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97 Cl Br cl 0 EZNEE -2 REERE
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98 Cl CFs cl 0 E7NGE HEERR
99 cl Cl cl 0 HAEEE FEERR
100 cl Cl cl 0 E7NG ZEHEFPE
101 cl Cl cl 0 KAERE ZEERE
102 cl Cl cl S ENGE- ZEHERE
103 cl Cl cl 0 EZNGE AEERE
104 cl Cl o] 0 RREERE AEEFHE
105 cl Cl cl 5 E7NGE AEERE
106 cl Cl cl 0 IAE 2-FHEEZE
107 cl Cl cl 0 HAEER 2-HEREZA
108 OCF; Br cl 0 A 2-FHERZE
109 OCF; CFs cl 0 FAE 2-HERZE
110 cl Cl cl 0 INRE 2-ZFHZE
111 Cl Cl o] 0 RAERE 2-ZERZE
112 cl Cl cl S INRE 2-ZEHZE
113 cl Cl Cl 0 FARE 2-FREHEZE
114 Cl Cl Cl 0 KRESE -RREEZE
115 OCFs Br cl 0 FAE 2-FREHEZE
116 OCFs CFs cl 0 AE -FREHRZE
117 cl Cl cl 0 RRE -HERFE
118 cl Cl cl 0 RAEEE 3-HEARE
119 cl Cl Cl 0 RRE RAERE

[0052] 120 cl Cl cl 0 RAERE IRAEFRE
121 cl Cl o] S AE HREFRHE
122 Br Br cl 0 FAE IRAREEE
123 Br CFs cl 0 E/NESE-S RREHRHE
124 Br OCF: cl 0 EZNESE-S HRREHRHE
125 Br CHs Cl 0 FRE HAREHE
126 Br OCH; cl 0 FAE RARERE
127 Br CHF; cl 0 IAE IRERE
128 Br OCH.F cl 0 INRE HRREHRHE
129 CHs Cl cl 0 EZNESE-S RREFHE
130 CHs Br Cl 0 FRE HAREERE
131 CHs CFs cl 0 RAE RAREERE
132 CHs OCFs cl 0 E7 NP S HRREHRHE
133 CHs CHs cl 0 EZNESE-S IREHRHE
134 CHs OCH: Cl 0 FAE RAREERE
135 CFs Cl cl 0 FAE RAREERE
136 CFs Br cl 0 FAE RARERE
137 CFs CFs cl 0 E7 NP S HRREHRHE
138 CFs OCF; cl 0 INRE IREHRHE
139 CFs CHs cl 0 IAE FREFRHE
140 Cl CFs cl 0 A 2-HREZE
141 Cl OCFs cl 0 E7NPE S 2-HAREZE
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142 cl Br cl 0 ENE-S 2-REEZE
143 cl Cl cl 0 E7NPE S 2-MAREZE
144 cl Cl cl 0 RRESE 2-AREZE
145 CHs OCHs cl 0 RRE 2-HAREZE
146 CHs CFs cl 0 E7NPE S 2-HAREZE
147 CFs Br cl 0 RRE 2-REEZE
148 CFa OCF; Cl O HRE 2-RREZE
149 OCF; CHs Cl O KRR 2-RREZE
150 OCF; Br cl 0 RRE 2-BAREZE
151 cl Cl cl 0 ENGE- 2-RERE
152 cl Cl cl 0 RAERE 2-ARERE
153 cl Cl cl 0 RRE 22-Z“ZFEBRE
154 cl Cl cl 0 INAE 22-ZZ78HZE
155 cl Cl cl 0 RRE C-FEREREE)FE
156 cl Cl cl 0 IRRE C-FEERFE)RE
157 Cl Br Cl 0 AR -REEZEH)RE
158 Cl CFs cl 0 ENGE- C-REAZER)FR
159 Cl OCFs cl 0 RRE C-REAZER)FR
160 cl Cl cl 0 FAE - Eﬁﬁﬁzﬁﬁ)ﬁ%
161 CHs Cl cl 0 RRE -FEEZFE)H
162 CHs Br cl 0 RRE -FEEZSHE)H
163 CHs CFs cl 0 RARE (2- EE%EZJ%E)HH%

[0053] 164 CHs OCFs cl 0 E7 NP S C-BEEZEE)FR
165 CHs CHs cl 0 FAE (2- Eﬁﬁﬁzﬁ%)ﬂﬂg
166 CH:s OCHs cl 0 RAE -FEEZE8)H
167 CFs Cl cl 0 RRE -FEEZFHE)H
168 CFs Br cl 0 E7NPE S (2- EE%EZ,%%)HH%
169 CFs CFs cl 0 RAE C-FEEZEHE)FR
170 CFs OCFs cl 0 FRE (2- ﬂﬂﬁﬁzﬁg)ﬂﬂé
171 CFs CHs cl o] A (-FEEZEE)H
172 cl Cl cl 0 RRE (2- l?%%ﬁ%ﬁ)ﬁ%
173 cl Cl cl 0 RRE 2--FEREZEE)RE
174 cl Cl cl 0 EINTE-S 2-2-ZFHBRER)RE
175 cl Cl cl 0 AR 2--FEREZERE)ZE
176 cl Cl cl 0 IAE 2-2-FAEEZERE)FH
177 Gl Cl Cl 0 E7NPE S 2-2-ZFEZEE)FHE
178 cl Cl cl 0 RRE 2-2-ZFHEZEE)RE
179 cl Cl cl 0 IRRE 22-“HEHERAR
180 cl Cl cl 0 RRE 22-—HEHRZE
181 CHs Cl cl 0 ENGE- 22-“HEHRZA
182 CHs CHs cl 0 ENGE- 22-“HEHRZA
183 CFs CFs cl 0 RRE 22-“HEHRZE
184 CFs OCFs cl 0 AR 22-“HEERZE
185 OCHs Br cl 0 HAE 22-“HEREZE
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186 OCHs CFs cl 0 RRE 22-“HERZHE
187 OCF; Br Cl 0 KRE 22-“HEHRZHE
188 OCF; CFs cl 0 RRE 22-“HERZE
189 cl cl cl 0 INRE Z-3-1k-1-%
190 cl cl cl 0 RRE A-3-5R-1-F
191 cl cl cl o) EINVSE- T-3-fR-1-&
192 cl Cl cl 0 EINZSE- 2-(REREFAER)ZE
193 Cl Cl Cl O RRE 2-(ZEEEER)ZE
194 cl Cl cl 0 EINSE- 13-T“EARCHR-5-8
195 cl Cl cl 0 EINGSE- 14-—RFEIACH-5-F
196 cl cl cl 0 KRE 12-“HFEIAChHE-5-F
197 cl CHs cl 0 EINZSE- (13-TH I LIm-2-B)F &
198 cl OCFs cl 0 BRE (1,3-:%%%%&&%-2-5)33%
199 cl cl cl 0 EINZSE- (13-TE AR LR-2-B)FR
200 CHs CFs cl 0 BRE (1,3-:%?&%&&%-}5)*‘%
201 CHa CHs cl 0 BRE (1,3-:%%%%&&%-2-5)33%
202 CF: CFs cl 0 HRE (1,3-ZEAIHbe-2-5)F
203 CFs OCFs Cl 0 EINZSE- (1,3-:%;&55;‘2&-2-5)%'5
204 OCHs Br cl 0 RRE (13-TE A br-2-B)FE
205 OCHs CFs cl 0 EINZSE- S 13-TEHRHLR-2-B)FE
206 cl cl cl 0 RRE 13-ZEFH A tR-2-BH)ZE

[0054] 207 cl Cl cl 0 RRE (12-ZRFH K r-2-B)Z &
208 cl Br cl 0 EINGSE- S 11-“HEERRE-2-8
209 cl Cl cl 0 RRE 1L1-“HERERR-2-8
210 cl CHs cl 0 EINSE- LI-“HERERR-2-8
211 CHs CFs cl 0 EINZSE- L1I-“HERERR-2-8
212 CHs CHs cl 0 IRRE 11-“HEERR-2-&
213 CFs CFs cl 0 HRARE 1L1-“HEERE-2-8
214 CFs OCF; o 0 IRE 11-“HEERRE-2-8
215 OCH;s Br cl 0 BRE 1L1-“HEREFR-2-&
216 OCHs CFs cl 0 EINZSE-S L1-“HERERER-2-&
217 cl Cl cl 0 RRE 11-ZZ B Rkx-2-8
218 cl Cl cl 0 EINGSE- S SRR T R-3-BFER
219 cl cl cl 0 HRE EFRATIR-3-BHRE
220 cl cl cl 0 IRRE 2-(BHFHRTx-3-B)ZE
221 cl Br cl 0 RRE (FEnkm-2-5) R &
222 cl cl cl 0 RRE (PO Sk -2-5) R E
223 cl CHs cl 0 RRE (MEkmR-2-5)FE
224 CFs CFs cl 0 KRE (FHEkmR-2-5)RE
225 CFs OCF: cl 0 KRE (FEkm-2-5) R E
226 OCH: Br cl 0 RRE (P& kM -2- 5 R &
227 OCH;s CFs Cl 0 RRE (FEkm-2-5) R &
228 cl Cl cl 0 RRE 2-(ME K -2-8) 28
229 cl cl cl 0 KRE 1-(PUSE bk -2-8)Z &
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230 cl Cl cl 0 NS PUSkiR-2- &
231 cl Cl cl 0 E7NPE S -KEFEFE
232 cl Br cl 0 AR 2-KEHZE
233 Cl CFs cl 0 RRE 2-FKEEZE
234 Cl OCFs cl 0 E7NPE S 2-XEFHEZE
235 cl Cl cl 0 IRRE 2-KEHRZE
236 CHs Cl cl 0 AR -FEEHRZE
237 CHs Br cl 0 E7 NP S 2-KEHEZE
238 CHs CF: cl 0 IAE 2-XEHZE
239 CHs OCF; cl 0 7N 2-FEHZE
240 CHs CHs cl 0 AR -FEERZE
241 CHs OCH; cl 0 AR -FEERZE
242 CFs Cl cl 0 IFAE 2-XEHZE
[0055] 243 CF: Br cl 0 IAE 2-XEHZE
244 CF: CFs cl 0 AR -FEEHRZE
245 CFs OCF; Cl 0 TRE -FEEZE
246 CFs CHs cl 0 IAE 2-XEHZE
247 CF: OCHs cl 0 RRE 2-XEHZE
248 OCHs Cl cl 0 ENGE- 2-XEHZE
249 OCHs Br cl 0 AR -EEHEZE
250 OCHs CFs cl 0 HARE -FEERZE
251 OCHs OCFs cl 0 IAE 2-XEHRZE
252 OCF; CHs cl 0 RRE 2-KEHZE
253 OCF; OCHs cl 0 ENGE- 2-KEHZE
254 cl Cl cl 0 E7 NP S 2-FRFEEPR
255 cl Cl cl 0 ENGE- 2-XREHZA

[0056] R85 J5 1, A A HER ML T — Mk A &, R s (O th ek KA 67 2205
WCHEY S A U A R O AR A RS A R G sl A 227 bl
SER AR 252 1 TRz (R A8k

[0057] e 22 bRl sz B PT LR A AL O LIS PR AR, B, A s sk e s
IR BH RS BT A T Jse IS IR EE T A ALY s BRI B ik B L AR H e 2T Ak 2R 4T
HERNTAEYD KRB BRI EE  Sh/K  HIh  OBE S e, % AL Wik vl 20 HABES
7, BB 68 7 ASUE 7 FLA T 2 i) RO R A 77 S T 91 T 7 B A 5

[0058] 7K & WA 2% BRI ZH A R 7 2R AT DA o A 2R Tl A ) 2R sl Y [ A0 28 T e AT
FERI PRl o 2E—20 50 5 5, AT iR 2% RIS Pt 70 2R 130 70 S SR 771 TR =7 ek
U 53 Iy vl LTI 5%t INERI BT 8 | IR R % 5w IR 2 =781 I 1IN €1 R B 1 W 2
T PTIEITEVAIA P 23 e A T 1) e B 1) s 7K a3 ORI ) S KA R 771 IR T4
LR VTS b vl NS ¥e 1 I 2R (A AS =l 1 e H LS

[0059] G UL A oA H 28 A0 S ) 2 &t a] DURR 8 S B s 22 (8 770 28 i Y
J7 A DN 558 A T, AR (AR 150 001mg /L - 10mg /L, /514110 001mg/L 0. 01mg/
L.0.1mg/L.0.5mg/L.1mg/L.2.5mg/L5mg/Luk10mg/L,

[0060] Ay jite A i) DL FHAHSC SIS I BOR N SU7E , I IR TRV 2 KR 1IR3 K1
RAARIIR SRIR SO RIIR 1 R2IK TR IIR
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[0061] 58 = Jy i, AL TR T (D &Ml L FA Zhmic b & s D e 79
PR U S Aa S T AR A R al S A AR TR S sl U 2 1 AT RS2 (R B A il 28 155 By
TR IR AR

