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AR ERT BI-DODFE
[0005] ARAEFISZLEORBZHARIANIGERS LABER, —HKxX (1) T

REINZ27OF7ILFLEYINEEEZET HHBEEERRILEMXIZIZEODIR
HIrRE=AZERICH L TENCRBREZETSIEZRE L. ARMRAIC
Eo7,
BN5. ARFERIE.

[1]

— &= (1)
(1]

()
S—R!

— N N
RZ \ / 4 p?(Rs)ﬂ (l)
A Al A

A%

{KXAh. R,

(al) (C,1-Cq) FILFILE;

(a2) (C3-C¢) >/ O7IFIE;

(a3) (C,-Cy) 7T =ZILE ; XiF

(ad) (C,-Cy) 7IFZIE; 21T,

R2i&.

(b1) (C3-C ) > /OFIFILE;

(b2) (C5-C ) ¥oBa7ILFI (C1-Cs) FIFIE;
(b3) /~O (C3-Cg) ¥2O7IFIL (C1-Cq) TILFILE;
(b4) (C,-C ) ZIFILFAHE; X

(b5) RA—XIFER->THERK.

(a) NOAFTVIRF.

(b) >7 /&,

(¢) ¥7/ (C1—Cyq) 7IFIE,

(d) BRI ZIVE,

(e) EROFY (C1—Cyg) FIFIE,
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(f) nO (C,—=Cyq) FIFIE,

(@) (C1—Csg) ZIOAFY (C,—Cy) TIFIE

(h) ~a (C,—=Cg) ZIOFY (C1—Cy) FIFIE,

(i) (C3—Cy) ¥2AT7ILFIL (C;—Cg) 7ZILIAFY (C,—Cg) 7
FILE,

(i) (C1-Cq) ZILFIFF (C1—Cs) FIFIE

(k) (C1-Csq) ZILFIRIT4=)b (Cy-Cq) FIFIE,

() (C1-Cs) ZIFINZRIKZI (Ci—Cyg) TIFIE,

(m) (C,-Cs) ZIFIAIKRZILE,

(n) HILREIILE,

(0) (C1—=Cys) ZIOAFTAIKRZIE,

(/A (C,—Cq) FLIAFYHILKRZILE,

(@) (C3-Cs) ¥7O7IFIL (Ci—Cs) ZIIAFTHILRZIE,

(r) (C,—=Csq) PLFIANLKRZILAFY (C,—Cy) TIFIE

(s) (C3-Cyq) Q7L FIANLKRZNLAFY (C1—Cq) TILFIE,
(1) (C1—Cs) ZANAFTANKRZILAFY (C1—Cy) TILFILE,
(WRs (R8) NE (X, RSRUReIZ. A—XIFEA>THREL
KRRF. (C1-Cs) FIFIE, (C3-Cs) ¥7O7LFILE, (C,
-Ce) 7BTILFIL (Ci1-Cq) TILFIE, O (C,-Cq) TILFIL
B, (C,-Cs) ZIFILALKRZILE, (C,-Cq) ZIAAFTHIKRZ
WE, XIEY (C-Cq) PILFILT I/ AINRZJE (22T ¥ (C, -
Ce) PILFINTI/DOTILFILERFA-XEIER>TEHELN) 21T, ) ;
(VR (R8) N (C,-Cs) ZIFILE (XP. RSRURSIL BIEZERA
Lo )

(wWRs (R8) NANLKR=ZJE (X, RSRVReF, A& L, )
(x)R5 (R&) NALKRZILAFY (C,-Cq) ZIFIE, (R, R5K
VORI, RAIZEERA L, ) BT

(y)C (R?®) =NORSE (XA, RIRVROIFFIFEICE L, ) ; HHRBIRE
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Ne1~20BHEZREICEYTS (C;—C) ¥70O7IFIE; 2717
R 3.

(c) NAOy¥VEF;

(c2) Y7 /%,

(c3) =—hnOH;

(c4) (C1-Cq) TILFILE;

(cB) (C1-Cs) 7ZIOAFE;

(c6) (C,-Cs) FINFTZINFFIE;

(c7) (C,-Cs) FIAFZINAFVE;

(c8) /nO (C,-Cq) FIFILE;

(c9) nA (C,-C¢) ZILOFVE;

(c10) /~nO (C,-Cy) 7T ZILFFIE;

(c11) /nO (C,-Cq) FIFZDIAFIE;

(c12) (C1-Cs) FIFILFFE;

(c13) (C1-Cs) ZIFIZILT 1 ZILE;

(c14) (C1-Cs) TILFINRIVKZILE;

(c15) /nO (C,-Cq) FIFIFAE;

(c16) /nO (C1-C¢) FIFIAILT 4 ZILEXIZE
(c17) /~O (C,-Cyq) ZIFIRIKRZIEETRT,
A, A2RUA3IE, CH, XIBEERREFEL.
Alig, O, S, XIEN—R4*%x9 (2 ZTR4IL,
(d1) (C,-Cq) ZILFILE;

(d2) (C3-C¢) > O7IFILE;

(d3) (C,-Cys) 7T =ZILE ; XiF

(d4) (C,-Cs) ZIFZIE; 2RT),

BL. ATBN—R4DFA, A2, AHABICERRTTHIHEER,
mig0. 1, XiF2%mRL. nid1, XiF2%5R7, }
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THRINDMBEERRIELEMXIL T DIEE.

[2] R'A%(al) (C,-Cq) FIFILETHY,

R2A%(b1) (C3-C ¢) > OFIFILE;

(b4) (C,-C ) ZIFILFHE; X

(b5) E—XIFEQ>THRL.

(b) >7 /&,

(¢) ¥7/ (C1—Cyq) 7IFIE,

(d) BRI ZIVE,

(e) EROFS (C,—Cy) TIFIE,

(f) nO (C,;—=Cyg) TIFILE,

(@) (C1—Csq) ZIOAFY (C1—Cys) TIFIE

(h) ~a (C,—=Cg) ZIOFY (C1—Cy) FIFIE,

(i) (C3—Cs) ¥2ATFILFIL (C;—Cg) 7ZILAFY (C,—Cg) 7
FILE,

(i) (C1-Cq) ZILFIFF (C1—Cs) FIFIE

(k) (C1-Csq) ZILFIRIT4=)b (Cy-Cq) FIFIE,

() (C1-Cs) ZIFINZRIKZI (Ci—Cyg) TIFIE,

(m) (C,-Cs) ZIFIAIKRZILE,

(n) HILREIILE,

(0) (C1—Cys) ZIAFIAINKRZIE,

(p) /AA (C,—Cg) ZILAFTHIKRIIE,

(@) (C3-Cs) ¥7OFIFIL (C,—Cy) ZIIAFTAILRZIE,

(r) (C,—=Cq) ZPLFIANLRZILAFY (C,—Cy) TIFIE

(s) (C3-Cq) 2OF7NLFIANLKRZNLAFY (C,—Cq) FIFIE,
(1) (C1—Csq) ZUNAFIANKRZILAFY (C1—Cq) TILFILE,

(u) R5 (R&) NE (X, RERUVREIF, A—XIFEL>TEHERL
KRRF. (C1-Cs) FIFIE, (C3-Cs) ¥7O7LFILE, (C,
-Ce) 7BTILFIL (Ci1-Cq) TILFIE, O (C,-Cq) TILFIL
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B (Ci-Cq) ZLFIAILKRZIE (C,-Cq) ZIIFTAHIKRZ
WE, XIEY (C-Cq) PILFILT I/ AINRZJE (22T ¥ (C, -
Ce) PILFINTI/DOTILFILERFA-XEIER>TEHELN) 21T, ) ;
(v) Rs (R¢) N (C,-Cs) ZIFILE (X, RSRUVREIE, FIEEER
Lo )

(w) R® (R&) NAJIRZINE (AP, RSRVTREE, gisce@L, )

(x) R® (R®) NANINKRZILAFFS (C,-Cq) ZILFILE, (HH, R K
VORI, RAIZEERA L, ) BT

(y) C (R5) =NORS®E (XA, RERUVREIFRIEZCICAL, ) ; M5EFEIR
INZ1~20BHEZREICETS (C3—Cs) 707N FILETHY
R3A

(c8) /nO (C,-Cq) FIFILE;

(c9) nA (C,-C¢) ZILOFVE;

(c12) (C1-Cys) I FILFAE ; XiF

(c15) ~nO (C-C¢) ZIFIFAETHY.

A, A2RTA3HY, CH, RIIBERREFTHY.

AT, O, S, XIEN—R4THY (ZZTR4FW) (C,-Cg) 7ILFIL
B &Z1R9).

ATHN—R4DIFE, A2RTVAHDRABICERRFTHIIBEERE.
mAO, 1. XIF2THY,

nMN1TH5

[1] CREBOBBEERRILEMRIL T DIEE.

[3] R (al) (C,-Cq) FIFIEERL.

RzAY, (b1) (C3-C ) ¥ oO7ILFILE; X

(b5) RA—XIFER->THERK.

(b) >7 /&,

(n) HILREIILE,
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(0) (C1—Cys) ZIAFIAINKRZIE,

(1) (C1—Cy) ZANAFIAINKRZIILAFL (C,—Cy) FIFILE EL
<

(wW)R5 (R®) NAJIKRZIE (R, RIRUReE, RIEZERL, ) ;
NOEIRIND 1 ~20BREEZREICETS (C;—Cq) >2O07IFIL
N UN

R3A% (¢8) A (C,-Cg) ZIFIE,; &#RL.

A, A2RTAD, BRETEZTL.

A'A, N—R4%ZRxL (ZZTR4E (d1) (C1-Cs) 7ILFILEZRL., A
2RUGAIDERFICERR T THIBEER).

mMO. XiF2%xL.

nH1&RY

[1] CREBOBBEERRILEMRIL T DIEE.

[4]

[12]

— N X
A A /

{RA. RUE. (al) (C,-Cq) 7IFIE; (a2) (C3-Cq) >/O7N
FIVE;

(a3) (C,-Cyq) ZILTZIE ; XIE (ad) (C,-Cq) ZIFZDIE; #RT
R2Z, (b1) (C3-C ) o207 FILE; (b2) (C3-C ) 207N
FIL (C1-Cs) ZIFIE; (b3) /O (C3-Cq) 07 IFI (Cy-
Cs) 7IFILE ; X

(b4) (C1-C ) ZIFILFAE; 2RT.

R3ig, (1) nNaAFVEF; (¢2) YF7/&E; (¢3) —boE; (cd) (
C.-Cq) 7ZIFIE; (cb) (C,-Cq) ZILOFIE; (c6) (C,-Cy)
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Tzt FIE; (1) (C,-Cq) ZPLFZIFAFIE; (¢8) /O (
C.-Cs) ZIFIE; (c9) O (C,-Cq) ZOAFTE; (c10) O (
C,-Cq) ZITZAFIE; (c11) nNO (C,-Cy) FIFIINAFIE
7 (c12) (C,-Cs) PIFIFFE; (c13) (C1-Cq) PILFIRAILT 4
—IVE; (c14) (C,-Cy) TIFILRIKRZILE; (c15) O (C,-Cy)
FIFILFFE; (c16) /~nO (C1-Cq) FILFILRIT 4 ZILE ; XL (¢
17) ,~nA (C,-Cyq) ZAFILRAIKZIEETRT,

ARG A2 A3id, CH, XIFBHREF=ZxrL. ATld, O, S. XIEN—
R4%&RYd (ZZTR4E. (d1) (C,-Cyg) 7IFIE; (d2) (C3:-Cy)
2oa7IFIVE; (d3) (C,-Cq) TILTZILE ; Xid (d4) (C,-Cq)
TIVEZIVE ; Z7-9), BL. ATHAN—-RADIFE. A2 ASHREKFICER
RFTCHBHHEERS, mid0, 1, XiF2%ZxL. niF1, XiF2%57
o }

THRINSBEERRILEY.

[5] R'A%N (al) (C,-Cs) ZIFILE; #RL. R2H. (b1) (C5-C 4
) oavILFILE; XL (b4) (C,-C ) FIFILFAE; #RL. RS
A (e8) /nO (C1-Cys) TILFIE ; (c9) /O (C1-Cs) ZIOAFIE
; (c12) (C1-Cs) FZIFIFFE ; XiE(c15) ,~O (C1-Cs) FIFI
FAE; 2R Y,

ARG A2, A3p, CH, XIZBHREFZxrL. AP N—R*4%ZRT (
ZZTR4E, (d1) (C-Cg) TIFILE; ZRT)e mMPO, XIF2%R
L. niZ1%R7. [4] CEBOBEERRIEEY.

[6] R'A%N (al) (C,-Cs) 7IFILE; #RL. R2H. (b1) (C5-C 4
) o7 IFILE; ZRL. R3S, (e8) /~nO (C-Cy) FILFIE;
ERY.

ARG A2, A3p, CH, XIFBHREFZxrL. A'A O, S, XIFN—R
4%RY (ZTTR4E. (d1) (C1-Cq) ZIFLE; #R7), mH 0, X
2%RL. niX1&RY. [4] KEHOBSERRILEY.
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[0006]

[0007]

[0008]

[0009]

[7]1 [1] ~ [6] OENMNIEHOBESERBRILEMXITIZDEEEE
WD ELTEET S 2/HHET2EREERREBHL

[8]1 [1] ~ [6] ORANNMIGEHDESERRILEMXITIZDREDHE
DETHEDIELIEZWNIET 5 & 2BHET2ER=RRBFIOREBAE

[9] [1] ~ [6] OANNIRBHOBEERRIEEMNIEZEDERIEDE
MEEBIRDE LTERET DI & 2R ET 2ANTERRREL ICET
%,

FEEA DR
AFEROLI/O7ILFIVE) VNEEZET 2HEEERREEMIEE DR

HIIBRE=RARRFE LTBNAEMREBTHLEITTRLS, RPEEWVWL K&

BmEY. XIEPFEFEOREDFANETFET Z2ERICHLTHIREE

5,

FAZEMRT B DDOTRE
AFEPDFHEESERRILEMXIEETDEBEDO—HKRN (1) DERICEWVWT.
(Ol &F oy VERF] 28%KL. 7vREF. BRETF. RRETF

 XIFAVERERTFETRT .

[ (C1—Coq) PILFIE] &l BIZEXAFIE, ZTFILE /LT
TOENLE, 41V TOELVE, VAL TFILE AVIFLE thHVSY
V=T FINE §—2v)—TFIE JIWTIRVFIE AYRVTFIL
B 4—2v )= RUFIE, xARVFILE, 2, 3-IXxF)7OEL
B 1-IFLTOELE 1 AFILTFIVE 2—-AFITFIVE J
WIIAFUINE, AYANFUILE, 2—-AFIILE 3-—AFVIHE 2
—AFNRYFIVE, S—AFIRVFILE 1, 1, 2—- M) XF)LT0O
EILE, 3, 3—IUXFLTFIEZOEEIIDIZHRORKERFH ~
BEDTILFIEZRT,

[ (C3—Csq) 7O7IFILE] &iF. flZIF>I7O07OELE, )
OJFILE, Y/OaxRVFIE, 7ONFUINEEDRFZRTH3I~61E
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[0010]

DEROFIVFINEZEZRL, [ (Ci—Cq) PILIFIE] &ELTE HIX
. A MFVE I RFVE AT TORFVE 1V IORFIE,
JIWINT R FOE AT —TrFIE 54— v )—T XV E
IWRIVRYFINFFVE AYRVFILFFVE §—2v ) —RVUFI
FHEVE RARVFINFFVE, 2, 3-IUAFLTOELTFIE 1
—IFNTOELNAFVE 1 —AFIVTFILAFRIE JILTILAFIIL
FHEVE AYANFIUNLTFUE T, 1, 2= NYXFLTOELTFY
EZOEHXEDIRERORREFHI ~6BOT7ILIFVEERL. T (
C,—Cq) PIITZNAFIE] ELTE FIZE. TARZNFFIE,
TTFZIFFIVE RYTFIWFAFVE AFEINAFPEFOEHENIG
DEERORFRRETH2~6EOT7IL =LA ¥ E%ERL, [ (C,—Cs
) PILEFZNAFOE] LT, BIZE TOEZLAFRCE TFZL
TXFVE RVYFINAFVE AFI U FOEZOEHEITOIRER
DRERFH2~6EDOTIF A FLEERT,

[ (C1—Co) PILFIFAE] &LTE, BIXIE XFILFAE ITF
WFAE, /WL TOELFAE 4V TOELFAE, JILTILTFIL
FAE, BHAVY)—TFNFFE 5=+ )—TFIFFE /L7
RYFIVFFE AYRVFIVFIE, §—v ) —RUFIFFE xS
RYFIFAE, 2, 3—IAFLFOELFAE, 1 -—TFIL7OELF
FE. NV AFLNTFUNFAE, JIIIAFIVILFFTE, A YAFUILTF
ZE 1, 1, 2=RMUAFILTOELFAEZOEHEIIEDIREIRD KRR
RFH1~6BOTNFINFAEEZRL, [ (C1—Cs) FIFILRILT 4
ZIVE] ELTE BIAE. AFILRLT 1 ZILE TFILAILT 1 ZILE
WL TAELZRINT a ZVE AV TREIVRNT 4 ZIVE /LT
WITFIWNANT 4 ZIWVE EhYS)—=TFILALT 1 ZIE -2+ )
—TFNRINT A ZIIE, JILRIRYFILRILT 1 ZILE A YRVYFI
AT A ZNWE =% )—RUFIZIVT 4 ZIVE, RFRVFILZI
J4ZIE, 2, 3-IUAFLTOCLILTZNE 1 -—ZFLTOE
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[0011]

WA T A ZWE 1= XAFILTFILAILT 1 ZIVE JILIILANFVILR
W74 ZIVE, AYNFIIILANTZIIVE 1, 1, 2—- M) XFIT0O
EILZNT 4« ZINEFEOEHEXEDIRERORRRFHR1 ~6EDTILFI
AT 4 ZIEZRL. T (Ci—Cq) PIFIANLKRZIE] &L TR
BIZIE, AFIZAWEZILE, TFILRAIKRZIE, /7O
RIWVE, AV TOENLNANEKRZIVE, JILIIVTFILRILEZIVE, &5
VY —=TFINAWKEZLNE, =% Y—TFILRAIVKZILE, /LTI
RYUFIAIKZIVE, A VYRVYFIRIVKRZIVE, =2+ ) —RUF)L
AWERZIVE, XAFRVFIZIEZIIE, 2, 3—IUXAFIL7OEILZI)
RINLE, 1 —IFLTAOELNRLEKEZNLVE, 1 —AFILTFILRAIKEZIL
B JIURIAFXIVIZANEKEZIVE, A IYNFVIILANEZLE, 1, 1,
2—MYAFLTOENZRINKZIINESEOEHEXIZDIRERORFRR T
~BBEDTIFINAINKZILNEETRT,
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1-1 c—Pr SCF; CH 0
1-2 c—Pr SCF; CH 1
1-3 c—Pr SCF; CH 2
1-4 c—Pr CF, CH 0
1-5 c—Pr CF, CH 1
1-6 c—Pr CF, CH 2
1-7 c—Pr CF,CF; CH 0
1-8 c—Pr CF,CF, CH 1
1-9 c—Pr CF,CF, CH 2
1-10 c—Pr SCF; N 0
1-1 c—Pr SCF; N 1
1-12 c—Pr SCF, N 2
1-13 c—Pr CF, N 0
1-14 c—Pr CF, N 1
1-15 c—Pr CF, N 2 NMR
1-16 c—Pr CF,CF, N 0 NMR
1-17 c—Pr CF,CF, N 1
1-18 c—Pr CF,CF; N 2 NMR
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1-19 SMe SCF, CH 0
1-20 SMe SCF, CH 1
1-21 SMe SCF, CH 2
1-22 SMe CF, CH 0
1-23 SMe CF, CH 1
1-24 SMe CF, CH 2
1-25 SMe CF,CF, CH 0
1-26 SMe CF,CF, CH 1
1-27 SMe CF,CF, CH 2
1-28 SMe SCF, N 0
1-29 SMe SCF, N 1
1-30 SMe SCF, N 2
1-31 SMe CF, N 0
1-32 SMe CF, N 1
1-33 SMe CF, N 2
1-34 SMe CF,CF, N 0
1-35 SMe CF,CF, N 1
1-36 SMe CF,CF, N 2
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1-37 ¢—Bu SCF, N 0
1-38 c—Bu SCF; N 1
1-39 c¢—Bu SCF; N 2
1-40 ¢—Bu CF, N 0
1-41 c¢—Bu CF, N 1
1-42 ¢—Bu CF, N 2
1-43 ¢—Pen SCF, N 0
1-44 c¢—Pen SCF, N 1
1-45 c—Pen SCF, N 2
1-46 c—Pen CF, N 0
1-47 c—Pen CF, N 1
1-48 c¢—Pen CF, N 2
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2-1 c—Pr SCF, CH 0
2-2 c—Pr SCF; CH 1
2-3 c—Pr SCF; CH 2
2-4 c—Pr CF, CH 0
2-5 c—Pr CF, CH 1
2-6 c—Pr CF, CH 2
2-17 c—Pr CF,CF, CH 0
2-8 c—Pr CF,CF, CH 1
2-9 c—Pr CF,CF, CH 2
2-10 c—Pr SCF; N 0
2-11 c—Pr SCF; N 1
2-12 c—Pr SCF; N 2
2-13 c—Pr CF, N 0
2-14 c—Pr CF; N 1
2-15 c—Pr CF, N 2 169-173
2-16 c—Pr CF,CF, N 0
2-17 c—Pr CF,CF, N 1
2-18 c—Pr CF,CF; N 2
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2-19 SMe SCF, CH 0
2-20 SMe SCF, CH 1
2-21 SMe SCF, CH 2
2-22 SMe CF, CH 0
2-23 SMe CF, CH 1
2-24 SMe CF, CH 2
2-25 SMe CF,CF, CH 0
2-26 SMe CF,CF, CH 1
2-27 SMe CF,CF, CH 2
2-28 SMe SCF, N 0
2-29 SMe SCF, N 1
2-30 SMe SCF, N 2
2-31 SMe CF, N 0
2-32 SMe CF, N 1
2-33 SMe CF, N 2
2-34 SMe CF,CF, N 0
2-35 SMe CF,CF, N 1
2-36 SMe CF,CF, N 2
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2-37 c¢—Bu SCF; N 0
2-38 c—Bu SCF; N 1
2-39 c—Bu SCF; N 2
2-40 c—Bu CF, N 0
2-41 c¢c—Bu CF, N 1
2-42 c—Bu CF, N 2
2-43 c—Pen SCF; N 0
2-44 c—Pen SCF, N 1
2-45 c—Pen SCF; N 2
2-46 c—Pen CF, N 0
2-47 c—Pen CF, N 1
2-48 c—Pen CF, N 2
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3-1 c—Pr SCF; CH 0

3-2 ¢c—Pr SCF, CH 1

3-3 c—Pr SCF; CH 2

3-4 c—Pr CF, CH 0

3-5 c—Pr CF, CH 1

3-6 c—Pr CF; CH 2

3-7 c—Pr CF,CF, CH 0

3-8 c—Pr CF,CF, CH 1

3-9 c—Pr CF,CF, CH 2

3-10 c—Pr SCF, N 0

3-11 c—Pr SCF, N 1

3-12 c—Pr SCF, N 2

3-13 c—Pr CF, N 0 NMR
3-14 c—Pr CF, N 1

3-15 c—Pr CF, N 2 140-141
3-16 c—Pr CF,CF, N 0

3-17 c—Pr CF,CF, N 1

3-18 c—Pr CF,CF, N 2
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3-19 SMe SCF, CH 0
3-20 SMe SCF, CH 1
3-21 SMe SCF, CH 2
3-22 SMe CF, CH 0
3-23 SMe CF, CH 1
3-24 SMe CF, CH 2
3-25 SMe CF,CF, CH 0
3-26 SMe CF,CF, CH 1
3-27 SMe CF,CF, CH 2
3-28 SMe SCF, N 0
3-29 SMe SCF, N 1
3-30 SMe SCF, N 2
3-31 SMe CF, N 0
3-32 SMe CF, N 1
3-33 SMe CF, N 2
3-34 SMe CF,CF, N 0
3-35 SMe CF,CF, N 1
3-36 SMe CF,CF, N 2
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3-37 ¢—Bu SCF, N 0
3-38 c¢—Bu SCF; N 1
3-39 c—Bu SCF, N 2
3-40 ¢—Bu CF, N 0
3-41 c¢—Bu CF, N 1
3-42 ¢—Bu CF, N 2
3-43 c—Pen SCF, N 0
3-44 c—Pen SCF, N 1
3-45 c¢—Pen SCF, N 2
3-46 c—Pen CF, N 0
3-47 c—Pen CF, N 1
3-48 ¢—Pen CF, N 2
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4-1 ¢c—Pr SCF, CH 0
4-2 c—FPr SCF, CH

4-3 c—Pr SCF, CH 2
4-4 c—Pr CF; CH 0
4-5 c—Pr CF, CH 1
4-6 c—Pr CF, CH 2
4-7 c—Pr CF,CF; CH 0
4-8 c—Pr CF,CF, CH 1
4-9 ¢—Pr CF,CF; CH 2
4-10 c—Pr SCF, N 0
4-11 ¢c—Pr SCF; N 1
4-12 c—Pr SCF, N 2
4-13 c—Pr CF, N 0
4-14 c—Pr CF, N 1
4-15 c—Pr CF, N 2
4-16 ¢c—Pr CF,CF; N 0
4-17 c—Pr CF,CF; N 1
4-18 c—Pr CF,CF, N 2
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4-19 SMe SCF, CH 0
4-20 SMe SCF, CH 1
4-21 SMe SCF, CH 2
4-22 SMe CF, CH 0
4-23 SMe CF, CH 1
4-24 SMe CF, CH 2
4-25 SMe CF,CF, CH 0
4-26 SMe CF,CF, CH 1
4-27 SMe CF,CF, CH 2
4-28 SMe SCF, N 0
4-29 SMe SCF, N 1
4-30 SMe SCF, N 2
4-31 SMe CF, N 0
4-32 SMe CF, N 1
4-33 SMe CF, N 2
4-34 SMe CF,CF, N 0
4-35 SMe CF,CF, N 1
4-36 SMe CF,CF, N 2
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4-37 c¢—Bu SCF, N 0
4-38 c—Bu SCF, N 1
4-39 c¢—Bu SCF, N 2
4-40 c¢—Bu CF, N 0
4-41 ¢—Bu CF, N 1
4-42 c¢—Bu CF, N 2
4-43 ¢—Pen SCF, N 0
4-44 ¢—Pen SCF, N 1
4-45 ¢—Pen SCF, N 2
4-46 ¢—Pen CF, N 0
4-47 c—Pen CF; N 1
4-48 c¢—Pen CF, N 2
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5-1 c—Pr SCF, CH 0
5-2 c—Pr SCF; CH 1
5-3 c—Pr SCF; CH 2
5-4 c—Pr CF, CH 0
5-5 c—Pr CF, CH 1
5-6 c—Pr CF, CH 2
5-7 c—Pr CF,CF, CH 0
5-8 c—Pr CF,CF, CH 1
5-9 c—Pr CF,CF; CH 2
5-10 c—Pr SCF; N 0
5-11 c—Pr SCF; N 1
5-12 c—Pr SCF, N 2
5-13 c—Pr CF, N 0 177-178
5-14 c—Pr CF, N 1
5-15 c—Pr CF, N 2 140-141
5-16 c—Pr CF,CF, N 0
5-17 c—Pr CF,CF, N 1
5-18 c—Pr CF,CF, N 2
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5-19 SMe SCF, CH 0
5-20 SMe SCF, CH 1
5-21 SMe SCF, CH 2
5-22 SMe CF, CH 0
5-23 SMe CF, CH 1
5-24 SMe CF, CH 2
5-25 SMe CF,CF, CH 0
5-26 SMe CF,CF, CH 1
5-27 SMe CF,CF, CH 2
5-28 SMe SCF, N 0
5-29 SMe SCF, N 1
5-30 SMe SCF, N 2
5-31 SMe CF, N 0
5-32 SMe CF, N 1
5-33 SMe CF, N 2
5-34 SMe CF,CF, N 0
5-35 SMe CF,CF, N 1
5-36 SMe CF,CF, N 2

[0091]




WO 2016/121997 42 PCT/JP2016/052841

[#15]

55 /e =
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5-37 ¢—Bu SCF, N 0
5-38 c¢—Bu SCF, N 1
5-39 c¢—Bu SCF, N 2
5-40 c¢—Bu CF, N 0
5-41 ¢—Bu CF, N 1
5-42 c¢—Bu CF, N 2
5-43 c¢—Pen SCF, N 0
5-44 ¢—Pen SCF, N 1
5-45 c¢—Pen SCF, N 2
5-46 ¢—Pen CF, N 0
5-47 c¢—Pen CF, N 1
5-48 ¢—Pen CF, N 2
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6-1 c—Pr SCF; CH 0
6-2 c—Pr SCF; CH 1
6-3 c—Pr SCF; CH 2
6-4 c—Pr CF, CH 0
6-5 c—Pr CF, CH 1
66 c—Pr CF, CH 2
6-7 c—Pr CF,CF; CH 0
6-8 c—Pr CF,CF, CH 1
6-9 c—Pr CF,CF, CH 2
6-10 c—Pr SCF; N 0
6-11 c—Pr SCF; N 1
6-12 c—Pr SCF;, N 2
6-13 c—Pr CF, N 0
6-14 c—Pr CF; N 1
6-15 c—Pr CF, N 2
6-16 c—Pr CF,CF; N 0
6-17 c—Pr CF,CF; N 1
6-18 c—Pr CF,CF, N 2
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6-19 SMe SCF, CH 0
6-20 SMe SCF, CH 1
6-21 SMe SCF, CH 2
6-22 SMe CF, CH 0
6-23 SMe CF, CH 1
6-24 SMe CF, CH 2
6-25 SMe CF,CF, CH 0
6-26 SMe CF,CF, CH 1
6-27 SMe CF,CF, CH 2
6-28 SMe SCF, N 0
6-29 SMe SCF, N 1
6-30 SMe SCF, N 2
6-31 SMe CF, N 0
6-32 SMe CF, N 1
6-33 SMe CF, N 2
6-34 SMe CF,CF, N 0
6-35 SMe CF,CF, N 1
6-36 SMe CF,CF, N 2
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6-37 c¢—Bu SCF, N 0
6-38 ¢—Bu SCF, N 1
6-39 c¢—Bu SCF, N 2
6-40 c¢—Bu CF, N 0
6-41 c¢—Bu CF, N 1
6-42 c¢—Bu CF, N 2
6-43 c¢—Pen SCF, N 0
6-44 c¢—Pen SCF, N 1
6-45 c—Pen SCF, N 2
6—-46 c—Pen CF, N 0
6-47 c—Pen CF, N 1
6-48 c¢—Pen CF, N 2
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7-1 c—Pr SCF; CH 0

7-2 c—Pr SCF; CH 1

7-3 c—Pr SCF; CH 2

7-4 c—Pr CF, CH 0

7-5 c—Pr CF, CH 1

7-6 c—Pr CF, CH 2

7-7 c—Pr CF,CF, CH 0

7-8 c—Pr CF,CF, CH 1

7-9 c—Pr CF,CF, CH 2

7-10 c—Pr SCF; N 0

7-11 c—Pr SCF; N 1

7-12 c—Pr SCF; N 2

7-13 c—Pr CF, N 0 NMR
7-14 c—Pr CF, N 1 192-193
7-15 c—Pr CF, N 2 88-90
7-16 c—Pr CF,CF; N 0

7-17 c—Pr CF,CF, N 1

7-18 c—Pr CF,CF, N 2
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7-19 SMe SCF, CH 0
7-20 SMe SCF, CH 1
7-21 SMe SCF, CH 2
7-22 SMe CF, CH 0
7-23 SMe CF, CH 1
7-24 SMe CF, CH 2
7-25 SMe CF,CF, CH 0
7-26 SMe CF,CF, CH 1
7-217 SMe CF,CF, CH 2
7-28 SMe SCF, N 0
7-29 SMe SCF, N 1
7-30 SMe SCF, N 2
7-31 SMe CF, N 0
7-32 SMe CF, N 1
7-33 SMe CF, N 2
7-34 SMe CF,CF, N 0
7-35 SMe CF,CF, N 1
7-36 SMe CF,CF, N 2
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8-1 c—Pr SCF; CH 0
8-2 c—Pr SCF; CH 1
8-3 c—Pr SCF; CH 2
8-4 c—Pr CF, CH 0
8-5 c—Pr CF, CH 1
8-6 c—Pr CF; CH 2
8-7 c—Pr CF,CF, CH 0
8-8 c—Pr CF,CF; CH 1
8-9 c—Pr CF,CF; CH 2
8-10 c—Pr SCF; N 0 128.6-133.6
8-11 c—Pr SCF; N 1
8-12 c—Pr SCF; N 2 118.4-121.4
8-13 ¢—Pr CF, N 0
8-14 c—Pr CF, N 1
8-15 c—Pr CF, N 2 NMR
8-16 c—Pr CF,CF, N 0 135.7-137.0
8-17 c—Pr CF,CF, N 1
8-18 c—Pr CF,CF; N 2 131.4-132.6
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8-19 SMe SCF, CH 0
8-20 SMe SCF, CH 1
8-21 SMe SCF, CH 2
8-22 SMe CF, CH 0
8-23 SMe CF, CH 1
8-24 SMe CF, CH 2
8-25 SMe CF,CF, CH 0
8-26 SMe CF,CF, CH 1
8-27 SMe CF,CF, CH 2
8-28 SMe SCF, N 0
8-29 SMe SCF, N 1
8-30 SMe SCF, N 2
8-31 SMe CF, N 0
8-32 SMe CF, N 1
8-33 SMe CF, N 2
8-34 SMe CF,CF, N 0
8-35 SMe CF,CF, N 1
8-36 SMe CF,CF, N 2
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tEMES R? R’ A m YrttiE
8-37 ¢—Bu SCF, N 0
8-38 c¢—Bu SCF, N 1
8-39 c—Bu SCF, N 2
8-40 c¢—Bu CF, N 0
8-41 ¢—Bu CF, N 1
8-42 c—Bu CF, N 2
8-43 c—Pen SCF, N 0
8-44 c—Pen SCF, N 1
8-45 c—Pen SCF, N 2
8-46 c—Pen CF, N 0
8-47 ¢—Pen CF, N 1
8-48 c¢—Pen CF, N 2

[0103] [1517]
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9-1 c—Pr SCF; CH 0

9-2 c—Pr SCF, CH 1

9-3 c—Pr SCF; CH 2

9-4 c—Pr CF, CH 0

9-5 c—Pr CF, CH 1

9-6 c—Pr CF, CH 2

9-7 c—Pr CF,CF; CH 0

9-8 c—Pr CF,CF; CH 1

9-9 c—Pr CF,CF; CH 2
9-10 c—Pr SCF; N 0 148-149
9-11 c—Pr SCF; N 1
9-12 c—Pr SCF; N 2 198-199
9-13 c—Pr CF, N 0
9-14 c—Pr CF, N 1
9-15 c—Pr CF, N 2
9-16 c—Pr CF,CF, N 0
9-17 c—Pr CF,CF; N 1
9-18 c—Pr CF,CF; N 2

[0105]
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9-19 SMe SCF, CH 0
9-20 SMe SCF, CH 1
9-21 SMe SCF, CH 2
9-22 SMe CF, CH 0
9-23 SMe CF, CH 1
9-24 SMe CF, CH 2
9-25 SMe CF,CF, CH 0
9-26 SMe CF,CF, CH 1
9-27 SMe CF,CF, CH 2
9-28 SMe SCF, N 0
9-29 SMe SCF, N 1
9-30 SMe SCF, N 2
9-31 SMe CF, N 0
9-32 SMe CF, N 1
9-33 SMe CF, N 2
9-34 SMe CF,CF, N 0
9-35 SMe CF,CF, N 1
9-36 SMe CF,CF, N 2

[0106]
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tahE "H-NMR 7—4%

115 8.74(d, 2H), 8.28(d, 1H), 8.07(d,1H), 3.85(s, 3H), 3.79(dd, 2H), 2.17-2.09(m, 1H),
1.34(t, 3H), 1.31-1.24(m, 2H), 0.98-0.94(m, 2H)

I—16 8.65(d, 1H), 8.35(d, 1H), 8.28(d,1H), 7.40(d, 1H), 4.02(s, 3H), 2.95(dd, 2H),
2.02-1.97(m, 1H), 1.31(, 3H), 1.18-1.13(m, 2H), 0.92-0.85(m, 2H)

i18 8.74(d, 1H), 8.69(d, 1H), 8.26(d,1H), 8.07(d, 1H), 3.85(s, 3H), 3.80(dd, 2H),
2.17-2.09(m, 1H), 1.35(t, 3H), 1.31-1.25(m, 2H), 0.99-0.94(m, 2H)
8.71-8.72 (d,1H), 8.42-8.43(d,1H), 8.34-8.35 (d,1H), 7.37-7.38 (d,1H),

3-13 3.04-3.06(q,2H), 1.98-2.05 (m,1H), 1.44-1.47 (£,3H), 1.18-1.21 (m.2H), 0.88-0.90
(m,2H)
8.26-8.27 (d,1H), 8.16 (s,1H), 7.59-7.60 (dd,1H), 7.48-7.50 (d,1H), 7.37-7.38 (d,1H),

7-13 3.90 (s,3H), 2.89-2.94 (q,2H), 1.95-.2.02 (m,1H), 1.29-1.33 (d,3H), 1.11-1.17 (m,2H),
0.82-0.86 (m,2H)

615 8.76(d, 1H), 8.12 (m, 2H), 7.78-7.73 (m, 2H), 4.01 (g, 2H), 2.16—2.09 (m, 1H), 1.42
(t, 3H), 1.31-1.25 (m, 2H), 0.99-0.96 (m, 2H)

11 8.87 (brs, 1H), 8.76 (brs, 1H), 8.47 (brs, 1H), 8.35 (brs, 1H), 3.83-3.71 (brm, 5H),
1.77 (brs, 2H), 1.27-1.11 (brm, 5H),

[0107] [{&18]
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LteEYES R? R% R’ |m| ¥pi%iE
11-1  |CO,H H CF, | 2] NMR
11-2  [CO,Me H CF; |1 2| 166-167
11-3  |CO,i-Pr H CF; | 2[131-133
11-4  [CO,CH,CF, H CF, |2
11-5 CO,CH,c—Pr H CF, | 2
11-6  |CONH, H CF; | 2|215-218
11-7  |CONHMe H CF; |2
11-8  |CONHi-Pr H CF; |2
11-9 CONHc-Pr H CFy ]2
11-10  |CONHCH,CF, H CF; | 2|192-194
11-11  [CONHCH,c-Pr H CFy |2
11-12  [CONMe, H CF, | 2
11-13  |CN H CFs;12|176-177
11-14 [CHO H CF, | 2] 80-82
11-15 |C(=0)Me H CF3 12
11-16 |CH,OH H CFy | 2| 92-94
11-17  [CH,OMe H CF, | 2
11-18  |[CH,0i-Pr H CF, |2
11-19  |CH,OCH,CF, H CF, |2
11-20 [CH,OCH,c-Pr H CF, | 2
11-21  |CH,0C(=0)Me H CF, | 2
11-22 |CH,OC(=0)i-Pr H CF, |2
11-23  |CH,0C(=0)c—Pr H CF, | 2
11-24 |CH,0C(=0)OMe H CF, |2
11-25 |CH,O0C(=O)NHMe |H CF, | 2
11-26 |CH,OC(=0)NMe, |H CF, | 2
11-27 [CH,CN H CF; | 2| 82-83
11-28 [CH,NH, H CFy |2
11-29  [CH,NHMe H CF; | 2
11-30  [CH,NHi-Pr H CF; |2
11-31  |CH,NHc-Pr H CF, | 2
11-32  [CH,NHCH,CF, H CF, |2
11-33  [CH,NHCH,c-Pr H CF, | 2
11-34 |[CH,NMe, H CF, | 2
11-35 |CH,NHAc H CF; | 2
11-36  |CH,N(Ac)Me H CF; |2
11-37  |[CH,N(Ac)i-Pr H CF, |2
11-38  [CH,N(Ac)c-Pr H CF, | 2
11-39  |CH,N(Ac)CH,CF, |H CF, | 2
11-40 |CH,N(AC)CH,c-Pr |H CF, | 2
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LEhES R? R R |m| ®tiE |
11-41  |CH,NHCOOMe H CF, |2 ]
11-42  |CH,NHCOOt-Bu H CF; | 2
11-43  |CH,N(Me)CO,Me H CFy | 2
11-44 |CH,N(Me)COOt-Bu |H CF, |2
11-45 |[CH,NHCONHMe H CFy |2
11-46 |CH,N(Me)CONHMe |H CF, |2
11-47 |CH,SMe H CF, |2
11-48 |CH,SOMe H CF, | 2
11-49  [CH,SO,Me H CF; |2
11-50 |CH=NOH H CF3 ] 2]194-195
11-51  [CH=NOMe H CF, |2
11-52  |CH=NOi-Pr H CF,; | 2
11-53  |CH=NOCH,CF, H CFy | 2| 82-83
11-54 |CH=NOCH,c-Pr H CF, |2
11-55 |C(Me)=NOH H CF, |2
11-56 |C(Me)=NOMe H CF, |2
11-57  |C(Me)=NOi~-Pr H CF, | 2
11-58 |C(Me)=NOCH,CF; [H CF; | 2
11-59 |C(Me)=NOCH,c-Pr |H CF; |2
11-60 |[NH, H CF, | 2] 83-86
11-61  |NHMe H GF; | 2
11-62  |NHi-Pr H CF, |2
11-63  |NHCH,CF, H CF, |2
11-64 |NHCH,c-Pr H CF, |2
11-65 NMe, H CF, ] 2
11-66  |N(Me)CH,CF, H CF, |2
11-67  |N(Me)CH,c—Pr H CF; |2
11-68 INHAc H CF; | 2] 240-241
11-69  |[N(Ac)Me H CF; | 2
11-70  [N(Ac)i-Pr H CF, | 2
11-71  |N(Ac)CH,CF, H CF, |2
11-72  [N(Ac)CH,c-Pr H CF, | 2
11-73  |NHCOOMe H CFy | 2] 101-102
11-74  [N(COOMe)Me H CF, |2
11-75  |[N(COOMe)i-Pr H CF, | 2
11-76 |[N(COOMe)CH,CF, |H CF, |2
11-77  |N(COOMe)CH,c-Pr [H CFy |2
11-78 |NHCONMe, H CF, |2
11-79  |N(CONMe,Me H CF; |2
11-80 [CH,CI H CF; | 2]158-159
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[0110] [3=29]

LtEYMES R? R?2 R® Im| HitE
11-81 |H CO,H CF; | 2(190-192
11-82 H CO,Me CF; | 2|164-165
11-83 |H CO,i-Pr CF; |2
11-84 |H CO,CH,CF, CF; | 2
11-85 |H CO,CH,c-Pr CF, | 2
11-86 |H CONH, CF; | 2|160-164
11-87 |H CONHMe CF; |2
11-88 |H CONHi-Pr CF; |2
11-89 |H CONHc-Pr CF; |2
11-90 [H CONHCH,CF, CF; | 2
11-91  |H CONHCH,c—Pr CF; | 2
11-92 |H CONMe, CF; |2
11-93 |H CN CFy 12 70-72
11-94 |H CHO CF; | 2| 50-52
11-95 |H C(=0)Me CF; | 2
11-96 |H CH,0OH CF; | 2] 77-80
11-97 |[H CH,0Me CF; | 2
11-98 |H CH,0i-Pr CF; |2
11-99 |H CH,0CH,CF, CF; |2
11-100 |H CH,OCH,c-Pr CF, | 2
11-101 |H CH,0C(=0)Me CF, | 2
11-102 |{H CH,0C(=0)i-Pr CF; | 2
11-103 |H CH,0C(=0)c-Pr CF; |2
11-104 |H CH,0C(=0)OMe CF; | 2
11-105 |H CH,0C(=0)NHMe CF; | 2
11-106 |H CH,0C(=0)NMe, CF; |2
11-107 (H CH,CN CF; |2
11-108 |H CH;NH, CF, |2
11-109 |H CH,NHMe CF; |2
11-110 [H CH,;NHi-Pr CF, |2
11-111  |H CH,;NHc-Pr CF; |2
11-112 |H CH,;NHCH,CF, CF, |2
11-113 |H CH,;NHCHc~-Pr CF; |2
11-114 |H CH,;NMe, CFy |2
11-115 |H CH,NHAc CF, |2
11-116 |H CH;N(Ac)Me CF; |2
11-117 |H CH,N(Ac)i-Pr CF; |2
11-118 |[H CH,N(Ac)c—Pr CF; |2
11-119 |H CH,N(Ac)CH,CF, CF; |2
11-120 |H CH,;N(Ac)CH,c—Pr CF; |2
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t&hE R?' R R® |m| ¥tk(E
11-121 |[H CH,NHCOOMe CF; | 2
11-122 |H CH,NHCOOt-Bu CF, | 2
11-123 [H CH,N(Me)CO,Me CF, | 2
11-124 |H CH,N(Me)COOt-Bu | CF; | 2
11-125 |H CH,NHCONHMe CF, | 2
11-126 |H CH,N(Me)CONHMe | CF, | 2
11-127 [H CH,SMe CF, |2
11-128 |H CH,SOMe CF, | 2
11-129 |H CH,SO,Me CF, | 2
11-130 |H CH=NOH CF, | 2
11-131 |H CH=NOMe CF; | 2| 50-51
11-132 |H CH=NOi-Pr CF, | 2
11-133 |H CH=NOCH,CF, CF; | 2
11-134 |H CH=NOCH,c-Pr CF, | 2
11-135 [H C(Me)=NOH CF, | 2
11-136  |H C(Me)=NOMe CF, | 2
11-137 [H C(Me)=NOi-Pr CF, | 2
11-138 |H C(Me)=NOCH,CF, | CF, |2
11-139 |H C(Me)=NOCH,c-Pr | CF; | 2
11-140 [H NH, CF, | 2| 54-55
11-141 |H NHMe CF, | 2| 68-70
11-142 [H NHi-Pr CF; |2
11-143 |H NHCH,CF, CF, | 2
11-144 [H NHCH,c-Pr CF, | 2
11-145 |H NMe, CF, | 2
11-146 |H N(Me)CH,CF, CF, |2
11-147 H N(Me)CH,c—Pr CF, | 2
11-148 |H NHAc CF; | 2| 72-74
11-149 |H N(Ac)Me CF, | 2
11-150 |H N(Ac)i-Pr CF, | 2
11-151 |H N(Ac)CH,CF, CF, | 2
11-152  [H N(Ac)CH,c-Pr CF, |2
11-153 |H NHCOOMe CF,y | 2
11-154 |H N(COOMe)Me CF; | 2
11-155 |H N(COOMe)i-Pr CF, | 2
11-156 |H N(COOMe)CH,CF, | CF, |2
11-157 |H N(COOMe)CH,c—Pr | CF; | 2
11-158 [H NHCONMe, CF; |2
11-159 [H N(CONMe,)Me CF; |2
11-160 [H CH,CI CF, | 2
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L&EHES R% R R |m| PpitiE
11-161 |CO,H H SCF,;| 2
11-162 |CO,Me H SCF;| 2
11-163 |CO,i-Pr H SCF,| 2
11-164 |CO,CH,CF, H SCF,| 2
11-165 |[CO,CH,c—Pr H SCF,| 2
11-166 |CONH, H SCF,| 2
11-167 |CONHMe H SCF,| 2
11-168 |CONHi~-Pr H SCF,| 2
11-169 |CONHc-Pr H SCF,| 2
11-170 |CONHCH,CF, H SCF,| 2
11-171  |CONHCH,c-Pr H SCF,| 2
11-172 |CONMe, H SCF,| 2
11-173 |CN H SCF,| 2
11-174 |CHO H SCF;| 2
11-175 |C(=O)Me H SCF,| 2
11-176 |CH,OH H SCF,| 2
11-177 |CH,0OMe H SCF,| 2
11-178 |CH,0i-Pr H SCF;| 2
11-179 |CH,OCH,CF, H SCF,| 2
11-180 |CH,0CH,c—Pr H SCF,| 2
11-181 |CH,0C(=0)Me H SCF;| 2
11-182 |CH,0C(=0)i-Pr H SCF,| 2
11-183 |CH,0C(=0)c-Pr H SCF,| 2
11-184 |CH,0C(=0)OMe H SCF;| 2
11-185 |CH,O0C(=O)NHMe |H SCF,| 2
11-186 |CH,0C(=0)NMe, H SCF,| 2
11-187 [CH,CN H SCF;| 2
11-188 |CH,NH, H SCF;| 2
11-189 |CH,NHMe H SCF,| 2
11-190 |CH,NHi-Pr H SCF,| 2
11-191  |CH,NHc—Pr H SCF;| 2
11-192 |CH,NHCH,CF, H SCF,| 2
11-193 |CH,NHCH,c-Pr H SCF;| 2
11-194 |CH,NMe, H SCF,| 2
11-195 |CH,NHAc H SCF,| 2
11-196 [CH,N(Ac)Me H SCF;| 2
11-197 |CH,N(Ac)i-Pr H SCF,| 2
11-198 |CH,N(Ac)c—Pr H SCF,| 2
11-199 |CH,N(Ac)CH,CF; |H SCF,;| 2
11-200 |CH,N(Ac)CH,c-Pr |H SCF;| 2




