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S8 o a0, DL 8 IR R (HC1) o 12 5 B AT A8 S5V 77 a1 7K gE AT o 2 5 B ] 7T BN 4
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LH-E e -4 -J8) 7, i fi (1c) o BRALAERRAT AL N BEAT , BT AR e Je ATLARE , 461) 2 e 2 0 )
(NaHCO3) , PLIE AR MV 7], 40 2, R B R/ B DY AUk e o 122 S5 92 AT AR RS A 2910 C 2 2430
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RN~ -N-ZF-1- (ke -3-3%) —1H-ME P —f% (1d) o [ MEAE AR FIRR I A7 76 N 3E4T
BTt S AL IR AR I B A 4 (NaBHa) , BT 34 BRYS 481 1 A1 BH B 65 T IR B0 2 BT e , 0% i 2
1, A3k = AL A 2. (BFs « Et20) o OV 4 NIV HUR IR, s BLITUR R 52 = AL 2. Tk
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(Ld) o A]HE I REAE T A Z-10°C 22540 C T8 P BT+ 71491 a0 FF B (MeOH) b AL 35
Bl AT o
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X'C (=0) C1—Ca—HeJ—S—R KI5 Ab BRI BRIk S B, 73 58 AR (Le) oR'IE H Cr-Ca—pi AUkESE
HIC1—Ca—bm FE—Cs—Co i AR R B L , PLAER 16 [ CHaCHoCF s B CHo (2, 2- 3R EF A 32) XNk F L,
0C (=0) Ci—Cale 5t , B LR BRI 3L [ o 24X AC1BROC (=0) Cr-Cale ki , 5 o7 ] 7E Bl AL
VDR B EANAFEAE N BT, 5 3 55 AR EE (Le) o 24X NCLBROC (=0) Ci—CabpFEm , J Bt ] £
RIFAER T AT , 1580 3% ARk (Le) B, 24X C (=0) Ci-Ca—ke 3 -S-RUA I Rl 745 1k
(1935 1 R BRI P 7EIR FE R 200 °C 22 2980 °C SE AU AL : TRZE R IR — IR FRIET (2,4,6-tripropyl-
trioxatriphosphinane—-2,4,-trioxide) (TsP) , HrFL KM (CDI) , A pR — W 1%
(DCC) B 1 -2, H:-3— (3~ F IEZ TN 2E) Bk — WP % (EDC) , 0 126 TR Tl s — P B I AR ek Ik
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) =N, NN/ N =0 R RS S e 0 26 (HATU) B /S Ui R 2 7 =i —1 -k~ I =it g o ik
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[0021] B # ,X'C(=0) Ci-CaHidE-S—R' (FLH X HOHEKOC1—Ca—He ) A LA I 417 i 4 -
W 3-SR TR IR S HLBRAE2, 2- S -2 -FR IR U BUR FIAIHK I KR AMEF A 53,3,
3-ZRAAEE EA MUA R PO B R BAA TR B B S0 3-SR A A IR B
§UL 3,3, 3= /A M » (H T AR o5, 8 L &1 3, 3, 3- = A M SR M LA
e I AT LI E Z510mol % (19 5] R FEN2 , 2- — R4 -2 R 2K 2, , i £95mo1 % . &
BRI EE RN AT G, 3 KA A 29400 % 21365 40K e tb 24 A B AL M 1 AL
VA AT o RS TR VLVE AL AR FRRAR 22 2050 °C , 2R AR FEXT ) 2R 45 PRI A X
P I 5 DA B AT I IBE Y8, P58 3 i S L) o A0 32 1 W A L 7100 R 55 5 I R g o T Jee 2 R 2
S HEAT BTG BE AN B  AHE 3 A 41-50°C B 4935°C ofH 2, I8 FERLIS, 0 T4 sk ek
ST o B 26, T AR I FEAR T3, 3, 3-= MM 0 2, BN 49-18 C E4)-16°C . £ il
TN K0 M HLVE AV JV B /T 29-50°C , 483, 3, 3- = F A I By B0V 7 b o I 3~
SRR BB N2, 2- — R A SE -2 DR B DK 2 B, 45 K38 ThiE (366nm) UVPAT (ATLAER) #TH -
3-FRAE TN BB LS AR A 2 J5 - AT 501, B 2 50
[0022]  3-((3,3,3-=F A L) L) F IR n] LUE T W s #1433 R AL IR N
Y1-50"CEL£J40°CT2,2" BB G-FEIE-2,4-—F ) L (V-70) 51 K FIZAET 53,3,
3-SR A A AE M M LA R T AT AR R L SR ARG BUAA TS B4 2 210 35 st
PIER N3, 3, 3~ = F A M » (ELEH T HAR i, 0 I 2193, 3, 3- = 5 A Mok f M2 ML 45
e B FHZI1 2 25 10mol % 1 51 & FIEIV-70, fit1% £)5mo 1 % o 2646 A HLIE 7 AT (SR
[ EH 22 5 R A R o 385 TR 18 M A BILIA SR D AR FRRAR 22 40-50°C , IR FFXT H HH 5261
(I FE 1 1 5 DA % DA Z0AE S L 3 T A S S0 o 8 32 () M P AT ALY RN R 25 L 1R 2L B R R
B o BLIEAT B A 2)-50°C R 2J40°C o 1 0k, EE R R FRHREMNT 3,3, 3- =M A A1)
WL EZ-18 R 4)-16C BB HI B /NT 21-50°C , 443, 3, 3- =/ A M 5 B2 B R BLVR &
Yirp AL BB 24/N 2 S5 B R BT A IR EE 4150 ‘CLRFFLI L/NET , 2 AT AR 5% B 1
V=705 K5, B JG V& 20, B 29 7
[0023] {77 1M D IR G MG BTk (Le) A8 H g v AT AL AL (H202) AL, 153 2158 HUT M
(1f) .
[0024] B, 3- (3-F -1 H-MEme—1 %) mbmg (5b) mad I 7 2 2np 3 a1 e B A2 il % o
[0025] ik
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[0026]
. Cl (
H = OH A a af 7
& NN A NFN y¥%b N\
N O _NoSKHCO, | NN O N
HC H,0, EOAC | o CoMe Fo (Nj COMe
(6a) (60) (6d)
H e
1. LIOH, =855 H,0
2. HCl
Cl cl
Né Rt )3 N“’ 9
| w%%ﬁ d (., *
RS N~/ - CuO, DMF__ X N/ *HClI
L | ) com
N N
(5b) (68)

[0027]  ZEr 2[5 Barh, (B) —2- (2- (MEmE-3-3%) W) 2.1 (6a) 5T IR P ER/EE
PEAIN-SART B e TEALA (PRI 4 Rk IR 28 - & IR A A . & R IR Hh Bl & R AL
W, AL B B BT AR P A A AR (PRI 20 R LB 4778 T IF BN AL 20k & 1 K
HEAT R, 12 335 -1 - (Mg -3-35) -4, 5- &S - L H-ML -5 3R 1 IS (6¢) « 1% % M A 703
FENZI-10°C EL130°CiAT .

[0028]  7EJ7 Z2(¥) 0 Bbrh , 43—~ 1- (EmE -3-28%) —4, 5~ &~ [H-MEMe-5-FR g 1 li5 (6c)
FEURRE NZ)0°C 2 2530°C T A MK MR i 77 491 fan DY S0k e v PR R i (TV) — 4 (CAN) %4k, 15
B35~ 11— (L0 -3-J5) — [ H-ML -5 FR B 1 Ii5 (6d) « & A AV Hh & B, 0 BRb v (1) S8 Ak R AT
TEIR P N Z90°C 3 2930 °C T AR M 750490 0 73 i v A v R R A0 (KMnO4) 1 9 840 7RI E4T o 1L
2, RIS BRER A0 (K2S20s) « T4 L 8t (1205) AL AR (Cu0) it A AL A 51 VF 22 bRk
AL REAEE

[0029]  7EJ7 2[00 Berh , 4 3-8 -1 - (kg -3-2%) —1H-ME M52 R FF I (6d) 7EdE 5% N
£90°C & 2130 °C T AR % 4 J8 S AW B KA S E AL 87K 54 (LiOH  Ha0)
FFAE R AEK AR 7)1 a0 — 58 7S F b B Ak, 49 3 3501 - (b -3-28) — 1 bk -5 1R iR
(6e) o B, 1ZIS FER P I W1 T 56 A K 35— 1 - (L 0E -3-5) — L H-IE i —5— 2 i FF
(6d) 7EIRJE RZ130°C 229100 °C 2 s 2 IR B 0 SR BR AT K BEAT K o

[0030]  7EJ7 2/ DB, 4 3G 1 - (kg -3-4%) —1H-IL M52 1R (6e) 7E3E N 280
CHRZ140°CTHEAH (1D AZ7E T FER PRI 7GRN, N— B FR G e v gE AT T 2%, 159 3103 -
(3-& ~1H-TE e —1-3%) MEme (5b) 4 AT Hb R B, % JE R ANAE AL (1) 7278 TR A K
B SCHERE LA 22 0] ol £ (5 WA G il 2%, S 14) VBRI A = F £ IR AR
(1) / = .1 (Pd (TFA) 2/ TFA) (B L “CE-57) 3 A BIFT 5 724«

[0031] TiE3
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C’t( H
| ; cl
gmar O\ N pma / N
EtBr Nﬁ Hel N
\N s e N
[0032] NaOt-Bu 80 °C g
= “
N Sy
(1e) (1¢) (1)

