z2og 9w /@E\ \o‘ 1.8 7l 25% B
U3 gpers | F N ABPR: 1800 psi;
o = ' 5% 2.0 ml/min
7233 nm;
AME 51 ACN/Pr
50/50 % 1 mg/mL
FYUF 1L
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[0526]

No. IUPAC %3 TF RT [M+H] [o]o® s
# | F3A
F-23 | N-[(1R)-1-1l 088 | 383 SFC:
A3 ZEo7 IA, 3um, 0.3 cm x
-1,3-t v - 10cm, 40°C;
e T | 7 °]%7%: A:CO2 B:
emwa- | MeOH
37122 o) THl: 1.8 7kl 30%
o B; ABPR: 1800 psi;
o= % 2.0 m/min; 7
F-24 | N-[(1S)-1-4 151 | 383 %230 nm;
H-3-ZF Q5 ME F X ACN/iPr
-1,3-t] o & - " . 50/50 % 1 mg/mL;
Hg)-8-Z 5 N U 1L
Q2-F=H- F
3-7FE 5 2o}
=
F-25 | N-[(1S)-1-1l 181 | 369 SFC:
H-33-0&F Waters Acquity
o5 g. HN UPC?QDa;
— (jjjgo PDA 71%7]: Waters
3= o) Acquity UPC?, 2 #:
me Daicei SFC
CHIRALPAK® IA,
F-26 | N-[(1R)-1-ul 1.30 369 3um, 0.3 cm x 10 cm,
A.330)E= 40°C; °]F7% A
O T - e CO2 B: MeOH
ERS e Tl 1.8kl 30%
3-7tE B o} B; ABPR: 1800 psi;
o= % 2.0 wt/min; 7
Z:230nm; AE F
% ACN/iPr 50/50 &
1 mg/mL; FHZ: 1
uL
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[0527]

No. |IUPAC B3 | F*% RT [M+H] | [a]p2 | 3H
(%) £43
F-27 | N-[(1S)-1-¥ 0.45 387 SFC: Waters Acquity
2-3,3,3-E¢ UPC?%QDa;
=20 w g PDA HZ7]: Waters
o Acquity UPC?;, ZA#:
H- e | 7w Da?cerSFC o
He-Ea. | o
CHIRALPAK® AY,
3-7tEH 20} 3um, 0.3 cm x 10 cm,
IR= 40°C; ol A
TN — S - CO: B:EtOH
ZQF Tuj: 1.8% ko] 30%
4-333-57 e B; ABPR: 1800 psi;
Z2¢ 7 1.9 Ry = % 2.0 m/min; 4
Y. 2 9]8- @ N %2338 nm;
o -] = H- MZ 5% ACN/iPr
372 E o} 50/50 % 1 mg/mL;
m= FHF L
F-29 | N-[(1S)-1-9 i 1.97 405 SFC: Waters Acquity
2-333-EF] i? UPC?QDa;
E20 0 (ﬁi s@ PDA 7 %7]: Waters
B N o Acquity UPC?;, A #:
%Lig]_s' S Daicel SFC
e CHIRALPAK® 0Z,
g-7] = 1-3- 3um, 0.3 cm x 10 cm,
Jp2 B ol 40°C; o574 A
=3 CO2 B:iPr T
v 1.8% 7ol 15% B
F-30 | N(TR)-1-1 L 103 ] 408 ABPR: 1800 psi;
4-333-E¢ z; #%:2.0 mt/min;
grozad | ] AL %:220nm; BE ¥
B 278 Sy l %=: ACN/iPr 50/50
Z20 7 40 F 1mg/mL; T
Y- &YU-3- uL
TR E 2ol
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[0528]