[0062] A& Wb & Wit 1B ia s deal 35 i, o BI4as il 3 i ml 3 , PR 0 35 Pl T il i
HIA FE AR R ki, JCEE Rl MO e DR AP AR B DA R T3 A= 4
FITis 2 (A8 F R s AR R a2, A B S T — UM E AU Y R 2
WEVERY, H HAE T Rk =R A AT A BEEB A 2

[0063] AL WTAUS M—FhBhia s HLal S 7 7 %07 T i 5 i 7 b 2 R B
3 VS ORI TR | Bl B A s R B B e B v A RuR 1= (D e
Yo AR WAL S AT UL SR i B oA = Ak A=W

(00641 P ik E S .M S Mk A 2 o 5 o i
EANAIRAAAE I EAGE , E R I 25 & R S sk Bl W ok o 45 , 1 i K7 AL
e I ZERIRIO A1 FEFPRELED 20  BOMA ORRSS S 25 RS0 R A/ AR
ol IR e AR A (R E MM AT 2 2 J5) , AT DAFA il P S BB e fik o] 2 e 7
fm s SEURELYD LR VBORA ek e A S5 E AR B Hal S , T DA i 43 )
B EE H Ak L R M Rl B A B P A B P A 1 A B PR X SR R
U B~ FL R B AN R S B0 s B e s B TR B AT 2 Y, (B
AR RS B AT B R B Rl W5 R BRSO s R/ e e a4
FEVEIAEYD « ] LU 2640 S REE T T R AP AR AR S - R B i s
2 YA/ ST il R AR B R S i B B AL sl Eep A T Sk
[0065] 2 WA & A A AR, BISE DA AR 71 K Jite T A BRI AL &1, FE R AE AR i
S p et S i Pt pe s TS N e IS N I SIS S ISR SIS NS LIS IS IS NI TSR
SEHEH . EPEH G A W E 2 9085 3= s B S ia Ok IR, £
AR —A 306 7 U, Bk 3 e A B T8 H VRS E (R E R E 2R E
WHOGHE EEEH T EH B E B E A s H 2R A8t B
(3 B4 2800 PR

[0066] %% H . M (Heliothis spp.) A% 1 (Helicoverpa spp.) KM
(Spodoptera spp.) ~FAEIRKE L (Mythimna unipuncta) </ NH#IEE (Agrotis ipsilon) «4=
MI%5 (Earias spp.) K@ik (Trichoplusia ni) RO &Ik (Anticarsia gemmatalis) s
s K (Rachiplusia nu) «/NSElfk (Plutella xylostella) « —AXiE (Chilo spp) «—AL
I (Scirpophaga incertulas) . KIE (Sesamia inferens) 9\ & H iE
(Cnaphalocrocismedinalis)  E KU (Ostrinia nubilalis) R a0k (Cydia
pomonella) #k/NELLH (Carposina niponensis) ARty 4t 1k (Adoxophyes orana) 5
Wik (Archipsargyrospilus) ek (Pandemis heparana) &2 /N&ifk (Epinotia
aporema)  fj 29 5 5 Ak (Eupoecilia ambiguella) \fijZg4{b @/ N&1% (Lobesia
botrana) \Polychrosisbiteana £l % H (Pectinophora gossypiella) .32 F H
(Pierisrapae) -Phyllonorycterspp. JESIEI (Leucoptera malifoliella) HHAZ -k
(Phyllocnisitis citrella) =Mk (Podoptera exigua Hibner) ;
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[0067]  H4EHH H-F (Diabrotica spp.) - H2EH-H (Leptinotarsa decemlineata) FH
e H (Oulema oryzae) FE %L H i (Anthonomusgrandis) « /K% H
(Lissorhoptrusoryzophilus) <44 AT (Agriotes spp.) -Melanotus communis. H 7
TS (Popillia japonica) \[KFEEfJEM (Cyclocephala spp.) HIAHE
(Tribolium spp.) ;

[0068] |G H % (Aphis spp.) «HHEf (Myzus Persicae) -Rhopalosiphum spp.Z4=Hi
7 % (Dysaphis plantaginea) «A5%f (Toxoptera spp.) =% # (Aphis
craccivoraKoch) . Ky K& 1f Macrosiphum euphorbiae) i /Ch®f (Aulacorthum
solani) « Z K5 WF (Sitobion avenae) « 2 oI (Metopolophium dirhodum) 3 — Y
f (Schizaphisgraminum) « & A EWF (Brachycolus noxius) M-I (Nephotettix
spp.) «#5 K@l (Nilaparvata lugens) .11y K@l (Sogatella furcifera) . & K|
(Laodelphaxstriatellus) ¥ @l (Bemisiatabaci) I a Ik &l (Trialeurodes
vaporariorum) \Aleurodes proletella.Z245}3 @\ (Aleurothrixus floccosus) Ay
(Quadraspidiotusperniciosus) «Z<22M) (Unaspis yanonenses) JZ[HH (Ceroplastes
rubens) Z[ B (Aonidiella aurantii) ;

[0069] W H . 5% (Lygus spp.) -Eurygaster maura.f&zris (Nezaraviridula) .
Piezodorus guildingi FHZHM% (Leptocorisa varicornis) iy & H

(Cimexlectularius) HUH B i (Cimex hemipterus) ;

[0070]  ZBHH . P 4E a2 (Frankliniella occidentalis) #ijE (Thrips spp.) 2% il
L (Scirtothrips dorsalis);

[0071] ZEIH . AW (Reticulitermes flavipes) % W
(Coptotermesformosanus) g JELH M (Reticulitermes virginicus) .
Heterotermesaureus. g /7 E 14 (Reticulitermes hesperus) .Coptotermes frenchii.
Shedorhinotermes spp. Z4FEAM (Reticulitermes santonensis) JReticulitermes
grassei.Reticulitermesbanyulensis. = BEL M (Reticulitermes speratus) .
Reticulitermes hageni KRR EAMW (Reticulitermes tibialis) A MY
(Zootermopsis spp.) MM (Incisitermes spp.) &I (Marginitermes spp.) « K[
1 (Macrotermes spp.) « KEEII (Microcerotermes spp.) 25 M (Microtermes spp.) ;
[0072] XVHH . BEEM (Liriomyza spp.) 2 M (Musca domestica) BV (Aedes spp.) -
AW (Culex spp.) JEIX (Anopheles spp.) JJiji# (Fannia spp.) &4 (Stomoxys spp.) ;
[0073] R H . 2IM (Iridomyrmex humilis) « 'k (Solenopsis spp.) ~EEMW
(Monomorium pharaonis) .Atta spp. Y3k (Pogonomyrmex spp.) 5 il
(Camponotusspp.) «/NFE I Monomorium spp.) R EK M (Tapinoma sessile) JEHIEIY
(Tetramoriumspp.) -Xylocapa spp.-iii& (Vespula spp.) - K /&i#% (Polistes spp.) ;
[0074] &FH :}E (chewing lice) ;

(00751 &\ H "I &l (sucking lice) JHFFH&E| (Pthirus pubis) &2 (Pediculusspp.) ;
[0076] EHWIH .22 (Melanoplus spp.) 2R KIS (Locusta migratoria) - bR bE
(Schistocerca gregaria) il (Gryllotalpidae) (Il (mole crickets)) ;

(00771  EWEH . %54 (cockroaches) 7= /5t (Blatta orientalis) «fE[E/ N (Blattella
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germanica) <M KUEE (Periplaneta americana) K235k (Supellalongipalpa) N EE
i (Periplaneta australasiae) f#3bF KU (Periplaneta brunnea) T4/ i JENI AU
(Parcoblatta pennsylvanica) « 22 Wi (Periplaneta fuliginosa) ik (Pycnoscelus
surinamensis) ;

[0078] =5 H : ka5 (Ctenophalides spp.) - A&k (Pulex irritans) ;

[0079] WUl H . M Fl (Tetranychidae) « &£} (Eupodidae) A} (Eriophyiade) .
2R (Phytoseiidae) KR (Acaridae) , HARUFEE AR T4 (Tetranychus
spp.) ~WIEEES (Panonychus spp.) A WPH B (Tetranychuscinnabarinus) 25 J5 -l
(Eotetranychus carpini) « _BFM-U# (Tetranychus urticaeKoch.) AHAL Sl
(Phyllocoptruta oleivora) -Aculus pelekassiEZ[ %52l (Brevipalpus phoenicis) .
Al (Boophilus spp.) At (Dermacentorvariabilis) Il 4L i < i
(Rhipicephalussanguineus) «EUNAE 1 (Amblyommaamericanum) « LI (Ixodes spp.) I
T (Notoedres cati) i (Sarcoptesscabiei) <22 (Dermatophagoides spp.) ;
[0080] g Hi X (Nematoda) : K322 41 (Dirofilaria immitis) MR&52kH
(Meloidogynespp.) ~fuE£kth (Heterodera spp.) «iwZkH (Hoplolaimus columbus) %}
2k (Belonolaimus spp.) MRJEZd (Pratylenchus spp.) . FEZ&n
(Rotylenchusreniformis) 3/ NAZ 31 (Criconemella ornata) «22%% 41 (Ditylenchus
spp.) 22k 1 (Aphelenchoides besseyi) FEHEARZ & (Hirschmanniella spp.) o
[0081]  FEA LW Sy — AL 55ty 20rh, BT 35 sua] DAE B /i i KL Fo oy
I Rt R AESEIRAR B | pS et LA/ INRIH I ke S5 o

[0082]  ZRAIUEEL AN DIREMEHEAR , 71 A A B —A 75 1] FR AR 1) SCRM A2 50 R AE
T HA T 1 ARSUHE AN BIRRFEWT T A B 255 T 5507 AT LA & A5 U 7
T AN 2 A B 2 AR AR 1 e 2 5 s A AL I 7 A

BASLiE A

[0083] AL HHZ (D (L& LU HLE BRI B RN ST 2 R 1S DA
N EARSIEFIFR A H T 2R BT R (D (SIS AT I 1IX T R S A A
FIT SRR o S AR, ZE IR R R o I 5 58, AR AR AT DAIE 4 8 SR 3 [
FAFNERIFIL PTGy e v HoAth =X (D (S & K £%

[0084] I yfadf—2 S5 & S BISK ] AR A< 2 I 5 {HX B ST B AR A & B ROYE L B
S AW, & LB AT PR BSOS P03 I ML 2845 5 5 B S50 A 0 A s
Hh T SRR A28 S5 1) A AL s R o (5 P ) 5 A R AR 25 o

[00851 L {Acth , St A5 b (o0 ) A Pt S5 (R A 2 1R A5 1, o
(Bruker) 400MHz 5k6 00MHz [¥J4Z {3 , LACDC1,, d - DMSO, CD,0Dkd, - PRI i A A 71 (LA ppm
NEAAT) , FHTMS (Oppm) sl 575 (7 . 26ppm) 123 MEIFRHE - 2 HY B2 FR UG IN (%, BB N i
455 s (singlet, Bl&) ,d (doublet, AUE) ,t (triplet, —Hl%) ,q (quartet, PUEEIE) ,m
(multiplet, Z &%) ,br (broadened, #l%) ,dd (doublet of doublets, A& " HEEIE) ,dt
(doublet of triplets, W =Hil&) ARG H T, AL (Hz) FeRo

[0086]  ShE I iy FH B 404 757 0 i FHJAgilent 1260HPLC;Agilent 6120ESI.

20



CN 117736196 A ﬁ'ﬁ HH :F; 16/36 01

[0087]  AAH: I (£50.19% HIER) s BAH: /K (£70.1% HIFR) .

[0088]  ARAFPLMi:0-2min,80-5%B;2-6min,5%B.

[0089]  jfiii:0.6ml/min.

[0090]  AMJE K : 254nm.

[0091]  MSZHI: ESTIEATH, Rl V5 FEL IS - 70V

[0092] P40 12L/min, 50U 1 :40psi, AR : 350°C .

[0093] WG A, 74 10 . SmLHHEE , b, AR IEES TR N - AT — NS i3 2 701
BP0 M 1]

[0094]  SCHEBIF4E S 1T -

[0095]  DMSO; —FHELHA

[0096]  DMF:N,N- — FHEE F e

[0097]  THF: PY%{MI

[0098]  NBS:N-ARBEIAMEL

[0099]  NIS.N-AARHEFAREN

[0100]  NaHCO, : FFR 4

[0101]  K,CO,: Em@%ﬁﬂ

[0102]  NaH:Z{{t5N

[0103]  NaOH: (AL

[0104]  NaSO, : Fi R

[0105] ﬁnﬁ“ﬂﬁ”gﬁﬁIVTk%OC40Cﬁﬁﬁﬂ0C3Ocijﬁﬂ3C280jﬁ%]
25°C.

[0106] 541

[0107] L NLefilrh, A B LA BHIAES o e S b B, TR T A R B &4

Mg A

e m’?"“%»:@

NBO1 NBO3

.