[0033]  3-G-N-Z 21— (b mgE-3-2%) — I H-ME M- (1d) ] 77 28 3rh 3 i 1) I g 428 it
J7 1l 2% o EP IR LHR, ADEN- (3-8 1 - (b —3—2%) —1H-mE e -4-J%) 7 Wik (1c) 7R3 R 2
20°C 2 2J40°CTHg (B o ALHH (Nat) U] BEAH (NaOt—Bu) 45U T BEHH (KOt—-Bu) BB B
) ARAE T TR R BT 7)) an DY AR b 5 2 IR (BtBr) 83 I [R] B 2560/ 2 2
168/IN BEAT BEHEAL , 3 BIN- (3-F0 -1 (L e -3—2%) —1H-MEe-4-JL) -N-7, 3L 2, Bifiz (1) »
T4 R B8 AL 70 6 an s e 49 (K1) stk U0 T %% (TBAT) , AJ s kA I B BT 7 st
[E) 92 42 £ 24 /N o BV R BUL, FE 950 C B Z70°C T35 F5F s N 2% R g s iz B 1k 42k 2.
FEVR) AT S RLS () Y 2D 22 29 24/ Ni) o AE D 3R d 27, AN (3-F0-1— (b mg -3 —24%) —1H-HiE
M —4—F5) -N-7, 2 Bk iz (1c”) AT N Z150°C B 4190°C F 3L IR 7E /K th Ab 38 , 45 31 351 -N-
2. HE-1- (g -3-25) —TH-ME W —fi (1d) ot AT BEAT 77 S8 390 B 8 1 s B3 438 ML T A 43 SN -
(3-F~1- (Lmg-3-3L) ~1H-ME e —4-38) -N-2FE L BEf% (1c”) »

[0034] 7‘3;‘}‘;4

[0035]
Po a % F3 b 7
N N 2HC o e = crcamgmg HY POCl; NZ=N
|~ N/ Vl = § R N
“NZ CO(C+-Cata ) \ N COHCs-Cati i)
(10a) (10}
g A
AALF]
cl $H o ci
N= CuO, DMF \
! s | )
| " COR(C1-Ca i)
(5b) (6e) (10c)

[0036]  FET7 SR4M L Barh , K 3-JfF R mEnE « —ERBRERAEIR N AI25 CELI100°C Tl
JEC1—Calf FhAF AL T AEC—CalE W B R IR —-Co-Cale B BRI 0 R R — 2L BRAL 3R, 4R 1t
ML BE R B MG (10a) o BORTR EALZATH SR A 3-IFSEMENE o —ERIRER AN LR IR ——Ci—Cafit 2
W, (22 JT R R A L1 56 B A 2051 B SR IR —-Co—Cabe B G o 72T & C1—Ca i
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LT W BERAATAE T AT I 25 7 (R B 2 AT FH 20245 2 20565 1 BT /EC1—CaJlg 1y
B 9 60 2B P AT I o B M5 1 S B SR B RN A 50 A ) 5 491 2 B o ) B AN o

[0037]  {E77 EARD IR, AR IE L BE R FR TS (10a) 7EIR B AZ125° CEZ100C TS
HLIA IR S AR , SRS S e R R G (10b) o3& B I SR 8 = S5 ik
AT AT - itk = AT &0 T N2 AL . L B4 1065d Z M &AL LR
AR M A AL A AT &AL & B VA R R IE 6 25 « = &CA B E A E AR
I, 2 R VE ) o

[0038]  {E77 AR Berp , Al &L MR FR TS (10b) 7R3 8 N 2125 CEZ1100°C T
AHLE R AHEA IR, JRAL S AL R R TS (100) & B WA FIEFE AR (V) fid
T RN /TR IR o 2275 7 (I 2 M 21 . 565 B 41545 1 & 10 AL 57 72X A AL I PR A Bl
VA AT A 8 B VA AR RE I B 205 A AR (TV) (MnO2) B0 R A/ B R 1 S 44
RIS , 2 B AR IRV 7 o

[0039]  {E77 EAR IR, Al AL SR FR S (10¢) SR fa s it 7E R 5 225 C & 25100
CT SR B KV T A 3B 5 AL R BT 75 3-8 1 - (ke -3—28) — 1 H-Mk e —5— R B R i £ (6e) o AR
SRR BT E BN AH A T (12 A A AR T & i e 2 B s ot = ) o BRI 0
8 ORIk S B B AR VA A E R R BLA 5T B3 > AT LA S AL ML AR B R AR JE R 210 C & 4
30 °C T 7K AR 5 711 an — S8 S B, FETE LR % 4 Je S S A B K S il S AL
HKAEY) (Li0H « H0) /775 T Bk, 13 3 3-5-1- (b re-3-28) —1H-IEME-5-R 1 (Be) -

[0040]  7E77 RARID Beh , ¥3-5-1- (UEhe -3-2%) —1H-ME M -5 FR IR Eh iR 2k (6e) 7EIRE
N80 °C HE 2140 °C T AR (TT) 47AE T T AR PRI 55490 N, N—— FR 5 PR g e v Ji 32, 49 3
3— (3-&l-1H-NL M —1-F5) meme (5b) o A N A BN, 12 B R AN AE AL AR (11) 746 N R A
SRR NI TLAR . S 2R, ol 0 #h R (2 WS AXA il £, SERE ] 14) BRI =3/ &
AL (1D / =R LIR S W CE-T") B AR =¥

ST 451

[0041] 25 H DA St s, 56 B B AR F i I 7 v

[0042] {1k A4St

[0043]  SEjiafsl 1 (B) —2— ((2-MLng-3-45) W ki) 2, iRk (6a)

H

[0044] f/\J/N‘NﬁfOH

S O .

N HCI

[0045] 5 —#HZ2 GO%AE/KF) (54.5mL,494mmol) FIINER R (~100mL) Jn A 5] 3 &
Mtie — Eh AR £k (60.0g,330mmol) , 44 [ BEVR A HI/E 2 il (£922°C) FiHk2/Nw) , B [El 44 T 22
FHUEVTUE o SRBLAFE24 /N, IS LC/MSZR B [ B 58 4 o KR A T F 1 (L) ¥ = 8
WIREYHECIE (L) 3 =K A T 13807 I 98 , JR AL S [F] 44, 1 S (] 4 B 25
B, EA0 CE S T 1AL 75 774 (68.3g,98%) :mp 173-174°C ;'H NMR (400MHz , DMSO—ds)
612.55(d,J=1.2Hz,1H) ,8.61 (d,J=2.5Hz,1H) ,8.40 (dt,]=5.4,0.9Hz,1H) ,8.14 (ddd. ]
=8.7,2.6,1.2Hz,1H) ,7.91(dd,]=8.7,5.4Hz,1H) ,7.43(d,J=1.0Hz,1H) ;*C NMR
(101MHz ,DMS0) 8164.29,143.15,133.15,131.85,127.97,127.61,126.30;ESIMS m/z 166
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([M+H] ) o
[0046]  SEEfI2: 3-5—1- (EWE-3-3E) —4, 5- S~ 1H-AEMHE-5-F iF (6b)

[0048]  Hf (E) —2— ((2-MtHg-3-5%) WHFAL) L BREhIREE (2.00g,9.42mmol) 7£ 41K £ B
(47 . AmL) 4 FE IMAN-EAC T BV % (2. 36g,19. 3mmo) 4 (1.85mL, 28. 3mmo1) Fll
IR (2.86g,28.3mmol) o JIAIK (0.05mL) , ¥R AL AR FE L8/ o IIAMLAIE 7K
SALE Gk, 50mL) KR A WE I Celite™ it 38 5 38 Wk I .88 2.1 (40mL) Peids, 7 )2 o &
FAHZ, T, Wedn , Je LR EE Y % BT A3 5k B il il S 3R A JZ 4 [ HH80-100% Z TR B/
LRV LEAL , SR BLRT R P AR A (1.40g,57.5%) : 'H NMR (400MHz ,CDC13) 6
8.51(dd,J=2.9,0.7Hz,1H) ,8.33(dd,J=4.7,1.4Hz,1H) ,7.51 (ddd,J=8.4,2.9,1.4Hz,
1H) ,7.30 (ddd,J=8.5,4.7,0.8Hz,1H) ,5.06 (dd,J=11.3,5.9Hz,1H) ,3.64 (dd,J=17.4,
11.3Hz,1H) ,3.51(dd,J=17.4,5.9Hz,1H) ;**C NMR (101MHz,CDC13) 5143.34,142.79,
140.11,136.16,123.92,121.93,115.80,51.39,43.04;ESIMS m/z 207 ([M+H]") »

[0049]  Siaf3: 3— (3-5K—1 H-TL sk —1-3) ke (5b)

cl
N#=
[0050] '

[0051]  #4.3-50—1- (kmgE-3-3L) -4, 5- 4~ 1H-MLM—-5-F JiE (0.500g,2.42mmol) 7EN,N-—
R R B i (6. 05mL) R N L, 8- WA [5.4.0] +— 8% -7-/% (0.543mL,
3.63mmol) , FmE (VR A WA B IR AL A o LC/MS 7 M 3R B SR 56 4% o TR TR B e 4 » 5 i
IR LR EE T, 15 % &K &AL (LiCL) Mk K Wi - 45 AL 0 2 48 1 R Y
(Na2S0s) -4, Wi o 455 BE Wi it S SRAE JZ AT AT FH R L BR2EAK, A 2R 43 Wk i, F5 R BB )
FE45°C B2 T, B BT 7= A i & (450mg,93%) :mp:66-68°C ;'H NMR (400MHz,
CDC13) 68.93 (d,J=27Hz,1H) ,8.57 (dd,J=4.8,1.4Hz, 1H) ,8.02 (ddd,]=8.3,2.7,1.5Hz,
1H) ,7.91(d,J=2.6Hz,1H) ,7.47-7.34 (m,1H) ,6.45 (d,J=2.6Hz,1H) ;'3C NMR (101MHz,
CDC13) 8148.01,142.72,140.12,135.99,128.64,126.41,124.01,108.0,

[0052]  3— (3—%L-1H-MEmde—1—3) mbme ) B A0 A i 28 O %2)