No. |IUPAC B4 | F+% RT [M+H] | [a]p | 3™
(%) ZA3A
F-31 | N-[(1R)-1-4l 1.84 373 SFC: Waters Acquity
433055 . UPC?/QDa;
o = R PDA #Z=7]: Waters
;ijl]ﬂzég e Acquity UPC;?
= S0 Z ¥ Daicel SFC
208 F%Y N CHIRALPAK® IF,
-3-7FE B o) F 3pm, 0.3 cm x 10 cm,
me 40°C;ol 5% A
CO2 B: MeOH
F-32 | N-[(1S)-1-91 1.03 | 373 Tl 4.8%-ukol] 30%
4-33-0EF F B
oz qvE- F o s ABPR: 1800 psi;
I . 2.0 mt/min; 7
2oz FEd N7 Fr220mm 8L
[ 5 ACN/iPr 50/50 %
-3-7h= s 2o 1 mg/mL; 5% 1
r= uL
F-33 | N-[(1S)-1-9 F% 3.05 405 SFC: Waters Acquity
433328 F UPC?/QDa;
2o gy HN\ s /_\> PDA 7 Z7]: Waters
- \/ o Acquity UPC?;, Zd:
= N7 Daicel SFC
grez2v | F CHIRALPAK® IC,
g9 =d-3- 3pm, 0.3 cm x 10 cm,
e B ol 40°C; ol &4 A
= CO2 B:iPR
N Tull: 4.8%7k] 10%
F34 | N(1R)-1-4l F%F 3.67 | 405 B
2433357 ;\F ABPR: 1800 psi;
o ANV % 2.0 m/min; A
;_Tiilj i \/ To T %:220nm; ME ¥
- T I N % ACN/iPr 50/50 %
ST LR 1 mg/mL; 7912 1
g7 =9-3- uL
7HEE 2o0lm|
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[0529]

No. |IUPAC ®HH | FZ% RT [M+H] | [a]o2 | ¥4
(£) 3
F-35 | N-[(1S)-1-#l . F 4.99 407 SFC: Waters Acquity
233327 F UPC?/QDa;
Z2o 2 4 HNN PDA #%7]: Waters
g .
EIETE| Y » Acquity UPC?;, Z #:
EER ] cl Daicel SFC
3-7tEE o) CHIRALPAK® 0OZ,
o= 3um, 0.3cmx 10 cm,
40°C; ol 5 A
F-36 | N-[(1R)-1-1l e F 1.16 407 CO. B:iPr T
4-3,3,3-E7] Z? ull: 2.8%- %kl 15% B;
EF0 217 N " “ @ ABPR: 1800 psi;
-z 24]-8- N 2: 2.0 nl/min; 2%
E2=-HE9 ¢ 237 nm; AW E =
-3-7fE & 2o} ACNI/IPr50/50 % 1
u = mg/mL; Y1 L
F-37 | N-[(1S)-1-#l r S 1.05 409 SFC: Waters Acquity
A.333-E37) HQX; UPC?/QDa;
EF97-1-¥) ~ \j/go PDA #%7]: Waters
g gl | N Acquity UPC?;, A&
780E20 f Daicel SFC
7o) s 3. CHIRALPAK® 0OZ,
b8 opn) 3um, 0.3 cmx 10 cm,
) 40°C; o5 A
= CO2 B:iPr
F-38 | N-[(1R)-1-¥l }z 1.51 409 Tl 2,855l 10%
4333 = ™ B; ABPR: 1800 psi;
Z2o 2 10 “ H\)f’ 55 2.0 ml/min;
gl | ¢ e A&:233nm; AE
F
78-UZ29Q & %1 ACN/iPr 50/50
2-Fl=H-3- % 1mgmL; F
b2 % 2on) Tht
=
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[0530]
[0531]

[0532]

[0533]

[0534]

[0535]

[0536]

[0537]

[0538]

[0539]

SS50l 10-2343280

No. |IUPAC ®& | F% RT [M+H] | [a]o20 | "8
(&) 44
F-39 | N-[(1S)-1-1 /L—F 3.30 387 SFC: Waters Acquity
433 0= o IF UPC?QDa
o= q-og- N\/ H PDA d=7]: Waters
nupgEe £ Acquity UPC?;, A&
PRI PR Daicel SFC
3.7h 2 o) CHIRALPAK® OZ,
) 3um, 0.3 cm x 10 cm,
Hl= 40°C; ol A:
F-40 | N-[(1R)-1-#l 2.10 387 CO2 B:iPr -
A.33-0) =2 al): 4.8 7] 12% B;
o F-1-dE- N\, ABPR: 1800 psi;
ny)g T F 2.0 mt/min; A
LE-FEd- 234 nm;
3-7t2 8 ~o} A& % ACN/iPr
u = 50/50 = 1 mg/mL;
FUAF 1L