WO 2016/121997 59 PCT/JP2016/052841

[0113] [%32]
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11-201 |CH,NHCOOMe H SCF,] 2
11-202 |CH,NHCOOt-Bu H SCF,| 2
11-203 |CH,N(Me)CO,Me  [H SCF,| 2
11-204 |CH,N(Me)COOt-Bu |H SCF,]| 2
11-205 |CH,NHCONHMe H SCF,]| 2
11-206 |CH,N(Me)CONHMe |[H SCF,]| 2
11-207 |CH,SMe H SCF,| 2
11-208 |CH,SOMe H SCF,| 2
11-209 |CH,SO,Me H SCF;| 2
11-210 |CH=NOH H SCF,| 2
11-211  |CH=NOMe H SCF,| 2
11-212  |CH=NOi-Pr H SCF,| 2
11-213 |CH=NOCH,CF, H SCF,| 2
11-214 |CH=NOCH,c-Pr H SCF;] 2
11-215  |C(Me)=NOH H SCF,| 2
11-216  |C(Me)=NOMe H SCF3| 2
11-217  |C(Me)=NOi-Pr H SCF;| 2
11-218 |C(Me)=NOCH,CF, |[H SCF;]| 2
11-219 |C(Me)=NOCH,c-Pr [H SCF,]| 2
11-220 |NH, H SCF;]| 2
11-221  |NHMe H SCF,]| 2
11-222  |NHi-Pr H SCF,| 2
11-223 |NHCH,CF, H SCF,| 2
11-224 |NHCH,c—Pr H SCF,| 2
11-225 |NMe, H SCF;| 2
11-226 |N(Me)CH,CF, H SCF,]| 2
11-227 |N(Me)CH,c-Pr H SCF,| 2
11-228 |NHAc H SCF,| 2
11-229  |[N(Ac)Me H SCF,| 2
11-230  |N(Ac)i-Pr H SCF,]| 2
11-231  |N(Ac)CH,CF, H SCF,| 2
11-232  |N(Ac)CH,c-Pr H SCF,| 2
11-233 |NHCOOMe H SCF,| 2
11-234 |N(COOMe)Me H SCF3| 2
11-235 [N(COOMe)i-Pr H SCF,| 2
11-236 |N(COOMe)CH,CF, |H SCF,] 2
11-237 |[N(COOMe)CH,c-Pr |H SCF,| 2
11-238 |NHCONMe, H SCF,| 2
11-239 |N(CONMe,)Me H SCF;| 2

H 2

11-240 |CH,CI SCF,
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tEMES R? R R Im| ¥tk
11-241 |{H CO,H SCF,| 2
11-242 |H CO,Me SCF,| 2
11-243 [H CO,i-Pr SCF;| 2
11-244 |H CO,CH,CF, SCF,| 2
11-245 |H CO,CH,o—Pr SCF,| 2
11-246 [H CONH, SCF,| 2
11-247 |H CONHMe SCF,| 2
11-248 [H CONHi-Pr SCF,| 2
11-249 [H CONHc-Pr SCF,]| 2
11-250 |H CONHCH,CF, SCF,| 2
11-251 |H CONHCH,co—Pr SCF, | 2
11-252 {H CONMe, SCF;| 2
11-253 |H CN SCF, | 2
11-254 |{H CHO SCF;| 2
11-255 |H C(=0)Me SCF, | 2
11-256 {H CH,0H SCF,4| 2
11-257 |H CH,0OMe SCF;| 2
11-258 {H CH,0i-Pr SCF4| 2
11-259 |H CH,OCH,CF, SCF,| 2
11-260 |H CH,OCH,o-Pr SCF,| 2
11-261 |H CH,0C(=0)Me SCF4| 2
11-262 {H CH,0C(=0)i-Pr SCF;| 2
11-263 [H CH,0C(=0)c-Pr SCF;| 2
11-264 |{H CH,0C(=0)OMe SCF,| 2
11-265 {H CH,0C(=0O)NHMe SCF;| 2
11-266 {H CH,0C(=0)NMe, SCF,| 2
11-267 |H CH,CN SCF,| 2
11-268 |H CH,;NH, SCF;| 2
11-269 {H CH,;NHMe SCF,| 2
11-270 {H CH,;NHi-Pr SCF,| 2
11-271 H CH,NHc-Pr SCF,| 2
11-272 |H CH,NHCH,CF, SCF,| 2
11-273 {H CH,;NHCH,c-Pr SCF,]| 2
11-274 |H CH,NMe, SCF,| 2
11-275 {H CH;NHAC SCF;| 2
11-276 {H CH;N(Ac)Me SCF;| 2
11-277 |H CH,N(Ac)i-Pr SCF;| 2
11-278 |H CH,N(Ac)c—Pr SCF;| 2
11-279 |H CH,N(AC)CH,CF, | SCF,| 2
11-280 |[H CH,N(Ac)CH,c-Pr | SCF;] 2
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11-281 [H CH,NHCOOMe SCF,]| 2
11-282 |H CH,NHCOOt-Bu SCF,| 2
11-283 [H CH,N(Me)CO,Me SCF,| 2
11-284 |H CH,N(Me)COOt-Bu | SCF,| 2
11-285 |[H CH,NHCONHMe SCF,| 2
11-286 |H CH,N(Me)CONHMe | SCF,| 2
11-287 |H CH,SMe SCF,| 2
11-288 |H CH,SOMe SCF,| 2
11-289 |H CH,SO,Me SCF,| 2
11-290 [H CH=NOH SCF,]| 2
11-291 |H CH=NOMe SCF,| 2
11-292 [H CH=NOi-Pr SCF,| 2
11-293 [H CH=NOCH,CF, SCF,| 2
11-294 |[H CH=NOCH,c—Pr SCF,| 2
11-295 [H C(Me)=NOH SCF,| 2
11-296 [H C(Me)=NOMe SCF,;| 2
11-297 |H C(Me)=NOi-Pr SCF,]| 2
11-298 [H C(Me)=NOCH,CF, |SCF,| 2
11-299 |H C(Me)=NOCH,c-Pr |SCF,| 2
11-300 |H NH, SCF,| 2
11-301 [H NHMe SCF,| 2
11-302 |H NHi-Pr SCF,| 2
11-303 [H NHCH,CF, SCF,| 2
11-304 |H NHCH,c-Pr SCF,| 2
11-305 |H NMe, SCF,| 2
11-306 [H N(Me)CH,CF, SCF,| 2
11-307 [H N(Me)CH,c—Pr SCF,| 2
11-308 |H NHAC SCF,]| 2
11-309 [H N(Ac)Me SCF,| 2
11-310 [H N(Ac)i-Pr SCF;| 2
11-311 |H N(Ac)CH,CF, SCF,| 2
11-312 [H N(Ac)CH,c-Pr SCF,| 2
11-313 [H NHCOOMe SCF,| 2
11-314 |H N(COOMe)Me SCF,]| 2
11-315 [H N(COOMe)i-Pr SCF,| 2
11-316 |H N(COOMe)CH,CF, |SCF,| 2
11-317 |H N(COOMe)CH,c-Pr | SCF,| 2
11-318 |H NHCONMe, SCF,| 2
11-319 [H N(CONMe,)Me SCF,]| 2
11-320 |H CH,CI SCF,| 2
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12-1 CO,H H CF; | 2 [217-221
12-2 CO,Me H CF3 | 2 |172-174
12-3 CO,i-Pr H CF; |2
12-4 CO,CH,CF; H CF; | 2
12-5 CO,CH,c-Pr H CF; | 2
12-6 CONH, H CF; | 2 [207-211
12-7 CONHMe H CF; | 2
12-8 CONHi-Pr H CF; | 2
12-9 CONHc-Pr H CF; | 2
12-10 CONHCH,CF;, H CF; | 2
12-11 CONHCH,c-Pr H CF,; | 2
19-12 CONMe, H CF, | 2
12-13 CN H CF; | 2 {196-200
12-14 CHO H CF; |2
12-15 C(=0)Me H CFy |2
12-16 CH,OH H CFs | 2
12-17 CH,OMe H CFs | 2
12-18 CH,0i-Pr H CF; |2
12-19 CH,0CH,CF, H CF; | 2
12-20 CH,0CH,c-Pr H CF, |2
12-21 CH,0C(=0O)Me H CF; | 2
12-22 CH,O0C(=0)i-Pr H CF; |2
12-23 CH,0C(=0)c-Pr H CF; | 2
12-24 CH,OC(=0)OMe H CF; | 2
12-25 CH,0C(=O)NHMe  [H CF, | 2
12-26 CH,0C(=0)NMe, H CF; | 2
12-27 CH,CN H CFy |2
12-28 CH,NH, H CF; | 2
12-29 CH,NHMe H CF; |2
12-30 CH,;NHi—-Pr H CF, |2
12-31 CH,;NHc~-Pr H CF; | 2
12-32 CH,NHCH,CF, H CF; | 2
12-33 CH,NHCH,c~Pr H CF; | 2
12-34 CH,NMe, H CF; |2
12-35 CH,NHAc H CF; | 2
12-36 CH,N(Ac)Me H CF, |2
12-37 CH,N(Ac)i-Pr H CF; | 2
12-38 CH,N(Ac)c-Pr H CF; | 2
12-39 CH,N(Ac)CH,CF;  |H CF; |2
12-40 CH,N(Ac)CH,c-Pr |H CF; |2
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12-41 CH,NHCOOMe H CF, | 2
12-42 CH,NHCOOt-Bu H CF; [ 2
12-43 CH,N(Me)CO,Me H CF; | 2
12-44 CH,N(Me)COOt-Bu |H CF; |2
12-45 CH,NHCONHMe H CF; | 2
12-46 CH,N(Me)CONHMe |H CF; |2
12-47 CH,SMe H CF; | 2
12-48 CH,SOMe H CF; | 2
12-49 CH,SO,;Me H CF, |2
12-50 CH=NOH H CFy |2
12-51 CH=NOMe H CF; |2
12-52 CH=NOi-Pr H CF, |2
12-53 CH=NOCH,CF, H CF, |2
12-54 CH=NOCH,c-Pr H CF; |2
12-55 C(Me)=NOH H CF; |2
12-56 C(Me)=NOMe H CF, |2
12-57 C(Me)=NOi-Pr H CF; |2
12-58 C(Me)=NOCH,CF; |H CF, |2
12-59 C(Me)=NOCH,c-Pr |H CF, |2
12-60 NH, H CF; | 2
12-61 NHMe H CF; |2
12-62 NHi-Pr H CF; | 2
19-63 NHCH,CF, H CF; |2
12-64 NHCH,c-Pr H CF; |2
12-65 NMe, H CF; | 2
12-66 N(Me)CH,CF, H CF, |2
12-67 N(Me)CH,c-Pr H CFy |2
12-68 NHAc H CF, |2
12-69 N(Ac)Me H CF; |2
12-70 N(Ac)i-Pr H CF; | 2
12-71 N(Ac)CH,CF, H CF; | 2
12-72 N(Ac)CH,c—Pr H CF, |2
12-73 NHCOOMe H CF; |2
12-74 N(COOMe)Me H CF, |2
12-75 N(COOMe)i-Pr H CF; |2
12-76 N(COOMe)CH,CF; |H CF; | 2
12-77 N(COOMe)CH,c—Pr |H CF, | 2
12-78 NHCONMe, H CF; |2
12-79 N(CONMe,)Me H CF, | 2
12-80 CH,ClI H CFy |2
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12-81 H CO,H CF; | 2
12-82 H CO,Me CF; | 2
12-83 H CO,i-Pr CF; | 2
12-84 H CO,CH,CF, CF; | 2
12-85 H CO,CHyc-Pr CF; |2
12-86 H CONH, CF, | 2
12-87 H CONHMe CF; | 2
12-88 H CONHi-Pr CF, | 2
12-89 H CONHc-Pr CF; | 2
12-90 H CONHCH,CF, CF; |2
12-91 H CONHCH,c-Pr CF, |2
12-92 H CONMe, CF; | 2
12-93 H CN CF; | 2
12-94 H CHO CF, | 2
12-95 H C(=0)Me CFs |2
12-96 H CH,0H CF; | 2
12-97 H CH,0OMe CF; | 2
12-98 H CH,0i-Pr CF; | 2
12-99 H CH,0CH,CF; CF; | 2
12-100 H CH,0CH,c-Pr CF; |2
12-101 H CH,0C(=0)Me CF; | 2
12-102 H CH,0C(=0)i-Pr CF, | 2
12-103 H CH,0C(=0)c-Pr CF; |2
12-104 H CH,0C(=0)OMe CF; | 2
12-105 H CH,0C(=0)NHMe CF; | 2
12-106 H CH,0C(=0)NMe, CF; | 2
12-107 H CH,CN CF; | 2
12-108 H CH,NH, CF, | 2
12-109 H CH,;NHMe CF; | 2
12-110 H CH,NHi-Pr CF; | 2
12-111 H CH,NHc-Pr CF; | 2
12-112 H CH,NHCH,CF; CF; | 2
12-113 H CH,NHCH,c—Pr CF, | 2
12-114 H CH,NMe, CF; | 2
12-115 H CH,NHAc CF; | 2
12-116 H CH,;N(Ac)Me CF; | 2
12-117 H CH,N(Ac)i-Pr CF; | 2
12-118 H CH,N(Ac)c-Pr CF, | 2
12-119 H CH,N(Ac)CH,CF, CF; |2
12-120 H CH,N(Ac)CHyc-Pr | CF;3 | 2
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12-121 H CH,NHCOOMe CF; | 2
12-122 H CH,NHCOOt-Bu CF; 12
12-123 H CH,N(Me)CO,Me CF, | 2
12-124 H CH,N(Me)COOt-Bu | CF; | 2
12-125 H CH,;NHCONHMe CF, ]2
12-126 H CH,N(Me)CONHMe | CF; | 2
12-127 H CH,SMe CF, | 2
12-128 H CH,SOMe CF, [ 2
12-129 H CH,SO,Me CF, |2
12-130 H CH=NOH CF,y | 2
12-131 H CH=NOMe CF, | 2
12-132 H CH=NOi-Pr CFy; ]2
12-133 H CH=NOQCH,CF, CF,; | 2
12-134 H CH=NOCH,c-Pr CF; 12
12-135 H C(Me)=NOH CF, ]2
12-136 H C(Me)=NOMe CF; ]2
12-137 H C(Me)=NOi-Pr CF; | 2
12-138 H C(Me)=NOCH,CF, | CF, |2
12-139 H C(Me)=NOCH,c-Pr | CF; | 2
12-140 H NH, CF, |2
12-141 H NHMe CF, ]2
12-142 H NHi-Pr CF; 12
12-143 H NHCH,CF, CF, |2
12-144 H NHCH,c-Pr CF; ]2
12-145 H NMe, CF, | 2
12-146 H N(Me)CH,CF, CF, | 2
12-147 H N(Me)CH,c—Pr CF; 12
12-148 H NHAc CF, | 2
12-149 H N(Ac)Me CF; | 2
12-150 H N(Ac)i-Pr CF, ]2
12-151 H N(Ac)CH,CF, CF; ]2
12-152 H N(Ac)CH,c-Pr CF; |2
12-153 H NHCOOMe CF, | 2
12-154 H N(COOMe)Me CF; |2
12-155 H N(COOMe)i-Pr CF; |2
12-156 H N(COOMe)CH,CF, CF; ]2
12-157 H N(COOMe)CH,c-Pr | CF,; | 2
12-158 H NHCONMe, CF, | 2
12-159 H N(CONMe,)Me CF, |2
12-160 H CH,Cl CFy | 2
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12-161 CO,H H SCF,| 2
12-162 CO,Me H SCF,| 2
12-163 CO,i-Pr H SCF;| 2
12-164 CO,CH,CF; H SCF,| 2
12-165 CO,CHye-Pr H SCF;| 2
12-166 CONH, H SCF,| 2
12-167 CONHMe H SCF,| 2
12-168 CONHi-Pr H SCF,| 2
12-169 CONHc-Pr H SCF,| 2
12-170 CONHCH,CF, H SCF,| 2
12-171 CONHCHyc-Pr H SCF;| 2
12-172 CONMe, H SCF,| 2
12-173 CN H SCF,| 2
12-174 CHO H SCF,| 2
12-175 C(=0)Me H SCF,| 2
12-176 CH,0H H SCF;| 2
12-177 CH,0Me H SCF,| 2
12-178 CH,0i-Pr H SCF,| 2
12-179 CH,0CH,CF, H SCF;| 2
12-180 CH,0CH,c-Pr H SCF,| 2
12-181 CH,0C(=0)Me H SCF,]| 2
12-182 CH,0C(=0)i-Pr H SCF,| 2
12-183 CH,0C(=0)c-Pr H SCF,| 2
12-184 CH,0C(=0)OMe H SCF;| 2
12-185 CH,0C(=O)NHMe  |H SCF,| 2
12-186 CH,O0C(=0)NMe,  |H SCF,| 2
12-187 CH,CN H SCF,] 2
12-188 CH,NH, H SCF,| 2
12-189 CH,;NHMe H SCF;| 2
12-190 CHyNHi-Pr H SCF,| 2
12-191 CH,NHc-Pr H SCF,| 2
12-192 CH,NHCH,CF, H SCF;| 2
12-193 CH,NHCH,c-Pr H SCF;| 2
12-194 CH;NMe, H SCF,| 2
12-195 CH;NHAc H SCF,| 2
12-196 CH,N(Ac)Me H SCF,| 2
12-197 CH,N(Ac)i-Pr H SCF,| 2
12-198 CH;N(Ac)e—Pr H SCF,| 2
12-199 CH,N(Ac)CH,CF,  |H SCF,| 2
12-200 CH,N(Ac)CH,c-Pr |H SCF,| 2
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12-201 CH,NHCOOMe H SCF4]| 2
12-202 CH,NHCOOt-Bu  |H SCF,| 2
12-203 CH;N(Me)CO,Me  |H SCF,| 2
12-204 CH,N(Me)COOt-Bu [H SCF;4| 2
12-205 CH,;NHCONHMe H SCF;| 2
12-206 CH,N(Me)CONHMe |H SCF,| 2
12-207 CH,SMe H SCF,| 2
12-208 CH,SOMe H SCF,| 2
12-209 CH,S0,Me H SCF,4| 2
12-210 CH=NOH H SCF,| 2
12-211 CH=NOMe H SCF,| 2
12-212 CH=NOi-Pr H SCF;| 2
12-213 CH=NOCH,CF, H SCF,4| 2
12-214 CH=NOCH,c-Pr H SCF,]| 2
12-215 C(Me)=NOH H SCF,| 2
12-216 C(Me)=NOMe H SCF,| 2
12-217 C(Me)=NOi-Pr H SCF,| 2
12-218 C(Me)=NOCH,CF; |H SCF,| 2
12-219 C(Me)=NOCH,c-Pr [H SCF,| 2
12-220 NH, H SCF,| 2
12-221 NHMe H SCF,| 2
12-222 NHi-Pr H SCF,| 2
19-223 NHCH,CF, H SCF,| 2
12-224 NHCH, c-Pr H SCF;| 2
12-225 NMe, H SCF,| 2
12-226 N(Me)CH,CF, H SCF,| 2
12-227  [N(Me)GH,c-Pr H SCF;| 2
12-228 NHAC H SCF,| 2
12-229 N(Ac)Me H SCF,| 2
12-230 N(Ac)i-Pr H SCF,| 2
12-231 N(Ac)CH,CF; H SCF,| 2
12-232 N(Ac)CH,c-Pr H SCF,| 2
12-233 NHCOOMe H SCF,| 2
12-234 N(COOMe)Me H SCF,]| 2
12-235 N(COOMe)i-Pr H SCF,| 2
12-236 N(COOMe)CH,CF; |H SCF,| 2
12-237 N(COOMe)CH,c-Pr |H SCF,] 2
12-238 NHCONMe, H SCF,| 2
12-239 N(CONMe,)Me H SCF;| 2
12-240 CH,CI H SCF,| 2
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12-241 H CO,H SCF;| 2
12-242 H CO,Me SCF,| 2
12-243 H CO,i-Pr SCF,] 2
12-244 H CO,CH,CF, SCF,] 2
12-245 H CO,CH,c-Pr SCF;] 2
12-246 H CONH, SCF;| 2
12-247 H CONHMe SCF;| 2
12-248 H CONHi-Pr SCF4| 2
12-249 H CONHc-Pr SCF,4] 2
12-250 H CONHCH,CF; SCF,] 2
12-251 H CONHCH,c—-Pr SCF;| 2
12-252 H CONMe, SCF;| 2
12-253 H CN SCF,1 2
12-254 H CHO SCF;| 2
12-255 H C(=0)Me SCF;] 2
12-256 H CH,0H SCF,| 2
12-257 H CH,0OMe SCF,] 2
12-258 H CH,0i-Pr SCF;| 2
12-259 H CH,0CH,CF, SCF;| 2
12-260 H CH,0OCH,c-Pr SCF;] 2
12-261 H CH,0C(=0)Me SCF;| 2
12-262 H CH,0C(=0)i-Pr SCF;| 2
12-263 H CH,0C(=0)c—Pr SCF;| 2
12-264 H CH,0C(=0)OMe SCF;| 2
12-265 H CH,0C(=0)NHMe SCF;| 2
12-266 H CH,0C(=0)NMe, SCF;] 2
12-267 H CH,CN SCF;1 2
12-268 H CH,NH, SCF;| 2
12-269 H CH,;NHMe SCF;] 2
12-270 H CH,NHi-Pr SCF,| 2
12-271 H CH,NHc-Pr SCF;]| 2
12-272 H CH,NHCH,CF, SCF;| 2
12-273 H CH;NHCH,c—Pr SCF,]| 2
12-274 H CH,NMe, SCF4| 2
12-275 H CH,;NHAc SCF,]| 2
12-276 H CH,;N(Ac)Me SCF;| 2
12-277 H CH,N(Ac)i-Pr SCF;] 2
12-278 H CH,N(Ac)c-Pr SCF;] 2
12-279 H CH,N(Ac)CH,CF, SCF;| 2
12-280 H CH,N(Ac)CH,c-Pr | SCF;] 2
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12-281 H CH,NHCOOMe SCF,| 2
12-282 H CH;NHCOOt-Bu SCF,| 2
12—-283 H CH,N(Me)CO,Me SCF,| 2
12-284 H CH,N(Me)COOt-Bu | SCF;| 2
12-285 H CH,NHCONHMe SCF,| 2
12-286 H CH,N(Me)CONHMe |SCF,| 2
12-287 H CH,SMe SCF,| 2
12-288 H CH,SOMe SCF,| 2
12-289 H CH,SO,Me SCF,| 2
12-290 H CH=NOH SCF,| 2
12-291 H CH=NOMe SCF,| 2
12-292 H CH=NOi-Pr SCF,| 2
12-293  |[H CH=NOCH,CF, SCF,| 2
12-294 H CH=NOCH,c-Pr SCF,| 2
12-295 H C(Me)=NOH SCF,] 2
12-296 H C(Me)=NOMe SCF,| 2
12-297 H C(Me)=NOi-Pr SCF4| 2
12-298 H C(Me)=NOCH,CF, SCF,| 2
12-299 H C(Me)=NOCH,c-Pr |SCF;| 2
12-300 H NH, SCF,| 2
12-301 H NHMe SCF,| 2
12-302 H NHi-Pr SCF,| 2
12-303 H NHCH,CF; SCF,| 2
12-304 H NHCH,c~Pr SCF,| 2
12-305 H NMe, SCF,| 2
12-306 H N(Me)CH,CF, SCF4| 2
12-307 H N(Me)CH,c-Pr SCF,| 2
12-308 H NHAc SCF;| 2
12-309 H N(Ac)Me SCF,| 2
12-310 H N(Ac)i-Pr SCF,| 2
12-311 H N(Ac)CH,CF, SCF,| 2
12-312 H N(Ac)CH,c—Pr SCF,| 2
12-313 H NHCOOMe SCF,| 2
12-314 H N(COOMe)Me SCF;| 2
12-315 H N(COOMe)i-Pr SCF,| 2
12-316 H N(COOMe)CH,CF; |[SCF,| 2
12-317 H N(COOMe)CH,c-Pr | SCF;| 2
12-318 H NHCONMe, SCF,| 2
12-319 H N(CONMe,)Me SCF,| 2
12-320 H CH,CI SCF,| 2
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12-321 H N(COOMe)i-Pr SCF3| 2
12-322 H N(COOMe)CH,CF, |SCF,| 2
12-323 H N(COOMe)CH,c-Pr | SCF;| 2
12-324 H NHCONHMe SCF3| 2
12-325 H NHCONMe, SCF,| 2
12-326 H N(CONHMe)Me SCF3| 2
12-327 H N(CONMe,)Me SCF,| 2
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13-1 COoH H CF, | 2
13-2 CO,Me H CF, | 2
13-3 CO,i-Pr H CF, | 2
13-4 CO,CH,CF; H CF, [ 2
13-5 CO,CH,c—Pr H CF, | 2
13-6 CONH, H CF, | 2
13-7 CONHMe H CF,; | 2
13-8 CONHi-Pr H CF, | 2
13-9 CONHc-Pr H CF, | 2
13-10 CONHCH,CF, H CF, | 2
13-11 CONHCH,c—-Pr H CF, | 2
13-12 CONMe, H CF, | 2
13-13 CN H CF, | 2
13-14 CHO H CF, | 2
13-15 C(=0)Me H CF, | 2
13-16 CH,0H H CF, | 2
13-17 CH,0OMe H CF, [ 2
13-18 CH,0i-Pr H CF, | 2
13-19 CH,0OCH,CF, H CF, | 2
13-20 CH,OCHy¢c-Pr H CF, | 2
13-21 CH,0C(=0)Me H CF, | 2
13-22 CH,0C(=0)i-Pr H CF, | 2
13-23 CH,0C(=0)c-Pr H CF, | 2
13-24 CH,0C(=0)OMe H CF, | 2
13-25 CH,0C(=0)NHMe  |H CF, | 2
13-26 CH,0C(=0)NMe, H CF, | 2
13-27 CH,CN H CF, | 2
13-28 CH,NH, H CF, | 2
13-29 CH,NHMe H CF, | 2
13-30 CH,NHi-Pr H CF, | 2
13-31 CH,NHc—Pr H CF, |2
13-32 CH,NHCH,CF, H CF, | 2
13-33 CH,NHCH,c-Pr H CF, | 2
13-34 CH,;NMe, H CF, | 2
13-35 CH,NHAc H CF, | 2
13-36 CH,N(Ac)Me H CF, [ 2
13—-37 CH,N(Ac)i-Pr H CF, | 2
13-38 CH,N(Ac)c—Pr H CF, | 2
13-39 CH,N(Ac)CH,CF, H CF, | 2
13-40 CH,N(Ac)CH,c-Pr  |H CF, | 2
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13-41 CH,NHCOOMe H CF; |2
13-42 CH,NHCOOt-Bu H CF; | 2
13-43 CH,N(Me)CO,Me H CF; | 2
13-44 CH,N(Me)COOt-Bu |H CF; | 2
13-45 CH,NHCONHMe H CF; |2
13-46 CH,N(Me)CONHMe |H CF; | 2
13-47 CH,SMe H CF; | 2
13-48 CH,SOMe H CF; |2
13-49 CH,SO,Me H CF; | 2
13-50 CH=NOH H CF; |2
13-51 CH=NOMe H CF; |2
13-52 CH=NOi-Pr H CF; | 2
13-53 CH=NOCH,CF, H CFy 12
13-54 CH=NOCH,c-Pr H CF; | 2
13-55 C(Me)=NOH H CF; | 2
13-56 C(Me)=NOMe H CF; | 2
13-57 C(Me)=NOi-Pr H CF, | 2
13-58 C(Me)=NOCH,CF; |H CF; | 2
13-59 C(Me)=NOCH,c-Pr [H CF; | 2
13-60 NH, H CF; [ 2
13-61 NHMe H CF; | 2
13-62 NHi—Pr H CF; |2
13-63 NHCH,CF; H CF; | 2
13-64 NHCH,c-Pr H CF; | 2
13-65 NMe, H CF; | 2
13-66 N(Me)CH,CF, H CF; | 2
13-67 N(Me)CH,c—Pr H CF; | 2
13-68 NHAc H CF; |2
13-69 N(Ac)Me H CF; | 2
13-70 N(Ac)i-Pr H CF; |2
13-71 N(Ac)CH,CF, H CF; | 2
13-72 N(Ac)CH,c-Pr H CF; | 2
13-73 NHCOOMe H CF; | 2
13-74 N(COOMe)Me H CF,; |2
13-75 N(COOMe)i-Pr H CF; |2
13-76 N(COOMe)CH,CF; [H CF; | 2
13-77 N(COOMe)CH,c-Pr |H CF; |2
13-78 NHCONMe, H CF; | 2
13-79 N(CONMe,)Me H CF, |2
13-80 CH,CI H CF; |2
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13-81 H CO,H CF; |2
13-82 H CO,Me CF; | 2
13-83 H CO,i-Pr CF, | 2
13-84 H CO,CH,CF, CF; | 2
13-85 H CO,CH,c—Pr CF; | 2
13-86 H CONH, CF, | 2
13-87 H CONHMe CFy | 2
13-88 H CONHi-Pr CF; | 2
13-89 H CONHc—Pr CF; | 2
13-90 H CONHCH,CF, CF; | 2
13-91 H CONHCH,c-Pr CF, | 2
13-92 H CONMe, CF, | 2
13-93 H CN CF; | 2
13-94 H CHO CF, | 2
13-95 H C(=0)Me CF; | 2
13-96 H CH,0H CF, | 2
13-97 H CH,0OMe CF, | 2
13-98 H CH,0i-Pr CF, | 2
13-99 H CH,0CH,CF, CF, | 2
13-100 H CH,0CH,c-Pr CF; | 2
13-101 H CH,0C(=0)Me CF; | 2
13-102 H CH,0C(=0)i-Pr CF; | 2
13-103 H CH,0C(=0)c-Pr CF; | 2
13-104 H CH,0C(=0)OMe CF; | 2
13-105 H CH,0C(=O)NHMe | CF; | 2
13-106 H CH,0C(=0)NMe, CF; | 2
13-107 H CH,CN CF; 1 2
13-108 H CH,NH, CF; | 2
13-109 H CH,NHMe CF, | 2
13-110 H CH,NHi-Pr CF; | 2
13-111 H CH,NHc-Pr CF, | 2
13-112 H CH,NHCH,CF, CF; | 2
13-113 H CH,NHCH,c—Pr CF; |2
13-114 H CH,NMe, CF, | 2
13-115 H CH,NHAc CF, | 2
13-116 H CH,N(Ac)Me CF, | 2
13-117 H CH,N(Ac)i-Pr CF, | 2
13-118 H CH,N(Ac)c-Pr CF, | 2
13-119 H CH;N(Ac)CH,CF, CF; | 2
13-120 H CH,N(Ac)CH,c-Pr | CF; | 2
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13-121 H CH,NHCOOMe CF; | 2
13~-122 H CH;NHCOOt-Bu CF; | 2
13-123 H CH,N(Me)CO,Me CF; | 2
13-124 H CH,N(Me)COOt-Bu | CF; | 2
13-125 H CH,NHCONHMe CF; | 2
13-126 H CH,N(Me)CONHMe | CF,; | 2
13-127 H CH,SMe CF, [ 2
13-128 H CH,SOMe CF; | 2
13-129 H CH,S0,Me CF, | 2
13-130 H CH=NOH CF, | 2
13-131 H CH=NOMe CF, | 2
13-132 H CH=NOIi-Pr CF; | 2
13-133 H CH=NOCH,CF, CF; | 2
13-134 H CH=NOCH,c-Pr CF; |2
13-135 H C(Me)=NOH CFy |2
13-136 H C(Me)=NOMe CF, | 2
13-137 H C(Me)=NOi-Pr CF, | 2
13-138 H C(Me)=NOCH,CF, | CF; |2
13-139 H C(Me)=NOCH,c-Pr | CF, | 2
13-140 H NH, CF; | 2
13-141 H NHMe CF; |2
13-142 H NHi-Pr CF, | 2
13-143 H NHCH,CF, CF, | 2
13-144 H NHCH,c-Pr CF; | 2
13-145 H NMe, CF, | 2
13-146 H N(Me)CH,CF, CF, | 2
13-147 H N(Me)CH,c—Pr CF; |2
13-148 H NHAc CF, | 2
13-149 H N(Ac)Me CF; |2
13-150 H N(Ac)i-Pr CF; | 2
13-151 H N(Ac)CH,CF, CF; |2
13-152 H N(Ac)CH,c-Pr CF; | 2
13-153 H NHCOOMe CF, | 2
13-154 H N(COOMe)Me CF3 | 2
13-155 H N(COOMe)i-Pr CF; | 2
13-156 H N(COOMe)CH,CF, | CF; | 2
13-157 H N(COOMe)CH,c-Pr | CF; | 2
13-158 H NHCONMe, CF; | 2
13-159 H N(CONMe,)Me CF; |2
13-160 H CH,CI CF; |2
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13-161 CO.H H SCF,| 2
13-162 CO,Me H SCF;| 2
13-163 CO,i-Pr H SCF;| 2
13-164 CO,CH,CF, H SCF;] 2
13-165 CO,CH,c—Pr H SCF;| 2
13-166 CONH, H SCF;| 2
13-167 CONHMe H SCF,| 2
13-168 CONHi-Pr H SCF;| 2
13-169 CONHc-Pr H SCF;| 2
13-170 CONHCH,CF;, H SCF,| 2
13-171 CONHCH,c-Pr H SCF;] 2
13-172 CONMe, H SCF,| 2
13-173 CN H SCF;1 2
13-174 CHO H SCF;| 2
13-175 C(=0)Me H SCF;] 2
13-176 CH,0OH H SCF;] 2
13-177 CH,OMe H SCF3| 2
13-178 CH,0i-Pr H SCF;| 2
13-179 CH,0CH,CF, H SCF,| 2
13-180 CH,0CHc-Pr H SCF;| 2
13-181 CH,0C(=0)Me H SCF,| 2
13-182 CH,0C(=0)i-Pr H SCF,| 2
13-183 CH,0C(=0)c-Pr H SCF;| 2
13-184 CH,0C(=0)OMe H SCF;| 2
13-185 CH,0C(=0)NHMe  |H SCF;| 2
13-186 CH,0C(=0)NMe, H SCF;| 2
13-187 CH,CN H SCF; 2
13-188 CH,NH, H SCF,| 2
13-189 CH;NHMe H SCF,| 2
13-190 CH,NHi—Pr H SCF,| 2
13-191 CH,NHc-Pr H SCF;| 2
13-192 CH,NHCH,CF;, H SCF;| 2
13-193 CH,;NHCH,c-Pr H SCF;| 2
13-194 CH,NMe, H SCF;]| 2
13-195 CH,;NHAc H SCF;] 2
13-196 CH,N(Ac)Me H SCF;| 2
13-197 CH,N(Ac)i-Pr H SCF;| 2
13-198 CH,N(Ac)c-Pr H SCF;| 2
13-199 CH,N(Ac)CH,CF; |H SCF;| 2
13-200 CH,N(Ac)CH,c-Pr  |H SCF,| 2
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13-201 CH,NHCOOMe H SCF;| 2
13-202 CH;NHCOOt-Bu H SCF;| 2
13-203 CH,N(Me)CO,Me  |H SCF,| 2
13-204 CH,N(Me)COOt-Bu |H SCF;| 2
13-205 CH,NHCONHMe H SCF;| 2
13-206 CH,N(Me)CONHMe  |H SCF,| 2
13-207 CH,SMe H SCF,| 2
13-208 CH,SOMe H SCF,| 2
13-209 CH,SO,Me H SCF,| 2
13-210 CH=NOH H SCF,| 2
13-211 CH=NOMe H SCF,[ 2
13-212 CH=NOi-Pr H SCF;| 2
13-213 CH=NOCH,CF, H SCF;) 2
13-214 CH=NOCH,c-Pr H SCF;| 2
13-215 C(Me)=NOH H SCF;]| 2
13-216 C(Me)=NOMe H SCF;| 2
13-217 C(Me)=NOi-Pr H SCF,| 2
13-218 C(Me)=NOCH,CF; |H SCF;| 2
13-219 C(Me)=NOCH,c-Pr |H SCF,| 2
13-220 NH, H SCF,| 2
13-221 NHMe H SCF,| 2
13-222 NHi-Pr H SCF,| 2
13-223 NHCH,CF, H SCF;| 2
13-224 NHCH,c-Pr H SCF,| 2
13-225 NMe, H SCF,| 2
13-226 N(Me)CH,CF; H SCF,| 2
13-227 N(Me)CH,c-Pr H SCF,i 2
13-228 NHAc H SCF;| 2
13-229 N(Ac)Me H SCF;| 2
13-230 N(Ac)i-Pr H SCF;]| 2
13-231 N(Ac)CH,CF, H SCF,| 2
13-232 N(Ac)CH,c—Pr H SCF,| 2
13-233 NHCOOMe H SCF;4]| 2
13-234 N(COOMe)Me H SCF,| 2
13-235 N(COOMe)i-Pr H SCF;| 2
13-236 N(COOMe)CH,CF; |H SCF,;| 2
13-237 N(COOMe)CH,c-Pr |H SCF;| 2
13-238 NHCONMe, H SCF,| 2
13-239 N(CONMe,)Me H SCF,| 2
13-240 CH,CI H SCF,| 2
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13-241 H CO,H SCF,| 2
13-242 H CO,Me SCF,| 2
13-243 H CO,i-Pr SCF,| 2
13-244 H CO,CH,CF, SCF4| 2
13-245 H CO,CH,c—Pr SCF,| 2
13-246 H CONH, SCF,| 2
13-247 H CONHMe SCF;| 2
13-248 H CONHi-Pr SCF,| 2
13-249 H CONHc-Pr SCF,| 2
13-250 H CONHCH,CF, SCF,4| 2
13-251 H CONHCH,c-Pr SCF;| 2
13-252 H CONMe, SCF;| 2
13-253 H CN SCF;1 2
13-254 H CHO SCF;] 2
13-255 H C(=0)Me SCF,| 2
13-256 H CH,0H SCF,| 2
13-257 H CH,OMe SCF,| 2
13-258 H CH,0i-Pr SCF,| 2
13-259 H CH,0CH,CF; SCF;| 2
13-260 H CH,OCH,c-Pr SCF,| 2
13-261 H CH,0C(=0)Me SCF,| 2
13-262 H CH,0C(=0)i-Pr SCF;| 2
13-263 H CH,0C(=0)c—Pr SCF,] 2
13-264 H CH,0C(=0)OMe SCF,] 2
13-265 H CH,0C(=0)NHMe SCF,| 2
13-266 H CH,0C(=0)NMe, SCF;] 2
13-267 H CH,CN SCF;| 2
13-268 H CH,NH, SCF4| 2
13-269 H CH,NHMe SCF,;| 2
13-270 H CH,NHi-Pr SCF,4] 2
13-271 H CH,NHc-Pr SCF,] 2
13-272 H CH,NHCH,CF, SCF,| 2
13-273 H CH,NHCH,c—-Pr SCF,| 2
13-274 H CH;NMe, SCF;) 2
13-275 H CH,NHAc SCF,| 2
13-276 H CH,N(Ac)Me SCF,| 2
13-277 H CH,N(Ac)i-Pr SCF,| 2
13-278 H CH,N(Ac)c-Pr SCF,| 2
13-279 H CH,N(Ac)CH,CF, SCF,| 2
13-280 H CH,N(Ac)CH,c-Pr | SCF;] 2
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13-281 H CH,NHCOOMe SCF,| 2
13-282 H CH,;NHCOOt-Bu SCF,4| 2
13-283 H CH,N(Me)CO,Me SCF;| 2
13-284 H CH,N(Me)COOt-Bu | SCF;| 2
13-285 H CH,NHCONHMe SCF,| 2
13-286 H CH,N(Me)CONHMe [ SCF;| 2
13-287 H CH,SMe SCF,| 2
13-288 H CH,SOMe SCF,[ 2
13-289 H CH,S0,Me SCF,| 2
13-290 H CH=NOH SCF,| 2
13-291 H CH=NOMe SCF;| 2
13-292 H CH=NOi-Pr SCF,] 2
13-293 H CH=NOCH,CF, SCF;l 2
13-294 H CH=NOCHc-Pr SCF;| 2
13-295 H C(Me)=NOH SCF;]| 2
13-296 H C(Me)=NOMe SCF;| 2
13-297 H C(Me)=NOi-Pr SCF,| 2
13-298 H C(Me)=NOCH,CF, SCF4| 2
13-299 H C(Me)=NOCH,c-Pr |SCF;| 2
13-300 H NH, SCF,| 2
13-301 H NHMe SCF,| 2
13-302 H NHi-Pr SCF,| 2
13-303 H NHCH,CF, SCF,| 2
13-304 H NHCH,c-Pr SCF;| 2
13-305 H NMe, SCF,| 2
13-306 H N(Me)CH,CF, SCF,| 2
13-307 H N(Me)CH,c-Pr SCF;{ 2
13-308 H NHAc SCF,| 2
13-309 H N(Ac)Me SCF;| 2
13-310 H N(Ac)i-Pr SCF;| 2
13-311 H N(Ac)CH,CF, SCF,[ 2
13-312 H N(Ac)CH,c—Pr SCF;| 2
13-313 H NHCOOMe SCF;| 2
13-314 H N(COOMe)Me SCF,| 2
13-315 H N(COOMe)i—Pr SCF;| 2
13-316 H N(COOMe)CH,CF; |SCF,]| 2
13-317 H N(COOMe)CH,c-Pr | SCF,| 2
13-318 H NHCONMe, SCF;| 2
13-319 H N(CONMe,)Me SCF4| 2
13-320 H CH,CI SCF,4| 2
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14-1 CO,H H CF; | 2
14-2 CO,Me H CF; | 2
14-3 CO,i-Pr H CF; | 2
14-4 CO,CH,CF, H CF; | 2
14-5 CO,CHyc-Pr H Ck; | 2
14-6 CONH, H CF; | 2
14-7 CONHMe H CF; | 2
14-8 CONHi-Pr H CF; | 2
14-9 CONHc—Pr H CFy |2
14-10 CONHCH,CF, H CF; |2
14~11 CONHCH,c—Pr H CF; |2
14-12 CONMe, H CF; | 2
14-13 CN H CF; |2
14-14 CHO H CF; |2
14-15 C(=0)Me H CF; | 2
14-16 CH,0H H CF; | 2
14-17 CH,0OMe H CF; | 2
14-18 CH,Oi-Pr H CF; | 2
14-19 CH,0CH,CF; H CFs [ 2
14-20 CH,OCH,c-Pr H CF; | 2
14-21 CH,0C(=0)Me H CF; |2
14-22 CH,0C(=0)i-Pr H CF, | 2
14-23 CH,0C(=0)c-Pr H CF; | 2
14-24 CH,0C(=0)OMe H CF; | 2
14-25 CH,0C(=0)NHMe  |H CF; | 2
14-26 CH,0C(=0)NMe, H CF; | 2
14-27 CH,CN H CF; | 2
14-28 CH,NH, H CF; | 2
14-29 CH,NHMe H CF; | 2
14-30 CH,NHi-Pr H CF; | 2
14-31 CH,;NHc-Pr H CF,; | 2
14-32 CH,NHCH,CF, H CF; | 2
14-33 CH,NHCH,c-Pr H CF; | 2
14-34 CH,NMe, H CFy |2
14-35 CH,NHAc H CF3 | 2
14-36 CH,N(Ac)Me H CF; | 2
14-37 CH,N(Ac)i-Pr H CF; | 2
14-38 CH,N(Ac)c-Pr H CF; |2
14-39 CH,N(Ac)CH,CF; |H CF; |2
14-40 CH,N(Ac)CH,c-Pr |H CF; | 2
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14-41 CH,NHCOOMe H CFs; |2
14-42 CH,NHCOOt-Bu H CF; |2
14-43 CH,N(Me)CO,Me  |H CF, | 2
14-44 CH,N(Me)COOt-Bu |H CF; | 2
14-45 CH,NHCONHMe H CF, | 2
14-46 CH,N(Me)CONHMe |H CFy | 2
14-47 CH,SMe H CFy |2
14-48 CH,;SOMe H CFs3 | 2
14-49 CH,SO,Me H CF; | 2
14-50 CH=NOH H CFs |2
14-51 CH=NOMe H CF; | 2
14-52 CH=NOi-Pr H CF, | 2
14-53 CH=NQCH,CF, H CFy 12
14-54 CH=NOCH,c-Pr H CFy |2
14-55 C(Me)=NOH H CFs | 2
14-56 C(Me)=NOMe H CF, | 2
14-57 C(Me)=NOi-Pr H CFy | 2
14-58 C(Me)=NOCH,CF; |H CF; | 2
14-59 C(Me)=NOCH,c-Pr |H CF, | 2
14-60 NH, H CFy |2
14-61 NHMe H CFy |2
14-62 NHi-Pr H CFy [ 2
14-63 NHCH,CF, H CF; | 2
14-64 NHCH,c—Pr H CF, |2
14-65 NMe, H Cky [2
14-66 N(Me)CH,CF, H CF; | 2
14-67 N(Me)CH,c-Pr H CF; | 2
14-68 NHAc H CF; | 2
14-69 N(Ac)Me H CF; | 2
14-70 N(Ac)i-Pr H CF, | 2
14-71 N(Ac)CH,CF, H CF; | 2
14-72 N(Ac)CH,c-Pr H CF; |2
14-73 NHCOOMe H CFs | 2
14-74 N(COOMe)Me H CF; | 2
14-75 N(COOMe)i-Pr H CFy | 2
14-76 N(COOMe)CH,CF; |H CF; | 2
14-77 N(COOMe)CH,c-Pr |H CF, |2
14-78 NHCONMe, H CF; |2
14-79 N(CONMe,)Me H CF, |2
14-80 CH,Cl H CF; | 2
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14-81 H CO,H CF, |2
14-82 H CO,Me CF; | 2
14-83 H CO,i-Pr CF; | 2
14-84 H CO,CH,CF, CF, |2
14-85 H CO,CH,c—Pr CF, | 2
14-86 H CONH, CFy | 2
14-87 H CONHMe CF; | 2
14-88 H CONHi-Pr CF; | 2
14-89 H CONHc-Pr CF; | 2
14-90 H CONHCH,CF, CF; |2
14-91 H CONHCH,c-Pr CF, | 2
14-92 H CONMe, CF; |2
14-93 H CN CF; 12
14-94 H CHO CF; |2
14-95 H C(=0)Me CF; | 2
14-96 H CH,0H CF, |2
14-97 H CH,OMe CF, | 2
14-98 H CH,0i-Pr CF; |2
14-99 H CH,OCH,CF, CF, | 2
14-100 H CH,0CH,c-Pr CF; |2
14-101 H CH,0C(=0)Me CF; | 2
14-102 H CH,0C(=0)i-Pr CF; |2
14-103 H CH,0C(=0)c-Pr CF; |2
14-104 H CH,0C(=0)OMe CF; |2
14-105 H CH,0C(=0)NHMe CF; | 2
14-106 H CH,0C(=0)NMe, CF; |2
14-107 H CH,CN CF; |2
14-108 H CH,NH, CF; | 2
14-109 H CH,NHMe CF; 12
14-110 H CH,NHi-Pr CF; | 2
14-111 H CH;NHc-Pr CF; |2
14-112 H CH,NHCH,CF, CF; |2
14-113 H CH,;NHCH,c-Pr CF; | 2
14-114 H CH,NMe, CF; |2
14-115 H CH,NHAc CF, | 2
14-116 H CH,N(Ac)Me CF, | 2
14-117 H CH,N(Ac)i-Pr CF; |2
14-118 H CH,N(Ac)c—Pr CF; |2
14-119 H CH,N(Ac)CH,CF, CF; |2
14-120 H CH,N(Ac)CH,c-Pr | CF3 | 2
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14-121 H CH,NHCOOMe CF; | 2
14-122 H CH,NHCOOt-Bu CF; |2
14-123 H CH,N(Me)CO,Me CF; |2
14-124 H CH,N(Me)COOt-Bu | CF; | 2
14-125 H CH,NHCONHMe CF; | 2
14-126 H CH,N(Me)CONHMe | CF; | 2
14-127 H CH,SMe CF; | 2
14-128 H CH,SOMe CF; | 2
14-129 H CH,SO,Me CF; | 2
14-130 H CH=NOH CF; | 2
14-131 H CH=NOMe CF; | 2
14-132 H CH=NOi-Pr CF,; | 2
14-133 H CH=NOCH,CF, CF; | 2
14-134 H CH=NOCH,c-Pr CF; |2
14-135 H C(Me)=NOH CF; | 2
14-136 H C(Me)=NOMe CF; | 2
14-137 H C(Me)=NOi-Pr CF; | 2
14-138 H C(Me)=NOCH,CF, CF; | 2
14-139 H C(Me)=NOCH,c—Pr | CF; | 2
14-140 H NH, CF; | 2
14-141 H NHMe CF; | 2
14-142 H NHi-Pr CF; | 2
14-143 H NHCH,CF, CF; |2
14-144 H NHCH,c-Pr CF; | 2
14-145 H NMe, CF; | 2
14-146 H N(Me)CH,CF, CF; | 2
14-147 H N(Me)CH,c—Pr CF; 12
14-148 H NHAc CF; | 2
14-149 H N(Ac)Me CF; | 2
14-150 H N(Ac)i-Pr CF; |2
14-151 H N(Ac)CH,CF, CF; |2
14-152 H N(Ac)CH,c—Pr CF; | 2
14-153 H NHCOOMe CF; | 2
14-154 H N(COOMe)Me CF; | 2
14-155 H N(COOMe)i-Pr CF; | 2
14-156 H N(COOMe)CH,CF, CF; | 2
14-157 H N(COOMe)CH,c-Pr | CF; | 2
14-158 H NHCONMe, CF; | 2
14-159 H N(CONMe,)Me CF; | 2
14-160 H CH,ClI CF; |2
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14-161 CO,H H SCF,| 2
14-162 CO,Me H SCF,| 2
14-163 CO,i-Pr H SCF,| 2
14-164 CO,CH,CF; H SCF,| 2
14-165 CO,CHyc-Pr H SCF,;| 2
14-166 CONH, H SCF;f 2
14-167 CONHMe H SCF,| 2
14-168 CONHi-Pr H SCF,| 2
14-169 CONHc-Pr H SCF;| 2
14-170 CONHCH,CF; H SCF,| 2
14-171 CONHCH,c-Pr H SCF,| 2
14-172 CONMe, H SCF;4| 2
14-173 CN H SCF,! 2
14-174 CHO H SCF,| 2
14-175 C(=0)Me H SCF,| 2
14-176 CH,OH H SCF3| 2
14-177 CH,OMe H SCF;| 2
14-178 CH,Oi-Pr H SCF,| 2
14-179 CH,0CH,CF; H SCF,| 2
14-180 CH,0GH,c-Pr H SCF,| 2
14-181 CH,0C(=0)Me H SCF;| 2
14-182 CH,0C(=0)i-Pr H SCF,| 2
14-183 CH,0C(=0)c-Pr H SCF,| 2
14-184 CH,0C(=0)OMe H SCF;| 2
14-185 CH,0C(=0)NHMe  |H SCF,| 2
14-186 CH,0C(=0)NMe, H SCF;]| 2
14-187 CH,CN H SCF;p 2
14-188 CH,NH, H SCF,| 2
14-189 CH,NHMe H SCF,| 2
14-190 CH,NHi-Pr H SCF,| 2
14-191 CH,NHc-Pr H SCF,| 2
14-192 CH,NHCH,CF, H SCF,| 2
14-193 CH,NHCH,c-Pr H SCF,4| 2
14-194 CH,NMe, H SCF,| 2
14-195 CH;NHAc H SCF;| 2
14-196 CH,N(Ac)Me H SCF,| 2
14-197 CH,N(Ac)i-Pr H SCF,| 2
14-198 CH,N(Ac)c-Pr H SCF,| 2
14-199 CH,N(Ac)CH,CF; |H SCF;| 2
14-200 CHoN(Ac)CHye-Pr  |H SCF,| 2
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14-201 CH,NHCOOMe H SCF;| 2
14-202 CH,NHCOOt-Bu H SCF,| 2
14-203 CH,N(Me)CO,Me H SCF,| 2
14-204 CH,N(Me)COOt-Bu |H SCF,| 2
14-205 CH,NHCONHMe H SCF,| 2
14-206 CH,N(Me)CONHMe |H SCF4| 2
14-207 CH,SMe H SCF;| 2
14-208 CH,SOMe H SCF;| 2
14-209 CH,S0,Me H SCF;| 2
14-210 CH=NOH H SCF;| 2
14-211 CH=NOMe H SCF;| 2
14-212 CH=NOi-Pr H SCF,| 2
14-213 CH=NOCH,CF,4 H SCF,| 2
14-214 CH=NOCH,c-Pr H SCF;| 2
14-215 C(Me)=NOH H SCF,| 2
14-216 C(Me)=NOMe H SCF,| 2
14-217 C(Me)=NOi-Pr H SCF;| 2
14-218 C(Me)=NOCH,CF, |H SCF,| 2
14-219 C(Me)=NOCH,c-Pr |H SCF,| 2
14-220 NH, H SCF,| 2
14-221 NHMe H SCF,| 2
14-222 NHi-Pr H SCF,| 2
14-223 NHCH,CF, H SCF,4| 2
14-224 NHCH,c—Pr H SCF,| 2
14-225 NMe, H SCF,| 2
14-226 N(Me)CH,CF, H SCF,| 2
14-227 N(Me)CGH,c-Pr H SCF,| 2
14-228 NHAc H SCF, | 2
14-229 N(Ac)Me H SCF,| 2
14-230 N(Ac)i-Pr H SCF,| 2
14-231 N(Ac)CH,CF, H SCF,| 2
14-232 N(Ac)CHapc-Pr H SCF,| 2
14-233 NHCOOMe H SCF,| 2
14-234 N(COOMe)Me H SCF;]| 2
14-235 N(COOMe)i-Pr H SCF;| 2
14-236 N(COOMe)CH,CF, |H SCF,| 2
14-237 N(COOMe)CH,c-Pr |H SCF;| 2
14-238 NHCONMe, H SCF,| 2
14-239 N(CONMe,)Me H SCF;| 2
14-240 CH,Cl H SCF,| 2
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14-241 H CO,H SCF;| 2
14-242 H CO,Me SCF,| 2
14-243 H CO,i-Pr SCF,| 2
14-244 H CO,CH,CF, SCF,| 2
14-245 H CO,CHyc-Pr SCF;| 2
14-246 H CONH, SCF,| 2
14-247 H CONHMe SCF,| 2
14-248 H CONHi-Pr SCF,| 2
14-249 H CONHc-Pr SCF;| 2
14-250 H CONHCH,CF, SCF,| 2
14-251 H CONHCH,c-Pr SCF,| 2
14-252 H CONMe, SCF,| 2
14-253 H CN SCF,| 2
14-254 H CHO SCF;| 2
14-255 H C(=0)Me SCF,| 2
14-256 H CH,OH SCF,| 2
14-257 H CH,OMe SCF,| 2
14-258 H CH,0i-Pr SCF,]| 2
14-259 H CH,OCH,CF, SCF,| 2
14-260 H CH,0CH,c-Pr SCF,| 2
14-261 H CH,0C(=0)Me SCF;| 2
14-262 H CH,0C(=0)i-Pr SCF;| 2
14-263 H CH,0C(=0)c-Pr SCF;| 2
14-264 H CH,0C(=0)OMe SCF;| 2
14-265 H CH,0C(=0)NHMe SCF,| 2
14-266 H CH,0C(=0)NMe, SCF,| 2
14-267 H CH,CN SCF,| 2
14-268 H CH,NH, SCF,| 2
14-269 H CH,NHMe SCF,| 2
14-270 H CH,NHi-Pr SCF,| 2
14-271 H CH,;NHc-Pr SCF;| 2
14-272 H CH,NHCH,CF, SCF,| 2
14-273 H CH,NHCH,c-Pr SCF;| 2
14-274 H CH,NMe, SCF,| 2
14-275 H CH,NHAc SCF,| 2
14-276 H CH,N(Ac)Me SCF,| 2
14-277 H CH,N(Ac)i-Pr SCF;| 2
14-278 H CH,N(Ac)c-Pr SCF,| 2
14-279 H CH,N(A¢)CH,CF, SCF;| 2
14-280 H CH,N(Ac)CH,c-Pr | SCF,| 2
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14-281 H CH,NHCOOMe SCF;| 2
14-282 H CH,NHCOOt-Bu  [SCF;] 2
14-283 H CH,N(Me)CO,Me SCF,| 2
14-284 H CH,N(Me)COOt-Bu | SCF,| 2
14-285 H CH,NHCONHMe SCF,| 2
14-286 H CH,N(Me)CONHMe |[SCF;| 2
14-287 H CH,SMe SCF,| 2
14-288 H CH,SOMe SCF,[ 2
14-289 H CH,S0,Me SCF,| 2
14-290 H CH=NOH SCF;| 2
14-291 H CH=NOMe SCF,4| 2
14-292 H CH=NOi-Pr SCF,;| 2
14-293 H CH=NOCH,CF, SCF,| 2
14-294 H CH=NOCH,c-Pr SCF,| 2
14-295 H C(Me)=NOH SCF;| 2
14-296 H C(Me)=NOMe SCF,| 2
14-297 H C(Me)=NOi~Pr SCF;| 2
14-298 H C(Me)=NOCH,CF, SCF,| 2
14-299 H C(Me)=NOCH,c-Pr |SCF;| 2
14-300 H NH, SCF;| 2
14-301 H NHMe SCF,| 2
14-302 H NHi-Pr SCF,| 2
14-303 H NHCH,CF, SCF,| 2
14-304 H NHCH,c—Pr SCF,| 2
14-305 H NMe, SCF,| 2
14-306 H N(Me)CH,CF, SCF,| 2
14-307 H N(Me)CH,c-Pr SCF,| 2
14-308 H NHAc SCF,| 2
14-309 H N(Ac)Me SCF;| 2
14-310 H N(Ac)i-Pr SCF,| 2
14-311 H N(Ac)CH,CF, SCF4| 2
14-312 H N(Ac)CH,c-Pr SCF,| 2
14-313 H NHCOOMe SCF,| 2
14-314 H N(COOMe)Me SCF,| 2
14-315 H N(COOMe)i-Pr SCF,| 2
14-316 H N(COOMe)CH,CF; |SCF,| 2
14-317 H N(COOMe)CH,c~Pr | SCF,| 2
14-318 H NHCONMe, SCF,| 2
14-319 H N(CONMe,)Me SCF;| 2
14-320 H CH,CI SCF,]| 2
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15-1 CO,H H CF; | 2
15-2 CO,Me H CF3 |2
15-3 CO,i-Pr H CFs [ 2
15-4 CO,CH,CF, H CF; |2
15-5 CO,CH,c-Pr H CF,| 2
15-6 CONH, H CF; |2
15-7 CONHMe H CFs | 2
15-8 CONHi-Pr H CF, | 2
15-9 CONHc-Pr H CFy | 2
15-10 CONHCH,CF;, H CF; |2
15-11 CONHCH,c-Pr H CF; | 2
15-12 CONMe, H CF; |2
15-13 CN H CFs 1 2
15-14 CHO H CF; | 2
15-15 C(=0)Me H CF; | 2
15-16 CH,OH H CFs [ 2
15-17 CH,OMe H CF; | 2
15-18 CH,0i-Pr H CF; | 2
15-19 CH,OCH,CF; H CFy |2
15-20 CH,OCH,c-Pr H CFy |2
15-21 CH,0C(=0)Me H CF; | 2
15-22 CH,0C(=0)i~Pr H CF; |2
15-23 CH,0C(=0)c-Pr H CF; | 2
15-24 CH,0C(=0)0OMe H CF; | 2
15-25 CH,0C(=O)NHMe  |H CF | 2
15-26 CH,0C(=0)NMe, H CF; |2
15-27 CH,CN H CF; |2
15-28 CH,NH, H CF; | 2
15-29 CH,;NHMe H CF; |2
15-30 CH,NHi-Pr H CFs; |2
15-31 CH,;NHc-Pr H CF; |2
15-32 CH,NHCH,CF, H CF; |2
15-33 CH,;NHCH,c-Pr H CF; | 2
15-34 CH,NMe, H CF; |2
15-35 CH,NHAC H CF, | 2
15-36 CH,N(Ac)Me H CF; | 2
15-37 CH,N(Ac)i-Pr H CF; | 2
15-38 CH,N(Ac)c-Pr H CF; | 2
15-39 CH,N(Ac)CH,CF;  [H CF |2
15-40 CH,N(Ac)CH,c-Pr |H CF; |2
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LtEYvES R? R% R [m|E(E
15-41 CH,NHCOOMe H CF; | 2
15-42 CH,NHCOOt-Bu H CF; | 2
15-43 CH,N(Me)CO,Me H CF; | 2
15-44 CH,N(Me)COOt-Bu |H CF,; |2
15-45 CH,NHCONHMe H CF; |2
15-46 CH,N(Me)CONHMe |H CF; |2
15-47 CH,SMe H CFy |2
15-48 CH,SOMe H CF, | 2
15-49 CH,SO,Me H CF; | 2
15-50 CH=NOH H CF; | 2
15-51 CH=NOMe H CF; | 2
15-52 CH=NOi-Pr H CF, | 2
15-53 CH=NOCH,CF, H CF; 12
15-54 CH=NOCH,c-Pr H CF; | 2
15-55 C(Me)=NOH H CF; | 2
15-56 C(Me)=NOMe H CF; | 2
15-57 C(Me)=NOi-Pr H CF; | 2
15-58 C(Me)=NOCH,CF; |H CF; | 2
15-59 C(Me)=NOCH,c-Pr |H CF; | 2
15-60 NH, H CF; | 2
15-61 NHMe H CF; | 2
15-62 NHi-Pr H CF; 12
15-63 NHCH,CF, H CFy |2
15-64 NHCH,c-Pr H CF; |2
15-65 NMe, H CFs |2
15-66 N(Me)CH,CF; H CF; | 2
15-67 N(Me)CH,c-Pr H CF; |2
15-68 NHAc H CF; |2
15-69 N(Ac)Me H CF; | 2
15-70 N(Ac)i-Pr H CF; | 2
15-71 N(Ac)CH,CF, H CF; | 2
15-72 N(Ac)CH,c-Pr H CF; | 2
15-73 NHCOOMe H CF; | 2
15-74 N(COOMe)Me H CF; | 2
15-75 N(COOMe)i-Pr H CF; |2
15-76 N(COOMe)CH,CF; |H CF, | 2
15-77 N(COOMe)CH,c-Pr |H CF; | 2
15-78 NHCONMe, H CF; | 2
15-79 N(CONMe,)Me H CF; | 2
15-80 CH,Cl H CF3 | 2
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LtEYES R R% R |m|¥tkiE
15-81 H CO,H CF, |2
15-82 H CO,Me CF, | 2
15-83 H CO,i-Pr CF, |2
15-84 H CO,CH,CF, CF, | 2
15-85 H CO,CH,c—Pr CF, | 2
15-86 H CONH, CF; |2
15-87 H CONHMe CF; |2
15-88 H CONHi-Pr CF, |2
15-89 H CONHc~Pr CF; | 2
15-90 H CONHCH,CF, CF, |2
15-91 H CONHCH¢c-Pr CF, | 2
15-92 H CONMe, CF, |2
15-93 H CN CF; |2
15-94 H CHO CF, | 2
15-95 H C(=0)Me CF; | 2
15-96 H CH,OH CF, | 2
15-97 H CH,OMe CF, | 2
15-98 H CH,0i-Pr CF, | 2
15-99 H CH,OCH,CF; CF, |2
15-100 H CH,0CH,c-Pr CF; |2
15-101 H CH,0C(=0)Me CF; | 2
15-102 H CH,0C(=0)i-Pr CF; |2
15-103 H CH,0C(=0)c-Pr CF; | 2
15-104 H CH,0C(=0)OMe CFy |2
15-105 H CH,0C(=0O)NHMe CF; | 2
15-106 H CH,0C(=0)NMe, CF; | 2
15-107 H CH,CN CF, |2
15-108 H CH,NH, CF, | 2
15-109 H CH,NHMe CF, | 2
15-110 H CH,NHi-Pr CF, | 2
15-111 H CH,NHc-Pr CF; | 2
15-112 H CH,NHCH,CF, CF, | 2
15-113 H CH,NHCH,c-Pr CF, |2
15-114 H CH,NMe, CF; |2
15-115 H CH,NHAc CF, |2
15-116 H CH,N(Ac)Me CF, | 2
15-117 H CH,N(Ac)i-Pr CF; | 2
15-118 H CH,N(Ac)c-Pr CF, |2
15-119 H CH,N(Ac)CH,CF,4 CF; |2
15-120 H CH,N(Ac)CH,c-Pr | CF; | 2