[0053]  3-&(-1- (WkmE-3-L) —1H-MLMe-5— R PR ELEG &k (1.00g,3.656mmol) £EN,N-—F JL H
Bz (1omL) TRtk o In N AL (1T) (58.0mg,0.730mmol) , 44 e RiAE120°C N6 /8t , i
i ~20% [ B 5E 4o TN BAMNKIEALE (1T) (112mg,1.46mmol) , SN 3 FES /N, s i R
V2 RS (TLC) [HERM : 2R TR 1 43 560 I B 58 A o TR B ) FH AU A 4 (NHAOH) FH 7K H7
B, R LB R KA HLZ FI 15 % SAL B VIR W40 , SR 00 (ol 4 A5 5k B Wi & R
FEJENT A F 288 B8 VR e BV 2040, 1 2508 o ik 4 , SRAL AT 75 7= 8 1 il 44 (481mg,
69.7%) o I RAES S B 1l 25 09 7= 9 —E
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[0054]  SEjiffd]4 . 3— (B3-S —4— T = -1 H-HE M- 1 —58) MERE (5c)
cl

NEN
[0055] N NO

[0056] [ 100mL[F] J&S B8 i 25 A 3— (3—4(— L -k e —1— %) nkb i (2.0g, 1 lmmol) FIRER /%
(4mL) EFZEIFRA HE~5C, K2: 1 (v/v) IRIEER /TR IR (3mL, B RD iR R BR I & HiFE
VA E0 (AR VA R ) 2%) LAAEAS P FRIRLE AR R L5 C IR B R NN « Fo VP N #5220 °C
187N o4 S LR A MR i /N O FRRE B R , FHB0 %6 A A4 (NaOH) AL, FH 2.2 2
B AEEX o 4G WL I 2 T 3R W SR 58 4 o 1 IR MLV A D AE <20 C /NGy I BT K4 7K (100mL)
1, 71E<20°C FI50 % S E AL AN TRAL o 15 BT 43 3 2 L BV VR R 2/ N, 3 R 8 19F FHOK (3 X
20mL) G, T4, R At K (L (A E 4K (2.5g, B &) :mp 141-143°C;'H NMR (400MHz , DMSO—ds) &
9.86 (s, 1H) ,9.23-9.06 (m, 1H) ,8.75-8.60 (m, 1H) ,8.33 (ddd,J=8.4,2.8,1.4Hz,1H) ,7.64
(ddd,J=8.5,4.7,0.7Hz, 1H) ;'3C NMR (101MHz ,DMSO—ds) 6149.49,140.75,136.02,134.43,
132.14,131.76,127.22,124.31;EIMS m/z 224 (IM]") ,

[0057]  sEjifafs]5: 3-50—1— (LmE -3-2) — 1 H-MEik-4-f% (5d)

cl

NN

-
[00591  [A] 100OmL (¥ 3 [B Jik HE IR 25 N 3~ (3-F—4 - 2L - L H-nL e —1-3%) nk e (2. 40g,
10.7mmol) P& (4mL) < Z % (4.8mL) FIZK (4.8mL) . K5iB S WA HE5°C , BEk (2.98¢,
53.4mmo1) &~ 157 BB HTMIN o F0VF R BLAE 20 °C 45 4F: 187N il FH /K5 B 22 50mL o 4 VR 5 )
WL Celite® 1L UE , K UEW /N0 50 % SV A L ANTE IRAL o 4 T 5B VOB I Celite™ i UE
Y8 1R 2.5 (3 X 20mL) FEHL A5 A MU AR R AN T4, YR 4 &8T5, SR b ki el e [l 44
B HAEE S FHE— 5 T8/ (2.2¢, B &) :mp 145-147°C;'H NMR (400MHz ,DMSO—ds) &
8.95(dd,]=2.6,0.8Hz,1H) ,8.45(dd,J=4.7,1.4Hz,1H) ,8.08 (ddd,J=8.4,2.7,1.4Hz,
1H) ,7.91 (s, 1H) ,7.49 (ddd,J=8.3,4.7,0.8Hz, 1H) ,4.43 (s, 2H) ;**C NMR (101MHz , DMSO-
de) 6146.35,138,53,135.72,132.09,130.09,124.29,124.11,114.09;EIMS m/z 194 ([M
19

[0060]  3-&(—1 (MPLME—3—32) — 1 H-E P —A4— i1 25 AR 4 ik i 28

[0061]  ¥43- (3-&—4-RY L — 1 H-nE e —1—35) Mk wE (1.00g,4.45mmol) FIEEHE (10owt % ,
0.05g,0.467mmo 1) 7£ FF B (20mL) H (¥ 2 779 I 20 (No) MR =0k, B i AR =K R
RL7E20°CT40psi gl T HtFt4/ N o 5 5 B2 S =K, Ji ok 78 2 E il v [ IR - 10%
B/ AU e ] A b R RN 58 A o SO TR A WDl I Clelite™ HAAL BE , 4 O R (2 X
10mL) YB35 o K U8 VRS 4 22 T8, RIS oKy 5 1 [ 4 (0.82g,95 %) o it SRAE -5 56 1l il %
K= —5 .

[0062]  3— (3-%& -4 -1 H-ML e —1-38) mEng (5d) [ B AR A Al &

20
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[0063]  fE250ml 3—3[F JIEFIH H A 3— (3-F—4-FE - TH-ME e —1-28) e ie (5.00g,
21.8mmol)  Z. % (80mL) 7K (40mL) ME A% (5.84g,109mmol) o 4 B iF IR AL B N I FES
AR SRSEIMNENY (4.87¢,87.2mmo 1) o ¥ S RVR A M IR E F i (~—~80°C) , 78 BhARFF4/
I o A/NI 2 S5 8 B R S5 0 S RE S I HPLC A BT s IR B TV 48 5 A A % 2. 1 2. T8
(120mL) F1 Celite™ (10g) NN F 52 BEVRA 10 (A3 BERE 1040 51 o 9K J5 45 S f BVE W 40 5d
Celite® it 9E , 3 Bl 2.1 2.5 (S0mL) = ¥t o 45 S5 VR 2 ) P MR TR 040 (30mL) e i5%
STEHUZEAT AT T4 (4.19g,99%) 740 45 HLIA FIAE B 25 R 25, 45 AR Eud
il ] 44 , A 3 — D SR BT AT fF

[0064] S f516 : N— (3-S5 —1— (MEHE-3-2) — I H-ML e —4—J5) 2 Bifiz (1c)

; H o
_ N
N, :‘j:'3 jg

[0065]

[ N
[0066]  [A] 100mL = 35 5 Ji B 2 A 3—-58—1 (Mt iE —3—3) —1H-nHk e —4-% (1.00g,5. 14mmol)
MZ 20 (10mL) « INABREEE 40 (1.08g,12.9mmo1) , B J5 £E<20 “CZE N\ 7. 1R BT
(0.629g,6.17mmo 1) o4 J RLFE20 CHEFE2 /N , $ LB I, BRI 2 Bk 24 [ I -
R TR R W N 584 o 45 I B F 7K (50mL) #6581 BT A5 i Vo 98 o K [ 44 7K (10mL)
T, BE 5 A (BmL) L O A E20°C T B A Nt — 0 T =T o A B
14 (0.804g,66 %) :mp 169-172°C ;'H NMR (400MHz , DMSO—dg) 89.84 (s, 1H) ,9.05 (dd,J=2.8,
0.8Hz,1H) ,8.82(s,1H) ,8.54 (dd,J=4.7,1.4Hz,1H) ,8.20 (ddd,J=8.4,2.8,1.4Hz, 1H) ,
7.54, (ddd,J=8.3,4.7,0.8Hz,1H) ,2.11 (s, 3H) ; *C NMR (101MHz ,DMSO—de) 168,12, 147,
46,139,42,135.46,133.60,125.47,124.21,122.21,120,16,22.62;EIMS m/z 236 ([M]") .
[0067]  SCJEfH7 « 3-5-N-2, FE -1~ (MEHg —3—%) —1H-IE e —4-fi% (1d)

= W 1

e
[0068] N

7

e N
[0069]  [A1100mL 3—35 [ Ji FE R 8 AN- (3—F—1- (b mg-3-3&) —1H-ME e -4-JL) 7, B i
(475mg,2.01mmo 1) F1PY LRI (10mL) o A = FALTHA 2Tk (0.63mL,5.02mmol) , K518 A4
PEHE 15951, 45 B PP IR AL AW (228mg, 6. 02mmo1) , K 5 N AE60 C N4/ N, s
W2 BV B DO IR : IR T8, 8 ol 31 1 1) 4% 5 IONVR A0 FH SR B b 2, B ik
AT TR ER S NIRAL AN B8 R AR B ] 3R B S B2 58 4% o I K (10mL) AR #5182 (ImL) , 4 e B AE
60 °C NI L/NIE o4 S BT B0 A 28 20 28 VR 25 DU SRR o VR A 40 A R0 5 7K Bk R
SN A E pH~8, SR AL BRI, 5 H B /NS 308 g B K (LomL) B2k ZE B A R F
P, PR A A4 (352mg,79%) cmp 93-96°C ;'H NMR (400MHz , DMSO-ds) 68.99 (d, J=2.7Hz,
1H) ,8.44 (dd,J=4.6,1.4Hz,1H) ,8.10(ddd,J=8.4,2.7,1.4Hz,1H) ,8.06 (s, 1H) ,7.50
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(dd,J=8.4,4.7Hz,1H) ,4.63(t,]J=6.0Hz,1H) ,3.06-2.92 (m,2H) ,1.18(t,J=7.1Hz,3H)
;1°C NMR (101MHz , DMSO—de) 6146.17,138.31,135.81,132.82,130.84,124.10,123.96,
112.23,40.51,14.28;EIMS m/z 222 ([M]") .