[0108]

[0109]  HhE[{ANAO3:1- (2,6- —5(-4- @ﬂﬁ\idfﬁ-z-%) FREL) -4- - TH- I S Ak

Cl

=N
mm]IL&{}ﬁﬂ
CF;

[+]
[0111]  2PIR1.2,6- 50 -4- (o KE-2- 30 FRIL A
[0112]  ¥#2,6- S KJ1K (64.8g,0.4mol) A1500m1 iR £, fiR+500m1 /K ¥ T-2L1% e N A
PR R R IMNDY T B R A 5% (13.6g,40mmol) & ViR 4N (69.6g,0. 4mol) | IRj5 42
1 60minZE M IN-L AR R PN 3L (130.24g, 0. 44mo 1) F1100m1 ZFR Z B TR &, )3 it
T 140 % K, CO R TRAE pHIR R 716 ~ 72 [H], 52585 RT MHESCN o 6hJm , SOV SE5E, i L 47
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2, LR OTRABUKE , &I, AP TTBAINaCLIZ N2 . 5 % HC LA R I I , I FR M
T ETERTT ) AFEL R AR63 . 28 U3 148 % o LC-MS: (M+1)m/2=1330.2.

[0113]  2PER2:1- (2,6- (-4~ (BTNEE-2-30) KAL) - TH- MM 15 Ak

[0114]  52,6- —5(-4- (D aNkEL-2- ) K (22.4g,68mmol) F1150m1 /K &2« 75m1 it e
533850 % AR , B T-1000m1 [P A, 50 ~ 5°C 1, 30min PN 18 I L AR (5. 4g,
78.2mmo1) T-10m1 7K FH VAR IR INTE R , K N TR S A2 B N i 1omin, SR —K
PEDINBUAIER (14.0g,78. 2mmol) o« S NI GWI/E2h N T2 =0, ARG A E65°C , I AE
IR RN, 1,3, 3-PU A AL P B (11 3g,68mmol) o K5 [ M AF IR &R F-i B 5h o« [ M
SERENE W HIE =R, IK250m RS TR G H200ml £ R LR 2 BN 22K, S A PR
150m1, 10 % 570 £ INaOH/KIR TR e % , AU HINaSO, T8¢, il , J e ez o a1, 143
2R 21 . 5g MR 183 % o LC-MS: (M+1)m/z=381.1.

[0115]  2PUE3.1-(2,6- -4~ (E9NKT-2-50) RED) -4-i - TH- TR R 5 pk

[0116]  Bf1- (2,6~ (-4~ (BFRINKE-2-55) K50 - 1H-NEM: (38.1g,0. 1mol) F1200m1 £ i
EF500m1 1SR, S RER 3 IIANTS (24.8g,0. 11mol) , 7ERT N #ES N30min, SR 5
THE 290 °C Bl i S B 6h o SN 5EEE T @ A1 w500, II/KERK, CFR OB A<HL200m1 *3
RGN AR A Eh /K P i, BB T, e e =157 . [ 2 2 i
W B R RV IE e A T, 2l AT R 2 e fR45 . 0g , W% :89 % . LC-MS:
(M+1)m/z=507.2,

[0117]  FR[R]ANBOL : 5- 5 - 2- S -N-TRPY BRI 1) 5

A

NH

[0118] P B

w»
Cl N

[0119]  f45-75-2- S0HHE% (118g,0.5mol) F1300m1 HZE 1 F-1000m1 [ s MR T, it 22
WIS (59.5g, 5mol) , ZRJG MIA2ml DMFBAY, o 52 EE 5 FHIE Z280°C N H] 7 5 N 2h
[ 7 FE R P HI R E=0 IR e 28 208 A S, A3 I 28

[0120]  BFERA N (34.2g,0.6mol) F1800m1 — 5 Fe B T-2000m1 (1) s N, VKI &4 R
BEHEH NN =% (60.6g,0.6mol) , RIS ZZ 1R I F b P BRI R LS, 72585  RT Mk
SR 7 o 120, Z5 RN, IIVKB00ml 45+, 5 o7 =, LFR O A IUKEE , S FAHIAR, g
RER AT R A iR 128g R :93% o LC-MS: (M+1)m/z=275.1.

[0121]  ShEHIL AL S Hp2- S -N-FRPEE-5- (1- (2,6- 504~ (ke -2-55) K50 -1H-
ME -4 - ) -N- CGRZRER - 2- FEF3E) IR A R ORf I T2 1 FR R 5 26)

om lN’ o o
[0123]  Zf5—20:5- P8 -2- G -N-PRPN L -N- CAAEAN - 2- SEHEL) MEMEIEA & 6 - 78 -2
SU-N-FANELAMEZ (1.10g, 4mmol) A1130m1 THF B T-100m 11 B TR, VKIS &5 1, 434t

N60%NaH (0.24g,6mmo1) , 30min/i5 R LR A AL (0.82g, 6mmol) 2518 NN S MR 2
W= PR R N G AR o 1205 N 52 EE , IIZKER K (30m1) , /KA FH IR C TR A5 B (20m] x3
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R EHEENUE, AR TITOKGRER AN T4, 1 38, BRI 4 I8, T B M e AT AT 40
25 Uik O Ol (v/v) =10/11 A3 2IFR8UL G (A faldil ik, 0.96g W% : 73%) . LC-
MS: (M+1)m/z=331.1,

[0124] 55— 2. 2- 5 -N-FRN3E-5- (1- (2,6- —5(-4- (BN E-2-30) K50 - 1H-npme -4 -
B -N- GAZIAN -2- 35 HED) ML & pk

[0125]  Kp5-7-2- G -N-IAPN AL -N- GAZIAN - 2- B HHRD) AR (0.66g, 2mmol) A120m1 —
FHE BN 100m] B UL, AR FF IIN CFRET (0. 78g,8mmol)  [1,17 -8 (R —
TRAER] T SUPAE (0.08g,0. 12mmol) W CHIMREZS) Ml (1.02g, 4mmol) , &0 B 37Kk, 52 ke
J&,80°C N 6ho [N SEEEST A IR S0, 15 2 B, A2t PAC R F Bl T P
[0126]  |r) b RSP 9EAT 2 OAIE SR R, (RO 10m LKA - (2,6- -4~ (A b -
2-3E) ZRIL) -4- TR - TH-NEME (1.12¢g, 2mmol) HREREY (0.83g, 6mmol) PO (= L) 41
(0.23g,0.2mmol) , BT EH3A, 5E IR 100°C Nl i 24he SN SEER e, ¥ 112 %06, N
JKPER (15m) , KA S e 2 (10ml x3) , & AU, AR T JCKERER N T4, 1o
Ve, U IR SR TSR, 5k B A RE IR E T 0 2 LAt/ CFR Oig (v/v) =3/11, 15 2hrdlit
“ (B ElEAR, 0.65g, % :52%) «

[0127]  'H NMR (400MHz, %5{}j-d) 88.65(d,J=2.6Hz, 1H) ,8.29(d,J=2.5Hz, 1H) ,8.16 (s,
1H) ,7.95(s,1H) ,7.75(s,2H) ,2.96 (tt,J=7.1,3.6Hz,2H) ,1.33-1.31 (m,1H) ,1.28 (s,
1H) ,1.02-0.90 (m,2H) ,0.91-0.81 (m,2H) ,0.78-0.63 (m, 2H) .

[0128]  'F NMR(377MHz,CDC1,) 8-75.19,-181.64.LC-MS: (M+1)m/z=631.1,

[0129]  SZHEBI2 AL S W2- 50 -N-FRFE-5- (1- (2,6- —5(-4- (DA LE-2-30) L) -1H-
M -4-55) -N- (2- CAZIAN -2- 55 O AR &k Osf B T2 LF L 5 468)

RA %

[0130] om"pﬁ;

[0131]  ZE—2D.5-JR-2- G -N-IAPN 3L -N- (2- CALERA -2-3%) 58 WAL & ks -
- 2- 5 -N-BRPN ELAHR I (1.10g, 4mmol) F130m1 THE'E T-100m1 8 FU R, VKIBSLE T,
S HEMIANG0%NaH (0. 24g,6mmol) , 30minfm FRR2- (2-1R L 3E) SAZIANLE (0.90g, 6mmol) £
TEAINS R 2, 253 T RS N 4 - 1205 s B 52 B8, ik K (30ml) |, ZKAHFH 2R
BEZEHY (20ml x37%0) , A NUH, AHUEHTCKBRRR N T4, 18, I i 4 e i, 7R B3P
SRR AT 8 U ik / SRR O (v/v) =10/11 15 8IbRE L &8 (B ek, 1. 178,10k
#:85%) oLC-MS: M+1)m/z=345.0,

[0132]  2F 2. 2- G -N-BRNEE-5- (1- (2,6- —5(-4- (& i N -2- 55 ZRED) - 1H-IHme-4-
B -N- (2- CAZIAA -2-38) O F8) AR & %

[0133]  Bg5-JR-2-5-N-FRNFE-N- (2- CAZYIRA -2-55) &30 Mk (0.69¢, 2mmol) Al
20m1 — FHESEAKIIN 100m L 52 UL, SRS IIN CERE (0. 78, 8mmol)  [1,17 -0 (IR AL
o) TIREk] SR (0.08g,0. 12mmol) W (HIMBAEE ) Al (1.02g, 4mmol) , EUUE 3K,
SEEIR,80°C NN 6ho N SR IR AN R =il A3 8] HARY) , At — DAL PR B e T B
B o
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[0134]  |r] AP IRAG BIIMIER SOV, AR 10mIZKMIL - (2,6- 5 -4- (IR LT -
2-30) KHL) -4- iR - TH-IEWE (1.12¢g, 2mmol) JHRFRER (0.83g, 6mmol) DU (=KL 41
(0.23g,0.2mmol) , BV EHR3K, 5E RS 100°C N Al SN 24h o [N SE BE i , 18 212 =508, N
FKEE K (15m1) |, ZKATH — U B2 (1om] x3) , &AL, AU ToK i ah T8, o
U8, OHE IR 4R IR, B R W R E A = AT 43 25 ik / SR Ol (v/v) =3/11 13 2Ry
“ (B ElER, 0.59g, 3 : 46 %) «

[0135]  'H NMR (400MHz , 5{{/5-d) 88.68(d,J=2.4Hz,1H) ,8.16 (s,1H) ,7.95 (s, 1H) ,7.88
(d,J=2.3Hz,1H) ,7.76(s,2H) ,3.93(t,J=6.4Hz,2H) ,3.75(t,J=6.3Hz,2H) ,3.10-3.04
(m,1H) ,2.80-2.76 (m,1H) ,1.79(t,J=5.6Hz,2H) ,1.09-0.51 (m,4H) .

[01361  'F NMR(377MHz,CDC1,) 8-75.19,-181.64.LC-MS: (M+1)m/z=645.1,

[0137]  SZFEHI3 AL 5 2- S0 -N-PRANIE-5- (1- (2,6- —5(-4- (BN -2-30) KED) - 1H-
M -4-56) -N- (1- AR -2- 55 O ARk Osf B -2 LFR I 5 480)

ol
A\NI —N
S
Lo
N

[0138] k@_&a
o CF,

[0139]  ZF—2D:5-P-2-G0-N-IRANEE-N- (1- AR -2- 58 450 IAB IR &5 k5 -
-2~ 5 -N-ERN ELAHE I (1.10g, 4mmol) FN130m1 THE'E T-100ml 8 FU R, KIB SR T,
A HEIING0%NaH (0. 24g , 6mmol) , 30minf5 FF2- (1-7R. 230 AL RN 4% (0.90g, 6mmol) 2%
MIANK AR R, 15 PR N T 18 - 1205 S 5258, DKok (30ml) , KAHH 2R 2
FEZHN (20m] x370) , A FHAVUH, AVUH I JCKIRER AT 15, I8, WU IR 4 e, R B W)
AT AT B LAk / LR L liE (v/v) =10/1] , A3 5IFRE &9 (1 sk, 0. 94g UK
%2.68%) LC-MS: (M+1)m/z=345.0.

[0140] &5 — 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (o ANE-2- 5 65D - 1H-npme -4 -
) -N- (1- GAZIAN -2-30) O30 MR 5 Rk

[0141]  H£5-7R-2-5(-N-PRAPN L -N- (1- GAZEIAN -2- 2 O ikl (0.69g, 2mmol) A1
20m1 — FHESEAK DI 100m L 52 FUffL R, SRS IIN QR (0. 78, 8mmol)  [1,17 -0 (R AL
5O TIREk] —SEAn (0.08g,0. 12mmol) W (HIMBAE ) Al (1.02g, 4mmol) , EUUE 3K,
SEER,80°C NN 6ho N SR IR AN R =il 13 8] HARH) , At — DAL PR B e T B
N o

[0142]  |r) AR SPIRAG BIIMIER SOV, AR 10mIZKMIL - (2,6- 5~ 4- (IR LT -
2-30) JREL) -4-FiAR - TH-TEME (1.12g, 2mmol) JFRTREH (0.83g, 6mmol) VU (=R ELRE) 41
(0.23g,0.2mmol) , BV EHR3K, 5E RS 100°C N Al SN 24h o [N SE BE i , 18 212 =508, N
JKPEK (15ml) |, KA S AR (1omL x3) , & EANAE, AR oK1, 1o
UE, U IR GRS, 5k B A RE IR A EHT 0 2 LAt/ CFR Oig (v/v) =3/11, 15 2lhrdift
Ay (A @lE A, 0.64g, 5 :50%) .