(3 AN —T—’IZI-O)

FAE AgorFH e FANE ¥ B ol A et
(ww)%ﬁ%uwkﬁﬁhﬁi%ﬂ15@&&2%)4%L“’i ﬁ&zu%%%%ﬂ%%ﬂ;zz&%%ﬁﬁk
o AlE EECIES 24Tl QdipHloldatar, A8 F 3 WA 4dAel FESYMoR A oA ARt

hyA \Zﬂ I
3 E

Fel at7]e] shtee, 4 = shellA,
I oiHlske], 200 ppmell A BEZ] @ EjLo} HAg ol Aol 80% WAES

E-1, E-2, E-3, E-5, E-6, E-7, E-8, E-10, E-11, E-12, E-13, E-14, E-15, E-16, E-17, E-18, E-19, E-20,
E-21, E-22, E-23, E-24, E-25, E-26, E-27, E-28, E-29, E-30, E-31, E-32, E-33, E-34, E-35, E-36, E-37,
E-38, E-39, E-40, E-41, E-42, E-43, E-44, E-45, E-46, E-47, E-48, E-49, E-50, E-51, E-52, E-53, E-54,
E-55, E-56, E-57, E-58, E-59, E-60, E-61, E-62, E-63, E-64, E-65, E-66, E-67, E-69, E-70, E-71, E-72,
E-73, E-74, E-75, E-76, E-77, E-79, E-80, E-81, E-82, E-84, E-85, E-86, E-87, E-88, E-89, E-90, E-91,
E-92, E-93, E-94, E-95, E-96, E-97, E-98, E-99, E-100, E-101, E-102, E-103, E-104, E-106, E-107, E-
109, E-110, E-111, E-112, E-113, E-114, E-115, E-116, E-117, E-118, E-119, E-121, E-123, E-124, E-125,
F-1, F-2, F-3, F-4, F-5, F-6, F-7, F-8, F-9, F-10, F-11, F-12, F-13, F-14, F-16, F-17, F-18, F-19, F-
20, F-21, F-22, F-23, F-24, F-25, F-26, F-27, F-28, F-29, F-30, F-31, F-32, F-33, F-34, F-35, F-36, F-
37, F-38, F-39, F-40.

FAE S TR

G4 AgonyEel Awe] BANE 9% HEACPE P AERS HEs) T Gy EF@. A9
Sl (US0) Bl shola2elole Falol=964 23 F, A EAE FHHE 9Y B
2 QAT A9 ZaolEg 2TdA Aol del, A8 A 4] BESPHoR 4 oA

A

EE‘:U‘

A dfzat (ol A 29 2As JeEdods)
A :

O

% (Fusarium culmorum) / 93] vj 9FE(o]4F nlE ¥ (Head blight))

2

15|
=

£ o

3

o

Fo] s}719] shshee, 43 24 s, HiAE dizw(ols G A HA4s Jehdds)
2 oiwlsked, 200 ppmell M FARE] S FEEQ] Aol 80% WAES AEstAh:
E-1, E-2, E-4, E-5, E-6, E-7, E-8, E-10, E-11, E-12, E-13, E-14, E-15, E-16, E-17,

E-21, E-22, E-23, E-24, E-25, E-26, E-27, E-28, E-29, E-30, E-31, E-32, E-33, E-34,
E-38, E-39, E-40, E-41, E-42, E-43, E-44, E-45, E-46, E-47, E-48, E-49, E-50, E-51,

E-18, E-19, E-20,
E-35, E-36, E-37,
E-52, E-53, E-54,
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[0540]

[0541]

[0542]

[0543]

[0544]

[0545]

[0546]

[0547]

[0548]

[0549]

[0550]

[0551]

SS90l 10-2343280

E-55, E-56, E-57, E-58, E-59, E-60, E-61, E-62, E-64, E-65, E-66, E-67, E-68, E-69, E-70, E-71, E-72,
E-73, E-74, E-75, E-76, E-77, E-78, E-79, E-80, E-81, E-82, E-84, E-85, E-86, E-87, E-88, E-89, E-90,
E-91, E-92, E-93, E-94, E-95, E-96, E-97, E-98, E-99, E-100, E-101, E-102, E-103, E-104, E-105, E-106,
E-107, E-109, E-110, E-111, E-112, E-113, E-114, E-115, E-116, E-117, E-118, E-119, E-120, E-121, E-
123, E-124, E-125, F-1, F-2, F-3, F-4, F-5, F-6, F-7, F-8, F-9, F-10, F-11, F-12, F-13, F-14, F-16, F-
17, F-18, F-19, F-20, F-21, F-22, F-23, F-24, F-25, F-26, F-27, F-28, F-29, F-30, F-31, F-32, F-33, F-
34, F-35, F-36, F-37, F-38, F-39, F-40.