WO 2016/121997 93 PCT/JP2016/052841
[0148] [5<63]
iLEYMES R? R R [m|ihtE(E
15-121 H CH,NHCOOMe CF, |2
15-122 H CH,;NHCOOt-Bu CF; |2
15-123 H CH,N(Me)CO,Me CF; | 2
15-124 H CH,N(Me)COOt-Bu | CF; | 2
15-125 H CH,NHCONHMe CF, | 2
15-126 H CH,N(Me)CONHMe | CF; | 2
15-127 H CH,SMe CF, [ 2
15-128 H CH,SOMe CF, | 2
15-129 H CH,S0O,Me CF, | 2
15-130 H CH=NOH CF, | 2
15-131 H CH=NOMe CF, | 2
15-132 H CH=NOQi-Pr CF; | 2
15-133 H CH=NOCH,CF, CFy | 2
15-134 H CH=NOCH,c-Pr CF; | 2
15-135 H C(Me)=NCH CF; | 2
15-136 H C(Me)=NOMe CF; | 2
15-137 H C(Me)=NOi-Pr CF; |2
15-138 H C(Me)=NOCH,CF, | CF, |2
15-139 H C(Me)=NOCH,c-Pr | CF; | 2
15-140 H NH, CF, | 2
15-141 H NHMe CF, | 2
15-142 H NHi-Pr CF; | 2
15-143 H NHCH,CF, CF; | 2
15-144 H NHCH c-Pr CF; |2
15-145 H NMe, CF, | 2
15-146 H N(Me)CH,CF, CF, | 2
15-147 H N(Me)CH,c—Pr CF; | 2
15-148 H NHAc CF, |2
15-149 H N(Ac)Me CF; | 2
15-150 H N(Ac)i-Pr CF; | 2
15-151 H N(Ac)CH,CF; CF, | 2
15-152 H N(Ac)CH,c-Pr CF; | 2
15-153 H NHCOOMe CF, | 2
15-154 H N(COOMe)Me CF; |2
15-155 H N(COOMe)i-Pr CF,; |2
15-156 H N(COOMe)CH,CF; | CF; | 2
15-157 H N(COOMe)CH,c-Pr | CF; | 2
15-158 H NHCONMe, CF; |2
15-159 H N(CONMe,)Me CF; |2
15-160 H CH,Cl CF; |2
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15-161 COzH H SCF,| 2
15-162 CO;Me H SCF,| 2
15-163 CO,i-Pr H SCF;| 2
15-164 CO,CH,CF; H SCF,| 2
15-165 CO,CH,c-Pr H SCF;| 2
15-166 CONH, H SCF,| 2
15-167 CONHMe H SCF,| 2
15-168 CONHi-Pr H SCF,| 2
15-169 CONHc-Pr H SCF,| 2
15-170 CONHCH,CF; H SCF,| 2
15-171 CONHCH,c—-Pr H SCF;| 2
15-172 CONMe, H SCF3] 2
15-173 CN H SCF,| 2
15-174 CHO H SCF,| 2
15-175 C(=0)Me H SCF,| 2
15-176 CH,0OH H SCF,| 2
15-177 CH,0Me H SCF3] 2
15-178 CH,0i-Pr H SCF,| 2
15-179 CH,0CH,CF; H SCF3| 2
15-180 CH,0CH,c-Pr H SCF,| 2
15-181 CH,0C(=0)Me H SCF,| 2
15-182 CH,0C(=0)i-Pr H SCF,| 2
15-183 CH,0C(=0)c-Pr  |H SCF,| 2
15-184 CH,0C(=0)OMe H SCF,| 2
15-185 CH,0C(=0)NHMe  |H SCF,| 2
15-186 CH,0C(=O)NMe, |H SCF,| 2
15-187 CH,CN H SCF,] 2
15-188 CH,NH, H SCF;] 2
15-189 CH,NHMe H SCF;| 2
15-190 CH,NHi-Pr H SCF;| 2
15-191 CH,;NHc—Pr H SCF;| 2
15-192 CH,;NHCH,CF, H SCF;| 2
15-193 CH,NHCH,c-Pr H SCF4| 2
15-194 CH;NMe, H SCF,] 2
15-195 CH,NHAc H SCF;| 2
15-196 CH,N(Ac)Me H SCF,| 2
15-197 CH,N(Ac)i-Pr H SCF,| 2
15-198 CH,N(Ac)c-Pr H SCF;| 2
15-199 CH,N(Ac)CH,CF; |H SCF,| 2
15-200 CH,N(Ac)CH,c-Pr  |H SCF,| 2
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15-201 CH,NHCOOMe H SCF;| 2
15-202 CH,NHCOOt-Bu H SCF;| 2
15-203 CH,N(Me)CO,Me  [H SCF,| 2
15-204 CH,N(Me)COOt-Bu |H SCF;| 2
15-205 CH,;NHCONHMe H SCF,| 2
15-206 CH,N(Me)CONHMe |H SCF,| 2
15-207 CH,SMe H SCF,| 2
15-208 CH,SOMe H SCF,| 2
15-209 CH,SO,Me H SCF,| 2
15-210 CH=NOH H SCF;| 2
15-211 CH=NOMe H SCF,| 2
15-212 CH=NOi-Pr H SCF,]| 2
15-213 CH=NOCH,CF; H SCF,| 2
15-214 CH=NOCH,c-Pr H SCF,| 2
15-215 C(Me)=NOH H SCF,| 2
15-216 C(Me)=NOMe H SCF,| 2
15-217 C(Me)=NOi-Pr H SCF,| 2
15-218 C(Me)=NOCH,CF, |H SCF,| 2
15-219 C(Me)=NOCH,c—Pr |H SCF,| 2
15-220 NH, H SCF,| 2
15-221 NHMe H SCF, | 2
15-222 NHi—-Pr H SCF,| 2
15-223 NHCH,CF; H SCF,| 2
15-224 NHCH,c—Pr H SCF;| 2
15-225 NMe, H SCF,| 2
15-226 N(Me)CH,CF; H SCF;| 2
15-227 N(Me)CH,c-Pr H SCF,! 2
15-228 NHAc H SCF,| 2
15-229 N(Ac)Me H SCF,;| 2
15-230 N(Ac)i-Pr H SCF,| 2
15-231 N(Ac)CH,CF, H SCF,| 2
15-232 N(Ac)CH,c-Pr H SCF,| 2
15-233 NHCOOMe H SCF,| 2
15-234 N(COOMe)Me H SCF,| 2
15-235 N(COOMe)i-Pr H SCF,| 2
15-236 N(COOMe)CH,CF; |H SCF,| 2
15-237 N(COOMe)CH,c-Pr |H SCF,| 2
15-238 NHCONMe, H SCF;| 2
15-239 N(CONMe,)Me H SCF,]| 2
15-240 CH,Cl H SCF,| 2
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15-241 H CO,H SCF;| 2
15-242 H CO,Me SCF,| 2
15-243 H CO,i-Pr SCF,| 2
15-244 H CO,CH,CF; SCF,| 2
15-245 H CO,CHyc—Pr SCF;| 2
15-246 H CONH, SCF,| 2
15-247 H CONHMe SCF,| 2
15-248 H CONHi-Pr SCF,| 2
15-249 H CONHc—Pr SCF;| 2
15-250 H CONHCH,CF, SCF,| 2
15-251 H CONHCH,c—Pr SCF;| 2
15-252 H CONMe, SCF;| 2
15-253 H CN SCF;! 2
15-254 H CHO SCF,| 2
15-255 H C(=0)Me SCF;| 2
15-256 H CH,OH SCF,| 2
15-257 H CH,0Me SCF,| 2
15-258 H CH,0i-Pr SCF,| 2
15-259 H CH,0CH,CF, SCF;| 2
15-260 H CH,0CH,c-Pr SCF,| 2
15-261 H CH,0C(=0)Me SCF,| 2
15-262 H CH,0C(=0)i-Pr SCF,| 2
15-263 H CH,0C(=0)c-Pr SCF,| 2
15-264 H CH,0C(=0)OMe SCF,| 2
15-265 H CH,0C(=0O)NHMe SCF,| 2
15-266 H CH,0C(=0)NMe, SCF;| 2
15-267 H CH,CN SCF;! 2
15-268 H CH,NH, SCF;| 2
15-269 H CH,NHMe SCF;| 2
15-270 H CH,NHi-Pr SCF;| 2
15-271 H CH,;NHc-Pr SCF;| 2
15-272 H CH,;NHCH,CF; SCF,| 2
15-273 H CH,NHCH,c-Pr SCF,4| 2
15-274 H CH,NMe, SCF;| 2
15-275 H CH,NHAc SCF,| 2
15-276 H CH,N(Ac)Me SCF,| 2
15-277 H CH,N(Ac)i-Pr SCF,4| 2
15-278 H CH,N(Ac)c—Pr SCF,| 2
15-279 H CH,N(Ac)CH,CF, SCF,| 2
15-280 H CH,N(Ac)CH,c-Pr |SCF,| 2
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15-281 H CH,;NHCOOMe SCF;f 2
15-282 H CH,NHCOOt-Bu SCF;| 2
15-283 H CH,N(Me)CO,Me SCF;] 2
15-284 H CH,N(Me)COOt-Bu |SCF;| 2
15-285 H CH,NHCONHMe SCF,| 2
15-286 H CH,N(Me)CONHMe |SCF;| 2
15-287 H CH,SMe SCF,| 2
15-288 H CH,SOMe SCF,| 2
15-289 H CH,SO,Me SCF,| 2
15-290 H CH=NOH SCF,| 2
15-291 H CH=NOMe SCF,| 2
15-292 H CH=NOi-Pr SCF,]| 2
15-293 H CH=NOCH,CF, SCF;1 2
15-294 H CH=NOCH,c-Pr SCF;] 2
15-295 H C(Me)=NOH SCF;] 2
15-296 H C(Me)=NOMe SCF;| 2
15-297 H C(Me)=NOi-Pr SCF;] 2
15-298 H C(Me)=NOCH,CF, SCF; 2
15-299 H C(Me)=NOCH,c-Pr |SCF;| 2
15-300 H NH, SCF,]| 2
15-301 H NHMe SCF,| 2
15-302 H NHi-Pr SCF4] 2
15-303 H NHCH,CF, SCF;] 2
15-304 H NHCH,c—Pr SCF,| 2
15-305 H NMe, SCF,| 2
15-306 H N(Me)CH,CF, SCF,| 2
i5-307 H N(Me)CH,c—Pr SCF;y 2
16-308 H NHAc SCF;] 2
15-309 H N(Ac)Me SCF;| 2
15-310 H N(Ac)i-Pr SCF;] 2
15-311 H N(Ac)CH,CF, SCF;| 2
15-312 H N(Ac)CH,c—Pr SCF;] 2
15-313 H NHCOOMe SCF,| 2
15-314 H N(COOMe)Me SCF,| 2
15-315 H N(COOMe)i-Pr SCF;| 2
15-316 H N(COOMe)CH,CF; |SCF;| 2
15-317 H N(COOMe)CH,c-Pr | SCF;]| 2
15-318 H NHCONMe, SCF,]| 2
15-319 H N(CONMe,)Me SCF;] 2
15-320 H CH,CI SCF,| 2
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16-1 CO,H H CFy[2] |
16-2 CO,Me H CF, | 2
16-3 CO,i-Pr H CF, | 2
16-4 CO,CH,CF, H CF, [ 2
16-5 CO,CHyc~Pr H CF, | 2
16-6 CONH,;, H CF, | 2
16-7 CONHMe H CF, | 2
16-8 CONHi—Pr H CF, | 2
16-9 CONHc-Pr H CF, | 2
16-10 CONHCH,CF, H CF, | 2
16-11 CONHCH,c-Pr H CF, | 2
16-12 CONMe, H CF, | 2
16-13 CN H CF, | 2
16-14 CHO H CF, | 2
16-15 C(=0)Me H CF, | 2
16-16 CH,0OH H CF, | 2
16-17 CH,OMe H oF. |2
16-18 CH,0i-Pr H CF, | 2
16-19 CH,OCH,CF, H oF. 12
16-20 CH,0CH,c-Pr H CF, | 2
16-21 CH,0C(=0)Me H CF, | 2
16-22 CH,0C(=0)i-Pr H CF, | 2
16-23 CH,0C(=0)c—Pr H CF, | 2
16-24 CH,0C(=0)OMe H CF, | 2
16-25 CH,0C(=O)NHMe |H CF, | 2
16-26 CH,0C(=0)NMe, H CF, | 2
16-27 CH,CN H CF, | 2
16-28 CH,NH, H CF,; | 2
16-29 CH,NHMe H CF, | 2
16-30 CH,NHi-Pr H CF, | 2
16-31 CH,NHc-Pr H CF, | 2
16-32 CH,NHCH,CF, H CF, | 2
16-33 CH,;NHCH,c-Pr H CF, | 2
16-34 CH,NMe, H CF, | 2
16-35 CH,NHAc H CF, | 2
16-36 CH,N(Ac)Me H CF, | 2
16-37 CH,N(Ac)i-Pr H CF, | 2
16-38 CH,N(Ac)c—Pr H CF, | 2
16-39 CH,N(Ac)CH,CF, H CF, | 2
16-40 CH,N(Ac)CH,c-Pr |4 CF, | 2
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16-41 CH,NHCOOMe H CFy |2
16-42 CH,NHCOOt-Bu H CF, | 2
16-43 CH,N(Me)CO,Me H CF; |2
16-44 CH,N(Me)COOt-Bu |H CF; | 2
16-45 CH,NHCONHMe H CF, | 2
16-46 CH,N(Me)CONHMe |[H CF; | 2
16-47 CH,SMe H CFy |2
16-48 CH,SOMe H CF; | 2
16-49 CH,SOyMe H CFs |2
16-50 CH=NOH H CF,; | 2
16-51 CH=NOMe H CF, |2
16-52 CH=NOi-Pr H CF, | 2
16-53 CH=NOCH,CF, H CF, 12
16-54 CH=NOCH,c-Pr H CF, | 2
16-55 C(Me)=NOH H CF, | 2
16-56 C(Me)=NOMe H CF, | 2
16-57 C(Me)=NOi-Pr H CF; | 2
16-58 C(Me)=NOCH,CF; [H CF, | 2
16-59 C(Me)=NOCH,c-Pr |[H CF, | 2
16-60 NH, H Cky [ 2
16-61 NHMe H CF; [ 2
16-62 NHi—-Pr H CF, | 2
16-63 NHCH,CF, H CF; | 2
16-64 NHCH,c-Pr H CFy | 2
16-65 NMe, H CF; | 2
16-66 N(Me)CH,CF, H CF; |2
16-67 N(Me)CH,c—Pr H CFy 12
16-68 NHAc H CF; [ 2
16-69 N(Ac)Me H CF; | 2
16-70 N(Ac)i-Pr H CF; |2
16-71 N(Ac¢)CH,CF, H CF, | 2
16-72 N(Ac)CH,c—Pr H CF, |2
16-73 NHCOOMe H CF,; | 2
16-74 N(COOMe)Me H CF; | 2
16-75 N(COOMe)i-Pr H CF,; | 2
16-76 N(COOMe)CH,CF; |H CF; |2
16-77 N(COOMe)CH,c-Pr [H CF, | 2
16-78 NHCONMe, H CF; |2
16-79 N(CONMe,)Me H CF; |2
16-80 CH,Cl H CF; |2
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16-81 H CO,H CF, |2
16-82 H CO,Me CF; | 2
16-83 H CO,i-Pr CF, | 2
16-84 H CO,CH,CF; CF,; |2
16-85 H CO,CH,c—Pr CF, | 2
16-86 H CONH, CF, |2
16-87 H CONHMe CF, | 2
16-88 H CONHi-Pr CF, |2
16-89 H CONHc-Pr CF, |2
16-90 H CONHCH,CF, CF, | 2
16-91 H CONHCH,c—Pr CF, | 2
16-92 H CONMe, CF, |2
16-93 H CN CFy |2
16-94 H CHO CF, | 2
16-95 H C(=0)Me CF; | 2
16-96 H CH,OH CF, |2
16-97 H CH,OMe CF, | 2
16-98 H CH,0i-Pr CF, |2
16-99 H CH,0CH,CF, CF, |2
16-100 H CH,OCH,c-Pr CF, |2
16-101 H CH,0C(=0)Me CF, | 2
16-102 H CH,0C(=0)i-Pr CF; | 2
16-103 H CH,0C(=0)c-Pr CF; |2
16-104 H CH,0C(=0)OMe CF; |2
16-105 H CH,0C(=0)NHMe CFy |2
16-106 H CH,0C(=0)NMe, CF; | 2
16-107 H CH,CN CF, |2
16-108 H CH,NH, CF; |2
16-109 H CH,NHMe CF,; | 2
16-110 H CH,NHi-Pr CF, |2
16-111 H CHy;NHc-Pr CF; |2
16-112 H CH,NHCH,CF, CF, | 2
16-113 H CH,NHCH,c-Pr CF, | 2
16-114 H CH,NMe, CF, | 2
16-115 H CH,NHAc CF, |2
16-116 H CH,N(Ac)Me CF, |2
16-117 H CH,N(Ac)i-Pr CF,; |2
16-118 H CH,N(Ac)c-Pr CF, | 2
16-119 H CH,N(Ac)CH,CF, CF, |2
16-120 H CH,N(Ac)CH,c-Pr CF; | 2
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16-121 H CH,NHCOOMe CF, |2
16-122 H CH,NHCOOt-Bu CF; |2
16-123 H CH,N(Me)CO,Me CF, | 2
16-124 H CH,N(Me)COOt-Bu | CF; | 2
16-125 H CH,;NHCONHMe CF; |2
16-126 H CH,N(Me)CONHMe | CF; | 2
16-127 H CH,SMe CF, | 2
16-128 H CH,SOMe CF, | 2
16-129 H CH,SO,Me CF, | 2
16-130 H CH=NOH CF; | 2
16-131 H CH=NOMe CF, | 2
16-132 H CH=NOi-Pr CF, | 2
16-133 __ |H CH=NOCH,CF CF; | 2
16-134 H CH=NOCH,c—Pr CF; | 2
16—-135 H C(Me)=NOH CF; | 2
16—-136 H C(Me)=NOMe CF; |2
16—-137 H C(Me)=NOi-Pr CF; |2
16-138 H C(Me)=NOCH,CF, | CF, |2
16-139 H C(Me)=NOCH,c-Pr CF; |2
16-140 H NH, CF, | 2
16-141 H NHMe CF, | 2
16-142 H NHi-Pr CF, | 2
16-143 H NHCH,CF, CF; |2
16-144 H NHCH,c—Pr CF, |2
16-145 H NMe, CF, | 2
16-146 H N(Me)CH,CF, CF,; |2
16-147 H N(Me)CH,c-Pr CF; !l 2
16-148 H NHAc CF, | 2
16-149 H N(Ac)Me CF; |2
16-150 H N(Ac)i-Pr CF; | 2
16-151 H N(Ac)CH,CF, CF; |2
16-152 H N(Ac)CH,c-Pr CF; | 2
16-153 H NHCOOMe CF, | 2
16—-154 H N(COOMe)Me CF; |2
16-155 H N(COOMe)i-Pr CF; | 2
16-156 H N(COOMe)CH,CF; | CF, | 2
16-157 H N(COOMe)CH,c-Pr | CF; | 2
16-158 H NHCONMe, CF,; [ 2
16-159 H N(CONMe,)Me CF, |2
16-160 H CH,CI CF; | 2
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iLEMES R?! R% R [m[#tEiE
16-161 CO,H H SCF4} 2
16-162 COMe H SCF,| 2
16-163 CO,i-Pr H SCF;3| 2
16-164 CO,CH,CF, H SCF,| 2
16-165 CO,CHyc—Pr H SCF;} 2
16-166 CONH, H SCF3) 2
16-167 CONHMe H SCF,] 2
16-168 CONHi—-Pr H SCF,| 2
16-169 CONHc-Pr H SCF,| 2
16-170 CONHCH,CF, H SCF,} 2
16-171 CONHCH,c-Pr H SCF;| 2
16-172 CONMe, H SCF,| 2
16-173 CN H SCF3{ 2
16—-174 CHO H SCF;i 2
16-175 C(=0)Me H SCF;| 2
16-176 CH,OH H SCF;i 2
16-177 CH,OMe H SCF;} 2
16-178 CH,0i-Pr H SCF;| 2
16-179 CH,0CH,CF; H SCF4i 2
16-180 CH,0CH,c-Pr H SCF,f 2
16-181 CH,0C(=0)Me H SCF;| 2
16-182 CH,0C(=0)i-Pr H SCF,| 2
16-183 CH,0C(=0)c-Pr H SCF,| 2
16-184 CH,0C(=0)OMe H SCF;| 2
16-185 CH,0C(=O)NHMe  |H SCF,] 2
16-186 CH,0C(=0)NMe, H SCF,] 2
16-187 CH,CN H SCF;l 2
16-188 CH,NH;, H SCF;] 2
16-189 CH,NHMe H SCF,) 2
16-190 CH,NHi-Pr H SCF;} 2
16-191 CH,/;NHc—-Pr H SCF; 2
16-192 CH,NHCH,CF, H SCF;1 2
16-193 CH,NHCH,c-Pr H SCF,} 2
16-194 CH,;NMe, H SCF;| 2
16-195 CH,NHAc H SCF,1 2
16-196 CH,N(Ac)Me H SCF,] 2
16-197 CH,N(Ac)i-Pr H SCF;1 2
16-198 CH,N(Ac)c-Pr H SCF;| 2
16-199 CH,N(Ac)CH,CF, |H SCF;| 2
16-200 CH,N(Ac)CH,c—Pr |4 SCF,| 2
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LtEYMES R R R® |m|Pt%iE
16-201 CH,NHCOOMe H SCF,;| 2
16-202 CH,NHCOOt-Bu H SCF,| 2
16-203 CH,N(Me)CO,Me H SCF,| 2
16-204 CH,N(Me)COOt-Bu |H SCF,| 2
16-205 CH,NHCONHMe H SCF,]| 2
16-206 CH,N(Me)CONHMe |H SCF,| 2
16-207 CH,SMe H SCF;| 2
16-208 CH,SOMe H SCF;| 2
16-209 CH,SO,;Me H SCF;| 2
16-210 CH=NOH H SCF4| 2
16-211 CH=NOMe H SCF,4| 2
16-212 CH=NOi-Pr H SCF;| 2
16-213 CH=NOCH,CF, H SCF,| 2
16-214 CH=NOCH,c-Pr H SCF;| 2
16-215 C(Me)=NOH H SCF,| 2
16-216 C(Me)=NOMe H SCF4| 2
16-217 C(Me)=NOi-Pr H SCF,4| 2
16-218 C(Me)=NOCH,CF, |H SCF,4| 2
16-219 C(Me)=NOCH,c-Pr [H SCF,| 2
16-220 NH, H SCF,| 2
16—-221 NHMe H SCF4| 2
16-222 NHi-Pr H SCF,[ 2
16-223 NHCH,CF, H SCF;| 2
16-224 NHCH,c—Pr H SCF,| 2
16-225 NMe, H SCF;| 2
16-226 N(Me)CH,CF H SCF,| 2
16-227 N(Me)CH,c-Pr H SCF,| 2
16-228 NHAGc H SCF, | 2
16-229 N(Ac)Me H SCF,| 2
16-230 N(Ac)i-Pr H SCF,4| 2
16-231 N(Ac)CH,CF, H SCF,| 2
16-232 N(Ac)CH,c-Pr H SCF,| 2
16-233 NHCOOMe H SCF,4| 2
16-234 N(COOMe)Me H SCF,| 2
16-235 N(COOMe)i-Pr H SCF;| 2
16-236 N(COOMe)CH,CF; |H SCF,| 2
16-237 N(COOMe)CH,c—Pr [H SCF,[ 2
16-238 NHCONMe, H SCF,| 2
16-239 N(CONMe,)Me H SCF,| 2
16-240 CH,Cl H SCF,| 2
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LtEYvES R R22 R |m|ittiE
16-241 H CO,;H SCF;| 2
16-242 H CO,Me SCF,| 2
16-243 H CO,i~Pr SCF;| 2
16-244 H CO,CH,CF, SCF;| 2
16-245 H CO,CHyc-Pr SCF,| 2
16-246 H CONH, SCF,| 2
16-247 H CONHMe SCF,]| 2
16-248 H CONHi-Pr SCF,| 2
16-249 H CONHc-Pr SCF,| 2
16-250 H CONHCH,CF, SCF,| 2
16-251 H CONHCH,c-Pr SCF,| 2
16-252 H CONMe, SCF,| 2
16-253 H CN SCF,! 2
16-254 H CHO SCF,| 2
16-255 H C(=0)Me SCF;i 2
16-256 H CH,OH SCF,]| 2
16-257 H CH,0Me SCF,| 2
16-258 H CH,0i-Pr SCF;4] 2
16-259 H CH,0OCH,CF, SCF,| 2
16-260 H CH,0CH,c-Pr SCF,| 2
16-261 H CH,0C(=0)Me SCF;1 2
16-262 H CH,0C(=0)i-Pr SCF,i 2
16-263 H CH,0C(=0)c-Pr SCF;1 2
16-264 H CH,0C(=0)OMe SCF,| 2
16-265 H CH,0C(=0)NHMe SCF,| 2
16-266 H CH,0C(=0)NMe, SCF,| 2
16-267 H CH,CN SCF,| 2
16-268 H CH,NH, SCF,]| 2
16-269 H CH,NHMe SCF,| 2
16-270 H CH,;NHi-Pr SCF;| 2
16-271 H CH,;NHc-Pr SCF,| 2
16-272 H CH,NHCH,CF, SCF,| 2
16-273 H CH,NHCH,c-Pr SCF;1 2
16-274 H CH,NMe, SCF,| 2
16-275 H CH,NHAc SCF,| 2
16-276 H CH,N(Ac)Me SCF,| 2
16-277 H CH,N(Ac)i-Pr SCF,| 2
16-278 H CH,N(Ac)c—Pr SCF,| 2
16-279 H CH,N(Ac)CH,CF, SCF;i 2
16-280 H CH,N(Ac)CH,c-Pr | SCF,| 2
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LEMES R R% R |m|¥i%iE
16-281 H CH,;NHCOOMe SCF,| 2
16-282 H CH,NHCOOt-Bu SCF;| 2
16-283 H CH,N(Me)CO,Me SCF,| 2
16-284 H CH,N(Me)COOt-Bu | SCF;| 2
16-285 H CH,NHCONHMe SCF,| 2
16-286 H CH,N(Me)CONHMe | SCF;| 2
16-287 H CH,SMe SCF;| 2
16-288 H CH,SOMe SCF,| 2
16-289 H CH,SO,Me SCF,| 2
16-290 H CH=NOH SCF,| 2
16-291 H CH=NOMe SCF,| 2
16-292 H CH=NOi-Pr SCF;| 2
16-293 H CH=NOCH,CF, SCF;! 2
16-294 H CH=NOCH,c-Pr SCF,| 2
16-295 H C(Me)=NOH SCF,4| 2
16-296 H C(Me)=NOMe SCF;| 2
16-297 H C(Me)=NOi-Pr SCF;| 2
16-298 H C(Me)=NOCH,CF; |SCF,]| 2
16-299 H C(Me)=NOCH,c-Pr |SCF;| 2
16-300 H NH, SCF;| 2
16-301 H NHMe SCF;| 2
16-302 H NHi-Pr SCF;| 2
16-303 H NHCH,CF; SCF;| 2
16-304 H NHCHc-Pr SCF,| 2
16-305 H NMe, SCF,| 2
16-306 H N(Me)CH,CF, SCF,| 2
16-307 H N(Me)CH,c—Pr SCF;! 2
16-308 H NHAc SCF;| 2
16-309 H N(Ac)Me SCF;| 2
16-310 H N(Ac)i—Pr SCF;| 2
16-311 H N(Ac)CH,CF, SCF,| 2
16-312 H N(Ac)CH,c~Pr SCF,| 2
16-313 H NHCOOMe SCF,| 2
16-314 H N(COOMe)Me SCF,| 2
16-315 H N(COOMe)i-Pr SCF,| 2
16-316 H N(COOMe)CH,CF; |SCF;| 2
16-317 H N(COOMe)CH,c-Pr | SCF;| 2
16-318 H NHCONMe, SCF;| 2
16-319 H N(CONMe,)Me SCF;| 2
16-320 H CH,CI SCF,| 2
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LEYmE=S R? R# R® |m|PtlE
17-1 CO.H H CF; | 2
17-2 CO,Me H CF; | 2
17-3 CO,i-Pr H CF, | 2
174 CO,CH,CF, H CF, |2
17-5 CO,CH,c-Pr H CF; |2
17-6 CONH, H CF; |2
17-7 CONHMe H CF; | 2
17-8 CONHi-Pr H CF; |2
17-9 CONHc-Pr H CF; |2
17-10 CONHCH,CF; H CF; | 2
17-11 CONHCH,c-Pr H CF; |2
17-12 CONMe, H CF; | 2
17-13 CN H CFy | 2
17-14 CHO H CF; |2
17-15 C(=0)Me H CF; | 2
17-16 CH,0H H CF3 |2
17-17 CH,0Me H CF; |2
17-18 CH,0i-Pr H CF; ]2
17-19 CH,0OCH,CF, H CF; | 2
17-20 CH,0CH,c-Pr H CFy |2
17-21 CH,0C(=0)Me H CF; | 2
17-22 CH,OC(=0)i-Pr H CF, |2
17-23 CH,0C(=0)c-Pr H CF; |2
17-24 CH,0C(=0)OMe H CF; | 2
17-25 CH,0C(=0)NHMe |H CF, |2
17-26 CH,0C(=0)NMe, H CF; | 2
17-27 CH,CN H CF; | 2
17-28 CH,NH, H CF, | 2
17-29 CH,NHMe H CF; |2
17-30 CH,NHi-Pr H CF; |2
17-31 CH,NHc-Pr H CF, | 2
17-32 CH,NHCH,CF, H CF; |2
17-33 CH,NHCH,c-Pr H CF; | 2
17-34 CH;NMe, H CF; | 2
17-35 CH,;NHAC H CF; | 2
17-36 CH,;N(Ac)Me H CF; | 2
17-37 CH,N(Ac)i-Pr H CF; |2
17-38 CH,N(Ac)c-Pr H CF, | 2
17-39 CH,N(Ac)CH,CF, H CF, | 2
17-40 CH,N(AC)CH,c—Pr  |H CF, | 2
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iL&EhES R* R* R |m|¥ttiE
17-41 CH,NHCOOMe H CF, [ 2
17-42 CH,NHCOOt-Bu H CF; |2
17-43 CH,N(Me)CO,Me H CF; |2
17-44 CH,N(Me)COOt-Bu |H CF; | 2
17-45 CH,NHCONHMe H CF; | 2
17-46 CH,N(Me)CONHMe |H CF, | 2
17-47 CH,SMe H CF; | 2
17-48 CH,SOMe H CF; | 2
17-49 CH,SO;Me H CF; | 2
17-50 CH=NOH H CF; | 2
17-51 CH=NOMe H CF, | 2
17-52 CH=NOi-Pr H CF, | 2
17-53 CH=NOCH,CF, H CF; 12
17-54 CH=NOCH,c—Pr H CF; | 2
17-55 C(Me)=NOH H CF; |2
17-56 C(Me)=NOMe H CF; | 2
17-57 C(Me)=NOi-Pr H CF; | 2
17-58 C(Me)=NOCH,CF; |H CF; |2
17-59 C(Me)=NOCH,c-Pr [H CF; |2
17-60 NH, H CF; |2
17-61 NHMe H CF; 12
17-62 NHi-Pr H CF; | 2
17-63 NHCH,CF, H CF; | 2
17-64 NHCH,c—Pr H CFy 12
17-65 NMe, H CF; | 2
17-66 N(Me)CH,CF, H CF; |2
17-67 N(Me)CH,c-Pr H CF; |2
17-68 NHAc H CF; | 2
17-69 N(Ac)Me H CF; 12
17-70 N(Ac)i-Pr H CF; |2
17-71 N(Ac)CH,CF, H CF; |2
17-72 N(Ac)CH,c—Pr H CF; |2
17-73 NHCOOMe H CF; |2
17-74 N(COOMe)Me H CF; |2
17-75 N(COOMe)i-Pr H CF; |2
17-76 N(COOMe)CH,CF; [H CF; |2
17-77 N(COOMe)CH,c~Pr |H CF; |2
17-78 NHCONMe, H CF; |2
17-79 N(CONMe,)Me H CF, |2
17-80 CH,CI H CFy |2
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taYmEsS R? R R® |m|#®tE(E
17-81 H CO,H CF, | 2
17-82 H CO,Me CF, | 2
17-83 H CO,i-Pr CF, | 2
17-84 H CO,CH,CF, CF,y | 2
17-85 H CO,CH,yc-Pr CF, |2
17-86 H CONH, CF, | 2
17-87 H CONHMe CF, |2
17-88 H CONHi-Pr CF, |2
17-89 H CONHc-Pr CF,y |2
17-90 H CONHCH,CF, CF, | 2
17-91 H CONHCHc-Pr CF; ]2
17-92 H CONMe, CF, | 2
17-93 H CN CF, {2
17-94 H CHO CF, | 2
17-95 H C(=0)Me CFy |2
17-96 H CH,OH CF, | 2
17-97 H CH,OMe CF, | 2
17-98 H CH,0i-Pr CF, | 2
17-99 H CH,OCH,CF, CF, | 2
17-100 H CH,;0CH,c-Pr CF, |2
17-101 H CH,0C(=0)Me CF, |2
17-102 H CH,0C(=0)i-Pr CF,; | 2
17-103 H CH,0C(=0)c—Pr CF, | 2
17-104 H CH,0C(=0)OMe CF, | 2
17-105 H CH,0C(=0)NHMe CF,y |2
17-106 H CH,0C(=0)NMe, CF, | 2
17-107 H CH,CN CF, 12
17-108 H CH,NH, CF, | 2
17-109 H CH,NHMe CF, | 2
17-110 H CH,NHi—-Pr CF, | 2
17-111 H CH,NHc-Pr CF, | 2
17-112 H CH,NHCH,CF, CF, | 2
17-113 H CH,NHCH,c-Pr CF, | 2
17-114 H CH,NMe, CFy |2
17-115 H CH,NHAc CF, | 2
17-116 H CH,N(Ac)Me CF, | 2
17-117 H CH,N(Ac)i-Pr CF, | 2
17-118 H CH,N(Ac)c-Pr CF, |2
17-119 H CH,N(Ac)CH,CF, CF, |2
17-120 H CH,N(Ac)CH,c—Pr | CF, | 2
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17-121 H CH,NHCOOMe CF; |2
17-122 H CH,NHCOOt-Bu CF, | 2
17-123 H CH,N(Me)CO,Me CF, | 2
17-124 H CH,N(Me)COOt-Bu | CF; | 2
17-125 H CH,NHCONHMe CF, |2
17-126 H CH,N(Me)CONHMe | CF, | 2
17-127 H CH,SMe CF, | 2
17-128 H CH,SOMe CF, |2
17-129 H CH,SO;Me CF, |2
17-130 H CH=NOH CF; |2
17-131 H CH=NOMe CF; | 2
17-132__ |H CH=NOi-Pr CF, | 2
17-133 H CH=NOCH,CF, CF; |2
17-134 H CH=NOCH,c-Pr CF; | 2
17-135 H C(Me)=NOH CF; | 2
17-136 H C(Me)=NOMe CF, | 2
17-137 H C(Me)=NOi-Pr CF; | 2
17-138 H C(Me)=NOCH,CF, CF, | 2
17-139 H C(Me)=NOCH,c-Pr | CF, | 2
17-140 H NH, CF; | 2
17-141 H NHMe CF; | 2
17-142 H NHi-Pr CF; | 2
17-143 H NHCH,CF, CF, |2
17-144 H NHCH,c~Pr CF; |2
17-145 H NMe, CF; |2
17-146 H N(Me)CH,CF, CF; | 2
17-147 H N(Me)CH,c—Pr CF; | 2
17-148 H NHAc CF, | 2
17-149 H N(Ac)Me CF; |2
17-150 H N(Ac)i-Pr CFy |2
17-151 H N(Ac)CH,CF; CFy |2
17-152 H N(Ac)CH,c-Pr CF; | 2
17-153 H NHCOOMe CF; | 2
17-154 H N(COOMe)Me CF; |2
17-155 H N(COOMe)i-Pr CF,; | 2
17-156 H N(COOMe)CH,CF; CF; |2
17-157 H N(COOMe)CH,c-Pr | CF; | 2
17-158 H NHCONMe, CF, [ 2
17-159 H N(CONMe,)Me CF; |2
17-160 H CH,CI CF; |2