[0143]  'H NMR (400MHz , ({5 -d) 68.88 (d,J=11.4Hz,1H) ,8.72(d,J=7.4Hz,1H) ,8.59
(s,1H) ,8.46(s,1H) ,8.13(s,2H) ,3.01-2.96 (m,2H) ,2.82(d,J=10.5Hz, 1H) ,2.73-2.69
(m,1H) ,1.29(s,3H),1.02-0.90 (m, 1H) ,0.83-0.34 (m,4H) .

[0144]  F NMR(377MHz,CDC1,) §-75.19,-181.64.LC-MS: (M+1)m/z=645. 1,
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[0145]  SiZjita 4 - (L 542 - 0 -N- (e AR -2-50) L) -N-BRNEE-5- (1- (2,6-
A -4- (RN P -2-55) I - TH- M - 4-350) BRI pe O R TR D b 5 H85)

o]
Cl

[0146] A"LN :"NQ_(EFFE
[0147] 25— :5-5-2- G -N- (& CRZRPRA -2- ) HED) -N- PR B MAIE I A Bk
[0148]  }45-JR-2-%(-N-ZRPN MA@ (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
TKIBEAE T, 55 HEDIN60%NaH (0. 24g, 6mmol) , 30min/i FRF2- 1 -2- CRZIRA -2- 20 20
(0.97g,6mmol) ZZ 12 IS M AR A, ZE i NP N i 18« 12h i SO 585, K E Ik
(30m1) , KA R LTE I (20mL x320) , G I ANUE, AR T JC/K I By 114, 1 &,
TR AR AR ISR, Bk B AR e 2T 43 28 Uik / TR G R (v/v) =10/11 13 88l b &
Yy (A A lE4K,0.75g, %R :53%) -LC-MS: (M+1)m/z=356.1,
[0149] 2520 . 2-G(-N- (AL CAZIAN -2-3) FH3E) -N-2APN AL -5- (1- (2,6- —5(-4- (&
SR BE-2-5E) ZR3D) - TH- e - 4 - 58) MRG0 4 i
[0150] et B ST {9 1 Hh 28 20 AU 5 iR AT, AR 2lAs UL &9 (B tlbl A, 0. 47 g,
KWER:36%) .
[0151]  'H NMR (400MHz , 5{{/5-d) 88.65(d,J=2.6Hz,1H) ,8.29(d, J=2.5Hz,1H) ,8.16 (s,
1H) ,7.95(s,1H) ,7.75(s,2H) ,3.03-2.98 (m,2H) ,2.82(d,J=10.5Hz,1H) ,2.73-2.69 (m,
1H) ,1.02-0.90 (m, 1H) ,0.83-0.34 (m,4H) .
[01521  'F NMR(377MHz,CDC1,) 8-75.19,-181.64.LC-MS: (M+1)m/z=656.0.
[0153]  SZjaffls : (b A n2- S -N-FRN JE-5- (1- (2,6- " 50-4- (DA bi-2-35) K ED) - 1H-
MEEme - 4- 35) -N- (FRAa L HH D) MR i & e OG- L HR R S74095)

A\N"“Q/ =N ° CF,
[0154] O:I,.j/g/ﬂ;@ﬁ’
[0155]  Z5—20:5- 5 -2- G -N-PRAPY AL -N- (FH A A ) JRIE 1 &k
[0156]  }45-R-2- %0 -N-ERPN MR (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
VKIGEAET , A LI N60 % NaH (0. 24g, 6mmol) , 30min /5 H-B R (A L) 4% (0. 75g,
6mmol) ZENE NI AR R, =0 D3R ROV o 47« 1205 SN 5858, /KK (30ml) |, 7KAH
MR TR (20m1 x3K) , S HFANUE, AHUAHTTOKMBREN T4, oL 8, I8k 46 I8
W, TR B A RE IR EAT 0 2 LA ik CFR O RE (v/v) =10/11 13 2R8I 59 (1 ]
4,0, 11g, 289 %) .LC-MS: (M+1)m/z=319.0.
[0157] &5 — 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (BN E-2- 5 265D - 1H-npme -4 -
FL) -N- (FHAA 3 FRERL) IR e 5 ik
[0158] et B S {5 1 Hh 28 20 AU 5 AT, AR RS UL &) (B tlil {4, 0. 53,
WER:43%) .
[0159]  'H NMR (400MHz , ({5 -d) §9.08 (s,1H) ,8.29 (s 1H),8.22(s,1H),7.99 (s, 1H) ,

7.76(s,2H) ,5.27(s,2H) ,3.37(s,3H) ,2.26 (m, 1H) ,0.91-0.81 (m,2H) ,0.78-0.63 (m, 2H) .
[0160]  "F NMR(377MHz,CDC1,) §-75.20, -181.65.LC-MS: (M+1)m/z=619.2.
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[0161]  SZEHI6 : (L S H2- S0 -N-FRANIE-5- (1- (2,6 —5(-4- (IR -2-30) KED) - 1H-
MEEme - 4- 35) -N- (5B HH D) L & ke O RT3 L FR A 59100)

Ao e
[0162] m);ﬂ;%
[0163]  Z5—20:5- 5 -2- G -N-IRPI AL -N- (52 ) JRIBE 1 &k
[0164]  }45-PR-2-%(-N-ERPN MA@ (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
IKIG AN, 2 REDIN60 % NaH (0. 24g, 6mmol) , 30min /i FR¥ QL4 L) £ 42 (0. 83g,
6mmol) ZENE MINN AR R, S0 N3P RON i 147« 1205 SN 5858, /KK (30ml) |, 7KAH
MR CTEZIN (20m1 x3K) , S HANUE, AHUH ORI T4, 2L 8, Ik 46 I8
W, TR B AREIRAE EAT 0 2 LA ik CFR CRE (v/v) =10/11 3 28U 59 (1 ]
4,1.02g, 277 %) LC-MS: M+1)m/z=333.1.
[0165] & — 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (Do ANE-2- 5 265D - 1H-npme -4 -
F) -N- (LA D) R &k
[0166] el 5 ST 9 1 H 28 20 AU 5 AT, AR RS UL &) (B tlil {4, 0. 46,
K336 %) o
[0167]  'H NMR (400MHz , 5{{/5-d) 88.65(d,J=2.6Hz,1H) ,8.29(d,J=2.5Hz,1H) ,8.16 (s,
1H) ,7.95(s,1H) ,7.75(s,2H) ,5.56 (s,2H) ,3.86-3.83 (m,2H) ,2.98-2.95 (m, 1) ,1.09-
0.98(q,3H) ,0.91-0.81 (m,2H) ,0.78-0.63 (m, 2H) .
[0168]  'F NMR(377MHz,CDC1,) 8-75.19,-181.64.LC-MS: (M+1)m/z=633.0,
[0169]  SZFEBIT AL 5 Hp2- S0 -N-PRANIE-5- (1- (2,6 —5(-4- (IR -2-30) KEL) - 1H-
MHEme - 4- 1) -N- (2- A L O 20) MBI Ak O RT3 L FR L 579)106)

A\"NO =N y CF
[0170] O)\ﬁ,@"@—ﬁ:
[0171]  Z5—20:5-J-2- G -N-FRAPN L -N- (2- A 3L O D) JRmE I & %
[0172]  45-PR-2- %0 -N-ZRPN SRR (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
KIS AN, S HEIIN60%NaH (0. 24g, 6mmol) , 30min/i FRfF1-J5-2- A 287 (0. 83g,
6mmol) ZENE MIN AR R, Z=0 N 3R ROV o 47« 1205 SN 5858, /KK (30ml) |, 7KAH
MR CTEZIN (20m1 x3K) , S HFANUE, AHUAH ORI T4, oL 8, I8k 46 I8
W, TR B A RE IR EAT 0 2 LA ik CFR O BE (v/v) =10/11 /3 28U 59 (5 ]
,0.70g 0% :53%) LC-MS: M+1)m/z=333.1.
[0173] 2B 2. 2-S(-N-BANE-5- (1- (2,6- 5 -4- (BT LE-2-35) 283 - TH- e -4-
) -N- - AR R B S Rk
[0174] el 55 S0 9 1 28 20 RN 5 iR T, AR 2lAs UL &9 (B tlil 44, 0. 38,
K3 :30%) o
[0175]  'H NMR (400MHz , 5{{/5-d) 88.89 (s, 1H) ,8.83(d,J=2.5Hz,1H) ,8.55 (s, 1H) ,8.20
(d,J=2.5Hz,1H) ,8.12(s,2H) ,3.88-3.73 (m,2H) ,3.57 (s,3H) ,3.20(t,J=7.1Hz,2H) ,
3.08-2.99 (m,1H) ,0.89-0.61 (m,4H) .
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[0176]1  'F NMR(377MHz,CDC1,) 8-75.19,-181.64.LC-MS: (M+1)m/z=633.1,
[0177] SIS - (2 S -N-2APTE-5- (1- (2,6~ —%(-4- (RIPILT-2-30) 5D - 1H-
MERE -4-3E) -N- (2- 5L 30 AU &k G R TR I & 4110)

Cl

(
A\N/\/D ,,N‘ SR
[0178] W\?);NQ_H
cI” N o .

[0179]  Z8—20.5- I -2- G -N-FANEE -N- (2- £ L) B & %

[0180]  ¥f5-JR-2-5(-N-EAPELMAMEE (1.10g, 4mmol) F130m1 THFE T 100m1 [t B8 R,
KIS EAE T, S HEIIN60 % NaH (0. 24g, 6mmol) , 30min/m FLEF1-JR-2- £ 8L 482 (0.91g,
6mmo 1) Z& P I\ SN AR A, 250 3P N 78 o 120 i [ B 5858, TI7KER K (30m1) , 7K A
MR CTEZIN (20m1 x3K) , S HANUE, AHUH ORI T4, oL 8, I8k 46 I8
W, TR B A RE IR E AT 0 2 LA ik CFR O RE (v/v) =10/11 13 2IFpEUL 59 (1 ]
14,0.64g, 246 %) .LC-MS: (M+1)m/z=2347.3.

[0181] 85— 4. 2-%(-N-FRNEE-5- (- (2,6- 50 -4- (BIRANLE-2-38) KHD) - 1H-Nwk-4-
) -N- 2- CHAECED) B S Rk

[0182] el 55 S {5l 1 Hh 28 20 UM 5 AT, AR RS UL &9 (B tlbl 4, 0. 32,
WER:25%) .

[0183]  'H NMR (400MHz, %5{}j-d) 88.65(d,J=2.5Hz, 1H) ,8.29(d,J=2.6Hz, 1H) ,8.16 (s,
1H) ,7.96(s,1H) ,7.75(s,2H) ,3.37-3.23 (m,4H) ,2.96 (dq,J=7.1,3.5Hz,1H) ,2.67-2.63
(m,2H) ,1.24(m,3H) ,0.94(dd,J=7.2,1.7Hz,2H) ,0.70(dt,J=3.9,1.5Hz,2H) .

[0184]1  'F NMR(377MHz,CDC1,) 8-75.19,-181.73.LC-MS: (M+1)m/z=647.0,

[0185]  SIZBEM9: (b5 p2- Sl -N-FRANIE-5- (1- (2,6 —5(-4- (IR -2-30) KEL) - 1H-
MEEme - 4- 35) -N- (2- Jp SRR O 20) MR ) Al O 3R e & 0113)

[0186] A\I:;{E/"' ‘Cb‘“ﬁa

[0187] 2520 :5- 1R -2- G -N-FAPNEE-N- - NS D) MBI Ak

[0188]  }45-R-2-%(-N-ERPN MR (1.10g,4mmol) F130m1 THE'E T 100m1 12 R,
VKIRSAE R, 45 HEIIN60 % NaH (0. 24g, 6mmol) , 30min /i FRER2- (2- 1 25D Ik (1. 0g,
6mmol) ZENE MIN AR R, =0 D3R ROV o 747« 1205 SN 5858, /KK (30ml) |, 7KAH
MR CTEZIN (20m1 x3K) , S HFANUE, AHUH ORI T4, oL 8, I8k 46 I8
W, TR B A RE IR EAT 0 2 LA ik CFR O RE (v/v) =10/11 13 2R8I S8 (1 ]
14,0.66g, 52 :46%) .LC-MS: (M+1)m/z=2361.0.,

[0189] &5 4. 2-%(-N-FRNEE-5- (1- (2,6- 50 -4- (BIRANLE-2-35) KHD) - 1H-NEwk-4-
) -N- 2- I CED) R & Rk

[0190] el 55 S 9 1 28 20 AU 5 20T, AR RS UL &9 (B flbl {4, 0. 30g,
WER:23%) .