[0070]  3-&(-N-Z.3&-1- (Emg-3-3L) —1H-REme—4-F% (1d) (AR A Rl 28

[0071] ) 3-35100mL[&]Ji FE ML 2E AN 3-5—1- (ML ng -3-2%) —1H-Mt ik -4-f% (5d) (500mg,
2.57Tmmo ) FFFEE (5mL) MRS Wi HES 781, 25 HIE VAW I .18 (136mg,3.09mmo]) ,
W N AE20 CHERES /N I BNEALEN (194mg, 5. 14mmo 1) , 5 SR AE 20 C A dE 1 /NS, it
2 O TEVE B LI : TR S BR] ZR el — S8 JFR NI B 32 271 5 I VR A Y H
7K (LOmL) F R FNFE P& T W4, B 22 R EE o NN 12 <GB (L0mL) A HLZ W 4 2 115
W B8 Wi SRR AT FH20-40% 4R .8/ 2SR AE N B IR A4k S A P D R v oy
35, 4R SRt A 4K (328mg, 58%) o G IERAE 5 26 B I A I 72— 51

[0072]  3-&(-N-2Z, 51— (kg —3-3) — L H-nh e ) B A A iits 2%

[0073]  JB3%1.N- (3-&(—1— (kg —-3-3%) — 1 H-It e —4—38) -N-2. 3L 2, Bk i (1c”)

[0074]  [A]100-mL 3—35 5] JiS B 2 AN- (3-8 -1 (M mg-3-2%) —1H-ME e —-4-J%) 7B fi%
(5.00g,21. lmmo1) F1PY KA (50mL) o INABLT BE4H (3.05g,31. Tmmol) (ffii B M 22°CH
$27.9°C) MG IMNIRZ. 4% (4.70mL, 63 . 4mmol) o 5 B AF 35 C it 168/Nit, s HPLC Y
Pr 2. 9% (Hh 28 R A, AUC) JEURIRI 4% o 1 S N VR & Wik 4 , 45 B AR (0 R B W, 5 HL
LR R (50mL) F7K (50mL) #kE o K5 7K /2 FH 48R < Bis (4 X 50mL) ZEEL, #-5 F 1 A B
g, 25 AR R B W) o 5 Bk B8 DV R AE U be (2 X 10mL) i ik B B = A 5 FHe0-
100% 2.8 2.1/ e Ve N BE I 24k N5 5 AT 40P B A 5% WR4R , SR 445 = 1) o B
i 44 (4.20g,74%) :'H NMR (400MHz ,CDC13) 68.98 (d,J=2.7,0.8Hz,1H) ,8.62 (dd,J=
4.8,1.4Hz,1H) ,8.06 (ddd,J=8.3,2.7,1.4Hz, 1H) ,8.00 (s, 1H) ,7.47 (dd,J=8.3,4.7Hz,
1H),3.71 (q,J=7.1Hz,2H) ,1.97 (s,3H) ,1.16 (t,]=7.2Hz,3H) ;**C NMR (101MHz,CDC13) &
170.69,148.56,140.89,139.95,135.64,126.22,126.08,124.86,124.09,43.77,22.27,
13.15;mp:87-91°C ;ESIMS m/z 265 ([M+H] ") .

[0075]  JBER1.N- (3-F—1— (khg—3-35) — 1 H-mE e —4-38) -N-2FL 2 B (1c”)

[0076]  [5100-mL 3—35 & JE B 25 AN- (3-F—1— (Mkmg-3-3&) —1H-mE e -4-3L) 2, f
(1.66g,7.0mmol) FIPYE I (16mL) o IIASUT EEHH (0.843g,8.77mmol , 1.25eq) FlZ HEIR
(0.78mL,10.52mmol ,1.5eq) , 44 e WL 2% 3F b o 5 [ BLAEHS CHiFE: 24 /N, I HPLC A3 A1 2 B
11,97 % JE R &R IR A W4, 25 B ER R BB W, 1 Fo i i /e K (20mL) Fl 2R 2. B
(20mL) W A K = FH G BR 2B (2 X 20mL) ZEHL, 46 & B A ALDIR A 2 T R B4t
Tk e 28 (40g A8 AL AE) , IR 2 1R (200mL) ¥ Bt o A gk 4 2 T4, 3 Hat— B AE20C T
HAS R, RO A (1.68g,89%) o RAE 5 26 Bl J7 12l & IO RE i A — 5

[0077]  BBR1.N- (3-F—1- (kMg —3-25) — [ H-ME e —4-38) -N-Z L2 [ (1c”)

[0078]  YE125mL 335 & J&& e 0 AN (3-5—1— (kg —3—3) — I H-NL ik —4 L) 2,k fiz
(2.57g,9.44mmol) \PYZ kg (55mL) FIACT EE4H (1.81g,18.9mmol) o &I IR FE5 78,
IRE IS HR (1. 41mL, 18.9mmo 1) AIRIAL PY T 4% (67mg, 0. 2mmo1) o IR J& 1 Ir 45 K (5 & 77
BOINFIAA38°C o N e RLAES /NI 2 J5 43 B » KIS 4881 %6 N 54 5 24/ N 22 & IR s 82 2
L2564 FUVF IR TR G HV R AR S, UL/ FR R (HCOoH) 22771 (10mL) K o 5%
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JE IR A ) DU SR (40mL) 2.8 2. T (120mL) LA R i R BR A 41 (30mL) # ke . 40 2,
IKZEH R T (2 X 30mL) ZE . A FFA VLR AR (37g) BRI B P25, 441
[ 45, 4 3] 444 2 1 SRR AT (3 (RediSep Silica 220ghE: Tkt (0.2% =2 1%) /2.1
Z.B5,40/60% 0/ 10088 B I R 40, IR B 150mL/ 40 b)) 2lidk, , Wi 2 5 , 45 i ps ta il 44, 7k
M (2.19g,88%)

[0079] D2, 3-E -N-2 31— (hig -3-3L) — I H-AL % (1d)

[0080]  HgN- (3—5—1- (LmeE-3-3&) —1H-ME—4-3E) -N-2. 3 2B % (1.8g,6.80mmo1) 7E1IN
ERIR (34mL) FR TR RAESO C A 187N, L HPLC A M R BHAY 1. 1 %6 JEURIRI 4% o 1 S N VR &
YIS HIZ220°C , FI50wt % S AL ENTR AL 22 pHD>9 o 1 T 15 B PR AE 20 C R R 2/ NI, 3 08 o A5
YK (2 X 5mL) B, P304 B, KT, SR 464 19 £ [ 4 (1. 48g,95%) : 'H NMR (400MHz,
DMS0-d6) 69.00 (dd,J=2.8,0.8Hz,1H) ,8.45(dd,J=4.7,1.4Hz,1H) ,8.11 (ddd,]=8.4,
2.8,1.4Hz,1H) ,8.06 (d,J=0.6Hz,1H) ,7.49 (ddd,]=8.4,4.7,0.8Hz,1H) ,4.63 (t,]=
6.0Hz,1H) ,3.00 (qd,J=7.1,5.8Hz,2H) ,1.19 (t,J=7.1Hz,3H) ;**C NMR (101MHz ,DMS0) &
146.18,138.31,135.78,132.82,130.84,124.08,123.97,112.23,40.51,14.28;ESIMS 223
([M+H]) «

[0081]  3-&-N-Z, 21— (bug -3—2) —1H-ML M- i A 5 pli i 25

[0082]  [A] 100-mL 3—35[& Ji FEIR 58 AN- (3-F—1— (L mg-3-3&) —1H-ME ik —4-JL) 7 B fi%
(5g,21.13mmo1) FTPYZ FLIRE (50mL) « IIAB T BEEH (4.06g,42.3mmo 1) (fFIEJEMF22°CHE
27.6°C) , Bl JG NN . FE IR (6. 26mL, 85mmo ) o 4 s B2 AE 35 C it f 144h, LY 3. 2% (AUC) Ji
BRI R S SR A VA4 , 25 AR LR B8 W, 1 L AR INER R (106mL, 106mmo 1) HiA i , 7£80
CIM#24/NF 5 BEIFHPLC 73 A 36 W IR O 48R 5 I BEV A1 22 20°C , 50 %6 S AL BVRAL,
ZpH>9 O T3 B VE AL 20 C HEFE L/, 198, 5 38 UF K (25mL) ¥R ¥t » FR A% £ ] 44
(5.18g) g Fr A0 Gl M AL LR B , 2348 FH 218 20 T8 (500mL) 1 e Jlt i 1 ek
B ZE (50g) o 4RI 4 2= 11, 1R ik 44 (3.8g,80%) o

[0083] st 58 : N— (3% —1— (ML mE—-3-L) — I H-ME M —4-3E) -N-2.3£-3-((3,3,3- = A
) L) Bk E (th548.6)

N Cl

[0085] [ 10OmL = %3 [5 JES B 26 N\ 3—50-N-2, JE—1 - (kg —3—3) —1H-Hk e —4-f% (5.00g,
22.5mmol) F1Z, R 2,15 (50mL) o IMANBREZZEHA (4.72g,56. Immo1) , B J5 7£ <20 'C IZ i IMA3-
((3,3,3- =5 AR BRI RS (5.95g,26.9mmo ) 2/, BAFHPLCAHT 36 FH &2 B2 58 4 o
SN 7K (50mL) #5%E (R SHE (of f-gassing)) , 72 K /K JE H 4R 2,15 (20mL) £, 1
AHANZIRGE 2 T8, AR K (10, 1g, B &) ML= 51N S B
JEMTAE 2,8 2 BRAE R B I AT 24k, 13 3 3 B B emp 79-81°C 5 'H NMR (400MHz
DMSO—dg) 69.11(d,J=2.7Hz,1H) ,8.97 (s, 1H) ,8.60 (dd,J=4.8,1.4Hz, 1H) ,8.24 (ddd, J=
8.4,2.8,1.4Hz,1H) ,7.60 (ddd,]=8.4,4.7,0.8Hz,1H) ,3.62 (q,J=7.2Hz,2H) ,2.75 (t,]
=7.0Hz,2H) ,2.66-2.57 (m 2H) ,2.57-2.44 (m,2H) ,2.41(t,J=7.0Hz,2H) ,1.08 (t,]=
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7.1Hz,3H) EIMS m/z 406 ([M]") .