FAFE] 2 FHF (Fusarium culmorum) / 2 / ZFo]2F ojuf(o]2} nl 21 )

AMEE F(ov. Nonsun) o] zholahg WEld Ealol= (249 E) o] B Aol ¥
AQEE Y HRTS BRAT. A8 T 19460, folse] 27 wA @t

S 71% Aol A 72417ke] ol 59 Al (seni darkness) o]% 12417k W/1241%F ¢te] 21 7g)
60% rhol 4 clFwlol b, AT Sxel AW o] WA vmE oA Aol vEhd (&
g7, MAeE A3} dulstels A WALEA ST BAL BT

EE R EFY Sl BB, FAF 24 SelM, mAY dETls AT 29 4 JehiAS)
3t gplstel, 200 ppnol A FAREE FRES] ol 806 WAEEL AT

E-1, E-5, E-6, E-10, E-11, E-12, E-13, E-15, E-16, E-17, E-19, E-20, E-21, E-22, E-23, E-24, E-25, E-
26, E-28, E-29, E-30, E-35, E-36, E-38, E-39, E-42, E-43, E-44, E-48, E-49, E-50, E-51, E-52, E-55, E-
56, E-57, E-B88, E-59, E-60, E-61, E-62, E-66, E-67, E-69, E-70, E-71, E-72, E-74, E-75, E-76, E-77, E-
79, E-80, E-81, E-82, E-84, E-85, E-86, E-88, E-89, E-90, E-91, E-92, E-93, E-94, E-95, E-96, E-97, E-
98, E-99, E-100, E-101, E-102, E-103, E-104, E-105, E-106, E-107, E-109, E-113, E-114, E-125, F-1, F-
2, F-3, F-4, F-5, F-9, F-10, F-11, F-12, F-13, F-14, F-16, F-17, F-18, F-19, F-20, F-21, F-23, F-24,
F-25, F-26, F-27, F-28, F-29, F-31, F-32, F-33, F-35, F-36, F-37, F-39, F-40.

F2ndal 2lAvtalg(Glomerella lagenarium) EHEE2|F elAvtelss(Colletotrichum lagenarium) / <]
v QFE-(EFA 5 )

FAL AgonyEe] dwe] BAAS 9% HEa( A dAERs ve) Fd 43 gad. A
S52e) (DUSO) §91& vlolZzulolE ZejolE(969 ¥u) o] Y& I A7 TAZ FHee I vas
g A/kenh g Belol=g 24TelN Atuloldsta, Hg F 3 ulA 4QAe) FEZPUoE G oAIE

|
ol
s

o}

FEH & FO 87| e, #dd =4 stolA, nlAY dxza (o] FHAd 2 24s YehitlE
b wiulske], 200 ppmell M =E2H et elvE] o] Aols 80% WAlES Ale3ith:

E-1, E-2, E-5, E-6, E-12, E-13, E-14, E-15, E-20, E-21, E-22, E-23, E-24, E-25, E-26, E-27, E-28, E-
29, E-30, E-31, E-32, E-33, E-34, E-35, E-36, E-37, E-38, E-39, E-40, E-42, E-43, E-44, E-45, E-46, E-
47, E-48, E-49, E-50, E-51, E-52, E-53, E-54, E-55, E-56, E-57, E-58, E-60, E-61, E-62, E-66, E-69, E-
79, E-86, E-87, E-89, E-90, E-91, E-92, E-93, E-94, E-95, E-96, E-97, E-98, E-99, E-100, E-101, E-102,
E-103, E-104, E-106, E-111, E-112, E-113, E-114, E-115, E-118, E-125, F-1, F-2, F-3, F-4, F-5, F-6, F-
7, F-8, F-9, F-10, F-11, F-12, F-13, F-14, F-16, F-17, F-18, F-19, F-20, F-21, F-22, F-23, F-24, F-25,
F-26, F-27, F-28, F-29, F-30, F-31, F-32, F-33, F-34, F-35, F-36, F-37, F-38, F-39, F-40.