[0191]  'H NMR (400MHz , ({5 -d) 68.65 (d,J=2.6Hz,1H) ,8.28 (dd,J=2.6,1.1Hz, 1H) ,
8.17(s,1H) ,7.97(s,1H) ,7.75(s,2H) ,3.69-3.65 (m, 1H) ,3.54-3.50 (m,2H) ,3.01-2.95 (m,
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1H) ,2.79-2.75(m,2H) ,1.90-1.61 (m,6H) ,1.00-0.84 (m,2H) ,0.75-0.64 (m, 2H) .

[0192]  "F NMR(377MHz,CDC1,) §-75.19,-181.64.LC-MS: (M+1)m/z=661.0.

(01931 SCHEf10 AL F P2 -N-2AN L -5- (1- (2,6 5 -4~ (I LE-2-55) R3E) -
LH-M I ~4-5E) -N- (3~ FHAASL PN RE) ML) 5 Oy T 2R L I AL 411 7)

A\l..,/\)o =N s F
[0194] Ojj(;j/g’:g"ﬁﬁf’
[0195] 2520 :5- 5 -2- G -N-FRAPY L -N- (3- FHA L P 220) LI 5 ik
[0196]  }45-R-2- %0 -N-ERPN MR (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
VKIAEAETS A HEIIN60%NaH (0. 24g, 6mmol) , 30minfiT FRE2- (2-TREIL) -2- AL &2
(1.08g,6mmol) ZZ 18 IS M AR A, ZE i N PE S N i 18« 12h i SO 525, Kk
(30m1) , KA R LTEZ I (20mL x320) , G I ANUR, AR T JC/K I By 114, 1 &,
TR AR AR ISR, Bk B AR i 2T 43 28 DA ik / TR G R (v/v) =10/11 13 88l b &
Yy (i, 0.72g , 022 :52%) JLC-MS: (M+1)m/z=2347.0.
[0197] &5 — 4. 2-50-N-FRANEE-5- (1- (2,6- —50-4- (DAL -2- 5 65D - 1H-npme -4 -
F) -N- (3- AR D) IAME I 5 ik
[0198] 2l 55 S 5 1 28 20 AU 5 12T, AR RS UL &) (B tlil {4, 0. 56,
KR 43%) o
[0199]  '"H NMR (400MHz , 55 {/5-d) 88.62(d,J=2.4Hz,1H) ,8.13 (s,1H) ,7.92 (s, 1H) ,7.82
(d,J=2.4Hz,1H) ,7.75(s,2H) ,2.87(d,J=7.8Hz,2H) ,2.84 (s,3H) ,2.67-2.56 (m, 2H) ,
1.56-1.49 (m,1H) ,1.18-1.04 (m,2H) ,0.96-0.92 (m,2H) ,0.87-0.73 (m, 2H) .
[02001  'F NMR(377MHz,CDC1,) 8-75.19,-181.64.LC-MS: (M+1)m/z=647.0,
[0201]  STHEFILL AL A H2- S -N-FRNIE-N- GRS FISE) -5- (1- (2,6- —5(-4- (&5
Bt-2-55) RAL) - TH- e -4 -0 SRR A sk O TR e & 40119)

A '
N =N,
A O J@-@?
| CF3

CIAN/ Cl

[0203] 552051 -2-G(-N-FRP L -N- (RPN 2 ) SRR &k

[0204]  }45-PR-2- S0 -N-ZRPN MA@ (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
VKIBEAET 25 HEIIN60%NaH (0. 24g, 6mmol) , 30min/5 F-F (R 3L BRAPNEZ (0. 80g,
6mmol) ZENE MNPRS00 N3P ROV o 147« 1205 SN 5858, 7KK (30ml) |, 7KAH
MR TR (20m1 x3K) , S HANUE, AHUH ORI T4, oL 8, I8k 46 I
W, TR B ARE IR EAT 0 2 LA ik CFR O RE (v/v) =10/11 13 2R8I 59 (1 ]
K,1.06g, 1% :81%) LC-MS: (M+1)m/z=2329.0.

[0205] 28 20 2- S -N-PRAN AL -N- AN EE AL -5- (1- (2,6- —5(-4- (AL -2-3)
IRIL) - TH-NHE e -4 - 355) AABERE Ak

[0206] 2t B ST 9 1 H 28 20 AU 5 2T, AR RIS UL &) (B tlbl A, 0. 648,
KR 51%) o

[0207]  'H NMR (400MHz , Z({/5-d) 68.78-8.65 (m, 1H) ,8.48 (dd,J=2.6,1.2Hz,1H) ,8.13
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(s, 1) ,7.90(s,1H) ,7.74 (s,2H) ,4.12(d,J=1.2Hz,2H) ,2.96 (dt,]=3.8,2.6Hz, 1H) ,
1.67-1.62(m,1H) ,1.43-1.38(m,4H) ,0.90(dd,J=5.8,1.3Hz,2H) ,0.70-0.39 (m, 2H) .
[0208]  'F NMR(377MHz,CDC1,) 8-75.20,-181.61.LC-MS: (M+1)m/z=629.0,

(02091 SZjeffll 2 AL 542 - S -N-FANEE-N- C-FANEELED) -5- (1-(2,6- 5 -4- (B9
PIbE-2-38) ZR5E) - TH-TH M -4-35) MR &k G R TR 1T &4 143)

AP L -
[0210] ow"p—g:
Cl N
[0211]  Z5—20:5--2- G -N-FRPN AL -N- (2- PR B D) MHBE I Ak
[0212]  45-PR-2- S0 -N-ERPN SRR (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
VIR EAET , A HEIIN60%NaH (0. 24g, 6mmol) , 30min/iT ¥ (2- 235 BN £ (0. 89g,
6mmol) ZENE MIN AR R, =0 D3R ROV o 147« 1205 SN 5858, /KK (30ml) |, 7KAH
MR CTEZIN (20m1 x3K) , S IHFANUE, AHUH ORI T4, oL 8, I8k 46 I8
W, TR B A RE IR EAT 0 2 LA ik CFR CRE (v/v) =10/11 13 28U 59 (1 ]
A,1.03g, 0% :76%) LC-MS: M+1)m/z=343.0.
[0213] 28 30 2-G(-N-PRN AL -N- Q-FRANIE L) -5- (1- (2,6- —5(-4- (&5 NkE-2-
) RIL) - 1H-Nppmk -4 - L) IR & Rk
[0214] 32l 55 9 5 1 28 20 RN 5 iR AT, AR 2lAs UL &) (B flil {4, 0. 55,
WER:43%) .
[0215]  'H NMR (400MHz, %{}j-d) 88.65(d,J=2.5Hz, 1H) ,8.29(d,J=2.5Hz, 1H) ,8.16(d,
J=0.7THz,1H) ,7.95(d,J=0.7Hz,1H) ,7.75(s,2H) ,4.75-3.92(m,2H) ,2.97 (dq,J=7.2,
3.5Hz,1H) ,2.63-2.58 (m,2H) ,1.06-1.03 (m, 1H) ,0.99-0.88 (m,4H) ,0.74-0.34 (m,4H) .
[0216]  'F NMR(377MHz,CDC1,) 8-75.20, -181.61.LC-MS: (M+1)m/z=643.1,
[0217]  SCHEFIL3 AL G 2- A -N-FAN3E-5- (1- (2,6- “5(-4- (5N kT -2-30) KA -
1H-nEme -4-35) -N- (2, 2- SR CHD) IR &k O N TR b & 40154)
M
0.0~
[0218] AJ = fb{

[0219]  Z8—20:5- R -2- G -N-FANEE-N- (2,2- LA LD MHBLE 5K

[0220]  ¥45-JR-2-5(-N-EAPELMRME L (1. 10g, 4mmol) F130m1 THF £ T-100m1 ¥ 8 R,
VIR EAET 5 HEIN60%NaH (0. 24g, 6mmol) , 30min/m F¥2-1-1,1- ~ ALK
(1.12g,6mmol) ZZ18 NN M AR A, ZE i NP N i 18 « 12h i SO 5258, IIvK sk
(30m1) , KM LR LHa#<HL (20ml x37%) , S IFANUR, AR /KRR T4, 38,
T IR SR, 5% B M A RE A ENT 0 2 LAt/ CBR Oig (v/v) =10/1] A3 28L&
Yy (B aliA, 0.80g , A% . 51 %) LC-MS: (M+1)m/z=391.2,

[0221] 25 4. 2-G(-N-BAPNE-5- (1- (2,6- —4(-4- (D ANEL-2- 50 F-30) - 1H- Mk mk-4-
) -N- (2,2- Z AR CED) ARG Rk

[0222] el 55 ST 9 1 28 20 AU 5 TR AT AR IS UL &9 (B tlil {4, 0. 43,
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WK 31%) o

[0223]  'H NMR (400MHz, %5{}j-d) 68.69 (d,J=2.6Hz, 1H) ,8.48(d,J=2.5Hz, 1H) ,8.13(s,
1H) ,7.89(s,1H) ,7.74(s,2H) ,5.73 (m,1H) ,3.97-3.73 (m,4H) ,3.12(d,J=1.3Hz,2H) ,
2.97-2.93(m,1H) ,1.59(d,J=1.0Hz,6H) ,0.97-0.75 (m,2H) ,0.75-0.28 (m, 2H) .

[02241  'F NMR (377MHz,CDC1,) 8-75.20, -181.61.LC-MS: (M+1)m/z=691.1,

[0225]  SCJEIL4 AL G 02- A -N-FAPN3E-5- (1- (2,6~ “5(-4- (&5 kE-2-30) KA -
TH-MHE W -4 -3 -N- ((2- SRR O AL ) B & ak O N 2R LR e 54160)

|
e}

[0226] A\J‘%{E‘"b—{

o S E:a
[0227] 55— :5- P -2- G -N-IAPNFE-N- ((2- ISR AR D) AR &
[0228]  ¥45-R-2- 5 -N-ERPNIEMHMENZ (1.10g, 4mmol) F130m1 THF & T-100ml ) A,
ISR, 2 HEIIN60 % Nal (0. 24¢ ,6mmol) , 30minf5 AR - (GUARSEED) -2- 3L b
(0.74g,6mmol) ZZ12 IS M AR A, ZE 0 NP N i 18 « 12h i SO 525, IIvK Rk
(30m1) , KA R LTE I (20mL x320) , G I ANUE, AHUAR T TC/K I By 114, 1 &,
TR AR AR ISR, Bk B AR e 2T 43 28 T ik / TR G R (v/v) =10/11 13 8lhpdl b &
Yy (A A lEK,0.87g, %R :60%) LC-MS: (M+1)m/z=363.1,
[0229] &5 — 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (oL -2- 5 65D - 1H-npme -4 -
FL) -N- ((2- L o3 FHL) MBI 55k
[0230] et B S 9 1 H 28 20 AU 5 AT, AR 2BlAs UL &) (B tlil {4, 0.57 g,
KR 43%) .
[0231]  'H NMR (400MHz , 5{{/5-d) 88.65(d,J=2.4Hz,1H) ,8.15(d, J=5.3Hz,1H) ,7.95(s,
1H) ,7.81(d,J=2.5Hz,1H) ,7.75(d,J=1.8Hz,2H) ,5.10(d,J=16.7Hz,2H) ,3.65-3.53 (m,
4H) ,3.42(s,3H) ,2.88(t,J=4.4Hz,1H) ,1.20-0.18 (m, 4H) .
[02321  'F NMR(377MHz,CDC1,) 8-75.22,-181.69.LC-MS: (M+1)m/z=663.0.
[0233]  SCJEILS AL G H2- A -N-FAPN3E-5- (1- (2,6- “5(-4- (5N kE-2-30) KA -
IH-ME W -4-3E) -N- (2- - CHRD) 5 BRI A sk O B TR IR 5 4175)

~

p
A el 3 cl

[0234] ON _ e ;@_{g:
[0235]  Ef—20.5-P-2-G(-N-FANZE-N- (2- @-HHEIE S 430 Wl Ak

[0236]  ¥45-JR-2-5(-N-EAPELMRMEE (1.10g, 4mmol) F130m1 THFE T 100m1 ¥ B8 IR,
VKIS T, 2 HEIIN60 % NaH (0. 24¢ ,6mmol) , 30minf5 AR -520-2- (2- A IL L IE) &
5t (0.83g, 6mmol) ZE M2 TN N AK A, Z5 00 FBEPE SN 1487 » 12h )5 SO 5858, IR K
(30m1) , KM LR LHa#<HL (20ml x37%) , S IFANUR, AR /KRR T4, 38,
TR IR G ISR, 5% B A RE A EHT 0 2 LAt/ CFR O g (v/v) =10/1] A3 28L&
Yy (B @ik, 0.65g, IR :43%) LC-MS: (M+1)m/z=377.1.,

[0237] 5 4. 2-G(-N-BAPNIE-5- (1- (2,6- —4(-4- (D ANEL-2-50) FK3L) - 1H- Mk mk-4-
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H) -N- (2- @-HREE LS O30 MBI & hl

[0238]  $2 55 St B L Hh 28 20 SN 5 AT, IS BRI ) (3 @l 4, 0. 43¢,
e :32%)

[0239]  'H NMR (400MHz, %({}j-d) 88.69 (d, J=2.6Hz, 1H) ,8.46 (s, 1H) ,8.13 (s, 1H) ,7.89
(s,1H) ,7.74(s,2H) ,4.56 (q,J=7.1Hz,2H) ,3.00-2.96 (m, 1H) ,2.69-2.63 (m,2H) ,1.58 (s,
3H) ,1.50(t,J=7.0Hz,4H) ,0.90(dd,J=7.1,1.7Hz,2H) ,0.68-0.53 (m, 2H) .