[0086]  N-(3-%(—1- (kmE-3-J&) —1H-REM—4-FL) -N-Z, 03— ((3,3, 3-=F A ) L) A
P i ) 5 A i 2

[0087]  [H]20mL/MEHEA3-((3,3,3-=FAE) B &) FEE (0.999¢g,4.94mmol) M i
(5mL) o NN BRFE KM (0.947g,5.84mmol) (A HEH) F1H-IK ik £ % £k (0.563¢g,
5.39mmo 1) , 5 [ B 7E 20 C i B4 /NEF o NN 3-8 -N- 2, FE— 1 - (L me -3 -3%) — 1 H-nk i - i
(1.00g,4.49mmol) , ¥ RLAETS CHEHE42/INE] , BERSHPLC /3B 36 B 46 AL 26996 % o % S BLvA
HAE20°C, W 4h 2 T K ik B Wi i SR AR R BT 3 80 % LR B/ e Ak st i W 4
A G LN & I, Wi, PRI L 44 (1.58g,86%) o

[0088]  N-(3-%(—1— (MkmE-3-3&) —1H-REM—4-FL) -N-2, 03— ( (3,3, 3-=F A &) L) A
P g ) 5 A i 2

[0089]  K£3-((3,3,3-=FANH) i) M (2.18g,10.8mmol) FI3—F-N-Z F-1- (L g
3-35) ~LH-MLME—[i% (2.00g 8. 98mmo 1) 75 7, B2 7. i (16mL) H [{I¥A B4 EI & 5°C 4 — 5 TR 5%
% (5.15ml,29.6mmo 1) 7E0-5C£2304 BB NN » Bl J 4E0-5°C 423073 8P in N TR 22 1k 1%
=INERET (4.00g,12.6mmol) o 7o VF SRR A E 25-30 C A RE2h o 5o B 58 4B, B S B2 i
Ve I 20-5°C, 7K (12mL) 2K o 43 2, 7K /2 F 18 £ B (30mL) 258X K& I A AL Z K
g6, JRALFT R e i (3.408,94%)

[0090]  N-(3-&—1- (MEmg—3-3&) —1H-MEme—4-3E) -N-2F-3-((3,3,3-=F A &) A
P i ) 5 AR i 2

[0091] [ 500mLIC £ A Fi 1A A AR AN N TR = 30 (R IR e i 288 A\ 3-&-N-2, JE-1- (it
e —3-J5) — I H-Mk e —fi% (40.10g,91.7wt %, 165. Immo1) Fl &G H 452 (199. 1g) , il & A (0 VA
T, HAETR AR I 43— (3,3, 3- =9 A 4%) B %) AR (52.51g,70.0wt % ,166. 6mmol) £2
20473 4 48 FR VE SR INN AR FRE AR T 30°C o BB NN , [ B & B AR 48 R JF R e g
TR, AR NI I RR L LN 2 05, TN K (123 3g) L B Ja TN 20wt %6 S 48 AL 4 (40 3g) o i
pHA~13 B S 1535 2 5, RV JZ50 0 81 KK 2 (172, 1g) HIFEE (119.62g) FI2NEL R
(28.20g) AbFR , 45 HF B VAWL , pH~1 (320.0g,0. 1wt %6 & HE 5T, 0. 3730g 1 MM 7, 0.5 %
YR A AHLE (278. 1) Y B BI500mLLEIT H FEAT 2610 o #5218 =K 5 500mL & H A ALZ
1) =350 5 SRR I 2 o K 292/ 31 S e 2808, SR S ImON FR B, 4k 4 78 TR0k R BE 1) &
R R R M EH B /N T 2. 6wt % o — H S T MR EC A H P E 5
(98.49g F VAL, 65 . 2wt % , He FHHPLCP bRyl 2 151, 64 . 2g ¥ PEY 5T, 95 8 %6 ik FE i
Z (in process yield)) , #E MM ZE (in—pot yield) . I FFGFHHIN- (3-F—1- (L HE-3-
5) —IH-ME e —4-J) -N-Z, 63— ((3, 3, 3- = F A 2L) B 2L — TR e Fe 7 v 40 Je PR v m N R
(61.82¢) , 13 240wt %6 VAW, KEIRAC %A 2N L FIAE22TRPMIK T B 0P R 28 (F AR 1) o
—IRMEIINIK (35.230) , I AE26 . 8°C FIN- (3-&(—1— (Mg —3- %) —1H-nE e —4-3E) -N-27,
H-3-((3,3,3-=FA ) L) RBEIZ 96mg) Bl 7E ZiRMFEE R 2 5 , AR R
VKRV HV AL C IF HARFSE5 /NI o 4 [l A4 i 3o io i 48 3o KL | B A B E 4T 0 o T v TR
D BB AR Y L Ly v R EE /7K (80mL, 74 . 2g) Wik » SLYFIR B (70.58g) W14 £ 1H %
B, 45 AR A YRR AL AR (52. 3,94, 1wt % , L FHHPLC AR I iE 4350, 49 . 23¢9
YV, 73.5% UK ) .
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[0092]  sEitf19:3- ((3,3,3- =&AL k) Wi

0
093] A g CFe

[0094] ] 100mL¥ 3—30 5 JIC FE M 2E N 3—IR TR 2 (500mg , 3. 27mmo 1) AR EE (10mL) , IS
EALHT (KOH,403mg, 7. 19mmol) , B8 G INA3, 3, 3- =9 A k-1 -FiE% (468mg,3.60mmol) . 5k
A WAES0 CINIRA/NGT , 2 J5 5 He FH2NER B Ak , TR B80T Rk (MTBE, 2 X 10mL) A H . %
EHLZ GG 2T, SRk 24 (580mg ,88%) + 'H NMR (400MHz ,CDC13) 62.83 (td,J=7.1,
0.9Hz,2H) ,2.78-2.64 (m,4H) ,2.48-2.32 (m,2H) ,

[0095]  3-((3,3,3-=HIAL) AL IR B LA Huits 25

[0096]  [A] LOOMLANEEENIH /R (Pary) e W25 2 AMEZ 5 T [y (AIBN,0.231g,1.41mmol) ,
FA 2% (45mL) , 3-F 3L AR (3.40g,32.0mmol) , f1EFEEE TR (octanophenone) (526.2mg) 1EH
P AR » I HOK A SR A e 2 48 I RE3s Uk 20,983, 3, 3- =/ A M (3. 1g,
32.3mmo 1) V25 B I N2 T A VKR BR 2, 1 I BLER TN 60°C , B FE27/NKF o S B2 P
2RI A FH 3 EE R N BRI E N80 %6 o BT 77, AL VR A ) M S B s B H o K VR A
T 2 R, IMNS0mL 10 %6 S U A o 1 1A VB FH FR T R Tk (50mL) ek » SR Ja s H:
FHONEL B FR AL A pH~ 1o 45 7= FH 100mL 0T JETE AR R, R IR B (MgS04) T8, 1 98, Wk
gt 45 L AR AL S (5. 34g, 26 . 4mmol ,83% ,87 .51 AR % , HEHEGCAE4N) « 'H NMR
(400MHz ,CDC13) 82.83 (td,J=7.1,0.9Hz,2H) ,2.76-2.64 (m,4H) ,2.47-2.30 (m, 2H) ;'*C
NMR (101MHz ,CDC13) §177.68,125.91 (q,J=277.1Hz) ,34.58 (q, J=28.8Hz) ,34.39,26.63,
24.09 (q,J=3.3Hz) .'’F NMR (376MHz ,CDC13) 6-66.49.

[0097]  3-((3,3,3-=FIAE) BiHL) IR B LA Hits £

[0098]  [r] 250mL =30 [&] I FE MR 2 A\ FF 2K (81mL) - H 0K/ TR ER ¥ % #1 22 <-50°C . 143, 3,
3- =@M (10.28g,107.0mmo 1) By BIE I, B £ 0K« I 3-F2E AR (9.200g,
86.70mmo1) 12, 2- ~FA JE-2- 2K L IR 2 (1.070g,4.170mmol) , 4T HK AT (366nm,4
FRUVPLT) GREGAIRSE : —24°C) o RMLHH T2k F AT T8 227 . 5°C 1Y il o R RLAEAS AT L
HehiFEA/INSF o 47N 2 J5 , RPN RT WO, 1 S B e d% 75 &k (41°C, 6mm He) W4d , 25 HH %
B (18.09g,51: LAY ZRME : S2AL A4, 90wt % HI 28 PE M4k, JB 1 GC N BRid i 15
K1, 16. 268V TEW BT, 93 %) o K AL 4 BT il AE 10 %6 S A A Alw /w (37 . 35g) H , TR 2K
(30mL) Peik , bR L AR M 2= 0T K 2 FHER R (2N, 47 .81g) BRI ZpH~2-3, FFF 2K (50mL) £
B A HLZ FHIK (40mL) BE¥ , LR BREE -1, 1k I8, J0 3 e i 28 A ik 4 » 45 H Bk 2 (1 i
(14.15g,34: LI Btk : ST e A4, 94wt %6 2R ME e i 44, T8I GO R iE 3 B 43501, 13 26335
PR 5 ,76%) o

[0099]  3-((3,3,3-=FIAH) BiHL) WM A

[0100] ] 10OmLANEEAMMA /R [ B #5206 N3-S HE AL (3.67g,34.6mmol) , 2K (30. 26g) , I
2,2 BB 4-HEIE-2,4- —H ) [IE (V-70,0.543g, 1. 76mmol) , ¥ 3 28 F K/ 7
FRA YA A, R, I 1R A 3,3, 3- = A (3.20g,33.3mmol) B HEEREAEIN,
RVF RS A 20°C o 24/ 2 )5, W R BN B0°C /NS, A fEAEAT AR EE I V-T0 5] &
o FOVF S SIS H) 1) 2 I o 1 T VRUIE I e B 28 RIR A, R A FR RIAL A (6.80g,77 . 5wt % 2k
PE SRR, T GO ARIE S I 43 1, 5. 2T g PRI 0T, 76 %6, 200 126 M 324k, @I GCIF 50,
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40 1281 S2AL, B FNMRIZ A -
[0101]  sZjfafs]10:3-((3,3,3-=FMA ) B WIRF B b 5410.6)