WO 2016/121997 112 PCT/JP2016/052841
[0167] [5=80]
ILEMES R?' R% R [m|¥t4{E
17-161 CO.H H SCF,| 2
17-162 CO;Me H SCF,| 2
17-163 CO,i—Pr H SCF;| 2
17-164 CO,CH,CF; H SCF,| 2
17-165 CO,CH,c—Pr H SCF,| 2
17-166 CONH, H SCF,| 2
17-167 CONHMe H SCF,| 2
17-168 CONHi-Pr H SCF;| 2
17-169 CONHc-Pr H SCF,| 2
17-170 CONHCH,CF, H SCF,| 2
17-171 CONHCH,c-Pr H SCF;| 2
17-172 CONMe, H SCF,| 2
17-173 CN H SCF, 2
17-174 CHO H SCF,| 2
17-175 C(=0)Me H SCF,| 2
17-176 CH,0H H SCF,| 2
17-177 CH,0Me H SCF,| 2
17-178 CH,0i-Pr H SCF;| 2
17-179 CH,0CH,CF, H SCF;| 2
17-180 CH,OCHc-Pr H SCF;| 2
17-181 CH,0C(=0)Me H SCF;| 2
17-182 CH,0C(=0)i-Pr H SCF;| 2
17-183 CH,0C(=0)c-Pr H SCF,| 2
17-184 CH,0C(=0)OMe H SCF,| 2
17-185 CH,0C(=O)NHMe  |H SCF,| 2
17-186 CH,0C(=0)NMe, H SCF,| 2
17-187 CH,CN H SCF,] 2
17-188 CH,NH, H SCF,| 2
17-189 CH,NHMe H SCF,4| 2
17-190 CH,NHi-Pr H SCF,4| 2
17-191 CH,;NHc-Pr H SCF,| 2
17-192 CH,NHCH,CF, H SCF,| 2
17-193 CH;NHCH,c—Pr H SCF,| 2
17-194 CH,NMe, H SCF,| 2
17-195 CH,;NHAc H SCF,| 2
17-196 CH,N(Ac)Me H SCF;| 2
17-197 CH,N(Ac)i-Pr H SCF,| 2
17-198 CH,N(Ac)c-Pr H SCF,| 2
17-199 CH,N(A¢)CH,CF; |H SCF,| 2
H 2

17-200

CHzN(AC)CHzc—Pr

SCF,
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LEMES R¥ R R |m|PtEiE
17-201 CH,NHCOOMe H SCF;| 2
17-202 CH,NHCOOt-Bu H SCF;| 2
17-203 CH,N(Me)CO,Me  |H SCF,| 2
17-204 CH,N(Me)COOt-Bu |H CF,| 2
17-205 CH,NHCONHMe H SCF;| 2
17-206 CH,N(Me)CONHMe |H SCF,| 2
17-207 CH,SMe H SCF,| 2
17-208 CH,SOMe H SCF,| 2
17-209 CH,SO;Me H SCF,| 2
17-210 CH=NOH H SCF,| 2
17-211 CH=NOMe H SCF,| 2
17-212 CH=NOi-Pr H SCF,| 2
17-213 CH=NOCH,CF, H SCF;l 2
17-214 CH=NOCH,c-Pr H SCF;]| 2
17-215 C(Me)=NOH H SCF,| 2
17-216 C(Me)=NOMe H SCF,| 2
17-217 C(Me)=NOi—-Pr H SCF,| 2
17-218 C(Me)=NOCH,CF; |H SCF;| 2
17-219 C(Me)=NOCH,c-Pr |H SCF,| 2
17-220 NH, H SCF,| 2
17-221 NHMe H SCF,| 2
17-222 NHi-Pr H SCF,| 2
17-223 NHCH,CF, H SCF;| 2
17-224 NHCH,c-Pr H SCF,| 2
17-225 NMe, H SCF,| 2
17-226 N(Me)CH,CF; H SCF,| 2
17-227 N(Me)CH,c-Pr H SCF,| 2
17-228 NHAc H SCF,| 2
17-229 N(Ac)Me H SCF,| 2
17-230 N(Ac)i-Pr H SCF,]| 2
17-231 N(Ac)CH,CF, H SCF,| 2
17-232 N(AC)CH,c-Pr H SCF,| 2
17-233 NHCOOMe H CF,| 2
17-234 N(COOMe)Me H SCF,| 2
17-235 N(COOMe)i-Pr H SCF,| 2
17-236 N(COOMe)CH,CF; |H SCF,| 2
17-237 N(COOMe)CH,c-Pr |H SCF,| 2
17-238 NHCONMe, H SCF,| 2
17-239 N(CONMe,)Me H SCF,| 2
17-240 CH,CI H SCF,| 2
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17-241 H CO,H SCF, 2
17-242 H CO,Me SCF, 2
17-243 H CO,i-Pr SCF, 2
17-244 H CO,CH,CF, SCF, 2
17-245 H CO,CH,c-Pr SCF, 2
17-246 H CONH, SCF, 2
17-247 H CONHMe SCF; 2
17-248 H CONHi-Pr SCF; 2
17-249 H CONHc-Pr SCF; 2
17-250 H CONHCH,CF; SCF, 2
17-251 H CONHCH,c—Pr SCF, 2
17-252 H CONMe, SCF, 2
17-253 H CN SCF, 2
17-254 H CHO SCF, 2
17-255 H C(=0)Me SCF, 2
17-256 H CH,0H SCF, 2
17-257 H CH,0OMe SCF, 2
17-258 H CH,0i-Pr SCF, 2
17-259 H CH,OCH,CF, SCF, 2
17-260 H CH,0OCH,c—Pr SCF, 2
17-261 H CH,0C(=0)Me SCF; 2
17-262 H CH,0G(=0)i-Pr SCF; 2
17-263 H CH,0C(=0)c-Pr SCF, 2
17-264 H CH,0C(=0)OMe SCF, 2
17-265 H CH,0C(=0)NHMe SCF; 2
17-266 H CH,0C(=0)NMe, SCF, 2
17-267 H CH,CN SCF, 2
17-268 H CH,NH, SCF, 2
17-269 H CH,NHMe SCF, 2
17-270 H CH,NHi-Pr SCF, 2
17-271 H CH,NHc—Pr SCF, 2
17-272 H CH,NHCH,CF, SCF, 2
17-273 H CH,NHCH,c—Pr SCF, 2
17-274 H CH,NMe, SCF, 2
17-275 H CH,NHAc SCF, 2
17-276 H CH,N(Ac)Me SCF; 2
17-277 H CH,N(Ac)i-Pr SCF, 2
17-278 H CH,N(Ac)c-Pr SCF, 2
17-279 H CH,N(Ac)CH,CF, SCF; 2
17-280 H CH,N(Ac)CH,c-Pr| SCF, 2
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LtEYES R? R* R |m|¥pttiE
17-281 H CH;NHCOOMe SCF;| 2
17-282 H CH,NHCOOt-Bu SCF;| 2
17-283 H CH,N(Me)CO,Me SCF,| 2
17-284 H CH,;N(Me)COOt-Bu | SCF;| 2
17-285 H CH,NHCONHMe SCF,| 2
17-286 H CH,;N(Me)CONHMe | SCF;| 2
17-287 H CH,SMe SCF,| 2
17-288 H CH,SOMe SCF;| 2
17-289 H CH,S0O,Me SCF,| 2
17-290 H CH=NOH SCF;| 2
17-291 H CH=NOMe SCF;| 2
17-292 H CH=NOi-Pr SCF;| 2
17-293 H CH=NOCH,CF, SCF,| 2
17-294 H CH=NOCH,c-Pr SCF,| 2
17-295 H C(Me)=NOH SCF,| 2
17-296 H C(Me)=NOMe SCF;| 2
17-297 H C(Me)=NOi-Pr SCF,| 2
17-298 H C(Me)=NOCH,CF,; |SCF;| 2
17-299 H C(Me)=NOCH,c-Pr | SCF;| 2
17-300 H NH, SCF,| 2
17-301 H NHMe SCF,| 2
17-302 H NHi-Pr SCF,| 2
17-303 H NHCH,CF, SCF,| 2
17-304 H NHCH,c~Pr SCF,| 2
17-305 H NMe, SCF,| 2
17-306 H N(Me)CH,CF;4 SCF;| 2
17-307 H N(Me)CH,c-Pr SCF,| 2
17-308 H NHAc SCF,| 2
17-309 H N(Ac)Me SCF,| 2
17-310 H N(Ac)i-Pr SCF;| 2
17-311 H N(Ac)CH,CF; SCF;| 2
17-312 H N(Ac)CH,c—Pr SCF,| 2
17-313 H NHCOOMe SCF;| 2
17-314 H N(COOMe)Me SCF;| 2
17-315 H N(COOMe)i-Pr SCF;| 2
17-316 H N(COOMe)CH,CF; |SCF;| 2
17-317 H N(COOMe)CH,c-Pr | SCF;| 2
17-318 H NHCONMe, SCF;| 2
17-319 H N(CONMe,)Me SCF;| 2
17-320 H CH,CI SCF,| 2
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LtEYES R R% R [m|Pptt(E
18-1 CO,H H CF3 | 2 [208-211
18-2 CO,Me H CF; | 2 [175-176
18-3 CO,i-Pr H CF; |2
18-4 CO,CH,CF; H CF; | 2
18-5 CO,CH,c-Pr H CF, |2
18-6 CONH, H CFy | 2| 150
18-7 CONHMe H CF; |2
18-8 CONHi—Pr H CF; |2
18-9 CONHc—Pr H CF, | 2
18-10 CONHCH,CF;, H CF, |2
18-11 CONHCH,c-Pr H CF; |2
18-12 CONMe, H CF; | 2
18-13 CN H CF, | 2 {212-217
18-14 CHO H CFs | 2
18-15 C(=0)Me H CF; | 2
18-16 CH,0H H CF; [ 2
18-17 CH,0OMe H CF; |2
18-18 CH,0i-Pr H CF; | 2
18-19 CH,0CH,CF;, H CF; |2
18-20 CH,0CH,c-Pr H CF; |2
18-21 CH,0C(=0)Me H CF; | 2
18-22 CH,0C(=0)i-Pr H CF; | 2
18-23 CH,0C(=0)c-Pr H CF; | 2
18-24 CH,0C(=0)OMe H CF; |2
18-25 CH,O0C(=0)NHMe |H CF; | 2
18-26 CH,0C(=0)NMe, H CF,; | 2
18-27 CH,CN H CF; | 2
18-28 CH,NH, H CF; | 2
18-29 CH,NHMe H CF; |2
18-30 CH,NHi-Pr H CF; |2
18-31 CH,NHc-Pr H CF; |2
18-32 CH,NHCH,CF, H CF; |2
18-33 CH,NHCH,c-Pr H CF; |2
18-34 CH;NMe, H CF; | 2
18-35 CH,NHAc H CF, |2
18-36 CH,N(Ac)Me H CF; | 2
18-37 CH,N(Ac)i-Pr H CF; | 2
18-38 CH,N(Ac)c—Pr H CF,; |2
18-39 CH,N(Ac)CH,CF, H CF; | 2
18-40 CH,N(Ac)CH,c-Pr |H CF; | 2
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LtEYMES R R# R |m|¥tfE
18-41 CH,NHCOOMe H CF; | 2
18-42 CH,NHCOOt-Bu H CF; | 2
18-43 CH,N(Me)CO,Me H CF; | 2
18-44 CH,N(Me)COOt-Bu |H CF; | 2
18-45 CH,NHCONHMe H CF; |2
18-46 CH,;N(Me)CONHMe |H CF; | 2
18-47 CH,SMe H CF, |2
18-48 CH,SOMe H CF; | 2
18-49 CH,S0,Me H CF; |2
18-50 CH=NOH H CF; | 2
18-51 CH=NOMe H CF; | 2
18-52 CH=NOQi-Pr H CF; |2
18-53 CH=NOCH,CF, H CF; 12
18-54 CH=NOCH,c-Pr H CF; |2
18-55 C(Me)=NOH H CF, |2
18-56 C(Me)=NOMe H CF; | 2
18-57 C(Me)=NOi-Pr H CF; |2
18-58 C(Me)=NOCH,CF; |H CF; |2
18-59 C(Me)=NOCH,c-Pr |H CF, | 2
18-60 NH, H CF; |2
18-61 NHMe H CF; | 2
18-62 NHi-Pr H CF; |2
18-63 NHCH,CF, H CF; |2
18-64 NHCH,c-Pr H CF; 12
18-65 NMe, H CF; |2
18-66 N(Me)CH,CF, H CF; |2
18-67 N(Me)CH,c-Pr H CF; |2
18-68 NHAc H Ck; |2
18-69 N(Ac)Me H CF; |2
18-70 N(Ac)i-Pr H CF; |2
18-71 N(Ac)CH,CF, H CF; | 2
18-72 N(Ac)CH,c-Pr H CF; |2
18-73 NHCOOMe H CF; | 2
18-74 N(COOMe)Me H CF; | 2
18-75 N(COOMe)i-Pr H CF; |2
18-76 N(COOMe)CH,CF; |H CF; |2
18-77 N(COOMe)CH,c-Pr |H CF; |2
18-78 NHCONMe, H CF; |2
18-79 N(CONMe,)Me H CF; |2
18-80 CH,CI H CF; | 2
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iLEYES R R# R |m|PtElE
18-81 H CO,H CF, | 2
18-82 H CO,Me CF, | 2
18-83 H CO,iPr CF, | 2
18-84 H CO,CH,CF, CF, | 2
18-85 H CO,CH,c—Pr CF, | 2
18-86 H CONH, CF, | 2
18-87 H CONHMe CF, | 2
18-88 H CONHi—Pr CF, | 2
18-89 H CONHc-Pr CF, | 2
18-90 H CONHCH,CF, CF, | 2
18-91 H CONHCH,c-Pr CF, | 2
18-92 H CONMe, CF, | 2
18-93 H CN CF, | 2
18-94 H CHO CF, | 2
18-95 H C(=0)Me CFy | 2
18-96 H CH,OH CF, | 2
18-97 H CH,OMe CF, | 2
18-98 H CH,0i-Pr CF, | 2
18-99 H CH,OCH,CF, CF, | 2
18-100 H CH,OCH,c—Pr CF, | 2
18-101 H CH,OC(=0)Me CF, | 2
18-102 H CH,0C(=0)i-Pr CF, | 2
18-103 H CH,0C(=0)c-Pr CF, | 2
18-104 H CH,O0C(=0)OMe CF, | 2
18-105 H CH,OC(=O)NHMe | CF, | 2
18-106 H CH,0C(=0)NMe, CF, | 2
18-107 H CH,CN CF, | 2
18-108 H CH,NH, CF, | 2
18-109 H CH,NHMe CF, | 2
18-110 H CH,NHi-Pr CF, | 2
18-111 H CH,NHc—Pr CF, | 2
18-112 H CH,NHCH,CF CF, | 2
18-113 H CH,NHCH,c-Pr CF, | 2
18-114 H CH,NMe, CF, | 2
18-115 H CH,NHACc CF, | 2
18-116 H CH,N(Ac)Me CF, | 2
18-117 H CH,N(Ac)i-Pr CF, | 2
18-118 H CH,N(Ac)c—Pr CF, | 2
18-119 H CH,N(Ac)CH,CF, | CF, |2
18-120 H CH,N(Ac)CH,c-Pr | CF; | 2
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tEYMES R?! R R |m|PttiE
18-121 H CH,NHCOOMe CF, |2
18-122 H CH,NHCOOt-Bu CF,y |2
18-123 H CH,N(Me)CO,Me CFy |2
18-124 H CH,N(Me)COOt-Bu | CF; | 2
18-125 H CH,NHCONHMe CF, |2
18-126 H CH,;N(Me)CONHMe | CF; | 2
18-127 H CH,SMe CF, |2
18-128 H CH,SOMe CF, |2
18-129 H CH,SO,Me CF, |2
18-130 H CH=NOH CFy |2
18-131 H CH=NOMe CF, |2
18-132 H CH=NOi~Pr CFy | 2
18-133 H CH=NOCH,CF, CF3 |2
18-134 H CH=NOCH,c-Pr CF, |2
18-135 H C(Me)=NOH CFy |2
18-136 H C(Me)=NOMe CF, | 2
18-137 H C(Me)=NOi-Pr CF; | 2
18-138 H C(Me)=NOCH,CF, | CF; |2
18-139 H C(Me)=NOCH,c-Pr | CF; | 2
18-140 H NH, CF, | 2
18-141 H NHMe CF, | 2
18-142 H NHi-Pr CF; |2
18-143 H NHCH,CF, CF; | 2
18-144 H NHCH,c-Pr CF; | 2
18-145 H NMe, CF, |2
18-146 H N(Me)CH,CF; CF, |2
18-147 H N(Me)CH,c-Pr CF; |2
18-148 H NHAc CFy |2
18-149 H N(Ac)Me CF; |2
18-150 H N(Ac)i-Pr CF, |2
18-151 H N(Ac)CH,CF; CFy |2
18-152 H N(Ac)CH,c-Pr CF; |2
18-153 H NHCOOMe CF, | 2
18-154 H N(COOMe)Me CF; | 2
18-155 H N(COOMe)i-Pr CF; | 2
18-156 H N(COOMe)CH,CF; | CF; | 2
18-157 H N(COOMe)CH,c-Pr | CF; | 2
18-158 H NHCONMe, CF; |2
18-159 H N(CONMe,)Me CF; |2
18-160 H CH,CI CF; |2
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LEMES R% R R® |m|%pttiE
18-161 CO,H H SCF;| 2 |173-176
18-162 CO,Me H SCF3| 2 |113-115
18-163 CO,i-Pr H SCF;} 2
18-164 CO,CH,CF, H SCF;| 2
18-165 CO,CHyc—Pr H SCF;| 2
18-166 CONH, H SCF,| 2 [214-216
18-167 CONHMe H SCF;| 2
18-168 CONHi-Pr H SCF;| 2
18-169 CONHc~Pr H SCF;1 2
18-170 CONHCH,CF, H SCF;| 2
18-171 CONHCH,c-Pr H SCF;i 2
18-172 CONMe, H SCF,| 2
18-173 CN H SCF;| 2 {188-188
18-174 CHO H SCF;| 2 [135-136
18-175 C(=0)Me H SCF;] 2
18-176 CH,OH H SCF,|{ 2 |126-127
18-177 CH,0OMe H SCF;f 2
18-178 CH,0i-Pr H SCF;| 2
18-179 CH,0CH,CF, H SCF,;f 2
18-180 CH,0CHc-Pr H SCF;| 2
18-181 CH,0C(=0)Me H SCF,| 2
18-182 CH,0C(=0)i-Pr H SCF;] 2
18-183 CH,0C(=0)c-Pr H SCF,f 2
18-184 CH,0C(=0)OMe H SCF,4| 2
18-185 CH,O0C(=0O)NHMe |H SCF,| 2
18-186 CH,0C(=0)NMe, H SCF;| 2
18-187 CH,CN H SCF3| 2 |181-152
18-188 CH,NH, H SCF;| 2
18-189 CH,NHMe H SCF;1 2
18-190 CH,NHi-Pr H SCF41 2
18-191 CH,NHc-Pr H SCF;| 2
18-192 CH,NHCH,CF, H SCF;f 2
18-193 CH,;NHCH,c—Pr H SCF;| 2
18-194 CH,;NMe, H SCF;| 2
18-195 CH,NHACc H SCF4] 2
18-196 CH,N(Ac)Me H SCF;} 2
18-197 CH,N(Ac)i-Pr H SCF,| 2
18-198 CH,N(Ac)c—Pr H SCF,| 2
18-199 CH,N(Ac)CH,CF, H SCF;| 2
18-200 CH,N(Ac)CH,c—Pr |4 SCF;} 2
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LEHES R* R* R® | m| iEiE
18-201 CH,NHCOOMe H SCF;| 2
18-202 CH,NHCOOt-Bu H SCF;| 2
18-203 CH:N{Me)CO.Me H SCF;| 2
18-204 CH:N(Me)COOt-Bu H SCF;| 2
18-205 CH;NHCONHMe H SCF;3| 2
18-206 CH:N(Me)CONHMe | H SCF; | 2
18-207 CH.SMe H SCF; | 2
18-208 CH,SOMe H SCF;| 2
18-209 CH,SO.Me H SCF;| 2
18-210 CH=NCH H SCF;| 2 | 157-159
18-211 CH=NOMe H SCF; | 2 | 155-157
18-212 CH=NQi-Pr H SCF;| 2
18-213 CH=NOCH.CF; H SCF; | 2 | 125-127
18-214 CH=NOCH,c-Pr H SCF; | 2
18-215 C(Me)=NOH H SCF; | 2
18-216 C(Me)=NOMe H SCF;| 2
18-217 C(Me)=NOi-Pr H SCF, | 2
18-218 C(Me)=NOCH,CF; H SCF; | 2
18-219 C(Me)=NOCH,c-Pr H SCF; | 2
18-220 NH, H SCF; | 2 | 153-155
18-221 NHMe H SCF;| 2 90-91
18-222 NHi-Pr H SCF;| 2
18-223 NHCH,CF5 H SCF;3| 2
18-224 NHCH.c-Pr H SCF; | 2
18-225 NMe, H SCF; | 2
18-226 N(Me)CH,CF; H SCF; | 2
18-227 N(Me)CHzc-Pr H SCF; | 2
18-228 NHAc H SCF; | 2 | 206-207
18-229 N(Ac)Me H SCF;3| 2
18-230 N(Ac)i-Pr H SCF3| 2
18-231 N(Ac)CH,CF; H SCF;| 2
18-232 N(Ac)CHac-Pr H SCF;3| 2
18-233 NHCOOMe H SCF;| 2 76-79
18-234 N(COOMe)Me H SCF; | 2 | 129-131
18-235 N(COOMe)i-Pr H SCF; | 2
18-236 N(COOMe)CH,CF; H SCF; | 2
18-237 N(COOMe)CH.c-Pr | H SCF; | 2
18-238 NHCONMe, H SCF;| 2
18-239 N(CONMe;)Me H SCF;| 2
18-240 CH,CI H SCF; | 2
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tEHMES R? R R [m|iptis
18-241 H CO,H SCF;| 2
18-242 H CO,Me SCF;| 2
18-243 H CO,i-Pr SCF,| 2
18-244 H CO,CH,CF, SCF;| 2
18-245 H CO,CH,c-Pr SCF;| 2
18-246 H CONH, SCF;| 2
18-247 H CONHMe SCF;| 2
18-248 H CONHi-Pr SCF;| 2
18-249 H CONHc-Pr SCF,| 2
18-250 H CONHCH,CF, SCF;| 2
18-251 H CONHCH,c-Pr SCF;] 2
18-252 H CONMe, SCF;| 2
18-253 H CN SCF,1 2
18-254 H CHO SCF;| 2
18-255 H C(=0)Me SCF,| 2
18-256 H CH,0H SCF,| 2
18-257 H CH,OMe SCF,| 2
18-258 H CH,0i-Pr SCF;| 2
18-259 H CH,0CH,CF, SCF,| 2
18-260 H CH,0CH,c-Pr SCF,| 2
18-261 H CH,0C(=0)Me SCF,| 2
18-262 H CH,0C(=0)i-Pr SCF;| 2
18-263 H CH,0C(=0)c-Pr SCF;| 2
18-264 H CH,0C(=0)OMe SCF;| 2
18-265 H CH,0C(=0)NHMe SCF;| 2
18-266 H CH,0C(=0)NMe, SCF,| 2
18-267 H CH,CN SCF;| 2
18-268 H CH,NH, SCF;| 2
18-269 H CH,NHMe SCF;| 2
18-270 H CH,NHi-Pr SCF,| 2
18-271 H CH,;NHc-Pr SCF;| 2
18-272 H CH,NHCH,CF, SCF;| 2
18-273 H CH,NHCH,c-Pr SCF,| 2
18-274 H CH,NMe, SCF,| 2
18-275 H CH,NHAc¢ SCF;| 2
18-276 H CH;N(Ac)Me SCF;| 2
18-277 H CH,N(Ac)i-Pr SCF;| 2
18-278 H CH,N(Ac)c-Pr SCF;| 2
18-279 H CH,;N(Ac)CH,CF, SCF,| 2
18-280 H CH,N(Ac)CH,c-Pr |SCF;| 2




WO 2016/121997 124 PCT/JP2016/052841
[0179] [F91]
LEPMES R?! R% R |m|¥ttlE
18-281 H CH,NHCOOMe SCF,] 2
18-282 H CH,NHCOOt-Bu  |SCF,| 2
18-283 H CH,N(Me)CO,Me SCF,| 2
18-284 H CH,N(Me)COOt-Bu |SCF;| 2
18-285 H CH,NHCONHMe SCF,| 2
18-286 H CH,N(Me)CONHMe | SCF;| 2
18-287 H CH,SMe SCF,| 2
18-288 H CH,SOMe SCF;]| 2
18-289 H CH,SO,Me SCF,| 2
18-290 H CH=NOH SCF,| 2
18-291 H CH=NOMe SCF,| 2
18-292 H CH=NOi-Pr SCF,| 2
18-293 H CH=NOCH,CF; SCF;1 2
18-294 H CH=NOCH,¢c-Pr SCF;]| 2
18-295 H C(Me)=NOH SCF,| 2
18-296 H C(Me)=NOMe SCF,| 2
18-297 H C(Me)=NOi-Pr SCF,| 2
18-298 H C(Me)=NOCH,CF, SCF;| 2
18-299 H C(Me)=NOCH,c-Pr |[SCF;| 2
18-300 H NH, SCF,| 2
18-301 H NHMe SCF,| 2
18-302 H NHi-Pr SCF,| 2
18-303 H NHCH,CF, SCF,| 2
18-304 H NHCH,c—Pr SCF;| 2
18-305 H NMe, SCF;) 2
18-306 H N(Me)CH,CF, SCF;| 2
18-307 H N(Me)CH,c—Pr SCF,| 2
18-308 H NHAc SCF,| 2
18-309 H N(Ac)Me SCF,| 2
18-310 H N(Ac)i-Pr SCF,| 2
18-311 H N(Ac)CH,CF, SCF,| 2
18-312 H N(Ac)CH,c-Pr SCF;| 2
18-313 H NHCOOMe SCF,| 2
18-314 H N(COOMe)Me SCF,| 2
18-315 H N(COOMe)i-Pr SCF;| 2
18-316 H N(COOMe)CH,CF; | SCF,| 2
18-317 H N(COOMe)CH,c-Pr | SCF,| 2
18-318 H NHCONMe, SCF;| 2
18-319 H N(CONMe,)Me SCF,| 2
18-320 H CH,CI SCF,| 2




WO 2016/121997 125 PCT/JP2016/052841

[0180] [1526]

(O,

\

S—
RZ] N R3
/ 1-i-1
PRI

R22

[0181]



WO 2016/121997 126 PCT/JP2016/052841

[592]

tEMES R? RZ R |m|tEtE
19-1 CO,H H CF; |2
19-2 CO,Me H CF; | 2
19-3 CO,i~Pr H CF; | 2
19-4 CO,CH,CF, H CFy | 2
19-5 CO,CHyc—Pr H CF; |2
19-6 CONH, H CF; |2
19-7 CONHMe H CF; |2
19-8 CONHi-Pr H CF; | 2
19-9 CONHc-Pr H CF, |2
19-10 CONHCH,CF; H CF; |2
19-11 CONHCH,¢c~Pr H CF, |2
19-12 CONMe, H CF; |2
19-13 CN H CF; |2
19-14 CHO H CF; | 2
19-15 G(=0)Me H CF; |2
19-16 CH,0H H CF; |2
19-17 CH,0Me H CF; | 2
19~-18 CH,Oi-Pr H CF; |2
19-19 CH,0CH,CF; H CF; | 2
19-20 CH,0CH,c-Pr H CF; |2
19-21 CH,0C(=0)Me H CF; |2
19-22 CH,0C(=0)i-Pr H CF; |2
19-23 CH,0C(=0)c~Pr H CF; |2
19-24 CH,0C(=0)OMe H CF; | 2
19-25 CH,0C(=O)NHMe  |H CF; | 2
19-26 CH,0C(=0)NMe, H CF; | 2
19-27 CH,CN H CFs; |2
19-28 CH,NH, H CF; | 2
19-29 CH,NHMe H CF; |2
19-30 CH,NHi~-Pr H CF; |2
19-31 CH,NHc-Pr H CF; |2
19-32 CH,;NHCH,CF, H CF; |2
19-33 CH;NHCH,c—Pr H CF; |2
19-34 CH;NMe, H CF; |2
19-35 CH;NHAc H CF3 |2
19-36 CH,N(Ac)Me H CF; |2
19-37 CH,N(Ac)i-Pr H CF; |2
19-38 CH,N(Ac)c-Pr H CF; |2
19-39 CH,N(Ac)CH,CF, H CF; | 2
19-40 CH,N(Ac)CH,c-Pr  [H CF, | 2

[0182]
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LtEYMES R R% R |m|PitfE
19-41 CH,NHCOOMe H CF; | 2
19-42 CH,NHCOOt-Bu H CF; | 2
19-43 CH,N(Me)CO,Me H CF, | 2
19-44 CH,N(Me)COOt-Bu |H CF; | 2
19-45 CH,NHCONHMe H CF,; | 2
19-46 CH,N(Me)CONHMe |H CF; | 2
19-47 CH,SMe H CF; |2
19-48 CH,SOMe H CF; | 2
19-49 CH,SO,Me H CF; | 2
19-50 CH=NOH H CFy | 2
19-51 CH=NOMe H CF, | 2
19-52 CH=NOi-Pr H CF, | 2
19-53 CH=NOCH,CF, H CF; 2
10-54 CH=NOCH,c-Pr H CF; | 2
19-55 C(Me)=NOH H CF; |2
19-56 C(Me)=NOMe H CF; | 2
19-57 C(Me)=NOi-Pr H CF; | 2
19-58 C(Me)=NOCH,CF; |H CF; |2
19-59 C(Me)=NOCH,c-Pr |H CF; | 2
19-60 NH, H CFy [ 2
19-61 NHMe H CF; | 2
19-62 NHi-Pr H CFs | 2
19-63 NHCH,CF, H CF; | 2
19-64 NHCH,c-Pr H CF; |2
19-65 NMe, H Cky [ 2
19-66 N(Me)CH,CF, H CF; | 2
19-67 N(Me)CH,c-Pr H CF, | 2
19-68 NHAc H CF; |2
19-69 N(Ac)Me H CF; |2
19-70 N(Ac)i-Pr H CF,; | 2
19-71 N(Ac)CH,CF, H CF; | 2
19-72 N(Ac)CH,c-Pr H CF; | 2
19-73 NHCOOMe H CF; | 2
19-74 N(COOMe)Me H CFy |2
19-75 N(COOMe)i-Pr H CF; |2
19-76 N(COOMe)CH,CF; |H CF; | 2
19-77 N(COOMe)CH,c~Pr |H CF; | 2
19-78 NHCONMe, H CF,; | 2
19-79 N(CONMe,)Me H CF; | 2
19-80 CH,CI H CF; | 2
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LEYES R R R |m|[¥t(E
19-81 H CO,H CF, | 2
19-82 H CO,Me CF, |2
19-83 H CO,i-Pr CF, | 2
19-84 H CO,CH,CF, CF, | 2
19-85 H CO,CH,c-Pr CF; |2
19-86 H CONH, CFy |2
19-87 H CONHMe CF, | 2
19-88 H CONHi-Pr CF, | 2
19-89 H CONHc-Pr CF, |2
19-90 H CONHCH,CF,4 CF; | 2
19-91 H CONHCH,c-Pr CF, |2
19-92 H CONMe, CF; |2
19-93 H CN CFy |2
19-94 H CHO CF, | 2
19-95 H C(=0)Me CF; | 2
19-96 H CH,OH CF; |2
19-97 H CH,OMe CFy | 2
19-98 H CH,0i-Pr CF, |2
19-99 H CH,OCH,CF, CF; | 2
19-100 H CH,0CH,c-Pr CF; |2
19-101 H CH,0C(=0)Me CFy |2
19-102 H CH,0C(=0)i-Pr CFy 12
19-103 H CH,0C(=0)c-Pr CF, 12
19-104 H CH,0C(=0)OMe CF; |2
19-105 H CH,0C(=0)NHMe CF; |2
19-106 H CH,0C(=0)NMe, CF; |2
19-107 H CH,CN CF; 12
19-108 H CH,NH, CF; | 2
19-109 H CH,NHMe CF; |2
19-110 H CH,NHi—-Pr CF; |2
19-111 H CH,NHc-Pr CF; | 2
19-112 H CH,NHCH,CF, CF; | 2
19-113 H CH,;NHCH,c-Pr CF; | 2
19-114 H CH,NMe, CF, | 2
19-115 H CH,NHAc CF, | 2
19-116 H CH,N(Ac)Me CF; | 2
19-117 H CH,N(Ac)i-Pr CF,; 12
19-118 H CH,N(Ac)c-Pr CF; |2
19-119 H CH,N(Ac)CH,CF, CF; | 2
19-120 H CH,N(AC)CH,c-Pr | CF; | 2
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[0184] [%95]
LEYMES RY R R |m|t4{E
19-121 H CH,NHCOOMe CF, | 2
19-122 H CH,NHCOOt-Bu CF, |2
19-123 H CH,N(Me)CO,Me CF; | 2
19-124 H CH,N(Me)COOt-Bu | CF; | 2
19-125 H CH,NHCONHMe CF; | 2
19-126 H CH,N(Me)CONHMe | CF, | 2
19-127 H CH,SMe CF,; [ 2
19-128 H CH,SOMe CF, | 2
19-129 H CH,SO,Me CF, |2
19-130 H CH=NOH CF; | 2
19-131 H CH=NOMe CF, |2
19-132 H CH=NOi-Pr CF, | 2
19-133 H CH=NOCH,CF, CF, | 2
19-134 H CH=NOCH,c-Pr CF, | 2
19-135 H C(Me)=NOH CF, | 2
19-136 H C(Me)=NOMe CF; | 2
19-137 H C(Me)=NOi-Pr CF,; | 2
19-138 H C(Me)=NOCH,CF; | CF; |2
19-139 H C(Me)=NOCH,c-Pr | CF, | 2
19-140 H NH, CF; | 2
19-141 H NHMe CF; | 2
19-142 H NHi-Pr CF, |2
19-143 H NHCH,CF, CF; | 2
19-144 H NHCH,c-Pr CF; | 2
19-145 H NMe, CF,; [ 2
19-146 H N(Me)CH,CF, CF; | 2
19-147 H N(Me)CH,c-Pr CF; |2
19-148 H NHAc CF, |2
19-149 H N(Ac)Me CF; | 2
19-150 H N(Ac)i-Pr CF, | 2
19-151 H N(Ac)CH,CF, CF; | 2
19-152 H N(Ac)CH,c-Pr CF,; | 2
19-153 H NHCOOMe CF, |2
19-154 H N(COOMe)Me CF; |2
19-155 H N(COOMe)i-Pr CF, | 2
19-156 H N(COOMe)CH,CF, | CF; |2
19-157 H N(COOMe)CH,c-Pr | CF; | 2
19-158 H NHCONMe, CF; |2
19-159 H N(CONMe,)Me CF; | 2
19-160 H CH,Cl CF; | 2