[0240]  "F NMR(377MHz,CDC1,) §-75.20,-181.68.LC-MS: (M+1)m/z=677.0,

(02411 S f16 AL F P2 -N-2AN 2 -5- (1- (2,6 5 -4~ (3 A LE-2-55) R3E) -
1H-Httﬂé%—4-ﬁt> N- (2, 2- ZHASE ) AR K ik O T2 L A 544180)

[0242] %/L f}f

[0243]  Z5—20:5- P -2- G -N-FRAPNEL-N- (2, 2- A LD MBI 5K

[0244]  ¥45-JR-2-5(-N-ERPELMRME R (1.10g, 4mmol) F130m1 THF £ T 100m1 ¥ B8 R,
VKR, AL IIN60 % NaH (0.24g, 6mmol) , 30min/m A 2-1-1,1- —HSEE OB
(1.00g,6mmol) Z& Mg N s SR AP, 2 N 5 4 S S o 77« 120 Jim [ 7 58 B, InzK s K
(30m1) , ZKAHH AR TR (20ml x32K) , 5 A NUH, AU C/K BRI e, T4, 1 IE,
TR AR AR IEIR, Bk B AR i 2T 43 28 Uik / TR G R (v/v) =10/11 13 8t &
Yy (F a7k, 0.55g, U2 :38%) «LC-MS: (M+1)m/z=2363.0.

[0245] 25 . 2-5(-N-FFPA3E-5- (1- (2,6- —5(-4- (HRAKE-2-35) KL - 1TH-ntms-4-
) -N- (2, 2- “HSARE LD MRl &k

[0246] 2l B ST 9 1 28 20 AU 5 iR AT AR 2IAsUL &) (B il 4, 0. 43,
WER:32%) .

[0247]  '"H NMR (400MHz , 5515 -d) 88.69 (s, 1H) ,8.48(d,J=2.5Hz,1H) ,8.13 (s, 1H) ,7.89
(s,1H) ,7.74(s,2H) ,5.10-5.07 (m, 1H) ,4.12(s,6H) ,3.19-2.54 (m, 1H) ,1.60 (s, 2H) ,0.99-
0.77 (m,2H) ,0.71-0.44 (m, 2H) .

[0248]  'F NMR(377MHz,CDC1,) 8-75.20, -181.68.LC-MS: (M+1)m/z=663.1.

[0249]  SCHEFILT ALEHIN- (] -3-Jh-1-25) -2-F-N-FRPN 2 -5- (1- (2,6- —5(-4- (23K
PIHE-2-355) KAL) - TH- R - 4 - 20) BRI Ak O 3R e & 40191)

JJI
[0250] A ’jO/E’ c

[0251] 25— :5- 1 -N- (] -3-4h-1-F5) -2- G0-N- PR LML 1 A Bk

[0252]  ¥$5-R-2- S -N-ERPNIEANMENZ (1.10g, 4mmol) F130m1 THF & T-100ml ) A
VKR, AL IIN60 % NaH (0.24g, 6mmol) , 30min/m A 2-1-1,1- —HEE O
(1.00g,6mmol) £& Mg I NS SR AP, 2 N 5 4 S S o 77« 12h 5 [ 7 58 B, InzK s K
(30m1) , ZKAHH AR OTEZEHN (20ml x32K) , 5 FH-AHUH, AU ISR BRI e T4, 1 IE,
TR AR AR ISR, Bk B AR i 2T 43 28 DA it/ TR G R (v/v) =10/11 13 8lhpdl b &
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Yy (A A lE4K,0.68g, IR :52%) LC-MS: (M+1)m/z=327.1,

[0253] 3P N- (] -3-JR-1-25) -2-G(-N-PRPEE-5- (1- (2,6- —5(-4- (B NLT-2-
FL) IREL) - TH- MLk - 4- 50) MR & ak

[0254] el B ST 9 1 H 28 20 RN 5 iR AT, AR RS UL &) (E flil {4, 0. 504,
WER:40%) .

[0255]  'H NMR (400MHz , 515 -d) 88.54 (s, 1H) ,8.06 (s,1H) ,7.85(s,1H) ,7.75 (s, 1H) ,
7.66(s,2H) ,3.19-3.14 (m,2H) ,3.01-2.94 (m,1H) ,2.75(s,1H) ,2.51-2.46 (m,2H) ,0.99-
0.77 (m,2H) ,0.71-0.44 (m, 2H) .

[0256]  '"F NMR(377MHz,CDC1,) 8-75.29,-181.72.LC-MS: (M+1)m/z=627.0,

[0257]  SCEf5I18 L &5 H2- S -N-PRA AL -5- (1- (2,6- Z5(-4- (oA SL-2-25) KAL) -
TH-MHE W -4 -3 -N- (2- (PRI O30 ) RS O RT3 1k 59192)

Cl
[0258] A~O n .

[0259]  Z5—20:5- P -2- G -N-IAPN AL -N- (2- (FEAEE AR O ARG

[0260]  }45-R-2- %0 -N-ERPN MR (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
VKIBSAETS A HEIIN60 % NaH (0. 24g, 6mmol) , 30min/i7 FREFL -1 -2- (AL AR 2k
(1.01g,6mmol) ZZ18 IS M AR A, Z i N PE S N i 18« 12h i SO 5858, IvK Rk
(30m1) , KA R CTEZ I (20mL x320) , G I ANUE, AR T JC/K I B 114, 1 &,
TR AR AR ISR, 5k B AR I 2T 43 28 T ik / TR G R (v/v) =10/11 13 8lhpdl b &
Wy (9l 0.62g, % 43%) JLC-MS: (M+1)m/z=2363.0.

[0261] &5 — 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (AL -2- 5 65D - 1H-npme -4 -
) -N- (2- (R AL £30) ) AR &k

[0262] 2l B ST 9 1 28 20 RN 5 iR AT, AR 2lAs UL &9 (B tlil 4, 0. 25,
W3 19%) o

[0263]  'H NMR (400MHz , 5{{/5-d) 88.65(d,J=2.6Hz,1H) ,8.29(d,J=2.5Hz,1H) ,8.16 (s,
1H) ,7.95(s,1H) ,7.75(s,2H) ,4.66(s,2H) ,3.96 (t,J="7.1,2H) ,3.52(s,3H) ,3.13(t,]=
3.6,2H) ,2.98-2.95(m, 1H) ,1.02-0.90 (m,2H) ,0.91-0.81 (m, 2H) .

[02641  'F NMR(377MHz,CDC1,) 8-75.19,-181.64.LC-MS: (M+1)m/z=663.1.

[0265]  SCHEFIL9: LG H2- A -N-FAN3E-5- (1- (2,6~ “5(-4- (5N kT -2-30) KA -
TH-Epme - 4-35) -N- (1, 3- 542 PRC 00 -5-20) MHBE I A ak O R TR FR e 5 9194)

AJD e
[0266] %~N@¢;a
cl IN/ el .
[0267]  ZE—2P.5-R-2- S -N-ZRAEE-N- (1, 3- S YPRC Bt -5 58) AR5 ik
[0268]  ¥f5-PR-2-5(-N-ERPELMRMEE (1.10g, 4mmol) F130m1 THF £ T 100m1 [t B8 R,
IR EAET 5 HEIN60%NaH (0. 24g, 6mmol) , 30min/5 FR5- -1, 3- A Z4FR 47
(1.10g,6mmol) ZZ18 IS M AR A, ZE i NP N i 18 « 12h i SO 5E 5, vk ok
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(30m1) , KA R CTE I (20mL x320) , H I ANUE, AR T /KA B 114, 1 €,
TR AR AR ISR, Bk B AR i 2T 43 28 Uit/ CTR G R (v/v) =10/11 13 88l b &
Yy (1l , 0. 55g, 2 : 38 %) «LC-MS: (M+1)m/z=2361.2.

[0269] &85 4. 2-%(-N-FRNEE-5- (- (2,6- 50 -4- (BIRANLE-2-38) KHD) - 1H-NEwk-4-
) -N- (1, 3- SR b - 5- 50 AR &k

[0270] el 5 ST 9 1 28 20 AU 5 iR T, AR 2lAs UL &9 (B tlil 4, 0. 33,
WER:25%) .

[0271]  'H NMR (400MHz , Z{{/5-d) 88.69 (s, 1H) ,8.46 (s,1H) ,8.14(d,J=12.8Hz,1H) ,7.89
(s,1H) ,7.74(s,2H) ,4.56 (q,J="7.2Hz,2H) ,2.98-2.95 (m, 1H) ,2.72-2.66 (m,4H) ,2.58-
2.56 (m, 1H) ,1.02-0.98 (m,2H) ,0.82-0.79 (m, 2H) .

[0272]  "F NMR(377MHz,CDC1,) §-75.21,-181.68.LC-MS: (M+1)m/z=661.0.

[0273]  SZJiEf5120 : AL A HIN- ((1,3- 5230 be - 2- 35) FH3E) -2-Gl-N-PRp 2 -5- (1- (2,
6- -4 (EFINEL-2- 5 KID) - TH-MEME -4 - 38) IR & i O5 BRI e 59
199)

[0274] C@S?\jﬁr«ﬁg

[0275]  Z5—20:N- ((1,3- SR RH-2-20) FHEE) -5-7 - 2- S0 -N- DR SR MHIBE 1 5 Bk
[0276]  ¥$5-PR-2- 5 -N-ERPNIEMHMENZ (1.10g, 4mmol) F130m1 THF &1 100m1 ) A
VKIS T, A HEIMN60%NaH (0. 24g, 6mmol) , 30minfF FRf2- GUHEE) -1, 3- ALK
5t (0.73g,6mmol) ZE M2 TN N AK A, Z5 00 N BEPE SN 1487 » 12h )5 SO 5858, IR K
(30m1) , KA R LTEZ I (20mL x320) , &I ANUAE, AR T TC/K I B 114, 1 &,
TR HRAR ISR, Bk B AR A 2T 43 28 Uik / CTR G R (v/v) =10/11 13 88l &
Wy (@l , 0.45g, 5% : 31 %) LC-MS: (M+1)m/z=2361.1.

[0277] 520 :N- ((1,3- 5B be-2- 20 WD) -2-G-N-2Ap L -5- (1- (2,6- 5K -
4- (TR PNIE-2-35) ZREL) - TH-NH ik - 4- 355) MREE I 0D 25k

[0278] el 5 ST 9 1 28 20 RN 5 AT AR 2AsUL &9 (B tlil 4, 0. 29,
KA 22%) .

[0279]  'H NMR (400MHz , 5{{/5-d) 88.69(d,J=2.5Hz,1H) ,8.48(d,J=2.5Hz,1H) ,8.13 (s,
1H) ,7.89(s,1H) ,7.74(s,2H) ,6.15(t,J=7.2,1H) ,4.08-4.03 (m,4H) ,3.36(d,J=12.8Hz,
2H) ,2.95(dt,J=7.2,3.6Hz,1H) ,0.89 (td,J=6.2,5.2,2.9Hz,2H) ,0.63 (ddd,J=7.0,
4.0,2.7Hz,2H) .

[0280]  "F NMR(377MHz,CDC1,) §-75.21,-181.67.LC-MS: (M+1)m/z=661.0.