ZFo] S-uki-n] 4 A “z2}n] U] 2 (Gaeumannomyces graminis) / YA B YE(F72 F5H (Take-all))

SAe Agonnre Awe] #A WHE % HRAPH R GiERs B2 Fd A3 Egear

Al stgtEe] (DMSO) &9 vlolazElel Zelo]E(96d ) dloll ¥ %, I ¥As dfshe 94
HE2E H7HT. Al EEolES 24TColA ‘ﬂ?rﬂﬂﬂ"df?}i’, e F 4 WA 5EAd FESAHer AR

AE AT},

EE D EFY 10 BPEES, SR 2 M, nAY hET(1E FAAL DY TS UEHAS)
st gulste], 200 ppnol A FholfRbevl Al Trebuy 29 ol 805 WAEE A

E-1, E-2, E-6, E-7, E-8, E-10, E-13, E-14, E-17, E-19, E-20, E-21, E-22, E-23, E-24, E-25, E-26, E-27,
E-28, E-35, E-37, E-38, E-39, E-40, E-42, E-43, E-45, E-46, E-47, E-48, E-53, F-1, F-2, F-3, F-4, F-5,
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[0552]

[0553]

[0554]

[0555]

[0556]

[0557]

[0558]

[0559]
[0560]

[0561]

[0562]

[0563]

[0564]

[0565]

[0566]

[0567]

[0568]

SS90l 10-2343280

F-6, F-7, F-8, F-10, F-16, F-17, F-18.

iy galde]l 18]~ (Yonographella nivalis) (P32 E7]% Y ure](ficrodochium nivale)) / YA HJ Q& (F
79 @] o (foot rot))

FAe Agomnee Awe] $4%

k (PDB R} GArERZ N BHZEA) Fo AH

g 9y nz i, A9
shitEel (DNSO) §o1& vholazetole] Fedlol=(969 X)) ol We ¥, AF TAE FHohs 9% nes
g kATt AP FeolEE 24TAA Q1) W_é} A4S T 4 A 5ol FESPEo R 4Y oA

i
o
s

o}

FEH & FI 87| e, #dd =4 sfolA, nlAY dhza(o
I} oinlEte], 200 ppmoll 4 EierepAlE) ude] o) Hojkm 80% WAlES Alwshiltt:

E-1, E-2, E-5, E-6, E-12, E-13, E-14, E-20, E-21, E-22, E-23, E-24, E-26, E-27, E-28, E-30, E-31, E-
33, E-34, E-35, E-36, E-37, E-38, E-42, E-43, E-45, E-48, E-49, E-53, E-54, E-55, E-56, E-57, E-58, E-
59, E-60, E-61, E-88, E-92, E-97, E-99, E-103, E-112, E-114, E-116, E-117, E-118, E-121, E-122, E-123,
F-1, F-2, F-4, F-5, F-8, F-9, F-10, F-18, F-20, F-23, F-24, F-25, F-26, F-27, F-29, F-30, F-32, F-39.

u] ZAvjo]dle} of2lZ]t] A (Mycosphaerella arachidis)(A|EHZ23E e} ofgf7]t] &2} (Cercospora arachidicola))
/ AA v YE (o] 2 H ¥ (early leaf spot))

FAL ARemrsl Aue) LAGE Y nEE 44 dases per) S 40 Eden. A3
shatEel (DIS0) 91g slolAREtolE Zulol =968 ¥u) vl W& ¥, AF TAS FHoe 4% nax
g ket AY BelolEE 24TelN Aol dsln, Ag F 4 A sUAel FESPRoR 4F A
At

#Z E 3 EF FO s7]9 e, sdd =3 stellA, vAe dxd (o]
I} tinlake], 200 ppmell A wlsisvpolde} ofer|tiao] Aok 80% HAlE