0
o0 Ry
[0103]  [] LOOmMLANEEAMMA /R J B 2825 ANAHZ — 7 T (0.465g,2.83mmol) , B 2K (60mL) ,
FI3-FRIE IR EE (7.40g,61.6mmol) , 45 R K FARIE SIAG £ 4 S M2 FH T UKVA 4, 0%
3,3,3- =AM 5.7g,59.3mmol) ¥AEEEI I BL S o bk 22 UKHT, 4 SOR 2% I 60 “C AN
24N o 452 1N 48 S R AE 2R B I o AT TR A M S R B o 2, TR N U
TRAR IS B E A0 (295, 85°C) &AW W= MB 4 41 (1.3g,6.01lmmol,10% ,70 . 9[H
FR% , I GOIREN) , 142 (3.7g,17. lmmo1,29% , 8T % , 1 1 GCAF4N) , 18433 (4.9g,
22.7mmol ,38% ,90. 6T F % , 3L GCAZ40) : 'H NMR (400MHz ,CDC13) 83.71 (s, 3H) ,2.82, (td,
J=7.3,0.7Hz,2H) ,2.75-2.68 (m,2H) ,2.63 (td,J=7.2,0.6Hz,2H) ,2.47-2.31 (m, 2H) ;'°C
NMR (101MHz ,CDC13) 8172.04,125.93 (q,]=277.2Hz) ,51.86,34.68 (q,]=28.6Hz) ,34.39,
27.06,24.11 (q,J=3.3Hz) ;'°F NMR (376MHz ,CDC13) 6-66.53.
[0104]  3-((3,3,3-=F A& B T Be1 &8 E Btk £
[0105]  A]500mL =35 [ & HE R 25 A FF 2% (200mL) , F 0K/ TR B 4 1 22 <-50°C . 443, 3, 3~
=HIA (21.8g,227Tmmo ) 3 I A A AR S 20 1 VA HNVE FNA BRI SN R, B 25 UK I3 -
FRAE TN S (26.8g,223mmo 1) FH2, 2- - FAH S -2- 2K 2K 2, (2.72g,10.61mmo1) , ¥ B
T2 HORBEFEEE W UVPAT (AT 3 BB ThRe (3664452K) o M. TR [ 4T I #Ami s 2|
35°C o A7 2 5 5 BT =380 R M 9 S 2 Y R B3 b L IS o KT D P 5 o I B2 A = J i ik
W22/ 2 J5, B2 =AM (3. 1) fEEIMBEA IR AW, AT FTH A2/t e i B
WL F93 % F AL, DA FEADN =30 O o AT DG I, TR A A8 e i 28 K 2 (40°C, 2040)
AR, 4 B RAR (45.7g,21. 30 LER T : AL AR, 75wt % 2 1 2k P S i, FLIB I GO
FRAHTESE » 34 Sgif TEMI I, 71 % HI TP YR EE) o
[0106]  3-((3,3,3-= A& B KL L Be &8 A Btk £
[0107] [ 100mL AN 45 A% A /R Jie 52 2% 26 N 3- R A e R G (4. 15¢,34 . 5mmol) , 2
(30.3g) , 12,2 ~fHE W 4-FEHE-2,4- - HH) KI5 (V-70,0.531g,1.72mmo 1) , 4 J¢ B 2%
FIT-0K/ TR BRA A A, R, 2 43,3, 3- =AM (3.40g,35.4mmo 1) & H 4 %
AR s o VFRBLR A 20°C o 237N 2 Ji5 , B IR BN A B0°C L/NBT , 2 AT A % BE 1
V=T05] K& 7)o FOVFIRNLV 203 2 3 R RO 4 , 3R AR B 54 (7.01g,66% ,70. 3wt %6 25
Ve fA I GO FRIE A T3 A1, 4. 93giH M) 7,66 % , 24 LER T - 34k, i GCAF 501, 18
1261« Ak, T I FNVIRTF D)
[0108]  SZjafs11:N- (3-%5K—1- (kg -3-3%) —1H-MEMe—4-3%) -N-2.3£-3- ((3,3,3-=FA
5 W) B (k511 .6)

N O
O
01091 Y=/ NN A g CFs
I
P o

[0110]  EN- (3-&—1- (MEmg—-3—-3&) —1H-AE M —4-35) -N-2,F£-3- ((3, 3, 3-=F A &) k)

26
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B (57.4g,141mmo 1) 7EH EE (180mL) H 4t o (4] Fr A5 WA PSS 28 20 I\ IS A AL A
(43.2mL,423mmo ) F VAR AL Z IR FE6 /N, 7RIS 7] S LOMS 73 R B, JEURHFE R IR A
MBI\ S 45 (360mL) o, B & AKBR RS (NasCOs) Baik S AN SR BRAN T 15 , fEUE T
s, BRI B IR o F KL 7= it R 2 R AT FHO-10% RS/ .18 2 BE Ve N i
WAl , S0 & F AR SRBLPT R PP IR ) (42.6g,68%) < 'H NMR (400MHz
DMSO-des) 89.09 (dd,J=2.8,0.7Hz,1H) ,8.98 (s, 1H) ,8.60 (dd,J=4.7,1.4Hz, 1H) ,8.24
(ddd,J=8.4,2.7,1.4Hz,1H) ,7.60 (ddd,J=8.4,4.7,0.8Hz,1H) ,3.61 (q,J=7.4,7.0Hz,
2H) ,3.20-2.97 (m,2H) ,2.95-2.78 (m, 2H) ,2.76-2.57 (m,2H) ,2.58-2.45 (m,2H) ,1.09 (t,]
=7.1Hz,3H) ;ESIMS m/z 423 ((M+H] ) .

01111 SZjfEfol12: 3-&—1- (Hkhe-3-3E) —4,5- &~ 1H-TL -5 FR FF /i (6¢)

[0113] % (B) —2- (2— (WM we -3-2&%) Wi AL) 2 e Eh g 2k (13.6g,64 . Immol) 7 4 R Z. I
(250mL) HH i o IIAN-FARTT B % (17.9g, 131mmo 1) A SFHE 1073 B o I TR 12
FH S (35. 2mL, 385mmo1) , B fG I ABRFR AN (19.4g,192mmol) o INAIK (0.05mL) , BB A
FEL8CHERE NI M8 CEL/INI FF 32 21 °C I M4 HE20/NEE o A 7K (300mL) LA A 1
FBRERAN K TR (~—~100mL) o BHR A Y)IEE Celite™ i 8 , W I8V F 2.8 2. B (2 X 500mL) %
B A HLE T, W47 5 B Wik SR B 13 F50-100 % LR L BR/ £ e /R e i
TRAEAY, , AL P 55 P ks A R (10 1g,62.5%) :'H NMR (400MHz , CDC13) 68.30 (dd, J=
2.9,0.7Hz,1H) ,8.18 (dd,J=4.7,1.4Hz,1H) ,7.38(ddd,J=8.4,2.9,1.4Hz,1H) ,7.19
(ddd,J=8.5,4.7,0.7Hz,1H) ,4.81(dd,J=12.4,6.9Hz,1H) ,3.79(s,3H) ,3.56 (dd,J=
17.8,12.4Hz,1H) ,3.34(dd,J=17.8,6.9Hz, 1H) ;ESIMS m/z 240 ([M+H]") »

[0114] st f5) 13 35 —1— (b ie —3-3) — 1 H-ME -5 R R F B5 (6d)

Cl

[}}/
N7

\ e
| | come
N

[0116]  B53-51—1- (kmE—-3-3&) -4, 5- S~ 1H-ME M -5 FR S (2.63g,11.0mmo1) 7E0°C
T VYE B (50mL) FI7K (50mL) H et o - HEIM A FEEZ Bl (1V) 4% (15.0g,27 . 4mmol) , ¥4
R AE 2 S AR 187N o 8 J2E (1B 4 R B BB R IR A W G IR B (2 X 300mL) A8
WL, WA MLZ T W o 1 5 B Wi S R A JE A 3 H50-100 % LR B/ & e /R e i
WAL K 20T W 45, SR AL P T P A s e 44 (1.50,52%) :mp 99-102°C;'H NMR
(400MHz ,DMSO—d¢) 89.00 (dd,J=2.5,0.7Hz,1H) ,8.83(dd,J=5.2,1.5Hz, 1H) ,8.35 (ddd, J
=8.3,2.5,1.4Hz,1H) ,7.83(ddd,J=8.3,5.2,0.7Hz,1H) ,7.35 (s, 1H) ,3.78 (s, 3H) ;**C
NMR (101MHz ,CDC1s) 6158.34,149.90,146.89,141.39,136.09,134.77,133.30,123.14,
112.01,52.53;ESIMS m/z 238 ([M+H]") »

[0115]
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[0117]  3-&(-1- (MkWE-3-J) —LH-NL R—5—F4 15 FY B 1K) 2404 g 25

[0118]  ¥3-5(—1- (EIE-3-JL) —4,5- &~ 1H-HL M58 BE R K (0. 500g, 2. 09mmo 1) 7F 7
Fi (1OmL) H 4 bt o — IR PE I R AR R BT (0.330g,2.09mmo1) , 4 e B AE 2 i h 3t 447, Iy
2B M (T0% 2R LT8R/ T he) R <50 % S 584 o I\ S 4N i AR FR 41 (520mg
3.29mmol,) , R MARFE FI A A/ CRHR S0 uE Wl KRB I AE TR L BR MK 2 ) 43
BC o A HLES o SRR RN T, 1k 98, W4 o 15k B8 M did S R A JE A 3 FH80-100%6 4R &
B/ Z e N iR 2iAk , S I /5 M v 1 il 44 (180mg 36%) o

[0119]  Sijifafs 14 : 3-F—1— (ke —3-28) —1H-ME M -5 R R £k B2 £h (6e)

[0121]  Jg3-&—1- (hmE-3-3&) — 1 H-ML -5 R IR Bi5 (3.83g,16. Immol) 7E 4 /N FF
(53.7mL) FH i A HE E B TR I B BI45 B VAW IINAEZK (26 9mL) H A E ALK A
¥ (1.01g,24.2mmol) , JRBERE £1 LA W 4 I BLAE 2 IR A HE /NS 5 BB LOMS 5 7~ AH B2 R Sy
FE W) NGRS IR A IR 2T B iR B M) S ANER R /E S S FF (100mL) R A K &
PRI A B /N, SRV A H 2 =08 W IS B R 98, W 9 F S S IR
B o Mg AR 250 °C B2 T8, SRAE BT & 7= o A i 44 (4.00g,91%) :mp 244-246°C 3 'H
NMR (400MHz , DMSO—ds) 9.00 (dd,J=2.5,0.7Hz, 1H) ,8.82(dd,J=5.2,1.4Hz, 1H) ,8.35
(ddd,J=8.3,2.4,1.4Hz,1H) ,7.85(ddd,J=8.3,5.2,0.7Hz,1H) ,7.25 (s, 1H) ;'C NMR
(101MHz ,DMSO-de) 6158.71,146.00,143.44,140.36,137.00,136.83,125.19,111.71;
ESIMS m/z 224 ([M+H]) .