[0281]  SCHEFI21 AL G H2- A -N-FAN3E-5- (1- (2,6- “5(-4- (5N kT -2-30) KA -
TH-Epme - 4-35) -N- (1, 1- ZH SRR POt - 2- 320) BRI A ke O RT3 L FR AL 579)209)

X

[0282] O h@_{cp
o = 3
N cl Fs

[0283]  5f5—2L . 5-TL-2- G -N-BANEE-N- (1, 1- ISR T - 2- 55) ARt 15 7
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[0284]  345-75L-2- & -N-PRNELIANEEE (1.10g,4mmol) A130m1 THF £ T-100m1 ) B F1fEHT,
IKIB AR N, 25 HEDTN60%NaH (0. 24g, 6mmol) , 30minfm R 2-5(-1,1- AL N 4
(0.83g,6mmol) ZZ 1B IS M AR A, ZE i N IPE S N i 18« 12h i SO 585, INvKE K
(30m1) , KA R CTE I (20mL x320) , G I ANUE, AR T JC/K A By 114, 1 &,
TR AR AR IEIR, Bk B AR i 2T 43 28 Uik / TR G R (v/v) =10/11 13 8hpdl b &
Yy (A aEK,0.57g, %R :38%) LC-MS: (M+1)m/z=377.1,

[0285] &5 — 4 .2-50-N-BRNEE-5- (1- (2,6- —50-4- (BN E-2- 5 265D - 1H-npme -4 -
) -N- (1, 1- RS e - 2- 50) IR 5 ik

[0286] et B ST 9 1 H 28 20 AU AT, AR RIS UL &9 (B tlil 4, 0. 43,
KR 32%)

[0287]  'H NMR (400MHz , 5{{/5-d) 88.69(d,J=2.6Hz,1H) ,8.48(d,J=2.5Hz,1H) ,8.13 (s,
1H) ,7.90(s,1H) ,7.74(s,2H) ,4.12(s,3H) ,3.05-2.71 (m,2H) ,2.65-2.60 (m, 1H) ,1.64 (s,
6H) ,1.00-0.77 (m,2H) ,0.64 (dd,J=4.3,2.3Hz,2H) .

[0288]  'F NMR(377MHz,CDC1,) 8-75.20, -181.66.LC-MS: (M+1)m/z=677.0,

[0289]  STJEI22 (LG H02- A -N-FAPN3E-5- (1- (2,6~ “5(-4- (5N kE-2-30) KH) -
1H-Epme - 4-35) -N- GAZIR | Hg - 3- FEHHID) LI & ak O TR L FR e 59)218)

O,

[0290] A\N =N ; CF,

[0291]  Z5—20:5- R -2- G -N-FRAPEE-N- CRZRER |8t - 3- 22 ) JRME 1 &k

[0292]  ¥$5-R-2- 5 -N-ERPNIEAHMENZ (1.10g, 4mmol) F130m1 THF &1 100m1 ) iR
IKIBSAE T, S eI N60 % NaH (0. 24g, 6mmol) , 30min i A3 - (R 3L) 54950 T 4
(0.90g, 6mmol) ZEZ 12 IS M AR A, ZE i NI PE S N i 18« 12h i SO 5858, IIvK Rk
(30m1) , KA R LTE I (20mL x320) , G IFANUE, AR T JC/K I B 114, 1 &,
TR AR AR ISR, Bk B AR i 2T 43 28 T ik / TR G R (v/v) =10/11 13 8lhndl b &
Wy (Elilfk,0.72g, 5% :52%) LC-MS: (M+1)m/z=2345.0.

[0293] &5 — 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (DAL -2- 5 265D - 1H-npme -4 -
F) -N- CELER T It -3 - FL D) AR &k

[0294] el 55 S0 9 1 28 20 AU 5 AT, AR RS UL &9 (B tlil 4, 0. 49,
KWZR:38%) .

[0295]1  'H NMR (400MHz , 55{/5-d) 88.65 (d,J=2.5Hz, 1H) ,8.41 (s,1H) ,8.16 (s, 1H) ,7.96
(s,1H) ,7.75(s,2H) ,5.41(dd,J=7.6,4.5Hz,4H) ,4.18(d,J=7.4Hz,2H) ,4.06-3.80 (m,
1H) ,3.19-2.64 (m, 1H) ,0.96-0.80 (m, 2H) ,0.72-0.47 (m, 2H) .

[0296]1  'F NMR(377MHz,CDC1,) 8-75.21,-181.73.LC-MS: (M+1)m/z=645.1,

[0297]  SCJEI23 A G 02- A -N-FAPNE-5- (1- (2,6~ “5(-4- (5N kT -2-30) KA -
TH-Epme - 4-35) -N- (2- CEZRER |8 -3-25) O3B0 AR A sk O BT 3R1h ifE &49220)
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[0298]

[0299] %~iz5-/%-2-§u-N-fW\i%—N - (2- CAZEEA T HE-3-30) O50) AL 5k
[0300]  }5-7R-2-%(-N-ERPN MA@ (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
I EAE T A HEIIN60 % NaH (0. 24g, 6mmol) , 30min /5 PR3- (2- 1 238 S 24Pk T 4t
(1.0g,6mmol) ZEM& NN N AR R, 2300 N B P SN 18« 12h i SO 5E 5, 7K K
(30ml) , KM LR LHa#<HL (20ml x37%) , S FFANUR, AR /KRR T4, 38,
TR AR AR ISR, Bk B AR i 2T 43 28 Uik / TR G R (v/v) =10/11 13 8lhpdl b &
Yy (A A lE4K,0.86g, % :60%) .LC-MS: (M+1)m/z=2359.2,

[0301] &5 — 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (BN E-2- 5 265D - 1H-npme -4 -
) -N- (2- CelZip | ke-3-50) 430 MRy &k

[0302] et B ST 9 1 28 20 AU 5 TR AT, AR RS UL &9 (B il 44, 0. 36,
W 27%) .

[0303]  'H NMR (400MHz, %5{}j-d) 88.69 (d,J=2.6Hz, 1H) ,8.48(d,J=2.5Hz, 1H) ,8.13(s,
1H) ,7.90(s,1H) ,7.74(s,2H) ,5.00-4.87 (m,4H) ,3.65(t,J="7.2,2H) ,3.05-2.91 (m, 3H) ,
2.83-2.77(m,1H) ,1.00-0.77 (m,2H) ,0.64 (dd,J=4.3,2.3Hz,2H) .

[0304]  "F NMR(377MHz,CDC1,) §-75.19,-181.66.LC-MS: (M+1)m/2=659.0.

[0305]  SCJEI24 A G 2- A -N-FAN3E-5- (1- (2,6~ “5(-4- (5N kE-2-30) K3 -
1H-Epme - 4- 35) -N- ((PUZPRRg - 2- 5) HH D) LR & ak O TR FR e 5 9222)

[0306] i\/]’[’

[0307]  Z8—20:5- P -2- G -N-FRAPY L -N- ((PHZRIR - 2- ) FH3E) JRBL I 5k

[0308]  Bf5-PR-2-5(-N-ERPELMRMEE (1.10g, 4mmol) F130m1 THF £ T 100m1 ¥ B8 R,
VKR EAE R, 5 HEIIN60 % Nal (0. 24g, 6mmol) , 30min /i FREE2- (R EL) PU&(WiE (1. 0g,
6mmol) ZENE MNPRS00 NP ROV o 47« 1205 SN 5858, /KK (30ml) , 7KAH
MR TR (20m1 x3K) , S HFANUE, AHUH ORI T4, oL 8, I8k 46 I
W, TR B ARE IR EAT 0 2 LA ik R R (v/v) =10/11 13 2R8I 59 (1 ]
14,0.62g, % :43%) LC-MS: (M+1)m/z=359.1,

[0309] 28 20 2-G(-N-PRASE-5- (1- (2,6- “G(-4- (BN -2-55) KAL) - 1H-Mpme-4-
FL) -N- ((PHZPRR - 2- 55 FHE) ARl & Ak

[0310] 2l B S 9 1 H 28 20 RN 5 2T, AR 2lAs UL &9 (B tlil {4, 0. 25,
W3 19%) o

[0311]  'H NMR (400MHz , 5{{/5-d) 88.69(d,J=2.5Hz,1H) ,8.48(d,J=2.5Hz,1H) ,8.13 (s,
1H) ,7.89 (s, 1H) ,7.74 (s,2H) ,4.37-4.33 (m,1H) ,3.72-3.65 (m,2H) ,3.07-3.01 (m,3H) ,
1.72-1.55(m,4H) ,0.97-0.74 (m,2H) ,0.72-0.55 (m, 2H) .

[03121  'F NMR(377MHz,CDC1,) 8-75.19,-181.66.LC-MS: (M+1)m/z=659.3.
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[0313] S fh25 : (L P2 - S -N-FRN EE-5- (1- (2,6- Z5-4- (AT -2-55) K E) -
TH- MR - 4-3) -N- (2 (DU 2NN - 2-55) SF0) MR 5 i O b T3 T AL 5 19228)

[0314] J/Q

[0315] ~iz5-/j%-2-§u-N-fW\i%-N- (2- (PUZMRN-2- ) O FY) AR & ik

[0316]  }45-R-2-%(-N-ERPN MA@ (1.10g,4mmol) F130m1 THE'E T 100m1 [ 2 R,
VKIS, A HEIMN60%NaH (0. 24g , 6mmol) , 30min/FFF-2- (2-IR L) PUZ LA (1.1g,
6mmo1) ZZ1Z NN AR, 2=l N EHE SOV ) 14 o 1 2h i SO 52 EE , DK K (30m) , 7KAH
MR CTEAERL (20m] x37%) , S AU, AU FHIC/KERER N T4, o 3, D ik 45
W, B B AR = AT o3 25 LA ik / CFR G R (v/v) =10/1] , A3 2IFR 8 & (]
1£,0.76g, U :51%) .LC-MS: M+1)m/z=373.0.

[0317] &5 — 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (DAL -2- 5 265D - 1H-npme -4 -
HL) -N- (2- (PUZMH -2- 55 CBD) AR & hk

[0318]  F2 M 55 5Tt ffi 1 v 85 20 2R 7 34T, AR 2R R &1 (R (a4, 0. 29g,
KR 22%) o

[0319]  'H NMR (400MHz , 5{{/5-d) 88.69(d,J=2.6Hz, 1H) ,8.46 (s,1H) ,8.13 (s, 1H) ,7.89
(s,1H) ,7.74(s,2H) ,3.89-3.76 (m,3H) ,4.56 (t,J=7.1Hz,2H) ,3.03-2.96 (m, 1H) ,1.92-
1.66(m,6H) ,0.90(dd,J="7.1,1.7Hz,2H) ,0.68-0.53 (m, 2H) .

[0320]  'F NMR(377MHz,CDC1,) 8-75.20, -181.68.LC-MS: (M+1)m/z=673.1,

[0321]  SCJEf5126 : (L 542 -N-PRAEE-5- (1- (2,6- Z5(-4- (oA SL-2-25) KAL) -
LTH-nEme - 4- 35) -N- (1- (PUZPRAR - 2- ) £ BRI A ak O RT3 FR e 5 9)229)

[0322] ’:E(j/E‘

[0323]  Ef—20:5-P-2- G0 -N-FANE-N- (1- (PUERI -2-38) £330 JABERE 5 Rk

[0324]  ¥45-JR-2-5(-N-EAPELMRMEE (1. 10g, 4mmol) A130m1 THF ¥ T 100m1 ¥ B8 R,
VKIS, A HEIIN60%NaH (0. 24g , 6mmol) , 30min/F K2~ (1-IR L) PUZ kA (1.1g,
6mmol) ZENE NI N AR R, S0 N3P ROV i 147« 1205 SN 5858, /KK (30ml) , 7KAH
MR TR (20m1 x3K) , S HFANUE, AHUH ORI T4, oL 58, I8k 46 I8
W, TR B ARE IR E AT 0 2 LA ik CFR O RE (v/v) =10/11 13 2IFpEUL 58 (1 ]
4,0.56g, Y03 :38%) LC-MS: M+1)m/z=373.2.