WO 2016/121997

[0185] [5%96]

130

PCT/JP2016/052841

LEHMES R? R% m | YtE{E
19-161 CO,H H SCF,] 2
19-162 CO,Me H SCF,| 2
19-163 CO,i-Pr H SCF;| 2
19-164 CO,CH,CF; H SCF,| 2
19-165 CO,CHyc—Pr H SCF;| 2
19-166 CONH, H SCF,| 2
19-167 CONHMe H SCF,| 2
19-168 CONHi-Pr H SCF,| 2
19-169 CONHc-Pr H SCF;| 2
19-170 CONHCH,CF;, H SCF;| 2
19-171 CONHCH,c-Pr H SCF;| 2
19-172 CONMe, H SCF,| 2
19-173 CN H SCF;! 2
19-174 CHO H SCF,| 2
19-175 C(=0)Me H SCF,| 2
19-176 CH,0OH H SCF;| 2
19-177 CH,OMe H SCF;| 2
19-178 CH,0i-Pr H SCF,4| 2
19-179 CH,OCH,CF, H SCF4i 2
19-180 CH;0CH,c-Pr H SCF,| 2
19-181 CH,0C(=0)Me H SCF,| 2
19-182 CH,0C(=0)i-Pr H SCF,| 2
19-183 CH,0C(=0)c-Pr H SCF,| 2
19-184 CH,0C(=0)OMe H SCF,| 2
19-185 CH,0C(=O)NHMe  [H SCF,| 2
19-186 CH,0C(=0)NMe, H SCF,| 2
19-187 CH,CN H SCF;| 2
19-188 CH,NH, H SCF3| 2
19-189 CH,NHMe H SCF;| 2
19-190 CH,NHi-Pr H SCF,| 2
19-191 CH;NHc-Pr H SCF;| 2
19-192 CH,NHCH,CF, H SCF;| 2
19-193 CH,;NHCH, c-Pr H SCF;| 2
19-194 CH;NMe, H SCF,]| 2
19-195 CH,NHAc H SCF;| 2
19-196 CH,N(Ac)Me H SCF,| 2
19-197 CH,N(Ac)i-Pr H SCF,| 2
19-198 CH,N(Ac)c-Pr H SCF,| 2
19-199 CH,N(Ac)CH,CF;  [H SCF,| 2
19-200 CH3N(Ac)CH,c—Pr |4 SCF,| 2
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[0186] [3R97]
LEMES R? R* R® [ m|hitiE
19-201 CH;NHCOOMe H SCF,| 2
19-202 CH,NHCOOt-Bu H SCF,| 2
19-203 CH,N(Me)CO,Me H SCF,;| 2
19-204 CH,N(Me)COOt-Bu |H SCF,;| 2
19-205 CH,NHCONHMe H SCF;| 2
19-206 CH;N(Me)CONHMe [H SCF,| 2
19-207 CH;SMe H SCF;| 2
19-208 CH,SOMe H SCF4] 2
19-209 CH,SO,Me H SCF;| 2
19-210 CH=NOH H SCF,| 2
19-211 CH=NOMe H SCF,| 2
19-212 CH=NOi-Pr H SCF;| 2
19-213 CH=NOCH,CF, H SCF,| 2
19-214 CH=NOCH,c-Pr  IH SCF5;| 2
19-215 C(Me)=NOH H SCF,| 2
19-216 C(Me)=NOMe H SCF,| 2
19-217 C(Me)=NOi-Pr H SCF,| 2
19-218 C(Me)=NOCH,CF; |H SCF,| 2
19-219 C(Me)=NOCH,c-Pr |H SCF;| 2
19-220 NH, H SCF,| 2
19-221 NHMe H SCF,| 2
19-222 NHi-Pr H SCF,| 2
19-223 NHCH,CF, H SCF;| 2
19-224 NHCH,c-Pr H SCF,| 2
19-225 NMe, H SCF,| 2
19-226 N(Me)CH,CF, H SCF,| 2
19-227 N(Me)CH,c-Pr H SCF,| 2
19-228 NHAc H SCF,| 2
19-229 N(Ac)Me H SCF,| 2
19-230 N(Ac)i-Pr H SCF,| 2
19-231 N(Ac)CH,CF, H SCF,| 2
19-232 N(Ac)CH,c-Pr H SCF,| 2
19-233 NHCOOMe H SCF,| 2
19-234 N(COOMe)Me H SCF;| 2
19-235 N(COOMe)i-Pr H SCF,| 2
19-236 N(COOMe)CH,CF; [H SCF,| 2
19-237 N(COOMe)CH,c-Pr |H SCF,| 2
19-238 NHCONMe, H SCF,| 2
19-239 N(CONMe,)Me H SCF,| 2
19-240 CH,Cl H SCF,| 2
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[0187] [$<98]
LtEYES R?! R% R |m|¥tEiE
19-241 H CO,H SCF;| 2
19-242 H CO,Me SCF,| 2
19-243 H CO,i-Pr SCF,4| 2
19-244 H CO,CH,CF, SCF;| 2
19-245 H CO,CHyc—-Pr SCF,| 2
19-246 H CONH, SCF,| 2
19-247 H CONHMe SCF,| 2
19-248 H CONHi-Pr SCF4| 2
19-249 H CONHc-Pr SCF;]| 2
19-250 H CONHCH,CF, SCF,| 2
19-251 H CONHCH,c-Pr SCF;| 2
19-252 H CONMe, SCF;| 2
19-253 H CN SCFy; 2
19-254 H CHO SCF;| 2
19-255 H C(=0)Me SCF,;| 2
19-256 H CH,0H SCF,| 2
19-257 H CH,OMe SCF,| 2
19-258 H CH,0i-Pr SCF,| 2
19-259 H CH,0CH,CF, SCF,| 2
19-260 H CH,0CH,c-Pr SCF,| 2
19-261 H CH,0C(=0)Me SCF,| 2
19-262 H CH,0C(=0)i-Pr SCF;| 2
19-263 H CH,0C(=0)c-Pr SCF,;| 2
19-264 H CH,0C(=0)OMe SCF,| 2
19-265 H CH,0C(=0)NHMe SCF,;| 2
19-266 H CH,0C(=0)NMe, SCF;| 2
15-267 H CH,CN SCF,| 2
19-268 H CH,NH, SCF,| 2
19-269 H CH,;NHMe SCF;| 2
19-270 H CH,NHi—-Pr SCF,]| 2
19-271 H CHy;NHc-Pr SCF,] 2
19-272 H CH,NHCH,CF, SCF,| 2
19-273 H CHyNHCH,c-Pr SCF;| 2
19-274 H CH,NMe, SCF,| 2
19-275 H CH,;NHACc SCF;| 2
19-276 H CH,N(Ac)Me SCF,| 2
19-277 H CH,N(Ac)i-Pr SCF,| 2
19-278 H CH,N(Ac)c-Pr SCF;| 2
19-279 H CH,N(Ac)CH,CF, SCF,;| 2
19-280 H CH;N(Ac)CH,c-Pr | SCF,| 2
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[0188] [#<99]
LtEVES R? R% R |m|¥tEiE
19-281 H CH,NHCOOMe SCF;| 2
19-282 H CH,NHCOOt-Bu SCF;| 2
19-283 H CH,N(Me)CO,Me SCF;| 2
19-284 H CH,N(Me)COOt-Bu | SCF;| 2
19-285 H CH,;NHCONHMe SCF;| 2
19-286 H CH,N(Me)CONHMe | SCF,| 2
19-287 H CH,SMe SCF;| 2
19-288 H CH,SOMe SCF,| 2
19-289 H CH,S0O,Me SCF,| 2
19-290 H CH=NOH SCF,4| 2
19-291 H CH=NOMe SCF4] 2
19-292 H CH=NOi-Pr SCF,| 2
16-283 H CH=NOCH,CF; SCF;1 2
19-294 H CH=NOCH,c—Pr SCF;| 2
19-295 H C(Me)=NOH SCF,4| 2
19-296 H C(Me)=NOMe SCF;| 2
19-297 H C(Me)=NOi-Pr SCF,| 2
19-298 H C(Me)=NOCH,CF; |SCF,| 2
19-299 H C(Me)=NOCH,c-Pr |SCF,| 2
19-300 H NH, SCF;| 2
19-301 H NHMe SCF;| 2
19-302 H NHi-Pr SCF;4| 2
19-303 H NHCH,CF, SCF,| 2
19-304 H NHCH,c-Pr SCF,| 2
19-305 H NMe, SCF,| 2
19-306 H N(Me)CH,CF, SCF;| 2
19-307 H N(Me)CH,c~Pr SCF;) 2
19-308 H NHAc SCF;] 2
19-309 H N(Ac)Me SCF,4| 2
19-310 H N(Ac)i-Pr SCF,| 2
19-311 H N(Ac)CH,CF, SCF;| 2
19-312 H N(Ac)CH,c—Pr SCF;| 2
19-313 H NHCOOMe SCF;| 2
19-314 H N(COOMe)Me SCF;| 2
19-315 H N(COOMe)i-Pr SCF;] 2
19-316 H N(COOMe)CH,CF; |[SCF,] 2
19-317 H N(COOMe)CH,c-Pr | SCF,| 2
19-318 H NHCONMe, SCF;| 2
19-319 H N(CONMe,)Me SCF,4| 2
19-320 H CH,CI SCF,4| 2
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[Z100]

LEYMES R”! R* R | A" | A*| 1%1E
201 CO,H H CF; [NMe| N

20-2 CO,Me H CF; [NMe| N | 122-124
20-3 CONH, H CF; [NMe| N

20-4 CN H CF; [NMe| N

20-5 CHO H CF; [NMe| N

20-6 CH,OH H CF; [NMe| N

20-7 CH,OMe H CF3 [NMe| N

20-8 CH,0C(=0)Me H CF; [NMe| N

20-9 CH,CN H CF; [NMe| N

20-10 CH,NMe, H CF; [NMe| N

20-11 CH,N(Ac)Me H CF; [NMe| N

20-12 CH,SMe H CF; [NMe| N

20-13 CH=NOH H CF; [NMe| N

20-14 CH=NOMe H GF3; |[NMe| N

20-15 CH=NOCH,CF, H CF; [NMe| N

20-16 NH, H CF; [NMe| N

20-17 NHAc H CF; [NMe| N

20-18 NHCOOMe H CF; [NMe| N

20-19 NHCOOt-Bu H CF3; |NMe| N

20-20 CH,CI H CF; |[NMe| N

20-21 H CO,H CF; [NMe| N | 139-141
20-22 H CO,Me CF; [NMe| N | 118-120
20-23 H CONH, CF; |[NMe| N

20-24 H CN CF; |NMe| N | 156-158
20-25 H CHO CF; [NMe| N

20-26 H CH,OH CF; [NMe| N | 55-58
20-27 H CH,0OMe CF3; INMe| N

20-28 H CH,0C(=0)Me | CF; [NMe| N

20-29 H CH,CN CF; [NMe| N

20-30 H CH,NMe, CF; [NMe| N

20-31 H CH,N(Ac)Me | CF, |[NMe| N

20-32 H CH,SMe CF; [NMe| N

20-33 H CH=NOH CF; [NMe| N

20-34 H CH=NOMe | CF3; [NMe| N

20-35 H CH=NOCH,CF,| CF; |[NMe| N

20-36 H NH, CF; [NMe| N

20-37 H NHAc CF; [NMe| N

20-38 H NHCOOMe [ CF3 |[NMe| N

20-39 H NHCOOt-Bu [ CF3 | NMe| N | 101-103
20-40 H CH,CI CF; | NMe| N
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[0191] [3E101]
LEYMES R R R | A" | A’| Pik(E
20~41 CO,H H SCF;| O |CH]| 221-225
20~42 CO,Me H SCF;| O |CH| 172-174
20-43 CONH, H SCF;| o |cH
20-44 CN H SCF;| O |CH|202-204
20-45 CHO H SCF;] O | CH| 109-110
20-46 CH,OH H SCF;| O |CH/|123-125
20-47 CH,OMe H SCF;| O |CH
20-48 CH,0C(=0)Me H SCF;| O |CH
20-49 CH,CN H SCF;| O |CH
20-50 CH,NMe, H SCF;| O |cH
20-51 CH,N(Ac)Me H SCF;| o |cH
20-52 CH,SMe H SCF;| O |cCH
20-53 CH=NOH H SCF;1 O [ CH|105-108
20-54 CH=NOMe H SCF,| O |CH
20-55 CH=NOCH,CF, H SCF;| O |cH
20-56 NH, H SCF,| O |CH
20-57 NHAc H SCF;| O |CH
20-58 NHCOOMe H SCF;] O |CH
20-59 NHCOOt-Bu H SCF;] O |CH
20-60 CH,CI H SCF;| O |CH
20-61 H CO,H SCF;] O |CH
20-62 H CO,Me SCF;| O |CH
20-63 H CONH, SCF;| O |cCH
20-64 H CN SCF3| O [CH
20-65 H CHO SCF;] O |CH
20-66 H CH,0H SCF;| o |cH
20-67 H CH,OMe [SCF,| O |CH
20-68 H CH,0C(=0)Me | SCF;| O |CH
20-69 H CH,CN SCF;| O |cCH
20-70 H CH,NMe, |SCF,] O |CH
20-71 H CH,N(Ac)Me |SCF,] O |cCH
20-72 H CH,SMe SCF;| o |cH
20-73 H CH=NOH SCF;] O |CH
20-74 H CH=NOMe |SCF;| O |CH
20-75 H CH=NOCH,CF,|SCF,| O |CH
20-76 H NH, SCF;| O |CH
20-77 H NHAc SCF;) O |CH
20-78 H NHCOOMe |[SCF;| O |CH
20-79 H NHCOOt-Bu |SCF;| O |CH
20-80 H CH,ClI SCF;] O |CH
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[0192]

[0193]

AFEBAO—MKN (1) TRINDZEEERREEWXIEETDEREEZEINK
DELTEBETIEE=ARRFIIKTE. R, FX. ZOMOEMRTTE
FHEEZMET 2EEEM. BX. FRERVPHEERIWVIIRBRESZTOER
FIRRICEL TW3,

LREERNIFEREFZFE LTUTOEDONBIRI NS,

BB (FavE) ERELTHIAE. 7F 4 57 (Parasa consocia), 7
A F1) /8(Anomis mesogona), 74 /N(Papilio xuthus), Z7XFHVLIHWM
atsumuraeses azukivora), 7 XF /) A A H(0strinia scapulalis), 727
73 b (Spodoptera exempta)., X !)Ah Ok k1 (Hyphantria cunea).
77 ) X4 H(Ostrinia furnacalis). 773 b (Pseudaletia separata).
4 H(Tinea translucens), 4 't > L H(Bactra furfurana), 1 FE
T tztz 1) (Parnara guttata). 4 x4 F7/N< F (Marasmia exigua), 4 &Y bk
Ls3 (Parnara guttata). 4 &3 b (Sesamia inferens)., 4 EF/VH (Brach
mia triannulella), 4 < H (Monema flavescens), 41 SV HF > 7/3(Tric
hoplusia ni). w2 ./ XA H(Pleuroptya ruralis), W XIT 4 <+ % (Cyst
idia couaggaria)., W57+ I X (Lampides boeticus), A4 X H/8(Cep
honodes hylas). #F# 4 /834 (Helicoverpa armigera). 4 FEEV T+
F 73 (Phalerodonta manleyi). ## =X / H(Eumeta japonica). A E>
OF 3 (Pieris brassicae), #F EH L /v(Malacosoma neustria testacea)
. AF I ALY LT H (Stathmopoda masinissa). A F 7Y H (Cuphodes diospy
rosella). A &Y E>/v<F (Archips xylosteanus). 7175+ H(Agrotis seg
etum). A a4 /n<F(Tetramoera schistaceana). F 74 /\(Papi
lio machaon hippocrates). ¥4 >3 9E! (Endoclyta sinensis), F
EV/NES Y H(Lyonetia prunifoliella), ¥ E>HKRYH (Phyllonorycte
r ringoneella) . 7 1) X H(Cydia kurokoi). 71 =X K1) >4 4 H(Eucoen
ogenes aestuosa), 7' L —F~R1)—F X (Lobesia botrana)., YO % F7F 4
S A (Latoia sinica). Y O7 4% F> <45 XA H(Euzophera batangensis)
. 774K N7 F(Phalonidia mesotypa). 774 Sk MY (Spilosoma
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imparilis). 277/ X4 #H(Glyphodes pyloalis)., 77k X/n<F(0lethre
utes mori). JA4 A (Tineola bisselliella) . O E!") H(Endoclyta excr
escens). % H(Nemapogon granellus)., XA /3(Synanthedon hector)

. ORY>H(Cydia pomonella)., JFAH(Plutella xylostella), a7/ A

4 A (Cnaphalocrocis medinalis), ¥ E>Y &~ R—>—(Sesamia calamist
is). B> Hh XA H(Scirpophaga incertulas). > /%Y KA (Pediasia teter
rellus) . v 4 EAH (Phthorimaea operculella) . ¥+ FRIJH(Staur
opus fagi persimilis), >OA4FEIYH > A A H(Etiella zinckenella)

a4 FEYI MY (Spodoptera exigua) . OF> a9 E Y (Palpifer

sexnotata). 07 3 b (Spodoptera mauritia). 1 R OF 7 XA A (Sci
rpophaga innotata). Y OFE YV H (Xestia c-nigrum), XATF 1) 3 k7 (Spo
doptera depravata), R 07+ 4 5 X A H(Ephestia kuehniella), XEE
T4 <+ % (Angerona prunaria), 4 O+ F7H 3 (Clostera anastomosis
) . YA E—>)L—/8—(Pseudoplusia includens). &4 XH ¥ L H(Mats
umuraeses falcana). # /3 AH (Helicoverpa assulta)., < FF> o 7/8(A
utographa nigrisigna), ¥ <+ H(Agrotis ipsilon), F+ K% H(Euproc
tis pseudoconspersa), F+ ./ AH Y E /N7 F(Adoxophyes orana), F+

J Ry H(Caloptilia theivora). F+/\< F (Homona magnanima). Fv+ <%
> X A4 J(Ephestia elutella). F+ X / #(Eumeta minuscula), Y 7H>
+ F7 3 (Clostera anachoreta), ‘Y X 24 H (Heliothis maritima), T4
/N F (Sparganothis pilleriana). U EQOO X A H(Busseola fusca).

K% #(Euproctis subflava)., NEEYAAITH > ¥4 (Biston robustum)

. b R I—Y T —L(Heliothis zea), +HT O 4 /3(Aedia leucomela
s). 74 5H(Narosoideus flavidorsalis), =>4 > E> (Viminia rumi
cis) . T FEH(Bucculatrix pyrivorella). + b X >4 A (Grapholi
ta molesta). 7Y #H(Spulerina astaurota). + <45 XA H(Ectomy
elois pyrivorella). =# XA #(Chilo suppressalis). RF A (Acrolepi

opsis sapporensis), /I ATH S XA H (Plodia interpunctella) . /\A
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V455 /) AAH (Hellula undalis) . /842 H(Sitotroga cerealella). /\vR
E>3 ko (Spodoptera litura) . /N FHD—FE(Eucosma aporema), /%
/7 < ¥ (Acleris comariana), B X2 04 5 H(Scopelodes contractus).

ExsO€y KA (Orgyia thyellina) . 74 —JL7—3—7— L (Spodop
tera frugiperda). 7% ./ X4 H(0Ostrinia zaguliaevi). Z4%AETV¥HN
aranga aenescens), 457> HhFx/NFE K& (Andraca bipunctata)., 7 Ko X
H > /8(Paranthrene regalis), 7 KD X X A (Acosmeryx castanea), 7 K™
INE ) H(Phyllocnistis toparcha). 7 Rk X/\v< % (Endopiza viteana
). 7 RiRY /T (Eupoecillia ambiguella), NJLRy NE—VF 44 E
S —(Anticarsia gemmatalis). 7"Y/N/N1 4 O/V< F (Cnephasia cinereipa
lpana). ¥4 ¥4 H(Lymantria dispar). ¥V h L /N(Dendrolimus spectabi
lis). ¥ X< > %4 H(Leguminivora glycinivorella), ¥ X ./ XA H(Maruc
a testulalis), ¥ X b XYL H(Matsumuraeses phaseoli)., ¥ XKV H
(Caloptilia soyella). T AHY/NEH H(Phyllocnistis citrella)., ¥
D AFX ) A A H(Omiodes indicata). I LBV EV/NTF(Archips fuscoc
upreanus), IWEVF DT/ (Acanthoplusia agnata). X ./ H(Bambalina
sp.). EEY %4 H(Carposina niponensis). TE./ IS5/ A4 H(C
onogethes punctiferalis). EE XA/ 38 (Synanthedon sp.). EE/\E
1) A (Lyonetia clerkella)., EF 74 /\(Papilio helenus), TV FF 3
7 (Colias erate poliographus), T O+ F74 31 (Phalera flavescens)
. EvOF 3 g (Pieris rapae crucivora), Ev>OF 3 (Pieris rapa
e) EOOFaviE. Er>ORYH(Euproctis similis), ¥~/ 4 €3

H(Acrolepiopsis suzukiella), 3—OF 7> I—>YR—>—(0strinia nub
ilalis), 3 b i (Mamestra brassicae), IEFIT ¥ + 7 (Ascotis selen
aria), 3EFAAHRY/Vv<F(Phtheochroides clandestina), ') > ITA A/
< % (Hoshinoa adumbratana), ') > JHh L /\(0donestis pruni japonensis)
o d5 > EY(Triaena intermedia), Y>> IJ3A U FE>/vn<F (Adoxoph

yes orana fasciata) . 1) 33> > % 4 (Grapholita inopinata), ') > I
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Ok X/vn<F(Spilonota ocellana)., ') > /v 4 O/7v<F(Spilonota le
chriaspis). Y d/n<F40O0/8(ILliberis pruni), YT XT o4 (A
rgyresthia conjugella), 'V > 7RV H(Caloptilia zachrysa), V> IJEY
INT X (Archips breviplicanus)., 74 7h% Y /N(Anomis flava)., 74 FH
X LY (Pectinophora gossypiella) , 74 / XA Ji(Notarcha derogata),
745~ 4s0) X4 H(Diaphania indica) —tz7 X)) A4 /STH (Heliothi
s virescens). RU'T 4 A (Earias cupreoviridis)EAZEIFS N5,
[0194] #WE (WALYE) ERELTHIZIE. 7F YA AL (Nezara anten
nata)., 7HRAI B A I H A (Stenotus rubrovittatus), PHAI A XL (G
raphosoma rubrolineatum), 7A b4 HRY I K1) AHZXZIHA(Trigonotylus ¢
oelestialium)ZF., FHE XA H X LS (Aeschynteles maculatus), 7AH7R
S hRAI A A(Creontiades pallidifer). 7HhRHh X L (Dysdercus cing
ulatus). ZHERI<IAHA T7HZ LS (Chrysomphalus ficus) . ZHh<IL
HA HS5 L (Aonidiella aurantii). 775t X (Graptopsaltria nigrofu
scata) . PAYAHANZTFHA XL (Blissusleucopterus), 1 Y v HhA
HAS L2 (Icerya purchasi), 41 FEV I A A L (Piezodorus hybneri), o
RH KX L (Lagynotomus elongatus), 4 RFA Ok XFJ/84 (Thaia subr
ufa) . 41 22 0OHh XL (Scotinophara lurida). 1 NS EHFF+HT7 TS5 A
< (Sitobion ibarae) . 4 7HFH AL (Stariodes iwasakii) . DRA
AW AAHS LY (Aspidiotus destructor) . DXEVIRYDAIAA
(Taylorilygus pallidulus) . D X377 75 L (Myzusmumecola) .
XS Oh4 HS5 L (Pseudaulacaspis prunicola) . TV RObHFFHF7I
S L (Acyrthosiphon pisum), #7427 EAY 53X L (Anacanthocoris stri
icornis)., A2 0O MNEHRXIH A (Ectometopterus micantulus), 4 &
USRI A ALY (Eysarcoris lewisi) . ZAAANY A AL (Molipteryx fu
liginosa), A4 33/%4 (Cicadella viridis) . TAR/ FTHFT TS LY
(Rhopalosophum rufiabdominalis) . YU —TH&¥HhA HS5 L (Saissetia

oleae). > >w A+ 5 = (Trialeurodes vaporariorum), A b X33
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/N4 (Aguriahana quercus) . BRI A ALEE (Lygus spp.). H/NTH T
¥ 457754 (Euceraphis punctipennis) . AVFYHAHSLY (
Andaspis kashicola) , AVF YA HA HS LY (Coccus pseudomagnolia
rum) . AV ANRFHHA AL (Cavelerius saccharivorus), ¥ 7
/N1 (Galeatus spinifrons), ¥ b Xb &5+ HF7TS L (Macrosiphoniel
la sanborni) . FTIHAHS LY (Aonidiella citrina) . VY FHAL
* (Halyomorpha mista). 2 2% > /54 (Stephanitis fasciicarina). 7 Xk
HY)FTSX (Trioza camphorae) . 7 EANY A AL (Leptocorisa chine
nsis) . 7Y MAHYFTS53 (Trioza quercicola) . 25> /354 (Uhler
ites latius)., L —7FY—7&kwv/S—(Erythroneura comes)., Z7 A7 ik
YV FHHA AL (Paromius exiguus), YAAYTIAA HS LY (Duplaspid
iotus claviger) . 7OXIW~4~ O3 3/84 (Nephotettix nigropictus)
. VOMEARZT A A (Halticiellus insularis), 24 0O7Y /2 >H (Perki
nsiella saccharicida) . 20" > 3T3%<5 3 (Psylla malivorella) . ¥
7 %> X (Anomomeura mori) . YA+ HA HS L (Pseudococcus long
ispinis). 77> 0OHh4 HS5 L (Pseudaulacaspis pentagona). 7 774 A
A4 A5 L (Pulvinaria kuwacola) . Q77 H X I H X (Apolygus lucorum)
 ONRea gAY FHAXLY (Togo hemipterus) . AIAVYFT TS LY
(Toxoptera aurantii) . Y b FEDF 4 HS L (Saccharicoccus sac
chari). Y b FERTH LY (Geoica lucifuga) . ho /o240
# (Numata muiri) . > R—EFhHhA4 HS5 L (Comstockaspis perniciosa)
« Y RSRARA /=R —)b(Unaspis citri), v HAEBLHFFHT TS LY
(Aulacorthum solani), SR HX LS (Eysarcoris ventralis) . )b
IN—1)—73%+5 3 (Bemisia argentifolii). OAxA33/514 (Cicadell
a spectra). O AAHS L (Aspidiotus hederae) . RAT B XA
1) A AL (Liorhyssus hyalinus), £ Ok X*<5 3 (Calophya nigrido
rsalis) . 2 O9 > Hh(Sogatella furcifera). YSTAEHF+HFP TS A

> (Megoura crassicauda) . 44 a7 75 L (Brevicoryne brassicae)
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« 4 XT7 TS5 L (Aphis glycines), ¥4 TV EAN)AX LY (Leptoco
risa oratorius) . ¥4 7> O33/54 (Nephotettix virescens), 4
A7 FF+H7 TS5 (Uroeucon formosanum) . #/8TJHZAIH A (Cy
rtopeltis tennuis) . #/313F 35 X (Bemisia tabaci). F+v ./ H¥HA
A5 L (Lecanium persicae) . F+ ./ VORI A HZ LS (Parlatoria
theae) . Fv¥ /I HA HS5 L (Pseudaonidia paeoniae) . Fv¥ ./ I K
)b X 33/54 (Empoasca onukii) . Fv/NxFPAH AL (Plautia stali
) Fa—YvyTRT7TSLY (Dysaphis tulipae) . Fa—UvTes+AH
7 75 IS (Macrosiphum euphorbiae), W'W <4 > /84 (Stephanitis pyrio
ides) . W/ O9 LY (Ceroplastes ceriferus) . WANF /ORI HAHS
L3 (Parlatoria camelliae) . W~ OF7A4HRAXZHA(Apolygus spinola
i). w4 O330/84 (Nephotettix cincticeps) . WY 7AH XL (Glau
cias subpunctatus), Y4 B A I H A (Orthotylus flavosparsus), k7
TOaY 775453 (Rhopalosiphum maidis). b EOOL Y H (Peregri
nus maidis) . M5>SR A X L (Eysarcoris parvus), TS5 I (Cim
ex lectularius). M RFI S5 (Psylla abieti) . FEA O A Nilapa
rvata lugens), MRS FT 53 (Psylla tobirae) . +=H X (Eurydema rug
osum) . +> 7 754 (Schizaphis piricola) . %<5 3 (Psylla p
yricola) . > 0K HA HS5 LS (Parlatoreopsis pyri) . =9V
/NA (Stephanitis nashi) . 223+ Hh 4 HS L (Dysmicoccus wistaria
e) . O+ HAA4HS5 L (Lepholeucaspis japonica) . o <ILT
75 LY (Sappaphis piri) . —t4 43> 7 75 L (Lipaphis erysimi
) . XF¥F7TS5LY (Neotoxoptera formosana) . NAZELF7TS54LY (R
hopalosophum nymphaeae) . /S5 k& X3 3/54 (Edwardsianarosae) . /N5
Vv HAA HS5 LS (Pinnaspisaspidistrae) . /N> /FT53 (Psylla al
ni) . /AN>./F+H3A33/84 (Speusotettix subfusculus) . /AN /b X3O
/N1 (Alnetoidia alneti) . T >#H (Sogatella panicicola) . B4+
HHRIHA (Adelphocoris lineolatus) . EX T HKRI A A LS (Dysder
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cus poecilus) . X2 0OhAHS5 L (Parlatoria ziziphi) . BEX T
/NA (Uhlerites debile)., B X kE™D A (Laodelphax striatella), & X F
A (Eurydema pulchrum) . b X/N) B AL (Cletus trigonus), E X7
5 FH7T7 7% (Clovia punctata) . & X3 3/54 #¥5(Empoasca sp. ).
S hYHhAHS5LY (Coccus hesperidum) . ESHbaod4 > FHAX
Is (Pachybrachius luridus), 733+ 74 A5 L (Planococcus kraunhi
ae). 7Y A AHARITAHA (Stenotus binotatus) . 7H4F b XTI/ (
Arboridia apicalis) . 745> 31/8A4 (Macrosteles fascifrons) . 7
FeHrh i L (Dolycoris baccarum), 7F Ao OHRXI A (Adelphoco
ris triannulatus) . 7 KO R7TS ALY (Viteus vitifolii) , FHRAXF
H A LS (Acanthocoris sordidus) . RV I EAY A X LS (Leptocorisa
acuta) . ARY A/SRFHAD A LS (Macropes obnubilus) . 7RV /N A X L
2 (Cletus punctiger) . IRYANY A X LS (Riptortus clavatus) . RF
NES 1) K(Paratrioza cockerelli). ¥ 77 7% (Aphrophora costali
s) . ¥F/INHRAIHA(Lygus disponsi)., ¥4 S5 HAXZHA(Lygus saunder
si). ¥WAFHAHSLY (Crisicoccus pini) « Wb X3/854 (Empo
asca abietis) . ¥YVEMNIFTHAHS LY (Crisicoccus matsumotoi) .

T XA T TS5 L (Aphis craccivora), ¥ ILAH X L (Megacopta punctatissim
um). WILY SRS X LS (Eysarcoris guttiger), SAVAFHAHI L
2 (Lepidosaphes beckii) . THhH>*%>5> X (Diaphorina citri) . THhHY
207 755 (Toxoptera citricidus), SAYIFHAHS5LS (Planoco
ccus citri) . THAvAF TS5 I (Dialeurodes citri), SAY MNFOIFVS
X (Aleurocanthus spiniferus), THY kX OFhH4AH5 L (Pseudococcu
s citriculus) . THEXIO/NA (Zyginella citri) . SHAYEXTS
B4 HZ LY (Pulvinaria citricola) . SAYESHHAHF L (Coccu
s discrepans) . I AVTIHAHZ LY (Pseudaonidia duplex) . THYV
JHHAHS5 LY (Pulvinaria aurantii) . SXFHYHAHS5LY (Leca
A B AL (Nezara viridula) . LFHZXIAA(S

i

nium corni) . I
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[0195]

tenodema calcaratum), LF U EL 775 L (Rhopalosiphum padi), ALF
5+ HT7TS5L (Sitobion akebiae) . AF I K'Y 775 L (Schizaph
is graminum), L% 3 3/54 (Sorhoanus tritici) . LFTSXHVATILT
75 L2 (Brachycaudus helichrysi) . 554 F 5 XL (Carpocoris pur
pureipennis) . EEFTHT7 TS5 L (Myzus persicae). EEIAT7FXFT TS5 A
< (Hyalopterus pruni), ¥+ 77> L (Aphis farinose yanagicola)

. VY FF¥T 214 (Metasalis populi) . ¥/ XAA4 HS LY (Unaspis yan
onensis) . Y 7H* 53 (Mesohomotoma camphorae) . A ¥V FF¥7 7
S L (Aphis spiraecola). Y>> I7 75 L (Aphis pomi), Y>> THhxhH
A4 HS5 L (Lepidosaphes ulmi) . Y ITFT 53 (Psylla mali) . U
I/ 0OH8AIHA (Heterocordylus flavipes) . V> IJaATF7TSLS (My
zus malisuctus) . Y IRF7 TS5 L (Aphidonuguis mali) . Y>vI<4
>3 3/34 (Orientus ishidai) . YUY I R F7TSL> (Ovatus malico
lens) . Y>> d74 4L (Eriosoma lanigerum) . JLE—DO9 L (Ceroplas
tes rubens), RU'T 4 7 75 L (Aphis gossypi DENEIF LN B,

WEE (AUFavB) FERELTHZIE. PFATHIF (Xystrocera
globosa)., 7H /X7 ) HH /A4 (Paederus fuscipes). FH/NF LY
') (Eucetonia roelofsi) . 7XF ' L (Callosobruchus chinensis),
7)ERFY DU LD(Cylas formicarius), PIT 7T 742V LY (Hyp
era postica). 4 XY L (Echinocnemus squameus), 4 X ROA M L (0
ulema oryzae). 4 XFx4Y A1/ L (Donacia provosti), 41 RI XYV I LI(L
issorhoptrus oryzophilus). 4 EHJL/NL (Colasposoma dauricum), 4 F
/') In> (Euscepes postfasciatus), 4 4 >35>~ b7 (Epilachna varivest
is). 415 AY DL (Acanthoscelides obtectus) , DT RH > —
vI)l— k7 —L4(Diabrotica virgifera virgifera). 9 XFavF)YVJyI A
2 (Involvulus cupreus) . /NI (Aulacophora femoralis), TV K™D
V9 £s< (Bruchus pisorum), A= a9vR> 5> b (Epilachna vigi
ntioctomaculata) . H4A4 ¥4 574 F XA (Carpophilus dimidiatus), X/
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/7L (Cassida nebulosa), F 73/ I /7L (Luperomorpha tunebrosa)
. ¥FAY ) I/ (Phyllotreta striolata). ¥R H I+ (Psacothea h
ilaris). ¥4 >A 3% (Aeolesthes chrysothrix)., Z )XY AL (C
urculio sikkimensis), 714 %24 (Carpophilus hemipterus) . 1
FA/NF L) (Oxycetonia jucunda) . dA—>JIb— b7 —AL%E (Diabrotic
aspp.) . AHFRLY (Mimela splendens) . 2V LS (Sitophilus zea
mais). AV XA MERF(Tribolium castaneum), %4V L (Sitophil
us oryzae), I XY XX KEKF (Palorus subdepressus) . I 73
HE* (Melolontha japonica) . I~ 4 5 #H 3" (Anoplophora malasiaca)
. XL < (Neatus picipes) . IO RK/vAS (Leptinotarsa dece
mlineata) . > a—>J)l— k7 — LA (Diabrotica undecimpunctata howar
di). S /8AH Y5 L2 (Sphenophorus venatus), a9 R IEFHNL
> (Crioceris quatuordecimpunctata). AEEY ™ L (Conotrachelus nenu
phar). 44 >4 IV LS (Ceuthorhynchidius albosuturalis). 44 O
> /NIs (Phaedon brassicae)., #/833 /3> L (Lasioderma serricorne)
. FEOTXY I LT (Sitona japonicus), F v A4 O3 HFR(Adoretus tenui
maculatus), F¥ A OO X/ TI LY < (Tenebrio molitor), Fv4 0O
HJ)L/NL (Basilepta balyi), W A U443V L (Hypera nigrirostris
). TH A ME/NL (Chaetocnema concinna), R HRT A 74 (Anomala
cuprea). FHF ¥ IH% (Heptophylla picea) . Z2V a2V V¥RITV LD
(Epilachna vigintioctopunctata) . /—%>3d—>J)L— K7 —L(Diabrot
ica longicornis), /N+1441) (Eucetonia pilifera)., /N HR AL EE(Agri
otes spp.). BEXHYA T L (Attagenus unicolor japonicus), b XF
INEZRYJL/NL S (Pagria signata), B X 34X (Anomala rufocuprea) . b
XA XA NE RFE(Palorus ratzeburgii). EXTI L4 < (Alphitob
ius laevigatus) . EXTIHY A TS LS (Anthrenus verbasci), £S5 %
F94 L (Lyctus brunneus), EZ4 AU XA KMERF(Tribolium confusu
m. 7YXk XL (Medythia nigrobilineata). 7 K9 hSAHAIFY (X
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ylotrechus pyrrhoderus), ;RF k7 1) —E— MJL(Epitrix cucumeris), <
YW J) X454 L (Tomicus piniperda), W ./ <4 S5H3IF1) (Monochamus al
ternatus), ¥ X JH=x(Popillia japonica). ¥ X/\> X 377 (Epicauta gor
hami). X4 X% 4 —EJ(Sitophilus zeamais)., EEFavFYVYI LR
hynchites heros)., ¥4 4 V9 L (Listroderes costirostris), AVEY
< XY L (Callosobruchus maculatus) . Y>> aa 7%V 4 (Phyllo
bius armatus). ') > d/NF Y9 LS (Anthonomus pomorum), LY /NA (Lin
aeidea aenea). RU'T4 XYy L (Anthonomus grandis)ZEARZEITF 5N 5,
WHABE (NTH) ERELTHZIE., 7HA4 TH(Culex pipiens pallens)
. PAYEST ) /NF/8T (Pegomya hyoscyami), 7>/ O/NEFY/NT (Liri
omyza huidobrensis) . 4 T/VI (Musca domestica). 4 XFE41)J/XT(Chl
orops oryzae). 4 XU FIFXJ/NIT (Hydrellia sasakii) . 4 R/NEFY)
/NI (Agromyza oryzae). 4 RbEX/NEZ )N (Hydrellia griseola). 4 X
X 7/38T (Hydrellia griseola) . 41 4> ES ) /8T (Ophiomyia phaseo
Li). — 1) 2/vT (Dacus cucurbitae). o bo>anaH/NT (Drosophi
la suzukii) . 9 h2/"<¥ 45 3Z/8T (Rhacochlaena japonica) . FF4
T/NI (Muscina stabulans), A4 FF> ./ I/VI (Megaselia spiracularis)
ED/INITER AFF3v/NIT(Clogmia albipunctata), FVIIHAY
AR (Tipula aino) . 0% /ST (Phormia regina) . OHYF7HhHA4THCC
ulex tritaeniorhynchus). >+ /\< 4 5 A (Anopheles sinensis), ¥4
/NI (Hylemya brassicae), ¥4 Xt 4 </3T (Asphondylia sp.) . ¥ =%
/NI (Delia platura), # v xxF/ST(Delia antiqua). 3—AOv/NF T kD
X /NI (Rhagoletis cerasi). FhH4 ITH (Culex pipiens molestus Forskal
) . FFa2oha4 /8T (Ceratitis capitata). FEZ 7O/ %% /NT (B
radysia agrestis) . VYA EH)/N+/3T (Pegomya cunicularia) . b
< hNES /NI (Liriomyza sativae)., FA/NES ) /8T (Liriomyza bryo
niae) . 7E4 /ST (Chromatomyia horticola) . RFNEFY/NIT (Lir

iomyza chinensis) . XY ¥4 4 TH(Culex quinquefasciatus), Rv &4
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[0197]

[0198]

[0199]

2 <7 h(Aedes aegypti). B N ZXT<TH(Aedes albopictus), ¥ A/NES )
NI (Liriomyza trifolii). N M/NESY/SIT(Liriomyza sativae). I H
>3 2/8T (Dacus dorsalis) . TH /3T (Dacus tsuneonis) . LF T H
#</NI(Sitodiplosis mosellana), LFFFEF1)/NT (Meromuza nigriven
tris) . XF¥ 3 /8I (Anastrepha ludens). KUY > I3 /3T (Rhagoleti
s pomonella)EAZEIF SN 5,

BB (WN\FB) ERELTHZIE. I AT (Pristomyrmex pungens)
. PYUHYINFEE, 4 Tk X T (Monomorium pharaonis), F7# X7 ") (Phei
dole noda). A7 5/\/8SF(Athalia rosae). 2 ') 4 </NF (Dryocosmus kur
iphilus) . Z0O% <7 Y (Formica fusca japonica). RAXX/\F¥5, 40O
H 7S5 /v/NF(Athalia infumata infumata). Fao L > /\/vF (Arge pag
ana) . —R> AT S5/n/NF(Athalia japonica), /NF 1) 7 1) (Acromyrmex sp
p.) . 7274 —7> F(Solenopsis spp.). Y > T/N/NF (Arge mali) .
B 771) (Ochetellus glaber)EAEIF 5N D,

BE#E (WNv4sdB) ERELTHIAEE. 235 F") (Homorocoryphus Llineosu
s). 75 (Gryllotalpa sp.). J4 F+J(Oxya hyla intricata)., J/3x%A F
T (Oxya yezoensis), b ./ H</%v & (Locusta migratoria), /NRFHA F+
T (0xya japonica), b X4t %1) (Homorocoryphus jezoensis)., RUILV~<
OA 0OF (Teleogryllus emma) EAZEIF SN 5,

THIODTEERELTHAIEFE., 7HAFETH I U< (Selenothrips rubr
ocinctus) . 4 RF7H I v < (Stenchaetothrips biformis), 4 X2 & F7H 3
) < (Haplothrips aculeatus), AF Y 4 74 X 7 < (Ponticulothrips diosp
yrosi). ¥4 ONF+TF7HFI < (Thrips flavus)., 7 HF4OF7HF IV < (Ana
phothrips obscurus). 7 27 ¥ 7H X< (Liothrips floridensis) . 'S5
FASATHIT U (Thrips simplex), 27 A5 /NFF7H I < (Thrips nigro
pilosus). 7O MY F7HIg< (Heliothrips haemorrhoidalis), 77 7HX
) ¥ (Pseudodendrothrips mori). JRERXF7H I < Microcephalothrips
abdominalis), YA ZF+HU ¥ F7H Iy < (Leeuwenia pasanii), 1 <IL Y
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[0200]

HFF7H I (Litotetothrips pasaniae). ¥ NS R R Y w FZ2(Scirtothrip
s citri). F O FH I U< (Haplothrips chinensis), ¥4 XF7HIH~<
(Mycterothrips glycines), ¥4 XD X4 07 XU~ (Thrips setosus).
Fv/)FA4OFHFID<(Scirtothrips dorsalis), Fv+./ovOF7H3I9< (D
endrothrips minowai), Y X 244 & 7435 < (Haplothrips niger),
FH X< (Thrips tabaci)., XRF¥F V7 AFHFI U< (Thrips alliorum),
FH I o< (Thrips hawaiiensis), /NF 9 & FPH I o< (Haplothrips kurdju
movi). BT KN 7HIH < (Chirothrips manicatus), ESX/N\FF7HID
< (Frankliniella intonsa), ET/N\F+7H X< (Thrips coloratus), T A
vEFA4OF7HFIY < (Franklinella occidentalis), S+ IF/AOF7HFIYYT
(Thrips palmi)., 2V ¥4 OF7HF I o< (Frankliniella lilivora). RO
) )28 7H I (Liothrips vaneeckei )ENZEIF SN B,

g—BERE LTHAIE. A YYHLY (Leptotrombidium akamushi),
7<) 745 = (Tetranychus ludeni), ZX YAV Ky Fwv5 (Dermacent
or variabilis) . 44+ 3I/N4¥ —(Tetranychus truncatus), 4 T4 = (0r
nithonyssus bacoti). 41 X Z*+ E4 = (Demodex canis) . 7 h/nN&F =(
Tetranychus viennensis), A >t /N4 —(Tetranychus kanzawai). 27 ') 4
O34 4<% =(Rhipicephalus sanguineus)&EMD~V ¥ %8, VT HHYYAL
—(Cheyletus malaccensis). 7+ HI+ 4 —(Tyrophagus putrescentiae).
d+ ka3 k4 =(Dermatophagoides farinae). 7 HhH T4 4 £ (Latrodectu
s hasseltii), ¥4 7> Hh4 <4 =(Dermacentor taiwanicus), F+ ./ F+H
% E 4 = (Acaphylla theavagrans), F+ /73 !) 4 =(Polyphagotarsonemus
latus). b= M E4 =(Aculops lycopersici). MY 4 =(0rnithonys
sus sylvairum), 3 /N4 —(Tetranychus urticae). —tF+>HELS = (Eri
ophyes chibaensis)., >4 = (Sarcoptes scabiei) . 74 NFF<T4
— (Haemaphysalis longicornis), 75w L w4 KFw 4 (Ixodes scapular
is) "ROL >V F A3 4 =(Tyrophagus similis), VY X% =(Che

yletus eruditus). I A /N4 =(Panonychus citri). I+ IV X4 =(Chey
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[0201]