[0122]  3-%&(—1- (ML RE—3-35) — 1 H-ML e —5—F5 1% £ 1 £h 1) A8 2 i i 28

[0123]  J&3-&—1- (HkmE-3-3&) —1H-ML -5 FR IR I (1.5g,6.0mmol) 7EIR LR (25mL)
PiFE o S RLVRA PN H 3, $ A2 R W a2 5, AR T & UTlE , TR & LOMS 4>
TR A R BL5E4s VPR APV H R 2, NN N FE (50mL) K VR AWk ds 2 T . n
AN NE (50mL) ¥ Fr A3 IR A Wik 4 o 16 5 B8 W AE 40 °C 31725 105 , JR AL Bir 75 7 0l o (2 ] A
(1.68,97%) o

[0124]  3-%&(—1- (ML RE—3-35) — L H-ML M —5—FR 15 £ 1 £h 1) A8 2 i i 28

[0125] Ay 3391 [A] I K2 (100mL) 25 AN 3—&—1— (Mg g —3-28&) —1TH-ME -5 32 iR . I
(0.200g,0.795mmo 1) FERER (37 % ,4mL) o K BLAEQ C HNF 187NN T Fu VP4 H1 22 20°C
TSR (BmL) IO Z TSR IR WA BT N AN FR (BmL) R s IR RO A
Peft A A NN ISER (Bml) 4 BT A3 & - WAL 20 CHUFE /NI o e [ A4 38 , 4 3] 4
F 5530 (2mL) 86 B R UEAE20°C T 508 T, SR bR Bk &40 v B i 44 (0. 218g,
100%) :'H NMR (400MHz ,DMSO-ds) §9.05 (dd,J=2.5,0.7Hz, 1H) ,8.84 (dd,J=5.3,1.4Hz,
1H) ,8.41(ddd,J=8.3,2.5,1.4Hz,1H) ,7.88 (ddd,J=8.3,5.2,0.7Hz,1H) ,7.26 (s, 11) ;**C
NMR (10 1MHz ,DMSO—ds) 6158.71,146.00,143.44,140.36,137.76,137.00,136.83,125.19,
111.71,

[0126]  sSEffif5]15:3- ((3,3,3-=F A M) HEEE
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[0127]

. i ..'N-"'S_v/\/’CF?’

[0128] ] THEMSLEC 2 A WEHE R3S N T [l A S 25 R 2 v 10 (B IS e 2 N AE
S LT GL) 13- ((3,3, 3- =5 AL B k) NI (188g,883mmol) o #8 5 £250 73 #Z i IMA
TEHRBE S (525g,321mL,4.42mol) oK S SITE B W) INFA & [H1 3 (2936 °C) 2/Nef L, SRR HI B =
B AR N T ek AR A FIkAR, B8 f5 200 404E, IN123-127 CULEE 1) , 45 HHidr AL,
EWNIFEIR T WA (177.3g,86%) :"H NMR (400MHz ,CDC13) 63.20 (t,J=7.1Hz,2H) ,2.86
(t,J=7.1Hz,2H) ,2.78-2.67 (m,2H) ,2.48-2.31 (m,2H) ;'°F NMR (376MHz,CDCl3) 6-66.42, -
66.43,-66.44,-66.44,

[0129]  SEJH116:3- (((2,2- ~FIATH L) H 3 L) A

0

F
[0130] |0 /U\/\s i

[0131] BB IR A F A HT (423mg, 7.54mmo 1) FI2- (R L) -1, 1- Z 9 FA A bt (657mg,
3.84mmo 1) 7E = N7 I BB FE 1 33 L A IR (400mg, 3.7 7mmo 1) 7EF BEH (2mL) AR -
W T3 A (BRI AE65 CHLFE3 /NG, F INSEER KSR K, Fl 1R B 3 B A ML
¥ 7K A 2R U85 (2 X 50mL) ZEHL A5 5 F A MLA U R R BE T8, 1k v, SRS, 45
AR AT DR Y (652mg,84%) « IR (KBri#i i) 3025,2927,2665,2569,1696¢m 3 'H
NMR (400MHz ,CDC13) 62.85 (t,J=7.0Hz,2H) ,2.82-2.56 (m,4H) ,1.88-1.72 (m, 1H) ,1.53
(dddd,J=12.3,11.2,7.8,4.5Hz,1H) ,1.09 (dtd,J=13.1,7.6,3.7Hz,1H) ;ESIMS m/z
195.1 (IM-H]) .
[0132]  sEZjEfil17:3- (((2,2- ~HFIAHIL) F ) M) AR

0

[0134]  7E3LFECA A B X BeRE a8 - I8 S R B FUMUEHR SF AN 11 3-30 3 I 5e i Hh 28 N
FEGEFE T LB T &R e (140mL) HH 3 (((2,2- IR L) -F 3L) B k) T R
(90.0g,459mmo) o fEZ I , 7EFHE T I F A AE S F L (100mL) H ) EAREE S (170mL,
2293mmo1) o K5 SN IR AW NI EA0°C , A2/ GBI TH NMRES 2 SN 5E 4 (BUHY & S TR
BRI SRR 20t e i SR R AR IRAR) o R VF IR NV HV B I, IR A 2 TR
SLIJEEHEHA » 48 e i iR 28 R 28k 4 . IX S 3095 g 28 (o il R o N 25 il 5t 4% o Ay ik
W 4R = 4Tk (10mL) B35 o A BE NN B BEIH o X 45 H 3 B 28 (A o W WA B T e i 20
AR L R E O IX L 92 4g B BRI R IR Y) AT A% /R U (Kugelrohr) 267
(bp 100-110°C/0.8-0.9mm Hg) , IRULFRHEIL &Y AT MR (81.4g,81%) :'H NMR
(400MHz ,CDC13) 63.27-3.12 (m,2H) ,2.89 (t,J=7.1Hz,2H) ,2.67 (ddd,]=6.8,2.6,1.0Hz,
2H) ,1.78 (ddq,J=13.0,11.3,7.4Hz,1H) ,1.64-1.46 (m,1H) ,1.09 (dtd,]=13.2,7.7,
3.7Hz,1H) .

[0135] St 18 : 54 4K-2— (MitWE-3-55) MEME S -3-FR IR L BE (L 5118.6)
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[0136] /
QC&EK

[0137] Ay 430 (& EC KN (250mL) N 2 BERN (21wt %6 /E L BEH, 56mL, 192mmo 1) o JHA 3/
FEIEnE o —ERERER (10.0g,55.0mmol) ,fFIFIRFH20°CE32°C . RVFR MR EIE20°C, A
R .l (13.4mL, 82.0mmol) , K5 S SLAE60 C INF /NG o 4 e Biv% #1532 20°C , 2 R
Ko T SR AW FHZK (100mL) # BRI 28R 2.1 (3 X 100mL) AEHL 45 & - A MR 46 2
T4, 1 TR B VI R S SRAE JE AT 3 T B2 0 BB A D e N VR 464 22 A AL & 10 R W iR 4
(6.60g,51%) : 'H NMR (400MHz , DMSO—dg) 610.40 (s, 1H) ,8.40-8.26 (m,1H) ,8.19 (dd,J=
4.4,1.6Hz,1H) ,7.47-7.21 (m,2H) ,4.77 (dd,J=9.8,2.1Hz,1H) ,4.22(qd,J=7.1,1.7Hz,
2H) ,3.05(dd,J=17.0,9.8Hz,1H) ,1.99 (s, 1H) ,1.25 (t,J=7.1Hz,3H) ;"*C NMR (101MHz,
DMSO-ds) 8170.37,146.60,142.60,137.28,123.54,121.94,65.49,61.32,32.15,20.72,
13.94;ESIMS m/z 236 ([M+H]) .
[0138]  sjiafsl19: 3-5—1— (HkrE—-3-3E) —4,5- A -1 H-M M-SR IR 2. s (b &4719.6)

cl
e

N N$
@/ CO,EL
[0140] A 3—30[&] JIE KR (100mL) 28 N 55 AX—2— (MEHE -3-2E) MLk br-3- R R L1 (8.50g,
36. 1mmol) FZJiE (40mL) o N =504 (4.05mL,43. 4mmo1) , 4% X M AE60 °C N2/ Nt o 1
LA HE20°C, K (100mL) o IR B 4M LA T pHE 8, KR B W L 18 g (3 X
100mL) ZEH A AL Z W4 2 1158, 1 5% B ik 2 3R Z A 3 FH30-80% TR 4L BR/ 2. It
VBB B2, SR AR AL A P 2 IR A (7.308,79%) +'H NMR (400MHz ,CDC13) 8
8.30(dd,J=2.9,0.8Hz,1H) ,8.17(dd,J=4.7,1.4Hz,1H) ,7.38 (ddd,J=8.4,2.8,1.4Hz,
1H) ,7.18(ddd,J=8.4,4.7,0.7Hz,1H) ,4.79(dd,J=12.4,6.9Hz, 1H) ,4.24 (qd,J=7.1,
1.1Hz,2H) ,3.55(dd,J=17.7,12.4Hz,1H) ,3.33(dd,J=17.8,6.9Hz,1H) ,1.25(t,]J=
7.1Hz,3H) ;*C NMR (101MHz,CDC13) 169.65,141.90,141.33,141.09,135.13,123.53,
120.37,62.89,62.35,42.45,14.03;ESIMS m/z 254 ([M+H]") .