[0325] 28 4. 2-G(-N-FAPHEE-5- (1- (2,6- —&(-4- (AR -2-35) FKID) - 1H-Npmk-4-
) -N- (1- (PUZ g -2-35) O50) AR5 Rk

[0326] et 5 ST 9 1 H 28 20 AU 5 iR AT AR IS UL &9 (B tlil A, 0. 42,
ESRITY

[0327]  'H NMR (400MHz, %5{}j-d) 88.65(d,J=2.5Hz, 1H) ,8.29(d,J=2.5Hz, 1H) ,8.16(d,
J=0.7Hz,1H) ,7.95(d,J=0.7Hz,1H) ,7.75(s,2H) ,4.75-4.71 (m, 1H) ,3.95-3.82 (m, 3H) ,
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2.97-2.92(m,1H) ,1.91-1.76 (m,4H) ,1.31(t,J=3.5Hz,3H) ,0.99-0.88 (m,2H) ,0.74-0.69
(m, 2H) .
[0328]  "F NMR(377MHz,CDC1,) §-75.22,-181.69.LC-MS: (M+1)m/z=673.0,
[0329]  SCJEEI27 AL G52 -N-PRA AL -5- (1- (2,6- Z5(-4- (oA SL-2-25) KAL) -
LTH-Ebme - 4- 35) -N- (DU S - 2- 358 JRIE 1 5 s Ohf R T2 LR A 5 49230)

ANQ " cl
[0330] °)\’“‘j/@~©~&

c:|/‘|‘u’ ol CFy

[0331]  Z5—20:5- R -2- G -N-FRAPI AL -N- (DU SRR - 2- 255) SRR & %
[0332]  ¥45-PR-2- S -N-IAPELAREZ (1.10g, 4mmol) A130m1 THF £ T-100m1 ) ER IR,
VKIS, A HEIIN60 % NaH (0. 24g , 6mmol) , 30min/7 F-F+2- 7R PU S (0.9g, 6mmol) 2%
MBI RIAR AT, 2508 NP RE & S 7« 1205 SR 52 5L, Bk ok (3oml) , /KA 2R
FEZHN (20m] x3720) , A FHAVUH, AVUH I JCKIREREA T 15, I8, WU IR 4 e, R B W)
SAERAE ENT 0 8 LAt/ CFR CBig (v/v) =10/1] 13 2P 59 (F k4, 0. 408, UK
%2:299%) LC-MS: (M+1)m/z=345.0.
[0333] &5 4. 2-50-N-FRNEE-5- (1- (2,6- —50-4- (BN E-2- 5 65D - 1H-npme -4 -
FL) -N- (YW -2- 55 SR %
[0334] el 55 ST 9 1 28 20 R 5 2T, AR 2lAsUL &9 (B tlbl 4, 0. 27,
W3 21%) o
[0335] 'H NMR (400MHz , 5{{/5-d) 88.65 (d,J=2.5Hz, 1H) ,8.41 (s,1H) ,8.16 (s, 1H) ,7.96
(s,1H) ,7.75(s,2H) ,5.41(dd,J=7.6,4.5Hz,2H) ,4.06-3.93 (m, 1H) ,3.19-2.64 (m, 1H) ,
2.25-1.83(m,4H) ,0.96-0.80 (m,2H) ,0.72-0.47 (m, 2H) .
[0336]  "F NMR(377MHz,CDC1,) §-75.21,-181.73.LC-MS: (M+1)m/z=645. 1,
[0337]  SCjEf5128 . L 542 -N-PRA AL -5- (1- (2,6- 5(-4- (oA SE-2-25) KAL) -
LH-Epme - 4- 35) -N- (2- 5B O B0 WA Ak O T 3R 1 e A 49235)

o]
(0338l A S a5
o ~N F

& N/ Cl

[0339]  Z5—20:5--2- G -N-FRANEE-N- (2- 2RI L) AL %

[0340]  45-75L-2- (-N-PRNELIAMEE (1.10g, 4mmol) A130m1 THF £ T-100m1 ) B F1fEHT,
VKIS EAER, 25 HEIIN60 % NaH (0. 24g , 6mmol) , 30min/5 F#F (2- 5 583 benzene (0.94g,
6mmol) ZENZ MINK AR R, Z=0 N R ROV o 147« 1205 SN 5858, /KK (30ml) |, 7KAH
MR TR (20m1 x3K) , S HFANUE, AHUH ORI T4, oL 8, I8k 46 I8
W, TR B A RE IR EAT 0 2 LA ik CFR O RE (v/v) =10/11 /3 28U 59 (1 ]
1K,0.87g, W% :55%) -

[0341]  LC-MS: (M+1)m/z=395.1.

[0342] &5 4. 2-50-N-BRNEE-5- (1- (2,6- —50-4- (AL -2- 5 265D - 1H-npme -4 -
) -N- Q-RFR LI MBI 5 K
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[0343] el 5 Sts 1 28 25 SR A A T, DA BIRRUE ) (B (a4, 0. 43¢,
W2:31%)

[0344]  'H NMR (400MHz, 551} -d) 88.62 (s, 1H) ,8.14-8.05 (m, 1H) ,7.92-7.85 (m, 1) ,7.75
(s,2H) ,7.72(s,1H) ,7.31(s,2H) ,7.01-6.84(m,3H) ,4.33(d, J=6.2Hz,2H) ,4.19-4.08 (m,
2H) ,3.00-2.91 (m, 1H) , 1.39-1.20 (m,2H) ,0.99-0.72 (m, 2H) .

[0345]  "F NMR(377MHz,CDC1,) -75.20,-181.69.LC-MS: (M+1)m/z=695. 1,

[0346] PR - A=Wt M X

[0347]  ELL MBI, LACN1061034 T4AL YR AL E T -T, -2 (AR LAKC 4
/1) ;CN105873908ALN T AL ST -T -3 (FEASCHH PAKC, 2015) 3 DA A CN111050559A2%
ﬂﬁ%m{%@% (AEASCHVARC, 37r) 1F g BV ) o

: : FEF o
NH Facy\r‘g‘
[0348] )ﬁl/ )Ij[/ CF3 ,N\ /TC/Lf

C & KG;

[0349] H:A%EE%IJ o3 AT F- (0.0001g) fﬁﬂﬂ~m)}ij@[§[’j)— i 24, 25 1%l i - 80 FL L5
[N, N HH B R e s AR A A 1 %6 IO BRIRL, SR I T/ KR &5 T
[0350] s {46 /572
[0351] 1) /INSREUBE PR A SR TR G B s IR 24308 i, B T30 AT B4R 1 k)
f%’-“?ﬂ]ltlﬂ FUARBAT, BRIz 28% /N8 3k , ¥ 1722 °C YE R (16/8h) W% =5 N . 48h Wi 2%, DA
Bl d A, JC SOV AR R A L AR R 3, R DR R o 1 Gk B 25 731 A 25mg /L
2.5mg/L\1mg/L\0.25mg/Lo
[0352] {6 45 SR LI, A A B S W /NSl AT 0 55 1 2% T MR, PR S 911 L St 81
2SI IR 4 S EA1 16 SREA120 L S e 21 S 24 S B 28 1k S W AE
25mg/ LI IO /NSRBI 100 % 5 2P R  E m , SEBE Bl Sme il L Sefal14
SHEHI28HI S AE2 . Smg/L Img/ LA N /N A5 3804750 100 % o 1 S B2 1 5
PIAE2 . bmg/LFIE T/ INRIRIIEIRCR80 % DAL FEit— P R RS , SO BiL e 59
7£0. 25mg/ L& NAT/INEIRIR B 2752 100 % 5 11 S5 1L A A 450 . 25mg /LI XS
NSRRI 80 % LA b AHEE Z T W B S IKC, 750 . 25mg /LIt B N s
[0353]  2) #y KEWEMEMNIE : R0, e H-— Rk, B T 6emfRER I,
FERSRIMP A yh, Bl KEly i, BRI 155 1, HIPot teri S BT S A0,
WL 2. ml, AL PR 126 ~ 28 C WL = NS, 48he R 45 3, PAB 1zl ik, JC
SRR AL B o BEAL PR E AT 3UR, FHR R AT P o 106 Ik B2/ 200mg /L
[0354] {6 45 SR LI, AR B S PN /KRR K EUA — & AR S M, i S {1 52
JEBIL LA S 7E200mg /L NN /KRR # K EUIEIRCN90 % DAL 5 1 S fl28 ik 54
7E200mg /LA N4 /KFEE K EIBTRCN80% PA AL B, 4 AL A HIKC 7E200mg /L 7]
PN RAEE R BRI 40 % ;
[0355]  3) FERB S kIS PRI E « R AL, BOE & FOKHR 2530s 5, B T 84t
SRR A FARIH T, BRI e 208 FO DT g8 Sk, 1726 'C I (16/8h) WEE == [N . 48h/i
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WL, LB R i d Ak, o N A sE L, 36 A 3R, AN 255 1 2 06 o 1l
5 M1mg/Lo

[0356]  {RIGEE R LI, AL W SR SO o7 % ik A e ar i AR 1, o, SIBE 911
S G 28 AT Lmg /LA & I N S D g2k 1 B3 3808 100 % 5 11 S5 1 1 A 5 A
Img /L& I S ST IRIM B 395 % DA I AL 2 N 6 B G HKC, KC, 75 1mg /Lt
WRFE O S B 35080 % o

[0357]  4) Kl HTE VR AE « SR AR M2 W10 i T oK R AR BL i 1 253 Fh 3 43 iR e B 2R
FAT, BN BELR BT TR, Bkl d 3l rh B 2h 103k /1M, #5124 ~ 27 CHEL &= N 5
7%, 96hF T 25 K . DL BB sl Hufdk, TR W ARk B o 36 4 43 712/ 100mg /L 10mg /L
[0358] {45 SR LI, A A BHAE S W RS A P e AR s e, LA S0 1 S S a2 |
SR SIHEAIL L ST 14  SCHEME1 16 STBE G20 STHEI21 SR RI24 L SThERI281 L &
PIAE100mg /LI RS HUI B30 100 % 5 11 56115 « SS9 1 314X 5 445 100mg /L7 &
RS HUI B 890 % DA o b ARG B, ST L S EBIL L ST 14 S 8128
FIE A AE 10mg /L ARSI 538100 % 5 1 SSHEEI9R 1Y A 1r 1 0meg /Ly e N AbkG
HREECA80% LA F .

[0359] 534, A A A AE 20 ARG e, R R BT el i B Bk ) |, A
(UNECTERP SUESVIIF

[0360] 2. H L AP HURMRGFI R AT IS, R B, %)

BIEE (%)
wEY
Smg/L 2.5mg/L 0.5mg/L 0.1mg/L

SEhtfl 1 100 81.25 6.67 0
L] 11 100 100 100 79.21
[0361] SEt 14 95.21 83.62 35.16 3.33
sEhtfl 28 97.98 90.79 44 .44 4.60

KC, 100 90.00 13.33 0
KC, 99.33 76.26 21.32 1.25

KC; 100 64.53 33.33 0

[0362]  5) AESRIRHREOBCE PRI E < SR B B MR IS5 R T I APl B ) 8e,
JE N A BRI R INPY , 7E R840 I I ImLEC S 10 25780, 4 ARS8 393 FHBT % 29 2emit)
INBE 53 BITBCT ANIF) R 7 2530z 1630, HSUHH Jim FHIWR 7K AR 25 25 S 2530, 150117 A
R B2 2R BB b, R R S B B FH B B PR/ N— B 3l AR IR B )t A
FEFRIN , BEIM305K , SIR EE AT, RN 45045 FON o 48/ NI TR AR 48 R, DABE R Rl Ak, oI
R, SR N R SF7R -

[0363] 33 #S /L5 M AESGR IR BRI~ Tl R (BB, %)
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IR (%)
a4
100mg/L 10mg/L
0364
Hos64] St 2 90.36 52.18
KC, 65.43 26.02

[0365]  6) RUMELRIARTEEIE « KITRDTE « RIS E T Mg 1k & (0
FTE/INEL) TR R DD e 2em/ NBE, BT AN F) R B TR 25980 30 Ji BXHY , A DU F= S 1T 24
R T RN B IR G rh A 4B, BT 25 £ VCRIRM N - MR 10k, 3
IR RTINS AN Y 96 /NI T A 45 51, LB 1 ibish Uk, JCIOB AR S L, 25 R4 34
Fir e

[0366] A BT LIRSS TSR (BUER, %)

HE (%)

e
100mg/L 10mg/L
0367
L03¢7] SEHEH] 12 86.46 40.00
KC, 71.28 23.33

(03681 7) i/ INERIH-BATE PRI AE « SRR e EE MR-, AR AL G A, i
O B TR IR — KB 3T SR/ NaR I i3 7 T 15 - 205k, 3726 ~ 28
C I (16/8h) M52 N o 25 f48h i 45 R o TR L A3 3K, FF i DG L, 25 44 R 3k5
Fir e

[0369] 35 FS T LS WS /NGR4T A SR (BB, %)

IR (%)
waEY
100mg/L 10mg/L
0370
103701 st 4 95.26 56.33
KC; 74.32 31.25

(03711 8) SXTRGIN LRI E « £ BATE BT RO PRSI 200 77 TSR, 10 5 o 5t
B /NDHRE A R TR R SR N2 10FD, B, HTR M e O (s S B A AR
M, BT R ONIRE N 25°C L 1T R 65 % RS FRAE N o 48/ N IS 1 i A e 1 0 5%
E RO PSRRI RO, HT R SRR SR B R TR, TUACBh , sl AL £E D, A
T, A B AN, S5 IR A P AR6HTR

[0372]  3K6: Fo P TR A TS5 R Bk, %)
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HIEE (%)
e
100mg/L 10mg/L
[0373] SEHE 11 72.33 12.26
KC, 46.41 0
B, 58.30 6.52

[0374] [ 15 MBiB RS, S A BORIIL S ARLL ARIEA L S e R
R A SO PR « S35, SELA BRI S PAREL  IRIEA L IR S e A
ERR R HUG B (oK AW) (R A

[0375] DA R vEamitik ;AR Sty 20, (R, AR B ANIR T Rk St )5 ﬁﬁlﬂ
O LAARZRTT  AEACR A BIEEIN , WU AL BRI BOR TS 5606 T 2 il PR AR A, 1X
BEfA FA  J TACK I R P L

[0376] AR ESBIHE , £ F IR B AR S5 A Frfifiad i) & BACHORIFAE , A A7
JERITEOL T, FT L B AR A Sl )y KA T &, O T A D E S, AR WD ]
REMILH ST A AT T .

(03771 JEAN, A I A FI R ST N A i DA M i 5, AR A A
R EAR, RN S AL Wl AT I A
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