[0202]

[0203]

[0204]

letus moorei). T+ I b X/\4=(Brevipalpus phoenicis), S IkEV4
— (Octodectes cynotis) . ¥4 & 3> k4 =(Dermatophagoides ptrenyssn
us). V< hF< 4 —(Haemaphysalis flava). *< b <4 —(Ixodes ovatus)
cavxay I Ay ES = (Phyllocoptruta citri)., Y > OIHES =(Ac
ulus schlechtendali), ') > J/7v4 =(Panonychus ulmi), A—>YRX4¥—F v
427 (Amblyomma americanum) . U7 % E(Dermanyssus gallinae), OE >
=4 = (Rhyzoglyphus robini) . R4 —F K&+ d—*%& (Sancassania sp.)
ENETFLN B,

a7 VBEERELTHZIE. 73207 (Reticulitermes miyatakei
). PXUnAvHFE4>OF ") (Incisitermes minor)., 4 T 0O7 ") (Coptote
rmes formosanus), Z#0O7!) (Hodotermopsis japonica). AVE> IO
7 ') (Reticulitermes sp.) . ¥7>>0O7 ") (Reticulitermes flaviceps am
amianus)., 7 E > O7 Y (Glyptotermes kushimensis), d9 <~ amq4 T
> a7 ') (Coptotermes guangzhoensis), do>a2>>A7 ") (Neotermes kos
hunensis). a4 ~<>0O7"Y (Glyptotermes kodamai). H#v<<0O7 Y (Glypt
otermes satsumensis), ¥4 34077 ') (Cryptotermes domesticus) . %
47><a7") (Odontotermes formosanus) . +AHY<>0O7 Y (Glyptoter
mes nakajimai). = kAR O7 ) (Pericapritermes nitobei). ROV < b
077" (Reticulitermes speratus)ENEITFS NS,

Jx7YBESRE LTHZIE. 7O03T%F 7Y (Periplaneta fuliginosa).
Fv/NxTHx 7)) (Blattella germanica). b3 T+ (Blatta orient
alis). hEAOIT*+7") (Periplaneta brunnea), EXF v /SR ITF71) (Bl
attella lituricollis), ¥~ NTJ% 7Y (Periplaneta japonica). RU'TE
v 3% 7Y (Periplaneta americana) EAEIF 5N 5,

JIBELTHAIE. B M/ S (Pulex irritans), 3./ X (Ctenocephali
des felis). RU'=7 MY J X (Ceratophyllus gallinae)ENAZEIF SN B,

BBEEELTHZIE. 1 FIAEYFay (Nothotylenchus acris) . A
XV HLEYF 29 (Aphelenchoides besseyi) . ¥4RTHLEVYFa
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[0205]

[0206]

[0207]

) (Pratylenchus penetrans), ¥4 A7t F a1 (Meloidogyne hapla)
YT AEROTEZYF 29 (Meloidogyne incognita), v HAER B
> F a7 (Globodera rostochiensis) . Y+ 7 xATtVFa7u (Meloid
ogyne javanica) . ¥4 XA Ntz F a1 (Heterodera glycines) . I+
IRTHLEYF a2 (Pratylenchus coffeae) . AFRTHLEYFay

(Pratylenchus neglectus) . RU'T AV Rtz F 2 (Tylenchus semipene
trans) EAEITHN B,

BRAEIIES LT AIE. A4 X)) 344 (Pomacea canaliculata), 7
7Y A<A <A (Achatina fulica). X% < (Meghimatium bilineatum), F
¥ 375 F A% Y (Lehmannina valentiana), OS5+ X% < (Limax flavus)
. B 2AAT77 1474 (Acusta despecta sieboldiana) EHNEIF SN D,

T, ARPORE=AZBHIZ. TOMDERE LTAT MF/NH (Tut
a absoluta) ICXN L THBULWERMWREZET 2D TH 3,

EIHENRO—DTHE2HNETEMOI & LTHZIE o< d=

(Boophi lus microplus) . Z4AQ3d44%~<4= (Rhipicephalus sanguine
us) . 74 NS F <4 = (Haemaphysalis longicornis) . ¥F <4 = (Haem
aphysalis flava) . W) HAxF <4 = (Haemaphysalis campanulata) . A
AHhF<4H = (Haemaphysalis concinna) . < hF <4 = (Haemaphysalis
japonica) . EXFHF <4 = (Haemaphysalis kitaokai) . 1 ¥V AF<4
— (Haemaphysalis ias) . ¥< ¥4 = (Ixodes ovatus) . ¥ RxHHYT4
— (Ixodes nipponensis) . ¥ a )Ly <4 = (Ixodes persulcatus) . %
A TXFSS5< 4= (Amblyomma testudinarium) . 4 NS F<T 4 = (Haem
aphysalis megaspinosa) . 73 ./ A4 ~<4 = (Dermacentor reticulatus)

. RO A1 T h <45 = (Dermacentor taiwanesis) D& DA<y %A,

74 E (Dermanyssus gallinae) . M) H >4 = (Ornithonyssus sylviarum
) « RUTFI MUY F = (Ornithonyssus bursa) DL MYH T F=
B, a9y Y HALY (Eutrombicula wichmanni) . ZHWYWHLY (Lep
totrombidium akamushi) . 7 MHWWHL S (Leptotrombidium pallidum)
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[0208]

[0209]

. TIOYYHLY (Leptotrombidium fuji) . YW HLS (Leptotrombi
dium tosa) ., 3—0Ow/NF7FX 4= (Neotrombicula autumnalis) . ZX 1A
WY H LY (Eutrombicula alfreddugesi) . RUIVHIITYYHLY (
Helenicula miyagawai) D& DY Y HLIUEE, 4 XY XHF = (Cheyletiell
a yasguri) . UHFY X4 = (Cheyletiella parasitivorax) . ROV
A& = (Cheyletiella blakei) MDLIWMYAF MG vHFFavtEr¥=

(Psoroptes cuniculi) . 7> 32 k4= (Chorioptes bovis) , 41 X3
Tkt 4 = (Otodectes cynotis) . >4 = (Sarcoptes scabiei) .
RUoxravavtryadoetE 4= (Notoedres cati) D& HIREEVH =
OIS X=FE4S = (Demodex canis) D& DB FEH ZEFENEES
b,

tOBBERTHSZ /I & LTHAIEL /B (Siphonaptera) ICEBT 3
AEBEFEMEARER., LJYBEGFEMICIE. B~/ IR (Pulicidae) . RUFAH
/ X%} (Ceratephyllus) R EICET 2/ ISENEITFOLND, E b/ IRUIE
IT5/)IFE LT, BIAE 4 X/ X (Ctenocephalides canis) . X1/
X (Ctenocephalides felis) . &~/ X (Pulex irritans) ., —7 K 7
/ X (Echidnophaga gallinacea) . ¥4 7R R XX/ X (Xenopsylla cheop
is) . XZ5%XX /)X (Leptopsylla segnis) . I—Ow/SRXXI /X (N
osopsyllus fasciatus) . BRU'Y < MRXX /X (Monopsyllus anisus)
NEF LN 3,

I SICHDBABRNRTH D ABFTEENE L TUIBIZIE. 7225 X (Haem
atopinus eurysternus), W< 5 X (Haematopinus asini), YT 53D
almalinia ovis)., W<7RY <5 X (Linognathus vituli). 74 <5 X (Haema
topinus suis). <5 X (Phthirus pubis). RU'T7 4<% S5 I (Pediculus

capitis)DLHILT S

i

H, WA XY S 2 (Trichodectes canis) D &
SINTYS I, U7 J(Tabanus trigonus), 774 XA H(Culicoides s
chultzei)., RO X h 72 (Simulium ornatum) D & 5 A RMMRERE R
BRENZITOND, FLERBBFEEME LTUIFAE, R X Fa,
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[0210]

[0211]

BEIR YA — L, BREFER, @R, RCKRRREFOL S AIRRE, vV
VEEASZHR, LEHEER, MEZXR, LHEER, BEEHR, RUPEEER
D& DAFBE. BAELRE, RCFEOCL > QKRB wticasv Y
DA, YY) TRAE BRARREFR. MY TSIIXT. RV ) T RRRY
TVOLDE D RREEBMENESFOND,

AFEBPO—HN (1) TRINIBEERRLENNIE T DEREEBEIK
D& LEREAREFIL. KEEY. BEY. BE. BHE Z0HOEY
RUOEHSICHELAES X DRILERICH L TCHEEBELHBRDIREEET DT,
EROEENSTFRINIFHICEHLE T, EROBEFIESEESEREIN
B R CEEMRR. KB, M. B B TOMOEY. BHFOET.
KEK, EEXRTESOREBESZICNIET 22 &ICLYARBORES
FARREOMBEOMNENEESNDEDTHD, BATH. . HEZDE
ETIR, BiBRROEANTIE. #in. ERK. KBS 2HITKEI
MIBLT, TEENLXENIT L TRIMOARBILEYERINIEDZ &
ILE DWW B RERTHEZFA LARANMTFEZ LWERKETH S,

AFEBAOEBEERARREEFERAT AT 28AEMIERICREI N
2HEDTIFRWA, BIZIEEE (FIxiE, fB. KE. M&ZE 4% £—+H
Z. £2H522L%) . 2R (KE. ME. EHHEH. ZAEDIE. LWAITA
2. BREEE) . BB REHR (W8, MBE. R F8. Bk B Bk
ARk, | P—EV R NFFEF) | ERFEE (FeARY, bbb ED
NAZS. 7O0v3Y—, LR, LFRE, RE (HIDE, HiIFE) .
E—<v. B9, WEZ, Ry— L, IT6F) . R¥EFE (CALA
CESRE. IDFVE. IEVE EVWTA, DR MAZA. TIED. I
ALK, 52F&5%) . MIAEY (BB, M. E—bh Ry /. T&H %
w*, TAIW, FY—7, Ji, O—k—, &80, &F) . 2UE (ME
Lo, TwdY, TUA F< DY, xO0VE) HEER (F—Fv—F
TSA, YIWHL, FEV—, 70—1"—, FILI77L77%F) . 28 (B
B2, NV NJSRE) |, EREEEREY (SRVY— O—X7 ) —,
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AL, N ER. £EF)  BHFE (8L @60 A—x—Yav,
B, Fa—Uv /L WYH) [ BEX (WB&D. I<KLHE HHEFH) . #
A (MNRTVER TVYTVE WE B/ B B 2VAHVE) FOEY
HRBFDBIENTE S,

[0212] 52 ME#) ICiE. 1 VEY I N—ILEOHPPDHEER., 1vE4E
Ve FIIVRILTAVAFILEDAL SPHEHF, FYUERY—MEDEPS
PEMRBERMBEHR. LK R— R NEDTILY I VERBERBER. o+
SULEDTEFINCoARLREYS—ERER., TOEFT I, U
VN, 2, A-DEORERICHT ZMMELEHANAETEL © L ILEE
FHEBZARMICLYEEZNSINEREEEN S,

[0213] HHEMLEEZICIYMMEZNMEINL HEY] OBflE LTIE. 1<vES
EILEDA IV ) v RAL SHEHELREZFICHED T4 %, JLF, E
TOY, ARxDBHYClearfield (BHREE OEGRETERICKS
INTWS, BRICHHEMARBEEERICELZF 72070V A FILEDR
WRZIID L T7RAL SHERRERICHED Y 1 XHHY, STSHAX
OEBETERICRTZINTWVWS, ARICHEMNLQEBERICLIY M) F T+
VLR, PU—ILAFI T/ F SO VBBRRERREDOTEFILC
o ANIAKRFL T —EEEFICHENMI G I NEYOHE LTSRI—V
E0H 5,

FT7EFILCo ADIVRFY S —EHEFICHELSMTE S NEYIE S
OY—FA VX 47T -H-F2arl-TATI—-F7T B4V
— X F7 - -aFAFYR-RF=Y - FT - TAYA (Proc. N
atl. Acad. Sci. USA) 87%. 7175~71798 (19
90%F) HFILEHINTWS, FLT7EFILCoAANLRELS—EHEFH
ICTRMEDEETEFICo AANLRFIS—ENI+—R - B4V (W
eed Science) 63%, 728~746H (2005%F) IS
INTHY, THLEEETEFLICOAANRFUS—EELFEESLT
A BEMICLYEMICEAT 206 LIZERERSICED2EE4EY
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[0214]

[0215]

PEFILCOARIKRFYS—FEILEATEHICLY, PEFILCoARIL
RF¥ Y5 —CHEAICTHEOEY EZELET 2 ENTE, IHIC, FAFT
SATAHEM (Gura T. 1999, Repairing the Ge
nome s SpellingMistakes. Science 28
5: 316—-318.) KRKRINIZEEEHNLEEAZKE % EYHZAIC
BEALTHEADOTEFILCo AALKREYS—EEEGFPAL SEETFEHIC
HARENT I/ BEBEREEAEATEZIEICLY,. PFEFILCoARDILR
S —UHEEFCAL SHEHEFFICMMEOBMEEHTEIENTE, &
NSDOEMICH L THAEBRORE=ARBRFNEFERTEIENTES,
BICEGTFHEBEZENTREINDIBERELT, NFILR - ZLTRAPA
FILA - REY THEOZRBEMESY VIR 5 KFILR - Fa—-Y V5V RH
FDOCrylAb,. Cryl1Ac, Cryl1lF, CrylFa2, Cry?2
Ab, Cry3A, Cry3Bb1F4AIiECry9CHEDS—IVRIFY
Y. VIP1, VIP2, VIP3ZF/LWRVIP3IAZDBRRI VIR ;18
BEROZRY VY ; SFYFR. VEBHR. NFERILEIEREEY
HRERZENICL > TEEINIER ; RREESR UL IFV 7
TWVF=v; NUTPURER. ) 7ar7—ElEER. s Fo. ¥
ZYFv. N4 VEERESOOFT7—EHEER; Y2y, hYEODY
—RIP. 7TV Woav, YR) VY, TIVFIVED)RY —LFRE
Mty >Ry (RIP) ;3—bROF>RF0OA REFI5—E, T
2704 R=UDP—=JLaYIbZ VR T725—E, ALAFTO-ILEH
VH—EEDORATOA FREEBER; 754V VBEER ; HMG—-Co Al
95— ; FTMN)TDLFvxRIL, ANV LF v RIVBEEREDA AV F
v RIVBEEH ; $hERIVEVIRTS—E ; FIRFIVEVESHE ; AFILAN
V= ERVINIVE—E FFS—E; T A F—EENES
%,

T IORGELFHBABYTRRINEERELT. Cry1Ab,
CrylAc,. Cryl1lF, Cryl1Fa2, Cry2Ab, Cry3A.

~

\'l

=

5
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[0216]

[0217]

Cry3Bb1l, Cry9C, Cry34AbZE/AiECry35AbEDS
—IVRMEIVHUNRI, VIPI, VIP2, VIP3ZFAIEVIP3
AZEDERBYVIRIDNA Ty NEHR, —HERIBLESER. Bfithik
BRHEEND, N Ty RERIFEABRABMEZAWVWT. Thbd oD
DERBRDRAAVDOFLWHAEDLEICL>THEYHEINS, —B%2RIEL
ERELTE. 7 /BEINO—FHEZRELELZC ry 1TAbDMFSNATW
%, BHiIhABRE LTI RABROBROT I /BO 1 DELIIEHN
BRI TWS,

INOBROFIRVINLEREZAKNT 2ENTEHHEBIEMIE. EP
—A—0 374 753, WO 93,/07278, WO 9534656
. EP—A—-0 427 529, EP—A—-451 878, WO 03,0
5207 3FICHBHEHINTWVS,

INSOMBAEMICEENZFRIE. FIC. FREER, FWEER,
FAEER, HBEER. BREAOMMEEZBENICNET 25, AFKBOER
=ABBRFEREENRLORMEHB, HEIVIFHERELTHWSEIEHTES

AEBORE=ARBFIIZEERZHRT ILDICEDEE. XIFKE
TEEHAML. ELIEBRBIELETERS D WVWIIIERMRICEDGESE
UZERBIRBROBENFRAINIEMICHERATNIEL <, HIAERE
B BRBLBVWTHLETIERSSITIRRICH L TFEFERICEHAT
M. BTOEFANDRE BFHR. HLAA-NBEORETUIE, TI1F
LEEM. EXER. KIEM. I SH0E, EANOE, BKThiE, by
TRLR, 4 xOFENE, KEEHAE. TEFICWEL TRHISRINIET
FRTHIEBTED, MAT. BR (K#) RIBICBETEERNDHERM.
CABHDLWEBBRIEAFICLBZEALTES,

BIL. AFEPAORE=ARBFIZ. T0FX. XIFKETHEHEEML. &
LLRBBI A TERMRICEDLEZLEZERORENTFAINDS G
FICERTRIEEL L, BIZEEBRER REER, HEER, ZMERE
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[0218]

[0219]

[0220]

BT 2MIC. REEMADET., KAE. N MFEELTEATZZED
TZ %,

BFUIBOREE LTE. AIZE, RIAXIGTEFRROEF Z HRXITHR
9L THREARBICTETEZREBEL TEIEREIE25E. BREFIXIG
WIREF =T &BF. MKRUE L TETFORAICNEI RS HE. BB,
R —FEONBEOEGEEMLULTCEFICO—T1 7T 255E BAN
[T ERBICEBFMAICBRT 27 EFENETONS,

LEBTUBAITY BT &id. BYOEEICAWV SN 2 RIEMHOE
MEERR L., Bz, BFOM. BB, BE BEFE MIFE OHT BE
 BHEIWVIE ULABEROREEEROBYAREZEIFLENTE S,

AFPEOERFAEEERT 2HBEOEMO T1E] X TRIEEE] &k
EMAERIET 2O0OTRE. BIIREEAIEIZR/AEETRTEOTH
Y. MEIXFICHRINAVD, BYUFEEL I Z2HMETHIIERL. Wb
WETIE. BEYY M KETH--TERL, EFEMNAREME LTEAIZIE
B BAR N—3IFa54 b BRI BEX. SYIVRYE. SO TYE.
Oy 9=, JS5R7—=)b. XMFv T N=0FTH>THERL,

EMEERXIEHRER. REER, HFEERE L RBRHEMEREADHK
mAEELTE EAL 707 TILEIEOREEFSUSIKFF S L < IFFEM
KMBFIEFOEFEF 2K TEERML., BHT 2% HFZHAT 5HE
« XIEKABEENZEIF LN S,

TEAOHERAAEE LT, B, RAEREKZKICERIEHERET L
THENEORTE L ISEERERSICER T 2 5%, fF2BEMEDOKTI
FEEDODEKRFICEMT AL, BREAIE L IXBETNICHE. KFF
« BERDKFNR, NFISEEM L LIEBSACSIENT 25% BERIEIGED
BEMA DRNCHEA N, FRZFICHHF. KFF., FERKRF, NFIEZ2BH
TEIHEENEITOND,

KEOEEFEANDOEAAEE LT, FIEIE, fIAXBERNRER. &E
WEF., BERERLEORBRHICLIYELRZZEEH D, BF.. BRK
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[0221]

[0222]

FFEL, MFZFOFETHRATNIEL WV, BLEDORMICE>TERAT S
ENTE, B EME. BRUKAFIXISRFEFE OREM. AIZIE. RIEM
. BLREN, BI2GADORNETHIENTES, BT, B & KRERF
EREICBRICUTHALTE LU\,

KEANOEAAZE LTE. Uv VREL /Ny V5l Rl FBRKMFSE
DOEMEF., 707 7L, AFEOREREF %, BEE. BKREOKE
IR Y 5, TOM, BBARICIE, BURRAEZZTOTEE. HDWE B
FHIORM U TEERICEB. EATEIEETES, £, KOVEREES
DKE~NDKDORATICHE, 7OF7 TINEOERREFATDI&ICLY,
KOBBICHEWENWICHERT22EHTE S,

MEMICBW TR, BENLSBEBICSV T, BFXIIEMEICERET S
HIBRAREANIENTE S, WICERBEET SEMICBVWTE. BFADE
BB, SEPOEIOKTADLEIIFETH D, FF%E BV TES
RIBSUIKICHEIRD 2 WEHR L BRWERIZRIRICTEFNEETH T &F
NTED, NEIZBEEIORIBZIEARSBMIE %, BETZ20HHFFLY
MIBTH 5,

BB 1THORISBEYOEE. EEHONIELE LTIE, BFAOEELED
fis, BEABERAD, RIRE UEROETUIEEHF ORBANIRH T E
L\, F/o. EHERFICHFIZEZUCALIEE LY, BEBFHELOFIEE
FITEMT D EHBHFFELWALIETH B,

AREBORE=ARBHIZ. BREEF LOBEXICREWVER LBSORWE
RICEFI L THEBT 20— TH 5,

BB, ARBO—HKR (1) TRINDIWEEZRBRLELEMIEEOEEIG
NS EBEHBAFMEEEIC, IEBEICH U THEBIF & —#ICESREE
ICEEE L TRR. o8t BB, BE. 8% RBEELLENESIETEED
BB, B2 LRBHF. ZLAL RF. KFF. FWROKFIF, RFEL WF. EEH
Ny JEIEICEEF L TERTIIER W,

AEBOHERY (BEEZRZREIIIIENSEEYHRT) &, BN
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OIS HEICTH U TEERFIIEEMTEEMBRBRFISRER VSNSRI
RAEEHETDHIENTES, TORMASE LTIE, BFEEH. REBE
EoEAk, RENENF. 28F.. BEEF. BEF. mEMSHR. BMEA. &
B, LEE. BEA. REHLA. EREHLEER. RIER. 2HBLERED
Bifohd, TORBEICIGC. BEF. EHOREERMEIICAVWTE L
W TNHDHRMMDIFERTHWTELIWL, T 28U LEEZEAED
HTAHAWTH LV,

[0223] E&##EFEELTE. FIAEERE. JL— AFYFA b EOT71454 1
CEVYAN SO RUNFA N BMERE TN TY v b EA
A4 M ERITEORRILME. KBHILV VL HBBET7VE=D L. WEE
F YD L BIEDY) D LEOEKEIE. ST M. ERT1BRIE. TV
T, EO—Z, EBYMER BEZESHT. YOAS. MUEODCHE
g, 4/\0FF) FoEEEFERF. RUIFLYy, R) oLy, RY
BILEZ Y FUEDOTSRF v VBIk RE. BBFAEE, FSRAFvIH
2R, 7a—AL K YA (fumed silica, mT74 hA—RY) EHAEFSN
%, INLIFERTHWTBLWL, Fh 2BULEZHEAEDETHWT
S AN

[0224] &&AK{EGEE L TE. FIXE A8/ =, TH /=L, TR =, 4
v7amn/ =i, T/ —NVEO—MTIIA-IEN, TFLYJ) -0
CYVIFLYZYa—L, FOELY ) =k, AFILYTYa—),
RYTFLYF)a—), RYFOELYF) =, FYUE) VEDSM
FPILA—VEO LSBT A—IIE, ALY Y- LI—FTILEDS
M7 A—IEEWER. 7MY XFLIZFIT Y XFIVLAYTFIL
Fho, DAVTFLT N, Yoanty /) VvEOT NV IFILI—
T, DFFYY IFLVITYVI-LE/IFILII—FTII, PFOELT
—TI. ThFERAOTISVEOI—FTIVER., SIS TV, FIT
Vo AVIRST ey FOd Yy, SREORBIKRIEKERE. XVEV. b
WIV, FoLy, YRV NFTY, PILFRILF I L VEOFERRKIL
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[0225]

KFHE, Yyryvooxsyy, yoaRis, MBLKRESEO/NOF V{LRIEK
RE FBEIFIL. D4V T7OELIIL—h PTFILTIL—F TF
DFILIIL—KF PUVEVEBIAFILIEOIRTIE, v-7FO037 by
EDOZU MR UAFINKRINLTIR, SIFILFRIVLT IR, IXAFI
7ER7IR N-ZIFLEQYI /) VEDTIRE. FEMZMJILED
ZhUNE UXAFINRIVERFY REORELCEYR. KB, 4 =i,
fBEE. e HEOEDH. KEEEFLIENTES, ThHIRERT
AWTHLWL, F 2BULEEZHAEDLETHWVWTE LUV,
ABFICERF E L TAWSIREESR S LT, BIZIEVILES VEERA
BBIZXFI, RUAFVIFLYYILESY VISBBBT X)L, o 2 #EESRAER
IZATN. RYFFIFLVERBIZATIIN. RUFFIITFL UEER
IZATN RUFFSIFLUVEBRBIIATIL, RUFTFITFLUTIL
FIVI—FTI, RYAFZIFLYTILFILT)—=II—FI, RUFF>
IFLYTPILENTIZNI—TFTI. RVFFSIFLYITIFILTIZ
WI—FI, RYVAFRSIFLYTILFLTZZINI—TIKRILTY ViEE
M., RVAFIFLYRYAF>TOELYTOy IR —, RYZX
FLYRUAFRIFLYTOvIR)T—, PILFILR)FFOIFLY
Ry 7oL ry7ovsaRYys—I—FIb, RUFFSIFLUTIFI
TIV, RUAFPIFLVEBRB7IR RUFFPIFL VEBHEBER
JxZWNI—FI, RUYTILFLIYRYINIZZIINI—TI, R)AF
TFIWFLYRAFIYNTZZINI—FTI. PFEFLVIF =L, RUFFIT
WELIUAM7EFLY A=, RUAFSIFLYI—FIE ) O—
V. IAFTNEY ) OA=r, TyRRAEELH, RUFFOIFLIVOFE
L. RUAFLIFLUVELROFEUBFOH A U ERENEHSR. 7ILF
IVIRERIE, RUAXFSIFLUYTLAFILI—TIHEE RUAF2ITFL
VPN FNTIZINI—FTIVERE R)AFIFLVRAFI)ILT7IZ)L
IT—FTIEBIE. I FIRVEVRIEKEVEE, ZILFILTY—ILRIK
BRIE. YU ZVZRIKRVERIR, TILFINRIIEAEINIERIE, F79L V2R

\
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[0226]

[0227]

IWRVERIR, PILFRILFTITILYRIVEVERE, 7749 L Y RILEKRVEBDIR
W) VREEMOIE. TILFILT 7LV RIVKVEBORILT ) ViEEMO
18, BBEAERIE. RV AN RVEEE. RY 7V VIR, N-XFIL-EEEEEY
VAT x— b, BEBIE. RUAFIFLYTIFILI—FTI) VEBIE.
RVAFVIFLYTAFL I ZNI—FTILY VEBBESOT7 4V ERE
EEEL SOVLTIVERIE XFTYILTIVERIE ALILTIY
BEEIE. RFT7 VT IVERRIE. A7) TI/ 7OELT I UEEEE
CTILFIRNYAFLUTYEZDLYIOSA R, FILFILIAFILRVFI
A=oL7054 REDTLFLTIVIEEOHFA Y REEER. 73/
BRAENENY A VREEOHERIEERENZETONDS, CThOSOREEMGE
FITBEHMTHAWTEHE LWL, Fh, 2EBULEHEASHLETHWTE LWL,

BEBIPHENSHE LT, BIZIEAILRFIAFILELO-—ZIRED
B, TERAN) Y, KBET YTV, BV VHL TT7—HA, B
Ryl Ry, PSE7IL, RYEZLTZILO—=)L, RYEZL
TEF—bh RUTFIVLEBFRN) DL, THHFEE6000~20000
ORYTFLYT)I—, FHHFE10H~500F50RYTFLVF
FH4q R, BEE BFIAEEI77Y Y. LYFUE) ELO0-2HK. TF
2Ny MIFY 7y, RYTIHILRVEEFL— MEEY. RERY
iRy Ry, LA VBERAFLVEORESER. (X%) 700
BRHEEEE. ZE7ILI-UDHLAZR)I—E T AR VEBEKYED
N—=TIZAFTI, RYRFLYRIKEVEBOKAME. 574142, TR
Y. RYTFPIRERE RUT77VIER. RUAFSITFLY, Ty IR,
RYEZILTZILFILI—FTI, PILFILT/—ILEILT) ViEEY.
BEEI<ILY avEIBFLND,

BHFE LT, BIZIEXRS VIV HL, TT7—HL 142059V HA
CANLRFIAFIELO-R, RYEZLEQY RV, ALRFIEZL
RYx— ZOULRBRIT—. TUTIVILEH. SHEED LD RKEES
DF. BHERYNFA N, 72—5K ¥ H(fumed silica, K74 KA
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[0228]

[0229]

[0230]

[0231]

[0232]

[0233]

—RV)D & D BEBHEMELESF SN D,

BFlE LT, BIZIFEEEEX. BILFS Y. TS TFUTI—DLDR
EREN, 7)) R TYERE, B70YTURERROLORE
BERENEITFOND,

EEREFIE LT, FIAE, TFLyJ)a—ib, PIFLvJY -
. FaELyZYa—i, JIE) UEOEMTINI-IEENETFLN
%,

EfERA LR BRIERED O DFEIFIE LT, FIAETY T, 7ILFY
B, <~V /-, AZVM—RFEOSHEHE. R)EZ)EQY Ry, 72—
LR ) A (fumed silica, RT7A4 MH—RV), TRAFILH L, GiHEIEE.
FR)RDYVEEFRN) DL AFHXSYVEFNIDL, RTT7) VEEE
BiE. LO—2ZMK. TFAM) Y, X9V IBIZATIOHREERE,
RyeZ)eay) Ry, RYFTIJHILKRVEEFL— MBI, RILEKEVIE
ZFLY - AVYTFLY - BBKILA VBRAEEHK. T T - RYT7HY
O=M)ILTZ7 NREEGHREDNEITFONS,

PEEBREFRIE LTE BIAIEELSM b £AK. BT IR TLDE
D REREE, T/ —IEEY. TIVILEY. mELCEY. ) VBILEY
SOBIEFHIEE. Y FILBEEY. VYT ) VILEDFORMRIRIN
HENETF LN B,

FREFIE LTIE, BIAEVILEYBAYY DA, 1, 2-RYVJFFYY -
3-F VELBIFLN D,

BICHEICIH CTHEMRER. EXOZIVLT 234 REORBH 9 #ERE
=XEOFEMERE,. FOEL YY) I-LEORRBLES. BHT S0
BB LEH, BRABRINFEZOMOFEMFIEFEATEIENTE S,

B EMOEESIERIMEICIECTMET S &N TE, AFEAD
EEE=BEZBREI1 00EEEH., 0. 01 ~9 0EEIDH{HIN HEEIEIR
LTERTHIERLC. BIxE. MF. fFl. AFXIEKFFE T 55%E51E0
. 01 ~50EEH (ERZAXBFLEDEEICNLTO. 01~50&
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[0234]

[0235]

E%) NEHETH D,

AEPAORE=ARBFOEREIELDETF. AIZIFEN. HRER.
EMOEBIRR. SROFEEMER. Xz, RERG. FE. ERAZE KA
i, RREHEFICLYEET LN, BURSEEME LTI 07— Hk
YO. 001g~10kg. HFELLKIEO. 01 g~1k gDgEHNSEM
Wi CCGEEERTNIERW,

AEPORE=AREBFIL, BRERMER. BHREHOIERDLO, H
WRIEREDEFZIZHN2EMNTHOREZAKRRE. BRI ZH, RERH.
REF., £YREFERSLTUERTS L ARETHY. Tk, ERBE
WIS U TREH, YR RATHE. EREERELTERISIEHARET
HD5,

MHSENTHERT Z2MOREZRRA, HY=F. RERFAE L TH X
(=&
3,5-xylyl methylcarbamate(XMC), Bacillus thuringiensis aizawai, Bacil
lus thuringiensis israelensis, Bacillus thuringiensis japonensis, Bac
i llus thuringiensis kurstaki, Bacillus thuringiensis tenebrionisZ®MB
acillus thuringiensisf@AERT 2ERY /N5, BPMC, Bth+2 0%
M ARM{EEH). CPCBS(chlorfenson), DCIP(dichlorodiisopropyl ether), D-
D(1, 3-Dichloropropene), DDT, NAC. 0-4-dimethylsulfamoylphenyl 0, 0-d
iethyl phosphorothioate(DSP). 0O-ethyl 0-4-nitrophenyl phenylphosphono
thioate(EPN), tripropylisocyanurate (TPIC). Z# U+ kY > (acrinathri
n). 7¥7 459 F(azadirachtin), 7T VRZX - X F )L (azinphos-methy
). 7t¥ /> J)(acequinocyl)., 714 X 1) K(acetamiprid), 7~
O —JL (acetoprole)., 77t 7 = — b (acephate), 7/35X % F > (abamectin),
TANIAYF U (avermectin-B), 77X KT7JLX v k(amidoflumet), 77X b5
A(amitraz), 735 =#JV 7 (alanycarb). 7T AN T (aldicarb), F7JL K
F AV T (aldoxycarb), IV K1Y v (aldrin), PLT7—TV RANT 7

v (alpha-endosulfan) . ZJI 7 7 RJL X K1) (alpha-cypermethrin),
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IRV &) —)l(albendazole). 7L R1) > (allethrin), 4 H# VKA (isaz
ofos). 4 H# 3 KR X (isamidofos). 4 ¥V 7 X RikR (isoamidofos), 4V F
% FF > (isoxathion), 1Y 7 x> iRkZ(isofenphos), 4 Y FOHI J (isop
rocarb: MIPC), 4 RJL XU F > (ivermectin) . 4 T 7R A (imicyafos)

A3 207 R(imidacloprid). £ 2O Y > (imiprothrin), 4 > K
F4HJ J (indoxacarb), TRX 7 /L L — k(esfenvalerate), TF A7
TV HI)N T (ethiofencarb)., TFHF > (ethion)., TFFO—JL(ethiprole).

I hFHY—)l(etoxazole). T h7 x> 7FOv Y X(ethofenprox). T 7/
O 7R R (ethoprophos). T MY LR A (etrimfos)., T X2 F > (emamectin
) . IXAYF RV IT— k(emamectin-benzoate), T KRJL 7 7 (en
dosulfan), T ~R> M) > (empenthrin), A F4% I )L (oxamyl), FF I A
N> - XF ) (oxydemeton-methyl), #F 5 SO X (oxydeprofos: ESP),

FH*I R &YV —)b(oxibendazole). #4927 x4/ —Jl(oxfendazole),

F LA VBN 9 L (Potassium oleate), F L A VEEF ~') o A(sodium ole
ate), #A XY KRR (cadusafos), HILH v F(cartap). HJL/V1) )L (carbaryl)
. BIVIRZRIV T 7 > (carbosulfan), HJILRT 5 (carbofuran), A</
A k') > (gamma-cyhalothrin), F 1) JLHJL T (xylylcarb), FF IR X (qu
inalphos). # ./ 7L > (kinoprene). F ./ X F 7 F— b (chinomethionat),

20X bAI T (cloethocarb), 7 O0F 7= > (clothianidin), YO0 T
TV (clofentezine), ¥ @< 7 = /¥ K(chromafenozide), /7 AZ YV kS

—t1)ZFO—J(chlorantraniliprole). #OJLT kF 7R A (chlorethoxyfos)
. 20T AR L (chlordimeform) . 2 OJLF > (chlordane), 2 0L E
1) 7R X (chlorpyrifos), 7O EYRZ-XFI)L(chlorpyrifos-methyl), %

L7 = F Bl (chlorphenapyr), 207 x> > (chlorfenson), £ 0OJL
7z EVRZ(chlorfenvinphos), 2 OJL7J)L7 XA (chlorfluazuron),

20> L — k(chlorobenzilate), Y O0A~RYYI—k (chlorobenzoa
te) . ItV (IR dicofol), ¥ FF v (salithion), &7/ KRZ(

cyanophos: CYAP), 77 x> F O (diafenthiuron), 7 I 4K (dia
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midafos). 7> S5 =1 O—JL (cyantraniliprole) . ¥—4-2 )L A
K1) > (theta-cypermethrin) . T/ 2 OJL(dienochlor), T/ ESD
x > (cyenopyrafen), A FH~R> VKX (dioxabenzofos), A7 /5
(diofenolan), <-4 /8— X K1) > (sigma-cypermethrin), ¥ 07 T
>~ F# > (dichlofenthion: ECP), >~ OO K > (cycloprothrin), <%
aJLAR A (dichlorvos: DDVP), ¥ RJLiR k> (disulfoton), ¥/ 7735 (di
notefuran)., >/nO kY > (cyhalothrin), 7 x ./ k1) > (cyphenothrin),

7)) M) v (eyfluthrin), 7R XA (diflubenzuron), 7L X
7 x v (cyflumetofen), ¥ 7AE4ST Y (diflovidazin) , I AFHF 2 (cy
hexatin). ¥_RJL X N > (cypermethrin), Y AFIEVHRZ(dimethylvinp
hos), X T — h(dimethoate), X 7JL XY > (dimefluthrin) \ >3
J)A 7 x> (silafluofen), A< v (cyromazine), AEXR KNS L(spine
toram), At/ % w RK(spinosad), AEQT - 0O7 x> (spirodiclofen), X
O > < h(spirotetramat), REO X7 x> (spiromesifen), A7
V> X R(sulfluramid), ZJL7OKRZ (sulprofos), ZJLRFH 70— (s
ulfoxaflor) . T—4-RJL A K1) > (zeta—cypermethrin), 4 7T 2 (
diazinon), # 7JL/N1) 2— K (tau-fluvalinate), 4 X v k(dazomet),

F74- 07 R(thiacloprid), F7 X bFH L(thiamethoxam), F# T HIL
7 (thiodicarb), F7* < ¥ 3 L(thiocyclam), FF ZJL# v F(thiosultap)

 FARIWLAY Y TFRNY S L (thiosultap-sodium) . FAF > (thionazin
). FF A M (thiometon), 71— bk (deet) . F4JL K'Y v (dieldrin),

T hZ 78I EYiRA(tetrachlorvinphos), 7 k3 iR (tetradifon), T
RS XFITZIRMY > (tetramethylfluthrin) . S X MY > (tetrameth
rin). 7Y LR R (tebupirimfos). =77 x /Y R(tebufenozide)., &
77 x> ES K(tebufenpyrad). =7 81 > (tefluthrin), F7I RV X
O (teflubenzuron), F X h>-S-XFJL (demeton-S-methyl) . F X KR
(temephos), T L& X k1) (deltamethrin), FJL 7R X (terbufos), b3

aEY L(tralopyril), bZOX MY (tralomethrin), RS2 ZA TV LY
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v (transfluthrin), kU 74 X — K (triazamate), b!) 7X0O Y (triazuron
). MY 25X R(trichlamide), ~'Y) 2 OJL7R> (trichlorphon: DEP), K1)
740 (triflumuron), ML 7 T2 ES R(tolfenpyrad). 7L v K(nale
d: BRP), —F 7> (nithiazine) . =—F > ES L (nitenpyram)., //N)LO
>~ (novaluron). / EZJ) L0 (noviflumuron), /v RO L > (hydropren
e). /A= ZO—Jb(vaniliprole). /SX KF# > (vamidothion), /NS F 4
v (parathion), /X5 FF »v-AFJL (parathion-methyl) . /L7 >0
w4 X (halfenprox), /~xO7 x /< K(halofenozide). EX K 700 (bi
strifluron). EZJL4 v F(bisultap). & K5 X FJL/ > (hydramethy Lnon)
eEROF>FOBILFTY P (hydroxy propyl starch). EF+/84 1 JL(bin
apacryl). E7 7+t — M(bifenazate). E7 x> M) > (bifenthrin), ¥
X hAaY v (pymetrozine), 54 O/ X (pyraclorfos), ES 7). A—IiL
(pyrafluprole) . VY47 x> FA > (pyridafenthion), EY X (pyri
daben). EY &) )L(pyridalyl). EY Z2)LFF+ > (pyrifluquinazon), ¥
) FO—JL(pyriprole), Y 7O%x> 7 > (pyriproxyfen), EYIHh—7
(pirimicarb). YU I <7 x> (pyrimidifen), EY IR A FJL(pirimipho
s-methyl). EL MU > (pyrethrins). 7«4 7O =)L (fipronil)., 7 xF+H*x
> (fenazaquin), 7 =7+ X 7 # X (fenamiphos). 7z =Y 7OFL — b (phen
isobromolate), 7 == hOF A (fenitrothion: MEP), 7=/ F > HI T
fenoxycarb)., 7 x ./ FFHI T (fenothiocarb). 7/ k') > (phenothrin)
. 7T/ 7AhIT (fenobucarb)., 7 x>V AT #F# > (fensulfothion), 7
TV F 4> (fenthion: MPP), 7 x> NI — bk (phenthoate: PAP), 7 T/
L L — bk (fenvalerate), 7z EOF T X — bk (fenpyroximate), 7z
aO/8 kY > (fenpropathrin), 7 TR &Y — )L (fenbendazole). 7 # A F
7t — h(fosthiazate). 7 #JL X% x— k(formetanate), 74 FF KRR (bu
tathiofos) . 7 7@ 7 x> (buprofezin), 75 FF* A 7 (furathiocarb)
. T3 MY v(prallethrin), Z)L 740 ) EY) L (fluacrypyrim), I F7 Y
F 4 (fluazinam), Z7J)L7 X0 (fluazuron), I TV AN K> (fluensulf
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one) . 7)o 20Oy (flucycloxuron), 7 K1) Z— M (flucythrin
ate), ZJ/\1) x— KN (fluvalinate), ZIESYVRZX(flupyrazofos), ZJL
7z x') L(flufenerim), 77/~ XAV (flufenoxuron), 7TV
T v (flufenzine), 77Oy ¥ X (flufenoprox), 7 7O0F> 7 x
v (fluproxyfen), 7L 70O R Y R&— k(flubrocythrinate), Z IRV I T
X R (flubendiamide), ZJLX K1 > (flumethrin), ZJ Y L7 v (flurimf
en). FOF AR R (prothiofos)., A KNY 7 x> T k(protrifenbute), 7
O=#4 X R(flonicamid), Z’O/371 X (propaphos)., Z’O/%JLF v k (proparg
ite: BPPS). O 7 x /KA (profenofos). 7O 7R > (profluthrin)
. 70ORF X (propoxur: PHC). Z7OEF SO L — b (bromopropylate), N
—4-27)b b ¥ (beta-cyfluthrin), AFH7)L LD (hexaflumuron),

ANFF 7YY X (hexythiazox), ~TFF /KX (heptenophos), RJLX K1)

> (permethrin), X4 OF 7 X(benclothiaz), "> 7 HJL 7 (bendiocar
b). XY ZJ4 v F(bensultap), N2V Fx X — k(benzoximate), RV
S HJL 7 (benfuracarb), "¥F < L (phoxim), =AY 0O (phosalone), KA F
7+t — h (fosthiazate)., IRRAF I 4 > (fosthietan), 8RR 7 7 X K> (phos
phamidon) . KRR KA I 7 (phosphocarb), 7RZ X w k (phosmet: PMP), R
T+ FEEAE(polynactins), RIL X4 x— k(formetanate), RILEFH
> (formothion), 78L — bk (phorate), ¥ >ifi(machine oil), 5 F# > (
malathion), I LR A > (milbemycin) . IIRTA < 2A(milbemycin-
A, IILRX Y F 2 (milbemectin), X HJL/NL(mecarbam), X X)L T T ViR
Z (mesulfenfos). XY I )L (methomyl), X% 7Tkt K (metaldehyde) .