[0141] st 5120 : 3-F~1- (b ie -3-3%) —1H-IL k-5 FR 2 2. IR

Cl

[‘;]/
[0142] N Y
Q CO,Et

[0143] ] 3— [ JEC eI (10OmL) 26 N 35— 1— (L ig -3-3k) -1 H- At M -5-F2 R 2. g
(2.00g,7.88mmol) FIZ i (20mL) o NN ALER (IV) (3.43g,39.4mmol) , {H3IE T+ H20CHE
21°C 4 BLAE60 CHEFE 18/ o I AN S AL R (TV) (3.43g,39.4mmo ) , B2 AES0 C i

PO /NI o KEIR A B I Celite™ #d U8 , 46 2 F 28 215 (20mL) 3% A I 8 Ok 4 52

[0139]
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T Bk B Y H S B BT 10-60 % 418 B8/ O BT 24t 1 200 70 iR 48 2 T 15, T8
Z ARt A (1.84¢,93%) :'H NMR (400MHz ,CDC13) 68.75-8.64 (m,2H) ,7.79 (ddd, J=
8.2,2.6,1.5Hz,1H) ,7.42(ddd,J=8.2,4.8,0.8Hz,1H) ,6.98(s,1H) ,4.27(q,J=7.1Hz,
2H) ,1.27(t,J=7.1Hz,3H) ;13C NMR (101MHz ,CDC13) 6157.90,149.88,147.01,141.41,
136.24,135.27,133.34,123.11,111.97,61.87,13.98;ESIMS m/z 252 ([M+H]") .

[0144]  3-&—1- (kmg-3-3L) 1 H-ME e -5—32 IR 2 e R B A0 & it 2k

[0145]  [a) /MR (20mL) 28 N3-S —1— (ML WE -3-J%) —1H- S MLt -5-32 K £, 5 (0.500¢,
1.97mmo 1) FZE (5mL) o IIN L FREREY (0.799¢,2.96mmo 1) , B f5 I AR ER (0.733¢g,
7.88mmol) CZERNEF) W R MAESO CINFAT8/INGS o 45 e Ny A1 42 20 °C - HARIAIK (20mL)
W IR A R R B9 Ak Z2pH 9, F 2.1 2. T8 (2 X 20mL) ZEHL G A AL Z IR AR E W 1
VB VI S R R AT 50 % L. R/ C e N B I i 24k SR A AL S ) v B
14 (0.280g,56%) .

[0146] Ty iksKEiti

[0147] Sy fg| AN T-HkiF (“GPA”) (BkiF Myzus persicae)) MYZUPE.) 44 &

[0148]  GPAJYMk M I e T L2 i e 55 o, S BUE K, b ik 25, A& PP 250 T2 . GPA
2 GRS 1) 5 Ry H: 70 o i Vs 53 0 0 B0 B2 B s YL S R B i R i i i B S 4%
ZERDIEL (Solanaceae) B i, A& BifaM- Jp i 25 iz i 22 V1 2 HARAR B A E IR B GPAfR
ZICH AN A ACHE S, R 25, A s, BRI, TERRSE , BED (daikon) , i, 2R 5, AE 3 IR YN
12 (macadamia) , AJN, B, H 2, PHLLA, SR, FIPE#ET = (zucchini) GPAMIZZE VT £
MEEAE, Bl Ty 5, %46, FF1e ) E 3¢ (flowering white cabbage) , —#h4l
(poinsettia) FIFIE .GPAT. K e NXTVF 2 R 234 itk

[0149]  AHIIEHEE I L3 RTGPAME FH R IR FE F7 34T

[0150] A KAE3TEHE P HA2-3/h i (3-5em) B H W 4 v AR IR - 4 v A2
27 FH 2 BT — R BH 20-5-GPA (T3 i HURI A R B A= 4% o S AR 40 (19 DY M+ (post)
T #2038 AL A Y Cmg) IEMEAE 2L R/ BB (L: D &R, TR 1000ppmil AL A 42)
) fi 2 VA VAL o 1o £ 25 VA R FHO . 025 %6 3 20 78 7K R R A% , 43 21 /E 200p pm il AL & P 1V
TR o 5 TR U b 5 2 55 2% FH TR 980t 35 211 i (0 PR T EL Bt - 25 H ) (557
X ) FAN B A 20480 %6 (1 TR /BB (1 e 1) 3 59 00 4 A RT3 o 1 28 A R AL A5 0 2
AT 225 CHIFR BTN IR B2 (RH) 7E TR 58 2 rh DR 4R =K o il 78 WA B v bR A 05
WF AN K AT PR o BT 6 Y6 I A3 A 40 R BT 4 (Abbott) 12 IE A X0 & (W.S. Abbott, “A
Method of Computing the Effectiveness of an Insecticide”J.Econ.Entomol 18
(1925) ,pp.265-267) »

[0151] R IERIBI 6 % =100% X-Y) /X

[0152]  Hi

[0153] X =4 7% R4 b 1 vty i e A4, A0

[0154] V=22 Ab PRI HEA) b5 00F e AL

[0155] 45 R B R T AN “F1:6GPA (MYZUPE) fl H Z Xy @l - €474 (sweetpotato
whitefly—crawler) (BEMITA) YEZL &R HIF T .

[0156] st (5 BXT T H Eoky mUICAT 4 (U3 L Bemisia tabaci)) (BEMITA.) [ A=470E
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[0157]  F -+ vt fart, Bk BB Al Bemisia tabaci) By &l (Gennadius)) 7£3%
gt L&A 10 5% . 19864, M A\ (Bemisia tabaci) 75 % B 15 MNAF Al i 48 5F 58 HL . 4 L
I DAHE FEY AR T R IR AL 4G , B NRAT VIR B s AE T a2 )
BRI 3 N TCATHIR /I BRI 1188, AT I3 M) 57 S 5 - a3 o o HRU R E 3
e CEE YRR SRR % ST — PR ARE o AR KR A B T B R
R AR SRS AU, BUK A RS 398 55 SIS R B I , 1% AN R R 25 B v vk - 2 e
ARG AE— A, [ HE LA IR (gin) » (R A R AIG o SRR AR K AR B B 7 25 (1 IS |, i+
IASBNE, DI AAE L BEARR AR W R S 9 e AR TR0 IR i 25 , BT iR o 82 R R 28
I AE WA FAE A AL FE ISR L 461 40 2 5 AN R U] s A AN #H 7= (squash) R0 o by BN 7
Z VARITA 20 3% A btk

[0158] A4 KAESTESFBED LB AT 1N (3-5cm) EM- [ R AEAE 76 IR M 1 P o 5 4
BT B RS REN SRS II2-3K . 2-3 K P O 2 5, R A M ok L = Y
oK B R FRFDeviIblissMiZ 4% (23psi) WA IHIR 7% 5 B AZ L AR ) (REPRAE A
100-300> G¥) 7£82°FAH150 % RHE T {5 = P 5-6 K HI T SR F AL A AT VIR BE R & - DY PR AR
TR T %458 AL A (2mg) VAMRAE ImL T YA R , T EK 2000ppmfil 2 VAT - 5k %
V0. 025 % i 2078 K A B 106 , 15 21 4E. 200 ppm ) I VA VR - FFFDevi1blissii 5 &5
FH T4 v s 25 2 A 19 T B 23 HE o 25 A8 A 7156 R A R RE 588 55 o 0 R 2 T 5 %
22 R0 IR [P R AE 2982 F RS0 %6 RHR H57 71 (R 2= HH 8-9K ol It 75 B U T v S B R ) (1)
A BANECHAT VRO o A HVE MR I H R R (Abbot©) IR IEA S (0L E) &I H 1%

NTRIF,
[0159] &1 GPA MYZUPE) FiH 24 @l -C1T4) BEMITA) VPR &R
[0160]
SE Tt A A ) BEMITA MYZUPE
6a B B
6b D B
6c A B
6d D B
6e D B
1 &48.6 A A
thA&¥11.6 A A
th51118.6 B B
b 51119.6 B B

TR E% R

80-100 A
[01611  K-F 0- +J»F 80 B

AR K C

FAEMMEF RIEFEER D

[0162]  SxfbL Lty
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[0163]  SEjEMIICE-5: 3—&—N-2, - 1— (kg —3— %) — 1 H-nk k-
cl Cl

[
Y
=
_

[0164] _
| com »
N

[0165] 3 FIBRER R 7% -

[0166]  #53-5—1— (kg -3-3&) — 1 H-RL -5 ¥R B2 S R £ (1.00g, 2. 50mmo 1) & AL 1 41K
T (2. 5mL) H o MABRER (1.35mL,25.0mmo 1) , 44 [ MR AW INFAE 100 °C o Fit i 1/t
ZJ5 s LOMSFR B, KRR AR BL o I REAE 130 °C g — 20 N2 /Ne) , 721 (/) 23 LOMS R B % A
Ak o TN B AMOBRER (4mL) 3 SN AE 150 °C N2/ N, A LOMS S5 7% 37 1 F2 06, HEAR % B2
THH 4.

[0167] S H =M AR (1) / =R LRIRFE :

[0168]  J3-G(—1- (LW -3—2E) — 1 H-ME -5 R g Eh iR #h (1.00g,2.50mmo 1) & fift/E — FF &
VEHA (0. 625mL) AN, N-ZHEERF B2 (11.9m1) KR AW+ A =ML (1.93mL,
25.0mmol) , B JE INA =R BRAE (IT) (0.332g,1.00mmol) o34 S NAE 100 °C it 47 , it
LOMSFR ], O & R A I AR TE BT i 74

[0169]  RIIZIRAR N A , B ARNR AR 1 40 [ 34 1) BAR S 75 SAE A il A T A&, 1
T U B AR O B — D U 7 X2 X P stz i 7 2 A R B AN 06 R T I o 75 AN I AR K B
FLIE[RRS SHAITE AT 42 T 6 T AR U AR SR, AR 45 52 B L 1 200 BREUA
T ) R BB RS NG 25 5 A4S 17 5 L, B2 A S BT A 3 BB e A A2 A S 78 B B ASUR)
BURIIIEFIA
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