E-2, E-35, E-55, F-26.
rf U E 2 Tejsol(F] el Fefe]of eejxfo]) / oNA] i FE (= H )

o s
N
off
p‘h
bats
i)

G4 AgonEe] e BAAE JF NEACP A UAEZS HEn) Fo 43 EFA. MY
SR (DNSO) §o4& pholazetols Helo|=(969 E9) Ul Yo ¥, A EAS FHobs 9F nan
g Wheth Ag FeolEE uTAA AFMolHetn, A F 3 UX 4dAe] FEZAWoR 4F oAl
A4,

A sl A, HiA Y diza (ol B A 28-S UEhtlE

EE Y EFY e sEEe, 598 21 i
28] zeldobe] Aol 806 HAES AT

7 djulste], 200 ppmell Al PR LuRE
E-5, E-6, E-12, E-14, E-15, E-16, E-17, E-19, E-20, E-21, E-22, E-23, E-24, E-25, E-26, E-27, E-28, E-
29, E-30, E-31, E-32, E-33, E-34, E-35, E-36, E-37, E-38, E-39, E-40, E-42, E-43, E-44, E-45, E-46, E-
47, E-48, E-49, E-50, E-51, E-52, E-53, E-54, E-55, E-56, E-57, E-58, E-59, E-60, E-61, E-62, E-65, E-
66, E-69, E-114, F-1, F-37, F-38, F-39, F-40.

Iz 22} E] 2~ (Pyrenophora teres) / He] / 9 fIul ofuF(ufikd (Net blotch))

AUES SH2(ev. Hasso)®] B9 RS WEY Selol=(249 TU) o) F1 Fol ¥u, B F 544,
AYsha g SRS Erad. 4§ F oA, 9 AW Ao £4 gl AFW. 13 4 A
BE 1T AN DA G2 A £ AR A 0T K 656 rhol Aiplel ok, AT -
Fo AW &gol MAY dEE 9 FRANA ehd (48 F 5 W 79A), vAE A5t duise] 213
PAERA ) BYE YrHac,

¥ E 2 X F9 &9 3E
- jH] ko], 200 ppmell Al =

E-14, E-26, E-55, E-114.

A solA, wAe dEE el PHaT AW wae Yeele)
o Aol 80% PAEE ATeHAch:

njgsupo]dlal zefnu]Z 2} (Mfycosphaerella graminicola) (#]Ee]o} EZJE]X] (Septoria tritici)) / VA H
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[0569]

[0570]

[0571]
[0572]

[0573]

[0574]

[0575]

Ok’EEC/HZ—EEZO% H‘_]-tkl )

SAe AgonnEe Awe] PANE 9% HEACPE 4R YAERA BEA) Fd 47 EFat. A9
5] (DUSO) §91& vholZzetole] Zelol (969 X)) o] ¥& 5, AF TAEZ e 9P nas
g ket AY ZelolEE 24TelN Aol dsln, g F 4 A sUAel FESPRoR 4 A

i
o
s

o}

F E 3 E FO s7]9 adeEs, sdd =3 s, A dxd (o= 3
I wiHjske], 200 ppmell M wlEsvto] e} TpujyEEke] Aol 80% WAlEE Xﬂ%ﬂ‘/’iﬂri

E-2, E-6, E-55, E-58, E-61, F-2, F-3, F-6, F-24, F-26.

AFgZEL o} AFHZE] @ Z(Sclerotinia sclerotiorum) / A HJ YFE (48 Hij

QE
~
o
S
=
S
=S
<
~
S
<
e
N

Aol Az AR oA Mo FAA GRS 9Y BRAMAL HER) Fo A9 EFA. AY 5
9] (US0) Bl vholaelole] FAS@6d ) vlol B& F, AR FAE Piohe 9 neas
A, Y BAES TN ATl AST, H§ F 3 A 4dA FESPUOR 4F AF 2
A,

FE S HE PO a9 setes, A 23 stelA, nAe tizd (ol A A s UEhile)
b winlate], 20 ppmoll A AFHRE Yol AFHURE L F Aol 80% WAlES AlEsArt:

E-6, E-14, E-15, E-20, E-24, E-25, E-26, E-28, E-29, E-34, E-35, E-36, E-39, E-47, E-114, F-1, F-2, F-
3, F-10.
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