XA 7)Y (netaflumizone), X4 I KK (methamidophos)., X 4 L -

7V EZD L(metam—ammonium), X & L - F K1) D L(metam-sodium), X F
Z HJL 7 (methiocarb), X F 4 F=# > (methidathion: DMTP), X FIA YV F
Z 27 %— b (methylisothiocyanate), X FILFRAFTHF I K(methylneodec
anamide). X FJL/XS5FF > (methylparathion)., X hFH 7Y > (metoxad
iazone). X MF 0O/ (methoxychlor), X ¥ 7 x /Y K(methoxyfeno
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[0236]

zide). X M2 MY > (metofluthrin)., X ML > (methoprene). X ML A
JL 7 (metolcarb). XJ 7R > (meperfluthrin) . X E >R X (mevinpho
s). €./ 0K (monocrotophos), E./ R4 v F(monosultap), S L%
-</nO k1) v (lambda-cyhalothrin), ') 77/ <> (ryanodine) ., JLT7 T X
O (lufenuron), L XX N > (resmethrin), LE X2 F > (lepimectin),
a5/ > (rotenone), EEEL /NI Y — )L (levamisol hydrochloride), E&{L 7
T 74 XX (fenbutatin oxide), BAFEES > T/l (morantel tartarate)
. RAEAF IV (methyl bromide), KEL kYo ONF IV A X (cyhexatin)
. AKZEZ=(calcium cyanamide). AKRFEESFI(calcium polysulfide). %
BE(sulfur), RUOBEE=2F > (nicotine-sulfate)FEABIRT B &N TE
oy

E#ROENTHERTIEE=AREFRE LTHZE. 7oA T70FY (a
ureofungin) . ZH3F+Y —JL (azaconazole) . 7 F S5 4 (azithiram)
. TIURE Yy PR (acypetacs) . FRVYS)L (acibenzolar) . 7I R
VY5 IS XA F ) (acibenzolar-S-methyl) . 7Y ¥ 2 hOEY (azoxystr
obin) . 7=3<Y Y (anilazine) . 77X )7 0L (amisulbrom) . 7L
AR (ampropylfos) . 77X MY k5T (ametoctradin) . 7YILT
JLO—J) (allyl alcohol) . ZI Y EI T (aldimorph) . 7> /N L (amobam
) . 4V FF7=J) (isotianil) . 41 YV/SL 7 (isovaledione) ., 1V E
S L (isopyrazam) . 4 Y 7OF A S5 (isoprothiolane) . 4 7+
—JL (ipconazole) . 4 7O 4> (iprodione) . 4 7O/8) AT (ipro
valicarb) . 4 7AXRYKRR (iprobenfos) . 41 ¥ U J (imazalil) . A
2/ 7427 (iminoctadine) . 41 X/ V49TV PRI IVERIE (iminoctadi
ne-albesilate) . 4 I/ V%Y UEFEEE (iminoctadine-triacetate) . 1 X
Ny 37V —J (imibenconazole) . =37 —JL (uniconazole) , W=
34V —JLP (uniconazole-P) . T/ O XY —Jl(echlomezole) ., T 7 x
vk (edifenphos) . T4 37+ Y —Jl (etaconazole) . THRFH L (eth
aboxam) ., TF ! E—JL (ethirimol) . T5 L (etem) ., ThFF (et
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hoxyquin) . T MY TPV —)l(etridiazole) . TRRAMOTY > (enestro
burin) . TRFSAFY —JL (epoxiconazole) . FFH X)L (oxadixy
1) . FF>AHIARFS Y (oxycarboxin) . FFF /1) V87 (copper-8-qu
inolinolate) . ¥ F MZYH% 44 1) > (oxytetracycline) . A F EH(
copper-oxinate) . A F RXARIJF Y —JL(oxpoconazole) . AFRARIFYV—
L7 < ILB&IE (oxpoconazo le-fumarate) . ¥V ) =v 78 (oxolinic acid
) « 72U FY /> (octhilinone) . 75t (ofurace) . AV H A bOE
> (orysastrobin) . #—/N4 (metam-sodium) . A AHY A 2> (kasugamy
cin) . AI/INEI T (carbamorph) . AJFO/8NZ R (carpropamid) . 5
ARV & T L (carbendazim) . AJIRF S > (carboxin) . AR (carv
one) . FFH IR (quinazamid) . FFt ~—JU (quinacetol) . F./F
7 v (quinoxyfen) . F ./ A F A x— h(quinomethionate) . F+ FH K
—JU (captafol) . ¥+ F& > (captan) . F55F )L (kiralaxyl) . F
>+ —JL (quinconazole) . ¥ > (quintozene) . F7HF> (g
uazatine) . 77537 (cufraneb) . 7 70O/%4L (cuprobam) . U AY
> (glyodin) . ZYtA7IEY (griseofulvin) . 7Y L/NY—)L (clim
bazole) . 7 LY —JL (cresol) . 7LV F LXAFI) (kresoxim-methyl)

. 70aYY)x—b (chlozolinate) . /O KUY —JL (clotrimazole) .

ARy F 7YV (chlobenthiazone) . Y O0Z =R A4 > (chloraniform
ethan) . /O3> =)L (chloranil) ., Z0OJF /v X (chlorquinox) . ¥
AJLEZ 1) > (chloropicrin) . 0L 7xFY—I) (chlorfenazole) . 4
AOY=ZMOF+ 74 L (chlorodinitronaphthalene) . oo 0O=J)L (c
hlorothalonil) . #OOXx7 (chloroneb) . Y>3 K (zarilamid) . ¥
)FII 7= K (salicylanilide) . 7Y 77 3R (cyazofamid) ., T
FIEO/NRA—KRF+— b~ (diethyl pyrocarbonate) . YT h7xAILT (
diethofencarb) . 4925753 K (cyclafuramid) . 7O Xv kb (dicl
ocymet) . ¥4 0OY 1> (dichlozoline) . ¥4 07 r5Y—JL (diclobutr

azol) . ¥ 0O7)7=~K(dichlofluanid) . ¥ O~NF¥> 3 R (cyclohexi
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mide) . ¥/ 0OXT Y (diclomezine) . ¥~ O3 (dicloran) . ¥~ 00
7 x> (dichlorophen) . ¥4 0O (dichlone) . 2RI T 454 (disulfi
ram) . Y4 Y LT3R (ditalimfos) . ¥ F 7/ (dithianon) , =3O
+Y'—J (diniconazole) , ¥ =34+ —JUM (diniconazole-M) . %7
(zineb) . ¥/ Av 7 (dinocap) . ¥/ % k> (dinocton) . ¥/ ZAJLiK
v (dinosulfon) . ¥/ FJ iR (dinoterbon) . ¥/ 7 k> (dinobuton)
. /R KNV (dinopenton) . YEYFA 2 (dipyrithione) . 7=
JL7 X (diphenylamine) . ¥ 7 x ./ dF+Y—JL (difenoconazole) . 7
7 xF 3K (cyflufenamid) . Y7 X MY L(diflumetorim) . >7O3
+Y'—J (cyproconazole) . > 7AT=JL (cyprodinil) . TATS L (
cyprofuram) . ¥R &Y' —)L (cypendazole) . X+ Y —JL (simecona
zole) . I AXAFYE—J)L (dimethirimol) . A MEJ 7 (dimethomorph)

 YEFYZIL (cymoxanil) . EFZX MAOEY (dimoxystrobin) , B
{EXFIJ (methyl bromide) . 5L (ziram) . YIFA T 7L (silthiof
am) . AL TR A Y (streptomycin) . AEOFH I (spiroxamine
) . A bhORY (sultropen) . 4 FH > (sedaxane) . ¥YFH I K (z0
xamide) . ¥V X w k (dazomet) . FF7 L7 v (thiadiazin) , FF7I=
JU (tiadinil) . FFPI7IAI (thiadifluor) . FF7RVEFYJ—JL (thia
bendazole) . FAF I K (tioxymid) . FAI QAN T Y7 4L (thioch
lorfenphim) . F#4 7 7 &x— Ik (thiophanate) . FF 77—k XFJ (th
iophanate-methyl) . F># 7 x> (thicyofen) . F./ %/ v X (thioqu
inox) . ¥/ AFAFX— Kk (chinomethionat) . FA4 ZJLHF I K(thifluzami
de) . F54 (thiram) | THT7 Vv F > (decafentin) , FUFEY (tec
nazene) . Y O 74 5L (tecloftalam) . 354 (tecoram) . F RS
OF Y —JL (tetraconazole) . F/SAHJL 7 (debacarb) . &b KOBEEE (de
hydroacetic acid) . =737+ Y —JL (tebuconazole) . =7 70O%> (teb
ufloquin) . RTT > (dodicin) . RYY (dodine) . RFUIRVYEVR

IWRVBERTFL Y73 R ER (II) (DBEDC) . RFEI 7 (dodemor
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ph) . K3>¥Y*vnOr (drazoxolon) . MY T X/ —)b (triadimenol) .
M) 7T ARy (triadimefon) . MY 7 XTFI (triazbutil) . MY F7Y
*¥ K (triazoxide) . MY F7IARRX (triamiphos) . MY F7YE—I (tri
arimol) . MY 453X K (trichlamide) . MY U5 —JL (tricyclazole
)« MUFIFV—Jb (triticonazole) . ') FEJT (tridemorph) . b
YT FINFrAFT R (tributyltin oxide) . b ZI IV —Jb (triflumi
zole) . MYy zOx>Z2bhaOEY (trifloxystrobin) . MYKRY > (trifor
ine) . RMUNITILTSZK (tolylfluanid) . MY AKRIXFIL (tolclo
fos-methyl) . 74 <4 <> (natamycin) . F/34 (nabam) . — hO%H
A4y 7O (nitrothal-isopropyl) . —hOXFL > (nitrostyrene)
« XFPYE—I (nvarimol) . /=T x/ —I)LRILK > ERER (copper nonyl
phenol sulfonate) . /N5 ') &x— bk (halacrinate) . /SYSF<TA4 > (va
lidamycin) . /Ny 2 xF+5— bk (valifenalate) . NILE>H > /87 (harpi
n protein) . EFXtH 7 x> (bixafen) . EOdx> X MOE Y (picoxystrob
in) . ORI R(picobenzamide) . EF# ./ —JL (bithionol) . EF
L% J—J) (bitertanol) . EROFT MYV FHYJ—JL (hydroxyisoxazole
) . BROFUAYFHY—ILAY I L(hydroisoxazole-potassium) . EF
X2 1)L (binapacryl) . EZ =)L (biphenyl) ., EXZ1) > (piperalin
) . BEXFHY—)L (hymexazol) . ESAF X hAOEY (pyraoxystrobin
) . ESAHIKRY K (pyracarbolid) . S 0OX hOEY (pyraclostrobi
n) . E3YVRZ (pyrazophos) . ES X X hOEY (pyrametostrobin)

. BYUF x> (pyriofenone) . Y= KUY (pyridinitril) . EY
7z /v 92X (pyrifenox) . EYARYAHIT (pyribencarb) . EY X4 =
JU (pyrimethanil) . Q%> 0J (pyroxychlor) . EOF 7L (pyro
xyfur) . EOF0OY (pyroquilon) . E> oYY (vinclozolin) . 7
7 EXH K> (famoxadone) . 7 xF/8=JL (fenapanil) . 72T+ I RV (
fenamidone) ., 7T+ X/ ZJ7 (fenaminosulf) . 7+ Y E—JL (fenar
imol) ., Zxz=hO/N> (fenitropan) , 7/ FH =)L (fenoxanil) . 7
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) LYYy (ferimzone) . 7 x)/NA (ferbam) . 7=V F ¥ (fentin) |

JxzvE 2Oz=) (fenpiclonil) . 7z ESH I (fenpyrazamine) .

7 x> 7%V —Jl (fenbuconazole) . 7 x> 754 (fenfuram) , 7z
JaETy (fenpropidin) . Zx>7OEEI 7 (fenpropimorph) . 7

YANFH I R (fenhexamid) . 74 Y K (phthalide) . 7FAF~R— bk (buth
iobate) . Z7FI T I (butylamine) ., 7EY X— K (bupirimate) . 7

N1 & —)L (fuberidazole) . 7S A MY 4TS (blasticidin-S) . 7
X MEJ (furametpyr) . 735 F I (furalaxyl) . ZIT77JEY A
(fluacrypyrim) . ZI 7 F L (fluazinam) . ZIAFHZ2 bOEY (fl
uoxastrobin) . ZJA MY —JL (fluotrimazole) . Z)AEDY K (f
luopicolide) . ZJIFES L (fluopyram) . Z)AO4 X K (fluoroimide
) . ZIAI/SZJL (furcarbanil) . Z)FHEOFY K (fluxapyroxad)

. ZNF>a+Y—)L (fluquinconazole) . 7))L+ —JL (furconazole
) . 7N aFV—I-T R (furconazole-cis) . LI A ¥V =)L (fludiox
onil) \ ISV =)L (flusilazole) . ZI R T 73X K (flusulfamide
) « ZUFT =) (flutianil) . 7 bF =)0 (flutolanil) . LK) T
R’—Jb (flutriafol) . 77 5—J)b (furfural) . AP0V IR (f
urmecyclox) . ZIXw MXRJL (flumetover) . ZJILEIJL T (flumorph) .

7OF%F T K (proquinazid) . 7O 05X (prochloraz) . AV I Ry
(procymidone) . ZFOFFHI T (prothiocarb) . F7OFAaFYV—IL (p
rothioconazole) . ZO/XEHI T (propamocarb) . 7O+ —JL (pr
opiconazole) . 7OEXRT (propineb) . 707 7 %x— k (furophanate)

. a4+ —) (probenazole) . 7OL I+ —JL (bromuconazole) .

AFHoOnT74 Ty (hexachlorobutadiene) . ~NFH 3+ —JL (hexa
conazole) . ANF VI FA KRR (hexylthiofos) . REFH > (bethoxazi
n) . XFSFJL (benalaxyl)  RFSFLI)UM (benalaxyl-M) . R/ &
—Jl (benodanil) . )X/ X)L (benomyl) . RT7SYIT—h~ (pefurazoate)

. RyF /vy R (benquinox) . R dFY —) (penconazole) . Ry
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EJL7 (benzamorf) . R4~ O (pencycuron) . Ry YVb ROFH ALEE
(benzohydroxamic acid) . X4 J)LAY (bentaluron) , R F 7YV —JL(
benthiazole) . RV FF7/N) A T-4Y FOE I (benthiavalicarb-isopro
pyl) . RYFAES K (penthiopyrad) . R 7). 7 x> (penflufen) .
RZAAY K (boscalid) . RRAT 7 T (phosdiphen) . 7RtzFJL (fosetyl
) . REFLTILI =L (fosetyl -Al) . RUAFF > (polyoxins) .
RYFFY Y (polyoxorim) . R H—7/SX— K (polycarbamate) . 7RI
Ry b (folpet) . RILLTILTE R (formaldehyde) . ¥ > 3f(machine
0il) . ¥ X7 (maneb) . ¥ > d+¥ 7 (mancozeb) . ¥ 7O/{X K (man
dipropamid) . 24 @Y") > (myclozolin) Y/ AT#4 =)L (myclobutani
. INTaF<A > mildiomycin) . IJRT (milneb) . XAHNEY
T K (mecarbinzid) . X# ZINEKRAINT (methasulfocarb) . X4 VFvDO
> (metazoxolon) . X4 L (metam) . A& L KD LIE (metam - sodium
)« AFSF I (metalaxyl) « XFS5FTILM (metalaxyl-M) . XF 35
L (metiram) . XFIAYVYFAT7F—bk (methyl isothiocyanate) . X
FIT /Ay T (mepthyldinocap) . X M+ —JL (metconazole) . X k
ARy X (metsulfovax) . A h7OFH L (methfuroxam) X MZ
JZhOEY (metominostrobin) . X 527 x ./ (metrafenone) . X /N
ZEY L (mepanipyrim) . X7 x/FH L(mefenoxam) . X TFILT/ hy
7 (meptyldinocap) . X 7O=J)L (mepronil) . A=)l (mebenil) . I
”

X F I (iodomethane) . SR>V —)l (rabenzazole) . IRV HIL
Od="9 /L (benzalkonium chloride) . 1EEMIE/4E (basic copper chlorid
e) . IBEMMMELIA (basic copper sulfate) . &R (silver) FDEBK
EF. REREFREES b U A(sodium hypochlorote) . KERIEEE TR (cupri
¢ hydroxide) . KFFEER(wettable sulfur) . AKRFEESFI(calcium pol
ysulfide) . REBKZFEAHD Y U L (potassium hydrogen carbonate) . REEKZ=

+ ~ 15 L (sodium hydrogen carbonate) . HEHEFRE (sulfur) . HEKIRELER
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[0237]

(copper sulfate anhydride) . I X FIVFFHII/INI REE= v &)L (nicke
l dimethyldithiocarbamate) . 8- RKOF< %/ 1) > §F (oxine copper) D
& SRR EY. TREEESA (zinc sulfate) | FREESAFIKIE (copper sulfat
e pentahydrate) E%fIRT B A TE S,

RRICHRERE LTHAIE 1-F7FLT7EMPI R, 2, 4-PAl 2,3,6-TB
A. 2,4,5-T, 2,4,5-TB. 2,4-D. 2,4-DB, 2,4-DEB. 2,4-DEP, 3,4-DA. 3,4-DB
. 3,4-DP, 4-CPA, 4-CPB. 4-CPP, MCP, MCPA, MCPAFA# T FJL. MCPB, 774
¥ =) (ioxynil) . 7rO=>7zx (aclonifen) . P7H¥272x =YY (a
zafenidin) . 7 27)F N T x> (acifluorfen) . 77O kY Y (azipr
otryne) . 7L ZJ7AY (azimsulfuron) . 7254 (asulam) . 7
o O—J (acetochlor) . 77 k35 (atrazine) . 77 b3 b (atrat
on) . 7=—XAY (anisuron) . 7=—MAmKRR (anilofos) . Z7EZ v (av
iglycine). 77 <Vl (abscisic acid). Z I A /XY (amicarbazone
) . 72X RZJ70OY (amidosulfuron) . 73X hO—JL (amitrole) , 773
J>oar¥>4s0a—J)b (aminocyclopyrachlor) . 73X/ ES Y K (aminopyr
alid) . X 7Y (amibuzin) . Z7X7OKZAXAFI (amiprophos—methyl
)« PXANYTF Y (ametridione) . ZX k') (ametryn) . 7>/ 0O—
JU (alachlor) . 7Y K& O—JL (allidochlor) . ZOFT T A (alloxydi
m) . 7AZvY (alorac) . 41 YA (isouron) . 4V HI/NZ K (iso
carbamid) . 4V FH /O b—JL (isoxachlortole) . 41 VFHE)RY
7 (isoxapyrifop) . 4V FH T h—JL (isoxaflutole) . 4V FH~RY
(isoxaben) . A4 YL (isocil) . 4V /O (isonoruron) . AV~
O Oy (isoproturon) . 4 Y 70O/81) > (isopropalin) . 4 YR F+—
h (isopolinate) . 4 YV XA FA T (isomethiozin) . 4 F+~X>7T 4 K(ina
benfide). 4 /8> (ipazine) . 41 77 x> A/ (ipfencarbazone)
« AFTYEIHL (iprymidam) . A THF 2 (imazaquin) . A THFEY S (i
mazapic) . 4 ¥HEI (imazapyr) . 4 TH X4 EJL(imazamethapyr), A
THA N X (imazamethabenz) | 4 TH A H N2 T A F )L (imazamethabe
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nz-methyl), 41 <Y Ev - X (imazamox) . 41 ¥4 EJL (imazethapyr) .
A<V 2Z2)70Y (imazosulfuron) . 4 4275 L (indaziflam) | 1 ¥
4 ) 77> (indanofan) . 4 >~ R—JLE&ER (indolebutyric acid)., =7
/'—JL-P(uniconazole-P), T4 ')+ (eglinazine) . TRX7OAHILT (
esprocarb) . TH# X ZJL70Y (ethametsulfuron) . TH# X MR 7OYV
X F )l (ethametsulfuron-methyl), T4 I 751> (ethalfluralin) , T
F7Z L — bk (ethiolate) . TF - O — b-ITFJ)(ethychlozate ethyl),

IF2L0Y (ethidimuron) , TF ./ 7 x> (etinofen) . T5 7R (ethep
hon). T hFZ2)L 70O (ethoxysulfuron) . T h*F 7 x> (ethoxyfen
). Th=70O03X K (etnipromid) . Th7X+t— K (ethofumesate) . T
AAR>H = K (etobenzanid) . =707+ X (epronaz) . TJLR> (erbon)
. TV RK#&—JL (endothal) . FFH T 7YV (oxadiazon) . FFHTT7IL
F)U (oxadiargyl) . AFH o/ OXK> (oxaziclomefone) . A FH I
70 (oxasulfuron) . AFHESY > (oxapyrazon) . FFT7IIFIT
x> (oxyfluorfen) . ) 1> (oryzalin) \ AWV RIT77LOY (or
thosulfamuron) . ZFJILR>HJLT (orbencarb) . H7 A ~O—JL (caf
enstrole) . AL~R>T - 0O—)b (cambendichlor) . #JL/SRX S L (carbas
ulam) . AN T z¥ b5V (carfentrazone) . ATV NSV YV-IF
JU(carfentrazone-ethyl), #JLTF L — b (karbutilate) . AINRHIFK
(carbetamide) . HIRFHY —JL (carboxazole) . FHOKRY 7 (quiza
lofop) . FH¥AKRY F-P (quizalofop-P) . FHOKy F-TFJL(quizalo
fop-ethyl). ¥+ >4 0O—JL (xylachlor) . ./ %4253 (quinoclamine)
. ¥/7F73K (quinonamid) . ¥ 05w % (quinclorac) . ¥V AS vy
4 (quinmerac) . ¥ 3X)LOY (cumyluron) . ¥ FT%x— bk (cliodinate
) « 7V iRY— b(glyphosate), FILRT r— bk (glufosinate) . FILRY
*— h-P (glufosinate-P) . L 4> (credazine) . 7L T L (cleth
odim) . ZOF> R+ v (cloxyfonac)., 2O+ Kkwv 7S (clodinafop) .

sAav+Ry F-7FasILFIL(clodinafop-propargyl). O MO (chlo
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rotoluron) . ZAESY K (clopyralid) . 7O7OF> T4 (cloproxydi
m) . 7070y 7 (cloprop) . #O7OL0OY (chlorbromuron) . Z0O7K
w7 (clofop) . 7OV (clomazone) . /O X M*¥< =)L (chlomethoxy
nil). 7OX N¥> 7 x> (chlomethoxyfen) . ZOX Faw 7 (clomeprop
) . 283 YRy 7 (chlorazifop) . ¥ O5Y > (chlorazine) , Y052
S L (cloransulam) . @5/ %2 YJ (chloranocryl) . 283 L~XRY (ch
loramben) . Y05V XS5 L-XF)(cloransulam-methyl)., 2OV &> (
chloridazon) . # @Y @AY (chlorimuron) . O AQ>-TF I/ (chlor
imuron-ethyl)., Z0OJLZ)L 708 (chlorsulfuron) . #0OJL4—JL (chlor
thal) . #0JLFF7 =X K (chlorthiamid) . #OJL kO (chlortoluron)
. Zo)l=ra7 x> (chlornitrofen) . #OJ7xFv % (chlorfenac)
o7z 7ay 7 (chlorfenprop) . 2 0)N 77 74 (chlorbufam)

. 20O 7)I5Y =) (chlorflurazole) . 2O T7J)LL /J—)b (chlorflur
enol) . 7oA T (chlorprocarb) . ZOJ7FO7 74 (chlorprop
ham) . 2 0JL X 33— k(chlormequat), Z B LAY (chloreturon) ., /0O
A%< =JL (chloroxynil) . #aO4 X0 (chloroxuron) ., 7 OORY
(chloropon) . 4277+ ) (saflufenacil) . 7+ (cyanazin
e) . Y7+ K1Y (cyanatryn) . 7L — h(di-allate), >0 (diur
on) . I4L 33—k (diethamquat) . A >/N (dicamba) . >&J)L0OYV
(cycluron) . 2 OxT— bk (cycloate) . > OF> YL (cycloxydim)

. 2oAaxXSL (diclosulam) . ¥ OXJIT7 7,0 (cyclosulfamuron)
. Yo7 Ay~ (dichlorprop) . Yo7 Ay /-P (dichlorprop-P) .
ToyaxRzZJL (dichlobenil) . ¥ 0OkRy 7/ (diclofop) . o OkRy X
FIL(diclofop-methyl), ¥~ OX— bk (dichlormate) . 7RSO L 7
(dichloralurea) . ¥4 7w k (diquat) . %=1 K (cisanilide) . ¥
ZJ)L (disul) . >XOy¥ (siduron) . FAEIJ (dithiopyr) . o= K>S
2V (dinitramine) . ¥ = KYIFJL (cinidon-ethyl) . ¥ /%L (dinos

am) . ¥/ )78y (cinosulfuron) . ¥/t 7 (dinoseb) . ¥ /FIT
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(dinoterb) . ¥/ 7 x4+ — bk (dinofenate) . ¥/ 70w 7 (dinoprop)

. nnamry TFIL (cyhalofop-butyl) . ¥ 7+ 3 K (diphenamid) .
o7x /2 AZAAY (difenoxuron) . ¥ 7/ R>F YV (difenopenten) .
Jx>Ya— bk (difenzoquat) . 7 ~Y > (cybutryne) . 75T (c
yprazine) . ¥ 7S5V —JL (cyprazole) . 7). 7x=Hh (diflufenican
) . U7V EI (diflufenzopyr) . ¥ 7OXRNKNY > (dipropetryn
) . ¥ FOX K (cypromid) . ¥RJO— K (cyperquat) . IRL Y (gib
berellin), <2 (simazine) . ¥ XFH ./ (dimexano) . X%/ 0O—
JU (dimethachlor) . ¥ X4 Y (dimidazon) , X4 X K1) (dimetham
etryn) . ¥ AFF+ X K (dimethenamid) . X ~Y > (simetryn) . X bk
> (simeton) . IAERL—K (dimepiperate) . ¥ X 70Oy (dimefuron
)« YUAFY v (cinmethylin) . RT v 7 (swep) . RITYAEY (su
lglycapin) . ZJ O MYA> (sulcotrione) . AIN T 7L — bk (sulfallat
e) . A7 S5V (sulfentrazone) . RJLHRZJ)7AY (sulfosulf
uron) . RJLARAY OV (sulfometuron) . ZJLR XY OV X FI (sulfomet
uron-methyl), 24 7 X M2 (secbumeton) . &z hF T L (sethoxydim)

. TT7FST 2 (sebuthylazine) . #—/32 )L (terbacil)., ¥4 A0 (da
imuron) . 4V X v k (dazomet) . 43R (dalapon) . FF7HF 7OV
(thiazafluron) . F7YVEJ (thiazopyr) . FIT 2V AHI /N> (thiencar
bazone) . FI 2 AI/INY 2 XF)(thiencarbazone-methyl)., FA AHI /T
JL (tiocarbazil) . FA - AY L (tioclorim) . FARYHI T (thioben
carb) . FTY 7T IV (thidiazimin) . FP7XOY (thidiazuron) . F
7xv2RJL708Y (thifensulfuron) , F7x X700V XFIL(thifensu
Lfuron-methyl). FAXF 4 7 7L (desmedipham) . FAX MU > (desmet
ryn) . >S50y (tetrafluron) . =)L O—JL (thenylchlor) .
T 7% L (tebutam) . F7F O (tebuthiuron) . FI T A k> (terbu
meton) . 7S OF UL (tepraloxydim) . F7U—JL MY A (tefury

ltrione) . LR KNY A (tembotrione) . >4 0—JL (delachlor) .
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TSP (terbacil) . FITHIT (terbucarb) . FI 7o 0O—IL (te
rbuchlor) . IV TFS5 Y (terbuthylazine) . I MY > (terbutryn
) . NS XYY (topramezone) . MZIOF T L (tralkoxydim) . b
) 7275 L (triaziflam) . MY 7Z2J)70OY (triasulfuron) . MU T
L— Kh(tri-allate), MY ITH P> (trietazine) . M) FH /N (tricamba
)« MUZaEN (triclopyr) . MUY T 7 (tridiphane) . MUF v Y
(tritac) . MY RZJL70OY (tritosulfuron) . KU TR 7OV (tr
iflusulfuron) . MY ZILZN 70> AFIL(triflusulfuron-methyl), K1)
)2 > (trifluralin) . MY 7AOF> )70V (trifloxysulfuron)
N)ZOE>Y4A > (tripropindan) . MYAR=Z—=a20> XFJ)L(tribenuron-m
ethyl). hMU~RXOY (tribenuron) . bURy 7 (trifop) . MUKRTY
X (trifopsime) . MY XwOY (trimeturon) . +74 >4 (naptalam)
. 7787=Y K (naproanilide) . +770/83 R (napropamide) ., =R
78 (nicosulfuron) , = r3Z Y (nitralin) , —ZhA 7z (nitro
fen) . —bO7ZIF N7 (nitrofluorfen) . —ES2O7 x> (nipyr
aclofen) . X7 0OY (neburon) . /LTINS (norflurazon) . /)0
>~ (noruron) . /3—/3Y (barban) . /8407 k5% —JL(paclobutrazol)
. /53— b (paraquat) . /85 7J)LbAY (parafluron) . NAFT TV (h
aloxydine) . /~nOF <Ry 7 (haloxyfop) . /~xAF Ry F-P (haloxyfo
p-P) . /NOF Ry T A F ) (haloxyfop-methyl), /~xOH 7 = (halosafe
n) . ANBRJL7AY (halosulfuron) . O 70OV XFI)L (halosulfur
on-methyl) . 2054 (picloram) . Y+ 7 x> (picolinafen) .
ooy (bicyclopyrone) . EXE/Nw 4 (bispyribac) . EXE
)Xy F MYy L(bispyribac-sodium), ¥4 /> (pydanon) . ./ 4
5> (pinoxaden) . E7x /v 4o X (bifenox) . EXORRX (piperophos
) . BEXFHY—)(hymexazol), S O=JL (pyraclonil) . KSR J K
N—JU (pyrasulfotole) . ESYV*> 7 x> (pyrazoxyfen) . ESYV I

70y (pyrazosulfuron) . SV Z2)70YIFJ (pyrazosulfuron-ethy
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) . ESYL—NbN (pyrazolate) . ESF7HKR (bilanafos) . ES 77
TV ITFJ) (pyraflufen-ethyl) . -2 O—JL (pyriclor) . EY) §K—
U (pyridafol) . EYFH/NvJ (pyrithiobac) .\ EYFH/NvIF K~
2 I (pyrithiobac-sodium), E1J5F— K (pyridate) . EY 2741 K (pyrif
talid) . EY Z7FHI T (pyributicarb) . EYR>Y x4 (pyribenzox
im) . EYIZINT7 7Y (pyrimisulfan) . EY I Z2)L70Y (primisulfur
on) . EVI /Ny AFI) (pyriminobac-methyl) . EOFHZILKEY (p
yroxasulfone) . O XS54 (pyroxsulam) . 7T+ RS54 (fenasulam)
. 7T=Y 7 7. (phenisopham) , 7z XOY (fenuron) ., Z7x./FH 2R
JVIRY (fenoxasulfone) . 7x./FH70Ov S (fenoxaprop) . 7./ FH
70w 7-P (fenoxaprop-P) . 7./ FH% 0Oy 7T FI)(fenoxaprop-ethy
. 7 x./FAF—J)(phenothiol). 7./ 7FOwv S (fenoprop) . 7./ R
>~ X0y (phenobenzuron) . Zx>»F 7SOy S (fenthiaprop) . 71TV
723
—Jl (fenteracol) . 7 x> hZH I K (fentrazamide) . 7T AT 47
7 Ls (phenmedipham) \ 7 x> X5 4 77 LT FIL (phenmedipham-ethyl)
. 7494 80—J (butachlor) . 74 7 xF+ )L (butafenacil) . 74 Ik
2 (butamifos) . ZF=>o O (buthiuron) ., 7F &Y —JL (buthidazole)
. 7FL—"b (butylate) . v AaY (buturon) . 77+ B—JL (butena
chlor) . 7 hF< L (butroxydim) . 7 > > (butralin) . 75H 2R
Jb70Y (flazasulfuron) . 754 70wv 7 (flamprop) . 7V OAFT 7
TV (furyloxyfen) . 77U+~ O—J (prynachlor) . 7Y IR 7AOV A
F IV (primisulfuron-methyl). ZI 7Ky 7 (fluazifop) . ZILT IRy
7-P (fluazifop-P) . I T YRy TTF I (fluazifop-butyl), ZIL 7V
L— K (fluazolate) . Z.OF 2 EJ (fluroxypyr) . ZIFFonOy (f
luothiuron) . ZJLA XY OV (fluometuron), ZJ)bAOF) a7 > (fluo
roglycofen) . 740"y K> (flurochloridone) . ZJJAOTY 7z (
a

fluorodifen) . ZJAO=—brO 7 x> (fluoronitrofen) . Z)AQOIT YV
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(fluoromidine) . ZJLAI/NY Y (flucarbazone) . ZIL ANV Y F K
\) L (flucarbazone-sodium), 7).~ O3 ') > (fluchloralin) . 7/t K
270y (flucetosulfuron) . ZIFF7tw k (fluthiacet) . ZIF7
7w M X FJL(fluthiacet-methyl), ZJILEJL R 7O (flupyrsulfuron)
77 xFty b (flufenacet) . N7 x=H> (flufenican) . I
72TV (Flufenpyr) . 7). 70O/83 )b (flupropacil) . 77O+
— N (flupropanate) . ZJLARFH L (flupoxam) . ZIIAFHT Y (flu
mioxazin) . ZJX-/AZv ¥ (flumiclorac) . ZIUI/AOZYIRVFI
(flumiclorac-pentyl). ZJLX7OEY (flumipropyn) . ZJL XY (flum
ezin) . ZJ)LA Xy Oy (fluometuron) . I A KA S L (flumetsulam)

. 2 KY (fluridone) . ZJLILEG EY (flurtamone) . 7). OF T EI
(fluroxypyr). FLFS50—JL (pretilachlor) . 7O0FH > (proxan)

. 7OsYF T (proglinazine) . AT 7YY (procyazine) . 7O
73XV (prodiamine) . ORI T 7Y > (prosulfalin) . ORI 7OV
(prosulfuron) . ORI AKRADILT (prosulfocarb) . FTO/NFHFKRY T (
propaquizafop) . ZA/82 0O—JL (propachlor) . O/8<> (propazine
) . 7O/8=J)L (propanil) . 7OEHY I K (propyzamide) . 7OV /O
—JL (propisochlor) . Ok RAY ¥ XE > (prohydrojasmon), OEY
278> (propyrisulfuron) . 707 7 4 (propham) . O 7L F7Y—
JU (profluazol) . OIS > (profluralin) . FONFHI A2 AHI
27y L (prohexadione-calcium), ZFORF A /S (propoxycarbazone
) « TRRFTHWNINY VS M) D L (propoxycarbazone-sodium), FORF
2L (profoxydim) . A< (bromacil) . 7OLESY Y (brompyr
azon) . 7OX MY (prometryn) . A X N> (prometon) . JOEF
=) (bromoxynil) . 7AEZ7x/F L (bromofenoxim) . 7OETF R
(bromobutide) . ZAER=I (bromobonil) . 705 XS L (florasulam
) . AF¥H 4 OaF7+E kY (hexachloroacetone) . ANFH </ > (hexazino

ne) . RENFH IR (pethoxamid) . X+ > (benazolin) , RV XS
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Ly (penoxsulam) . R7L— bk (pebulate) . R7J T4 X K (beflubutami
d . R)L/L—hF (vernolate) . R)ILT7IA4 K> (perfluidone) . R A
Y'Y (bencarbazone) . RUHF Ry o R (benzadox) . RV TS L (b
enzipram) . RT3 /71 v (benzylaminopurine), R XFF7XOV
(benzthiazuron) . RV X7 x> (benzfendizone) . RV K (b
ensulide) , R 270 XFI (bensulfuron-methyl) . RV AT
A 7 (benzoylprop) . RV ET Oy (benzobicyclon) . RV x
+v 7 (benzofenap) . Ry I7J)IA4—JL (benzofluor) . R4 (ben
tazone) . R>4 /- 0O—J)l (pentanochlor) . R>F#*H— T (benthiocar
b). RYF 4 A4 1) (pendimethalin) . R¥ MFHY'> (pentoxazone)

Ry T75 1Yy (benfluralin) . X7 L tz— K (benfuresate) . R"HY I
> (fosamine) . "AH T x> (fomesafen) . RS LRI 70O (foramsul
furon) . AN 0N T z=aOv (forchlorfenuron), ¥ L A VEEE KRS
K(maleic hydrazide). X2 7Aw 7 (mecoprop) . X370Ovw /-P (meco
prop-P) . X< /5 J)L 7 (medinoterb) . XY Z)L70OY (mesosulfuron)

AV 2270 XA F I (mesosulfuron-methyl), XY N A > (mesotrione
) . AV TS (mesoprazine) . XY FOKMY Y (methoprotryne) . X
4o 0O—) (metazachlor) . X4 Y —)L (methazole) . X4V )7 0O
> (metazosulfuron) . XXV ZXFF7 XAV (methabenzthiazuron) . X
2 hOY (metamitron) . X4 3Ky S (metamifop) . X4 L (metam)

. XL 7OsnR) > (methalpropalin) . XFo Oy (methiuron) . XFF
V1) v (methiozolin), XF AR HIJ T (methiobencarb) . XFI A L
O (methyldymron) . X b~ X0 (metoxuron) ., X NZX 5L (metosula
m) . X M) T70OY (metsulfuron) . X bZJI70 Y A F ) (metsul furon-
methyl)., X k7 5Y > (metflurazon) . X 7 O4A 0O (metobromuron)

. A MR ZXOY (metobenzuron) . X kX k> (methometon) . X k34
A—JL (metolachlor) X N1 TP (metribuzin) , XEOdQ—b+2OY K
(mepiquat-chloride), X7 xFt v b (mefenacet) . X T7JLA T K (meflu
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[0238]

[0239]

idide) . E7+ " K (monalide) ., E=v > O (monisouron) , E=aXO
> (monuron) . £/ 7 OJLEEEE (monochloroacetic acid) ., £/ 1) =2 X

> (monolinuron) . £Y X—hk (molinate) . I 7 7L 33—k (morfam
quat) . 3—RKXZX)L70OY C(iodosulfuron) . I— KRR 7OV AFIF b+
1) 5 In(iodosulfuron-methyl-sodium)., 3 — RK7A~R=JL (iodobonil) , 33— K
A% > (iodomethane) . 5% b7 x> (lactofen) . 1)y XO> (linuron)
Do)y (rimsulfuron) . L+ b (lenacil) . O—F4 =)L (r
hodethanil) | BE8{E AL > 7 L(calcium peroxide), RIEX FIJL (methyl
bromide) FE%fIRT B EMNTE S,

T, EMBERERE L TH AL, %ZAAED A I RX (Nuclear polyhedrosis
virus, NPV) | FEMDED A LR (Granulosis virus, GV) . HIRREZAKR
4 )L A (Cytoplasmic polyhedrosis virus, CPV) . BRERY IV ZXIA4I R
(Entomopoxi virus . EPV) ZEZD DA I AWK, E/V7QRAR) DL - T+«
< h/8AH L (Monacrosporium phymatophagum) . A4 A F+—%< - h—1RH
JH I (Steinernema carpocapsae) . A¥ A F—R< - U4 I (Steinern
ema kushidai) . /SZAY—1 7 - RRX KNS5 R (Pasteuria penetrans) ZED

BRAXERBRFE LTHBINZHEMER. NVIATI~ - VT35V

(Trichoderma lignorum) . ZZ O/NNOF YL - STUF/N7 45— (Agrob
acterium radiobactor) . IEFEREMETIE=_7 - O r7R—> (Erwinia car
otovora) . /NFI R - XTF 1) X (Bacillus subtilis) HEDHEFIE LT
FRINDMEMERE, Y MEFR - F+ A MY R (Xanthomonas cam
pestris) FEDREFIE LTHRINLI2EYMERLAELRELTERT S &

&Y., EROMRIVEIFTE 2,
HiC, £MEZES LTl zIE. A2y Yy J/8F (Encarsia formosa)
. AL 7 75/8F (Aphidius colemani) . 3“7 H4</ST (Aphidole
tes aphidimyza) . /1 3T 7k X3J/8F (Diglyphus isaea) . /NES) Y
a/3F (Dacnusa sibirica) . F1 AT YA = (Phytoseiulus persimilis)
IO X)RAAT)H = (Amblyseius cucumeris) . FIEXNFAXLY



WO 2016/121997 182 PCT/JP2016/052841

(Orius sauteri) FEDXRBMEM. R—~Y 7T - TOV =751 (Beauveria
brongniartii) FOWEMEE., (Z) —10—-F I STEZN=TESH—
b (E, Z2) =4, 10—-Fhr3F7HY=TI=7t4%—b. (Z) —8
—RKFEZL=TEF—r (Z) 11 -FrSTFEZIL=TEIY—K,
(Z) =13—A43t>Y—10—-F2, 14—-XFI—-1-F785F7t%F
D7zAEVHEHBITEZIEHLHETH S,

[0240] BATICARBAORRKRNQIEEY. ROCHETBEFEORSEHNICEIY I S5ICEF
L<EREBT 2D AEBIENODBDOMAIREINDE D TIEAL,
B

[0241] FREE (2) OEER
5-/00-6-ThXYAHLRZNZIFVEBOEESE

[1628]
n l i
| EtO P
CI N N
o)

F—KNoL—7r, 5,6-00=-_JF 010 g, 52 mol)DIT ¥ ./ —JL
(60 mL)IAWRICDPPB (1,4-ER (Y7 xZIWNKR T4 /)THY) (2.2, 10
mol%). FUITFIF7I(14 g, 2.5 eq.). PACL,(PPhs), (911 mg, 2.5 mol%
) EMA. REREZ—B{IERFREHEL (COE. 4.0MPa) | 135°C TABSRIEH
L7z RIGEEWICK, 3 NIBEEZIMA TKBZEMEIC L2RIC. BFEETFIL
THEME L, BBEZWMEES M) D LATERRERICEHEL., SoNn/ER
EANFYY -EBRIFIL=2:1 (vVv)DBRRTHEW., BHOS5-/00-6-T
ME>AHIARZI=ZOFVEE (10.9 g, 76%) %5/,

Mt : "TH-NMR(CDC 13):9. 02 (d, TH) . 8. 44 (d. 1
H) . 4. 42 (dd, 2H) . 1. 33 (t, 3H)

[0242] 5-/O00-6-ZhFPANLNRZIZOIFVEE t-TFILIRFILOEES
7
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[1629]
o)
0 c k
~N
O~ on SOClL, t-BuOH | Y
| EtO P
EtO N N
o)
o

HIRRTHESNAE5-700-6-ThF AR ZOFVER (10.9 g,
47.6 mmol) % MJLT > (30 mL)ITEME L. DMF (N, N-2 X FILRIL LT X R)
4 nL) &A= HWT, BEFAZIL(T g, 2 eq.)ZMNA. 90°C T3EFMAE
MBER L, RIBAREZERICEL. BELL, BOBRFICL - TH/—
Jo (35 mL, 10 HE) . THF (FhZrO73Y) (100a) . a1V
7AELIFILTIVGO N, 7 eq.). DMAP (NN-UXFI-4-F7X ) E
JIv) (6g, 1 HE)DEARABIIKAT. LR LARBEEREEDP <YL
MATce RINESYEISEMBER L. BRI THAER. K HFBIFILE
MATHEME L, BEEAMEET N U L TEBRE. BEL. h54L7
A NS 74 —(ANFHU-BEBETFIL=5 : 1 (v/v)IZFL, BEDE-Y
OO-6-ThFYANRZNZ=ZOAFVE t - TFILIZ XTI (8.43 g, 62%)
5T,

Wik : "H-NMR(CDC13):9. 05 (d, 1TH), 8. 30 (d, 1
H) . 4. 50 (dd. 2H) ., 1. 61 (s, 9H) . 1. 44 (t, 3
H)

[0243] 5-TFNFA-6-ThFYHIRZNZAFVE t-TFILIZATIOE
BEHE
[1£30]

5-/00-6-ZT hFTAIRZIJI=ZOAFVEE t-TFILT AT (8.43 g,
21,65 mmol)=DMF (100 mL) (AR L/, KAT. T RUDLIHVF
ZFL—h(2.27 g, 1 YB)APo> Y EMA. SHERLAE. KEMA. &
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(7T0.5 NIERRA M A 7z, BFEET F )L CEEE L%k, BB EHERS b
) LTHIRER, BEL. A5O3 5714—(NFHU-AcOE t
=5: 1 (v/v)IINHL. BHOS-IZFILFA-6-ThFHIRIJ=OF
VEE t-TFIITRFTI (6.17 g9, 92%) =157=,
Mt : "TH-NMR(CDC 13):8. 91 (d, 1TH)., 8. 22 (d. 1
H) . 4. 49 (dd, 2H), 2. 99 (dd., 2H) ., 1. 61 (s,
9H) . 1. 45 (t, 3H) ., 1. 40 (t, 3H)

[0244] 3-TFINFA-5-t-TRFLANKRZNTI/EI)VE IFILIRT

ILDELERE
[1631]
0 )< i EtS N_ o
] EtS DPPA -
N — [ om wo L) §
B0\ 7 RS ’ N
o) Y 0

S5-TFINFA-6-ThFTHIRZJNZOAFVEE t- TFILIRTI (6
17 9, 19.9 mmol)%& M) 74 OBEEE (30 nL) (TFAE L. 3045 BMBGETR
L7ce RIGBHREBRMEL. MIIVRUEBIFILEZMA. BERBL A,
BEICt-T4/—1L>000nl), N)ITFILFIV(65g9 3eq) YT
—) VBT YR (DPPA) (11,74 g, 2 eq.) ZDNA. ERBTIEEE#RLL
RICABSEER Lz, RIGAEREREL, h5L00XKT57 14— (NFH
V-BEEE T FIL=2 1 1(v/v)) IKffL. BRO3-TFILFF-5-t- T hFIHh
WARZILNTZ/EOY) VB I FILIRTI (3.63 g, 56%) &/,

M : "H-NMR(CDC 13):8. 25 (d, 1TH)., 8, 09 (d, 1
H) . 6. 74 (s, 1TH) ., 4. 46 (dd., 2H), 2, 97 (dd.
2H) . 1. 53 (s, 9H) . 1., 44 (t, 3H). 1. 41 (t, 3
H)

[0245] 5-F7 X/ —3-IFIFAETYVEE ITFIIAFILOEERE
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[{£32]
H
IS\ A 0 EtS._~ NH;
EtO | Z ) EtO | =
N N
o 0

S-IFNFA-5-t-ThrFIAHLRZNTI/EI)VE IFILIR
) (670 mg, 2.06 mmol) A ') ZJLACOFEEEE (30 mL) (CBAEL. 300
ERTHEE LA, RINAREBBEL., KRUEBIFIL. REHY D L%
Zlco BT FILCHEME LK. BREEZMET ) YV LATRERE. B
L., A2 T5T74—(NFHU-AcOE t=1:3(v/V))IZRL.
BHO5-7X/—3-TF)IFAEIY) VEE TFITRXFTI(358 mg, 77%
)& BT,
it "H-NMR(CDC 13):7. 89 (d, 1H) ., 6. 80 (s, 1
H) . 4., 43 (dd, 2H) , 4. 08 (s. 2H) ., 2. 88 (dd.
2H) . 1. 56 (s, QH) ., 1. 42 (t, 3H) ., 1. 40 (t, 3

H)
[0246] 3 - TFIFF-5-I—KEAYVEE IFILIRTFILOEESE
[1£33]
EtS._~ NH; EtS._ 1
EtO IN/ EtO IN/
(0] (0]

5-7X/-3-ZFINFFAETYVEE ITFIITRXAFTIIL (1 g, 4.44 mmol
) ZFZEMZRMUL (10 mL) ITHEFEL. MY T A OEEE (500mg, 1HE8)
RUPp—MLIVRILEKEVEE (2.6 g, 3 HE) #MMA. 5CREDKATAS
MU, BIOBRICABLAIAVIEH) UL (2.25 g, 3 HE) SHiEERS
)DL (612 mg, 2 eq.) DKBEKR (10 nL) ZHHE LAERRICH > <Y
EMZATz, ZDFEFIODFEHR L. ISICERTIONER Lz, RIGERIC/N
ARKENMZ. BT FIL CHEMME L-RICERBARIE BEL. 13
L M NTZT74—IFL. BHO3 -IFINFA-5-3—KEEOY Y
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B IFIIARTI (761 mg, 51%) %8,
Mt : "H-NMR(CDC13):8. 61 (s, TH)., 7. 95 (s. 1
H) . 4. 45 (dd, 2H), 2. 91 (dd, 2H) ., 1. 43 (t.
3H) ., 1. 39 (t, 3H)

[0247] 3 - TFIF#-5-3— R VEEOEESE

[1634]
EtS 1
EtS | X 1 | | AN
EtO N/ HO N/
0 O

S-IFNFHF-5-F3—K-2-EYIVALRVE IFILIRFIL
(761 mg, 2.26 mmol) =T 4 /—J)L (b mL) IT7AMEL. SMKER{ELF KU D
LKAE® (1.2 mL, 1.5 eq.) ZMMAT, ERTOAER L. KKU 3 NG
EMZTc. BEERT FIL CHEEME LAcBRICEREAEIE. BEL. BMD3
- IFIFA-5-I—KEIY) VEBEEENRINEKRTE .
M : " H-NMR(CDC 13):13. 30 (brs, 1TH). 8. 60 (
d. TH). 8. 16 (d. TH). 3. 00 (dd, 2H) . 1. 24 (
t. 3H)
[0248] 3 - T FIFA-5->o/O070BLEDY VEEBORERX

[1£35]
EtS | 2 | EtS | X EtS | X
EtO N -_— EtO N° HO N7
(8] O

3-IFNFA-5-3—KEOQYVE IFILIZRFI (2g. 5. 9
mmo |l) . ryO7OE)AROVEE (1. 0 g0 248) . YVVEAYD
L (RYR=2vwy) (6. 3g, 6HE) . PdCIl, (dppf) 7tk
yaAvTLyyZ (1. 0g, 0. 2%8) Zh)LTY (40mL) &K (
10mL) OREGBEISEFEL. 2EEMBER L, BEE, 1NHC I
TOIVF L, BFEET F)L THHE, EKIRE S MY DL TEEL, BFEL
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[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

RHondEE*HZL70XMNIST74—TREL, 3-ITFILFA-5
-oOo7oLEd) VBIFLIRATILERKE (1.32 9, 89%) .
"TH—NMR; 8.19 (d, 1H), 7.27 (d, 1H), 4.46 (q, 2H), 2.92 (q, 2H), 1
.97-1.90 (m, TH), 1.46-1.37 (m, 6H), 1.13-1.10 (m, 2H), 0.82-0.78 (m,
2H)
ARICAFILIRATNE, AV TAELIZATIVE, JILIILTFILIR
TIVE, P RE AFILTI REEERKR L
AFIIT AT IVE
TH-NMR ; 8.18 (d, 1H), 7.263 (s, 1H), 3.99 (s, 3H), 3.93 (2H,
a), 1.97-1.92 (m, 1H), 1.39 (t, 3H), 1.17-1.12 (m ,2H), 0.84-0.80 (m,
2H)
1Y 7aELIRAFIVE
"H-NMR; 8.20 (d, 2H), 2.27 (d, 2H), 5.33(m, 1H), 2.97-2.89(m, 2H
), 1.96-1.91 (m, 1H),1.45-1.37 (m, 9H), 1.14-1.10 ( m, 2H), 0.92-0.
82 (m, 2H)
JIWRIVTFINTZATIVE
TH-NMR; 8.19 (d, 2H), 7.27 (d, TH), 4.40 (t, 2H), 2.92 (q, 2H)
, 1.94-1.91 (m, TH), 1.82-1.77 (m, 2H), 1.46-1.39 (m, 5H), 1.15-1,
10 (m, 2H), 0.98 (t, 3H), 0.83-0.78 (m, 2H)
S
TH-NMR; 8.00 (d, 1H), 7.77 (brs, 1H), 5.41 (brs, 1H), 2.90 (q,
2H), 1.944 (m, 1H), 1.41 (t, 3H), 1.13-1.11 (m, 2H), 0.81-0.80 (m, 2
H)
XFILT I NE
TH-NMR; 7.97 (d, 2H), 7.92 (brs, 1H), 7.23 (s, 2H), 3.00 (d, 3H
), 2.88(q, 2H), 1.96-1.89 (m, 1H), 1.39 (t, 3H), 1.12-1.08 (m, 2H),
0.81-0.77 (m, 2H)
3-IFNLFA-5-yoFoErEa) VEBIFILIRTIL (1.12 g,
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4.5 mmol) ZT4 /—Jb (10 mL) (TEAE L. 15%NaOHKAR (2.4 g, 2eq)
EARMUE, EERTIIFERERIYVI/ I EZEBEL. KEeMATHREEZRS
IR L. INHCLAZE T L. pH3~4ICEAB L, £ U-EF%E 28 L. BB
ITFIVICARRL CTERKMET N D LTERL, BRELT3 -IFILFA -
5-ysoo7oELEdl) VeSS (0.91g, 91%) .
TH-NMR ; 8.01 (d, 1H), 7.31 (d, 1H), 2.95 (q, 2H), 2.00-1.94 (m,
1H), 1.42 (t, 3H), 1.21-1.16 (m, 2H), 0.87-0.84 (m, 2H)

[0256] ARfEE (3) DOEEH
[1£36]

N—XFIL— (5—hNUZIAOXFIL-EYIY—-2—-a)V) =TIV
3. 48gBLUDMF20mLOREMIC. N—TOERIIVAIR4
27 g&MA. ERTIEBEBHLL, REEMICENELTVEZD
LKEBEEML. BT FI CTHE Lz, BEBAWMEBST N D LA TRIE
Itk BETRELE. SONLEEZL VATV AZSLIATNTS
74— L. N=AFI— (3—7OFE-5-NMN)7iAOXAFIL—-EY
Jv—2—-4J) —TIv4. 8gifE,
"TH—NMR (CDC13) §:3. 08 (3H, d), 5. 40 (1H, b
rs), 7. 78 (1H, d), 8. 34 (1H, s).
[0257] [1£37]

MERGESEIC, N—XFI— (3—7OFE-5—-—rMYT7)FOXFI—
By —2—-4J)) —7Iv0. 51g, PeFILF7EbVEE (1 1) 0
119, 7EFILF7ELV0. 209, kBE>DUAL1. 30g. NMP
(N-XF)LEOY RY) 2mLBLV28%F7YEZTKImLAEMA, 1
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[0258]

[0259]

20CTTHESLCG 1 30CTTIHMBIH L. BRETHSLARICH
MIB(ET V=D LKBEBREEIML. BERT FILTHIY Lic, BREZMEL
THhUDLTEHRIELR. RETEBLL, BONIEEEZ Y ATILA
ZL7A%MITST4—IIAL. N2=XFI=56—-hUT0FOXFILEY
vv—2, 3-Y73Iv0. 28g%F,

SE |1

2- (3-ITFMFAF-5-3—REYIV-2-4)) -3-AFIL-6
-hUTAFAXAFN-BH-A435J [4, 5-b] EUIVORE
[1£38]

EtS | SN 1
HO = SEt
N — N CF;
HzN \ CFg \ -
O 1 4 |
® Wad@
HN™ N ;N

EUSYAIRVEE (856 mg, 2.8 mmol) &3 —F 3/ -2—XFJFX
J-5—=hNYziA0XFIE) DY (690mg) &THF (5 mL) (TFEEL. b
DIFILTIY (Tal) { 4= AXAFITI/EY TV (683mg) RUT— X
FI-2—o00E) =9 AL3—Y R (1.1 g9) #IBRMZ . RINBRE
ERTI0QRH L2RIC, 3FEMBER L, BRI THALALRICKZN
Z. BRI FILCHEME LRICERBEZELE. BELL, BONLRE
ZNMP(5 mL)ICBME L. p— MILIVRILKVER (1.5 g) #MIA. 150CT1
BFREER L, RISEREERITARINL, AZ5L7A0MNT57 14 —ITH
L. B IFYEYSY (411 mg, 32%, mp:89—907C) %
720

BHRDFERICT, 2- (3-IZFILFA-5-F3—REUYYY-2-14)L
) ~3 - AFI-6-FrSTNAOQTFI-3H-43I4Y [4, 5-b]
By EakliE (mp:110-1127C),

[0260] ZE1) 2

2- (3-ZTFILAIKZI-5-F3—REYTSY-2-4)) -3 -XAF
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[0261]

[0262]

W-6-bM)INAOQAFI-3H-43I45Y [4, 5-b] BEYIrvoslE
[{£39]

SEt SOzEt
— N R CF 3 — N R CF3
— < I Y L,
N N N NN

BIEERISTEONIA 4V EY Y (361 mg, 0.776 mmol) A BEER T F )L
G alICBE L., XY 00BREEE (455 mg) ZMMA. ERTHHEE
B L7z, RIGBEBICFAMSO (X FIL(AFIZILT 4 ZIL)AFILRIL T 4 K)
BWERUCNIZFL7IVO ) ZMA. BELEDOBICAZLVOT N
ST4—IXFL. BBIORILK VK (378 mg, 98%. mp : 174—-175T
)& BT,

EHRDFERICT, 2- (3-IZFINANKZI-5-3—KEYIY -2
~AN) -3 -XFI-6-FhrFT7NAOIFIN-3H- 134V [4, 5
-b] BEYYVEAEKLE (mp:138—-1407C) ,

EJEH 1

2 - (3-ITFILVRNKZIN-5-2707OELVEYSY -2 -14)) -
S-AFI-6-RyHT)LAOQTFI-3H- 4324V [4,5-C] EY
Vv (tEMES1-15) 0&s

[1£40]
SO,Et SO,Et
— N s CF3 — N SN CF3
I \ ¢ l P \ $ | P
N /N N N /N N

MERIGTESNEEZAIEAVE (110 mg, 0.22 mmol), o O7OFIILER
KMV A—=IRL—=bF MYUDL (127 mg) ZDMF (2 mL) (T3BEEL. 7K (40
Oul) MAf, ZIITVTF, POQYTIZIKRRT7 4/ 708V IRS
UL (18mg) ZMA. 100°CTIREMBER L, RINEREEREITH
WMk, BWEL. AZL70XMIZT74—IfFL, BHO>7O7O/R V&
(75 mg, 82%) %13/,
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[0263] %13

[0264]

N- (5-MNYZWAQXFIN -2 -FPII)AFLTITZI) -3 -TFI
FA-5-oO070) - VBT ROEE

[1641]
EtS
. =
N
+ B —_ N
NH HOOC™ N 0
| NH

|

3-IFIFA-5-vryoaiEay) viEg (230mg) &#EYY
v (2 mL) Z@EHML. 1 -ERAOFIRVYYRNYTY=IL (13 mg,
0. 1TH#E) &LEDC (I-ZFNA-3-B3-IYXAFIT7I/)TAEIL)AILKRY
43 REME) (400mg. 2. 0%E8) #MMx/, EET1 OHEE
BLER 2—AFITFI/-6-—M)70AOQXFLT=)>Y (200 m
g, 1. 0 H8) #MA. I5IC2. 5 BEEERLE, F0O%, BLE7Y
E-VLKBREZMA., BT FITHIH L, BEEZWMEEST N VLT
BRIE, BEERETEEL. N- (5-MY2)A40XFI-2-T73
JAFITIZIN) -3 -IFNFAF-5->oO07OEL-EDY VBT
TN (470 mg, BEEN) %257k,
SER 1

2- (3-TFINFAF-5->rO07OELEYDY -2 -4)) -1 - X
FIL-5-KY0FOXFI-1TH-RUVAIFT—ILOEE (LAY
BEET7—-13)

[1b42]

e o8

F5C N F3C N —

e T~
ll\IHO N N

N- (B-MNYzIAQXAFIN -2 -TI/)AFI7z=)) -3 -ITF
K (470 mg) ZhIIT

i

IMFA-5->oa7a) -0 VET7
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[0265]

¥ (1. 5 mL) (&ML, BEE (1. 5 mL) %A%k, 100CT
1. 6 BFREEH LA, TLC THA OHEKREZHAL., KEMATEHRBIF
IWTHIE LU, BTN DLEZMATERK., ) ATFVENATAESEE
L. #34L670%KT574—ICTHREL, 2- (3-ZFLFF-5-2
sO7OELEY Y -2 -4)) -1 -AFI-5-K)7)LA0XFIL
-TH-RYYALZHY—)L (395 mg, 81%) #%Bi,

K612

2- (3-ITFILVRINVTZ4ZN-5-oO7aBLEYTY -2 -14))

-1 -XFI-5-M)INAOXFI-TH-RYYILIHFY—) (bLE
MBEST—-14), RU'2- (3-ITFINARIKRZIN-5-v4oO07alL
BV -2-4)) -1 -XFI-5-MN)T7/AFOXFIL-TH-RY
VAIHY—I (LEWMEST—15) OBE

[1£43]

EtS
F;C N — F;C N — 72C
T~ T ™oty <
N N N N N N /
\ \ \

2- (3-ITFIVFA-5->oyOorFaELEy oy -2-4J) -1 -
AFI-5-KYZLFAAFIL-TH-RYYALIFY—)L (190 mg
) EEFBRITFII (2 mL) (ZAML. m-CPBA (X4 /00BREE
B) (185 mg, 1. 5 H8) ZMNMArk, =BT BEFE®RLA T
LCTERBODBRZEE L. FAMEEF M) D LKBREZMA., BRI FIL
THE L, MEBF M) DLZMATERAK, VATV EMATAEESEL
CASLIATKRT ST 4 —ICTHEREL, 2- (3-IZFNALT 42 -
5-o070ELEYYY-2-4J)) -1 -AFI-5-K)7)bA0
AFI-TH-RVJA4245/—)b (55 mg, 30%) . 2- (3-x
FIANEKRZIL -5 -2oO7aBEY Y -2 -4)L) -1 - AF) -
5-M)7MAQXFIL-TH-RYYLZIHYY—)L (84 mg, 45%
) E1E,
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[0266]

[0267]

[0268]

SER 4
5-RMNYZ)0A4AO0XFIEYSY -3 -=—fO-2 -A—ILDESE
[1b44]

F3C X F3C

| - |

o NO;

~

N OH N OH

5-RY7LAQAFIEYT Y -2 -F—)L (500 mg) %HbE (6
mL) (ZEBEDL. KALANSHEBEZMA L, ERICKEEL. 1. 5 BKHE
B L%, 70 CICMEALTS BREERLE, KeMx, BFEETFILT
M L, MEBF MY O LEMARK, BEELTZIETE - N)TILA
OXFIEYTY -3 -ZhkO-2-F—JL (426 mg. HHEHS50%
15T
S%E155
3-7X/-5-M)T7NAAAFIVEYT Y -2 -F—ILOEE
[145]

F;C N NO, F;C X NH,

| — |
~ ~

N OH N OH

5-KNYZLAFAAFALEYS Y -3 -Z2bO-2-F—Jb (420 m
g) ZT4/—) (4 mL) (TBFEL. K (1mL) (TBADLEELT
YEZDUL (110 mg, 1. 0 H8) #Mafk, BRETHERLANS
8% (5660 mg, 5. 0 HE) ZMA. MBBRRFHETI. 5 RKEIE
Bl BHOHBREHAL, 2514 NEBICLYEBEFAHRELL, B
BEL., h5L00XMNIS5 74 —ICTHELE, 3-73X/-5-1M )7
nAOXFLEY DY -2 -F—)L (102 mg, 19%) =Bk,
5E1056
N- (5-hMNUZNFAXFIL-2-EROFIEYD V-3 -14)) -3
-IFLFA-5-voorSaEl-EaY VBT I KOsk
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[1£46]

EtS .
H |
|\N R

HOOC

S-IFINFA-5-oyOo7OoEEa) VEE(140mg) 2B DY
(2mL) (IZ@EHML. 1T -EROFIRYYRNYTY—=IL(8mg, 0. 1Y
E) *EDC (215 mg, 2. O¥E) #Mirfk, BETI1 0NMEHER
Liztg, 3-73X/-5-MYZ0WAOXFILEYDY -2 -F—)L (10
O mg. 1. OME8) #MA. ISIC2. 5 BEERLL, BROMEEL%E
AL, BIE7VEZVLKABAREMAZ, BFEEETFIIL THE L, Bi¥E%
MBS MY LTEESIE, REZRBRETESEL. N- (5- Y740
AFI-2-RAFVEYI V-3 -4L) -3 -IFILFAF-5-V79
OO -EJYVEB7IR (132 mg., 62% %%k,

[0269] =EHEf 2
2- (3-ITFINVFA-5->oOroELEYDY-2-4)) -5 -k
7N FABAFIL-FFHYO [5,4-b] EYIY (LEaHE=S3—-13
) OHE
[1647]

fs/| EtS
F5C \I\/EN SN F;C |\ 1\1\ —
| P N
0 0 N
N~ “OH N

N- (5-RrYZLAOXAFIL-2-EROFIEYIS Y -3 -14J) -
S-IFNLFF-5-yOOEL-EOQ)VEB7IRK (130mg) %
flzy (1mL) (ZBEML. BETHM)T7IZIMRRT4> (270 mg
. 3.0 HE), TYVHLRVBEZR@Q-XMFTIFII) (240 mg
, 3. 0 H8) &M, 50 CIKMEALANS3I3 BEEER LA, TLC TR
BMNERLAEZEZMERL. KENMAT, BT FILCHIE L, WREES b
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VO LEMABRK, SUATFINVEMATEEZEL. hZ5L00O%NIT5T
1 —ICTHER L, B (64 mg, 52% %5k,

[0270] =EHEf) 3
2- (3-IFINRIKZI-5-voO7FaELEYSY -2 -4)L) -
E-NMN)TZAQXAFIL-FFHYO [6,4-b] EVIVOEE (bEaW
H#S3—-15)
[148]

EtS EtO,S
FiC A N — FiC NN =
TN )< —— L A~d
N/ o N N 0 N

2- (3-TFIVFA-5->oyorFaErEy >y -2-4J1) -5 -
M) o4 xFIL-FFH4Y0O[5,4-b]l EYYV(130 mg, 1.
OHLE) ZHETFI (1mL) IZBHML. m-CPBA (106 mg, 2

5 H8) ZMAfk, ERT3. b KEIRKELL, TLCTEHDER%
Bl FAMBF M) O LKBAREMA, BFEETFILTHIE L, WS
M)DLZEMATERK, Y )ATFIVEMATAEEEL, AL
S74—ICTREE LE, 2- (3-IFIRIKZI-5-oO07OENL
BYYY-2-4J)) -5-N)ILAOXLFI-FFHY0O [5,4 -b]
EYS2 (60 mg, 94%) #R/17lk,

[0271] RFMD2 -7/ -4- (M7 FAAFLFE) 22 /—, 2-7F
/-4 -RNYTNFAAFLNTT) =N, 2-FI/) -4 -RUFTF
OIFNT7z/ =, XIEN3 - XFJL-6- MY TAOXFILEY I
-3, 4-UF7IUNLLERERERIIERAKRDOAET. LEMESS -1 2,
8—-15, 8-18, RU2—-15%REL,

[0272] &£417
5-KYDAQXFIL-2-ANATN-3-ZbOBYIVOEE
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[0273]

[0274]

[1£49]

NO, FiC
» — P

N qa N SH

NO,

2-408-5-k)7)0FAXFL-3-=2rAEYYY (500 mg
) #DMF (4 mL) ({Z&@EML. KEE{IEF M) TL (150mg, 1. 2
WE) AMA, BRT3 EEERL. TLCTHREDMBARERRE, K%
MATHBRIFILTHE L, MBS N DLZMATERK. Y ATIL%E
MATABEEZEEL, AZL0OX RT3 74 —ICTHELE, 5- M) TN
FOAFI-2-ANATR-3-ZbOEYYY (193 mg, 39%)
15T

SE15 8
3-7I/-5-MY7AQXAFIL-2 - ANATNEY IV DELE
[1£50]

F3C._ -~ NO, F3C

| — |
2 -

N SH N SH

o NH;

5-M)NAOQXFIN-2-A)AFN-3-Z—baOEYYY (190
mg) %#I&¥/—J (2 mL) Z@AML. K (0. 5 mL) (I@AD
LERET7VYEZDOL (45 mg, 1HE8) Z2MAk, ERETERERELAY
5, 8%% (240 mg, 5. OX8) %Mx. BRTTS5. 5 BEE®RL
7o TLCTEH DBEREERAL. 2534 MERBICLYERBARELE, &
DATNEMATAEBEL, h5L7O0IMNT574—ICTHREL, 3 -
TI/-5-bMUI7LAQXFIL-2-ANATIEYTYY (70 mg, 4
6%) =5,

SE519
N- (5-MNUZLNAOXAFIL-2-AXNWATRNEYDY -3 -4J)1) -3
-IFLFA-5-voorSaEl-EaY VBT I KOsk
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[0275]

[1£51]

EtS

F3C l \/ NH, . EtSjl\/ﬁA %Cﬁg
N" "SH HOOC™ “N” gl
S-IFNLFAF-5-yOoSagisEay Vg (96 mg) HEYY
v (1. 5 mL) IZ@EHML. 1-EROFIRYYINYTFY—=I)L (5 m
g. 0. 1 H8), EDC (165 mg, 2. 4 ¥8) %zmz. ER
T20 HEERLE, EYYY (2 mL) IIBEMLE3I -2/ -5 -
M)OWAOQAFIL -2 -XWATIEYYY (70 mg, 1. 0 HE)
AEETL. BET4 BREEHRLE, TLCTREMMBEEZMEEL. KEM
AEFBETFILCTHE Uz, MEF N D LZEMZRK, BEZEEL. 70
—RKRON- (5-RFYTZNAOAXFIL -2 -XINATREYTY -3 -14)
) -3 -IFNFA-5-/A7AEL-EIYVETIR (160 mg
) =R/
Ewhl 4
2- (3-TFIVFF-5-vrOo7OoELEYT Y -2-4)) -5 -k
LA AFIL-F7VO [6,4-b] EYVIVDEE (bEMESS —
13)
[152]

\ﬂj\/j/A BN EtS _
OI—KRDON- (5 - MY TZILNAOAFI-2 - A NATrEYTIY -3
-qI) -3 -IFILFA-5-o/O07AEL-EIYVETIR (16
O mg) #NMP (1 mL) (Z&EML. P-bMILIZVRILKEVEE (11
5 mg) %&ZMA. 150 CT2 KEEHLL, TLCTRHDBELEHE

BL. KEMABBIFIITHE LA, BTN DLEMARK, >Uh
FIVEMATAEBEBEL, A5L009KNTS 74 —ICTHEEL.
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2- (3-TFIVFF-5-vrOo7OoELEYT Y -2-4)) -5 -k
7N ABAFIL-FF7VO [5,4-b] EYYY (64 mg, 47%)
15T

[0276] =EHEfHI5
2- (3-IFINRIKZI-5-voO7FaELEYSY -2 -4)L) -
5-RKYZAFAAFIL-FFYO[5,4-b] EYVSVDEE (LEHE

55—15)
[1£53]
EtS EtO,S
F3C N — F3C -~ N —
Y P /
N~ S N N~ S N

2- (3-TFIVFA-5->oyorFaErEy >y -2-4J1) -5 -
N)o4axFI-FFYVa[5,4-bl EYYY (55 mg) %L
IF) (1 mL) IZBEH»L. m-CPBA (82 mg, 2. 2 HE8) &/
Alee ERT1. SREE®RLE, EHOBRZERL. FAWMEBFN) D
LKBARZMA. FFERTFI THE L, MEBF M) D LZMATHRK, &
DATZNEMZATABEEEL, ASL7O0IKMNT 74 —ICTHEELE, 2
- (3-IFINARNEKZIL -5 -oyOo7FaErEgyoy-2-4J) -5
-hyZLAAXFL-FFYA[5,4-b]l EYYY (15 mg, 2
8%) =Fl,

[0277] /11 0
6, 6—VZANTFUIAINER (3=KYTZLFAXFILTZYY) D8
%
[1£54]

FsC NH,
FiC NO, \CE
—_ ——
al OZN‘Q HzNQ

CF
CF; 3
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[0278]

[0279]

4 - MN)Z)AOXFII-2-ZbOsOORYEY (2. 0 g) %D
MF (15 mL) @ADL, Kbt rYoL (1. 0 g, 2. 0 HE
) EERTMAL, 5 BEERL., TLCTERE DEKEEEL. K&
ATHBRIT FILCTHIH L, #ERY (1. 659, MIE<50%) &5k
o BONEHERMETY /—I)L (156 mL) IZ&HL. K (5 mL) I
BHOLEERIETVYEZDL (200 mg) ZMAk, ERTERELALS
B (20 1g, BREIE) ZNMA. MBEREREFHEHT2 BEERLE, %
DRESA MNEBICIYEBERE L, VY ATFLEMATAESEEL.
ASLYVORKNTZT74—ICTHEEL, 6, 6—YZ2IWT7VI14ILER (
=k ziAQxXFLrT=)Y) (274 mg, 16%) %#Fl,
ZEFI11
S-IFNFAF-5-ryoagiay vigsnol) KRoshk
[1£55]

EtSIj/A Etsjj/A
HOOC™ "N coc” >N
3-IFILFA-5-yoryoirEa) Vg (220 mg) %#TH
F (ImL) (B85 L. DMFZMESEMR /=, ZTOBRICEILTFT I
(150 mg, 1. 2 HE) %ZHETL. =BT KEEKRLEL, BE%
BELT3-IFILFA-5-voyoraoEiay vigsol) ReElk,
SEH/ 2
N- (2= ((2-77X/-4-NY7)AQAFLTIZIN) PRIVT T
—J)) —5—kY7)A07z=)) —5—->s/O07OENL-3 -ITFILF
Q) VBT I NOEE
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[1£56]

F5C NH,
15 —a
S-S ES N g /N
. | —+  FC N
H,N CloC” "N 0
S-S
)
CF;

CF;

150 mgD6, 6—YRILI77VIAIIER (3=K)7IFOXFI
7=)v) #%#THF (1 mL) (&ML, PJIFILT7IY (158
mg, 4. 0 HB) #MAfk, IS -IFILFF-5->s07AK
EIY VB O) REDLTOMA. ERT3 KEE®R L, KEMX.
R T FILTHIH L7 MREEF MY DLAZMARK, VAT ILVEMZA TS
WEBEL, A5L00IMNZ74—ICTHEL, N- (2— ((2-71%
J-4-NYTLAOXFILTZZIN) PRILTFZIIL) —5—K) T
A7) —5—-24070EL-3 -IFLFAET) VEETIR (1
34 mg, 58%) #HE-,

[0280] EHEfI 6
2- (3-TFIVFF-5-vrOo7OoELEYT Y -2-4)) -5 -k
DN AOAFIV-RYVIFTI—ILOEE (bEMESI—10)

[1£57]
EtS /7N
F;C N 3 N\ —
Ty —— e
S-S
H,N
CF;

FLRETHEHELEZEDY VE7IR (130 mg) ZNMP (2 mL)
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WEHNML. TITVERERKT. avAYy k (51 mg, 1. 548) %
MAfee IHICP - MULIVRNKRVEE—KFY (63 mg, 1. 5HE
) ZMMA. 150 CT1 BHERKELAE, TO®. KZMATHBIFILT
WM Lie. WMEEF M) DLZMARK, SVATNLEMATAEEZEEL, B
SLVAYKNTZ74—ICTHEL, 2- (3-ITFIFF-5-2o07
OELEYTY-2-4)L) -5-RMIILAQAXFIL-RVIFFI—IL
(66 mg. 79%) %#&T,
[0281] =HEHI7
2- (3-IFINRIKZI-5-voO7FaELEYSY -2 -4)L) -
E-NMN)TIWAQXAFI-ROVFF7I/—ILOHE (LEYES9—12)

[1£58]
EtS EtO,S
B3C\@N\ — F;C N —
N
s N \©is N7

2- (3-TFIVFA-5->oyorFaErEy >y -2-4J1) -5 -
M)oWAOQAFI -RVVFFY—I)L (50 mg) ZEEIFIL (
1T mL) (TAML. nCPBA (76 mg, 2. 2 HE) %A, ERT?2

5 BFERIE L/, TLCTERBOBEREZMEE L. FAMEEF M) D LKE
WaMA, BT FITHH L, MBS MY DLEZMATHRK VAT
WEMATABEEREL, ASL00IMTST74—ICTHEEL, 2 - (3 -
IFINRIVKRZIL-5-2oO70ELEYY Y -2 -4)L) -5-K)7D
WAOAFIVL-RVYIFF7Y—=IL (15 mg, 28%) %HFk,

[0282] &&HI1 3
T- (4-ARFIRVYD)) -3—AFI 2- (5-ITFIFH-6 -
(3-AFI-6-pM)LAFAOAFIL-3H-434Y [4, 5-b]FE
J)Tov-2—4)) EYIY-3-14)) vOx— bOELE
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[1£59]

EtS EtS
\
A I \
NN N % NN N / 0]
\ \ o L@*OMe

2- (B-IZTFNVFA-5-F—KREYIY-2-94J)) -3 -AFI-
6-NMN)ZIAQXFI-B3H-43FY [4, 5-b]l EYIY (1.1
g, 2. 4mmol) ., I VA (1) (0. 09 g, 0. 2%8) . ¥
aY Ve (0. 12 g, 0. 448) . YAOVEAFINSIANFIRYY
(0. 68 g, 1. 2 HE) | kI vL (3. 1 g, 4 4B) %
THF (48 mL) AL, 6 OCTIBMEI LA, RIGKRTH%. 825
BALT VY EZ D LKBEBREZRIMNE. BT FILTHE L, BKRES Y
D LATEIRE, BREBE L. Boh3BEAHNSLIOIMNTIS T4 —IC
L. 1 - (4-XRFIRVYI) -3=4AFI 2- (b-IFILFH
-6 - (3-AFI-6-KM)T7NAAAFI-3H-434Y [4, 5 -
bl EYYY-2—4a4)) YT -3 -4JL) xOVEEIZXFIL (1. 4
g9) =187,

[0283] &H1 4
AFI 2- (B-IFINFH-6- (3-AFI-6-MN)7)AOXF
W-3H-434Y [4, 5-blEBYIYY-2—9)L) EYIY-3-4
V) 77— hO8%
[1£60]

EtS

. EtS
F3C | AN N\ \— CO,Me FiC X N\@COZMe
N % )0 TiIN \_/

\ o \—@om N
AITRTHEELAYOVEBIXTIL (1. 4 g, 2. 4 mmo |) &b

DZIA0O8EE (1 0mL) (AL, 50 CT2EBERL -, RiEE.
AL M TZT4—IXF0L. XFIL 2- (5 -ZFILFH-6- (
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[0284]

[0285]

B-XFIN-6-bM)TZAOXFI-3H- 43245V [4, 5-b] EY
Jv-2—4)) EYVYY-3-4J)) PETF—h (818 mg, 82 %
) EiST,

ZEFI1 5

AFI 1 - (5-IFILFAF-6- (3-XFI-6-KM)7)LAOXF
W-3H-434Y [4, 5-blEYYY-2—-9)) EYYYV) -3 -
A) YoaranvalLRFoL—b

[1£61]

MIIRTCEELAHERIZATI (818 mg, 2. 0O mmo |l) #DM
F (20 mL) 8L, 1, 2-Y70FT4> (1. 5 g, 4 HE)
ERMLUTZ, TOH., OCETHRAL. 60% NaH (160 mg, 24
2) ZRML7ik, OCTI1HME. EETIHHEIERE. 1HREHC | KR
RICRBHEETET Ui, BFBBTFIL CHItHE., |AKWHEBF M) D A TREL
o BERBELTEONZEBEZHSLIOTNI S 74 —ITH L. XFIL

1- (5-IZFNLVFH-6- (3-AFI-6-MN)70AOXFIL-3
H-43X4Y [4, 5-bl]EUYY-2—a)) EYYY) -3 -1J1)
oa7anRvALRFYL—k (700 mg, 80%) %8715,
=t 8
AFIL 1 - (B-ZTFINAIKRZINL-6- (3-AFIL-6-K~)D7)LF
AXFI-3H-4X4FY [4, 5-b]EYIY-2—a4)) EYIV)
-3 -4 ¥oaFanRvALERESL—F (kEYMES11-2)
[162]

EtS e
Fscﬁ%_@—éom I LT
\ ~
N’ N N / NN N
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pIIRRcELSNEY7O07AnRVAILKRVEETIZRFTIL (510 mg, 1.
1 mmo |) #EEETFIL (10 mL) AL, 65% mCPBA (6
70 mg, 248) ZRMNMLE, SGEAEETIESE. FAMSO, MU
FLTIVERML, BELZBEBRLTBOWIEEEHS L0 NI ST
4 =L XFIL 1 - (5 -ITFIRARIKRZI-6- (3-XAFI-6
-M)OLAOXFI-3H-4324FY [4, 5-b]lEYIY-2—-9)L
)y EUYYY) -3 -4)0) yyaosansvhALRFYL—kF (530 mg,
97 %) &G,

[0286] =HEHI9

1T- (5-ITFIRILKRZIL-6- (3 -AFI-6-K)T)xOXFIL
-3H-4324Y [4, 5-bl1EYUYY-2—q)) BEYTY) -3 -4
W) 2oa7anvALRUVBOEE (LEES11-1)

[1£63]

EtO,S EtO,S
\ W
N / oy N y

pIIRRcELSNEY7O07AnRVAILKRVEETIZAFTIL (530 mg, 1.
T mmol) ZX%/—J)b (10 mL) ITAMEL. 15%KELFN)D
LAKEHKR (0. 3 g, 1. 1 HE) #RMLE, 4 0CT20MEHERL.
KERMUlze A9/ —IN%aBER, 1HE HC | TpHA4ICHAE L, B
BT FILCTHHE., |BKMEBSIMN)VLTEEREL, AEE8EELTT - (5
S IFIANEZI-6- (3-AFI-6-MN)TILAOAFIL-3H-
AIFY [4, 5-b]lEYIY-2—9)L) EYIYV) -3 -4L) ¥¥
O7anvhalRVEE (510 mg, 99 %) #5874k,

[0287] =EHEHI1 O

1T- (5-ITFIRILKRZIL-6- (3 -AFI-6-K)T)xOXFIL
-3H-4324Y [4, 5-bl1EYUYY-2—q)) BEYTY) -3 -4
W) o 7anvANRVEBT I ROEE (KhEMES11-6)
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[0288]

[1£64]

EtO,S EtO,S

F;C l X N\>_2:4>_é02}1 F3C | N N\>_2z4>_éONH2
\Y \\
I\ - A\

\ \

IR cELONEY7O07ONRV AR VEE (530 mg, 1. 1 mm
ol) #THF (10 mL) (AL, BEAFHIIL (160 mg, 1
1H8) Z2RML7Ek, ERTINEREEBRKREZEREEL, B/O0>14 K& <
500 mg, 90%> B, Y&/ O>4 K (360 mg, 0. 76 m
mol) #28% 7YE=7K (5 mL) IZHPEFTDHRMLE, 1REE
BTHEMREE, BT 7L CHit%. |KMEBS MY IALATERL, BEBELT
BOoNZEEENZLIATNTZ T4 =L, 1 - (B -ITFILRIK
ZI-6- (3-AFI-6-K)7)A0XFI-3H-4345Y [4,
5-bl]EVYY-2—9)) EYDY) -3 -4)V) >ya7anvAhi
RVBEE7IRN (300 mg, 87%) %187,
Ehef 1 1

1T- (5-ITFIRILKRZIL-6- (3 -AFI-6-K)T)xOXFIL
-3H-4324Y [4, 5-bl1EYUYY-2—q)) BEYTY) -3 -4
V) >oo7anRvALKRZ M) ILOEE (EkahES11-13)
[1£65]

EtO,S EtO,S
F;C | SN — CONH, F3C | SN — CN
- \
N/ N N / N/ N N %

IR TESNY7O7AnRVAILKRVET7I R (300 mg, 0. 6
6 mmol) ZDMF (2 mL) IZAEL., #F¥2EELYY (41 mg,
0. 4 H8) #RMLE, ZETIRERER. BNEEKZRML. BFEE
IFIILTHIE%., SKRES N DLATERL, BELTEONIEEE A
L0 T74—IftL. 1 - (B-ITFILANKZIIL-6- (3 -
AFI-6-KYZNLFAOXFIL-3H-4134Y [4, 5-b]l EYIY
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-2—4N) EYTIY) -3 -4)) oyaFanvalR=rYIL (15
0 mg, 52 %) %8,

[0289] QRFD2-T7X/-4- (M)ZFOAFIVFE) 7x/—)b, XIEN
S-AFI-6-MNUyNAOXAFIEYD Y -3, 4 -7 BLEERE
EfEfEBROAET. LEWES18-173, RU2-1358ELE

[0290] &1 6
AFI 3 - (5-IFILFAF-6- (3-XFI-6-K)7)LAOXF
W-3H-434Y [4, 5-blEBYIYY-2—9)L) EYIY-3-4
V) 7Y L—hO8SK
[1£66]

EtS EtS

F3C N F3C N
] \F@I SRS
N 1\( N= > N N= CO,Me

N

2- (B-IZTFNVFA-5-F—KREYIY-2-94J)) -3 -AFI-
6-KN)ZNAAXAFI-3H-43I4Y [4, 5-b]I1EYYY (170
O mg) I, ZOUILBEAFIL (630mg) . BiEE/SSTUHL (1 1) (
82mg) . MY(o- K YIW)KZRT14>¥ (220 mg) . N,N-I 1Y
FOELIFLTIY (940mg) . YAFILKRIVLTIR (36mL)
EMA. PILIVERLEE, 90 CTIREERLE, RINESWEEE
FTRALAE. KEFML., BT FILCHH. BNREKTERELSE
L, BRBEEKRETN)ILTERL, BETCEELE. 85N
REEV)ATFNAZ LA NI ST 4 —IfFL. XFI 3 - (5 -
IFLFA-6- (3-AFI-6-M)7)AOXFI-3H-435Y
[4, B-b]IEUIYY-2—q)) EVZV-3-4)) PV )L—K (
1100 mg) %2/,

W @ 159—161C
[0291] &EH11 7
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[0292]

XFI 2- (B-ITFIFAFA-6- (3-AFJI-6-K)7)AOXF
W-3H-434FY [4, 5-blEYYY-2—q)) EYYY) -3 -
A) >oa7anvAILRFS L — NDELE

[1667]
EtS
EtS
F3C
} /| N\ 7 N\ ey F5C = N
= N N= \ Cco,M | [
N 2vie SN"ON N= CO,Me

\

B)XFILANWNKEFYZOLI—YR (26mg) . DMSO (AFI
ANEFLR) (0. 6mL) OREBHRIC. KRLELFT MY TL (6mg)
EMA, BRETT3OLMBE®R L, REBRICAIIBTHELLIZRFI
(50 mg). THF (0. 6 mL) OEABE®REZOCTMA. 204
i Lctk, ERTIMREER L, KKEFML, BT FIL T, &8
MREKTERELZ R L, BRBEZEKREBT N) VATREL, BRE
TTEMHELE, BOoNEREZS VATV AZ LA NI ZT7 4 —ICfTL
CAFIL 2- (B-ITFIFF-6- (3-XAFI-6-b)7)LAOX
FIL-3H-1424Y [4, 5-b]l EYIY-2—9J)L) EYTY) -3
-qI) voa7anRvAlLRFIL—F (16 mg) 257k,
MRt 118—-120C
EHefl1 2
AFIL 2- (B-ZTFINAIKRZIN-6- (3-AFIL-6-K)D7)LF
AXFI-3H-4X4FY [4, 5-b]EYIY-2—a4)) EYIV)
-3 -4N) YoaFanvaALRFYL— b OEE (bEYMES11 -8

2)
[1£68]
EtS 10,8
F;C FyC
DA %> . /|%hf>ﬁz
SN N N= CO,Me SN NN COMe

BTS20V ANNKRYEBAFIIZIZAFTIL (16mg)
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BT FII (0. 4 ml) OREBEBKRICOCTM-CPBA (23 myg

) ZMA. ERT2HER® L, RINESWICENFAMEBKERFN)D
LA EEML, BT 7L THiE L. SEMERK. fENRIEKTEREZ
W Ui, BMEAEKRES N DLTEEL, BETTERELL, 85
NEREEAZ LAY NS T4 =L, XFI 2- (B-IFILR
WRZI -6 - (3-AFI-6-K)ZNAOXFI-3H-13I45Y [
4, 5-blEYIV-2—4)) EVZY) -3 -4)) >yvora/ny
ANKREFIL—bF (8. Omg) =HF,

[0293] IATFIC. BFIOEREFERTH. THHICREINDHDOTIRAL, WA
R, BREHBDDIEEEF AT,

[0294] &1 1.

AFB{LEY 1 O%R
LY 7 O%R
N—XF)LEol) RV 1 O%R

RYAFVIFLY/ ZANTzZNI—FILE
TIFIRVEYRIWVEVBAND D LEDRES 1 OB
UEEH—ICREARLTARET 2,

[0295] &FIfFI2 .

AFB{LEY 3ER
L —MK 8 2 1
HEIMR 1 5&B

U EaG—IOBEMR L THRIET S,
[0296] &3 .

AFB{LEY 5 R
RYMNFAMETL—DREWK 9 03R
DG =V ZRIWKRVEEAILS S A 5 &R

UEZEH—ITEE L. BEOKEMA TRRL, Sh, ELTHRFET
%o
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[0297] &FEIHI4 .

[0298]

AFEBLEY 2 O%p
hAY) v EEREDEERE 7 5 &R
RYVAFPIFLY/ZANTZINI—FILE
TIFIRVEYZIKRVBANY I LEDRES 5 &8
UEZEH—ITREMEL TKMFET 5,

RICAZBORRFZTTA. TNSICREINDHDTIEARL,

[0299] &i8&H%I1.
EETHTTS5LY (Myzus persicae) (oxd 3 B RHRAMEER

ERf8cm, BI8cmDTSAFYIRY MINIY A %EZTEET

AT TS LV EFESE, TNhEThORY NOFTERBZHE L, KXFEH
D—EX (1) TRINDBEEERRCENXIEZDEFZKICOHIET

5

OO0 ppmDERICERL., ZBRERY MEZNI YA DOEEICEHL

TREE. Ry M2 REILRE L. RFMAR6HBICEREThONI T4
KEELTWREETHT7TSLVOFERBZRAETL. TaaOX & YBAR
fzEH L. TRHEERICHK > THE L,

[0300] [%1]

(03011 T
T
C
C

B5fi=1 00— {((TXCa) / (TaXxXC)} X100

a : LEBXOHMAIFTERE

D AEX OB R BFERK
a : BAEX OEAAITERK
: RALIE X DR R B A R

[0302] HIEE#E

A - -

B
C - -
D

- B5BRME 1 0 0%

- BRI 9 9% ~9 0%
- Bk 8 9% ~8 0%
- BABRM 7 9%~5 0%
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[0303]

[0304]

[0305]

[0306]

TORR, AEBRLEWOT1-156, 1-16, 1-18, 2—15, 3
-13. 3—15, 5—-13, 5—15, 7—13, 7—14, 7—15,
8—-10, 8—-12, 8—15, 8—16, 8—18, 9—10, 9—12
11T =1,11-2, 11-3, 11—-6, 1T1—-10, 11—-13, 1
1-14, 11—-16, 11-27, 11-50, 11-53, 11-60
. 11-68, 11-73, 11-80, 11—-81, 11—-82, 11—
86, 11—-93, 11-94, 11—-96, 11—-131, 11—-140
11 =141, 11-148, 12—1, 12—-2, 12—6, 12-1
3. 18—1, 18—2, 18—6, 18—13, 18—161, 18—1
62, 18—-166, 18—173, 18—174, 18—176, 18—
187, 18—-210, 18—211, 18—213, 18—220, 18
—221, 18—228, 18—233, 18—234, 20—-2, 20—
21, 20—22, 20—-24, 20—-26, 20—39, 20—41, 2
0—42, 20—-44, 20—-45, 20-46RKk0V'20—-53F%. ADE
HERL 7T
HEABI2. EX NEY YA (Laodelphax striatella) (CW T B3R HELER
AFEBAO—MHKN (1) TRINDEEERREEWXIEEDEREEZKICS
HMEIETE500p pmDFERICHERL., ZHFRICA *EE (BFE : HERBB)
Z3O0OMEIREL. R LERICASZAHREICAN. EXMNEDVHISS
L1 O0BRTDEELALZICIERE L., BRESHRICERBRZREL.
ERREEZTEOALYEL L., HREI1 OHEEEICRK > THEZIT> &

(o)

[%42]

(B R AR — LR A )
WELBE (%) = R X100
(4 S [ A A )

FOER. A&EBLEYWDHD1—-15, 1—16, 1—-18, 2—15, 3
-13, 3—-15,. 5—-13, 5—-15, 7—13, 7—14, 7—165,
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[0307]

[0308]

[0309]

8—-10, 8—-12, 8—15, 8—16, 8—-18, 9—-10, 9—12
11T =1,11-2, 11-3, 11—-6, 1T1—-10, 11—-13, 1
1-14, 11—-16, 11-27, 11-50, 11-53, 11-60
. 11-68, 11-73, 11-80, 11—-81, 11—-82, 11—
86, 11—-93, 11-94, 11—-96, 11—-131, 11—-140
. 11=-141, 11—-148, 12—-1, 12—-2, 12—-6, 12—-1
3. 18—1, 18—2, 18—6, 18—13, 18—161, 18—1
62, 18—-166, 18—173, 18—174, 18—176, 18—
187, 18—-210, 18—211, 18—213, 18—220, 18
—221, 18—228, 18—233, 18—234, 20—-2, 20—
21, 20—22, 20—-24, 20—-26, 20—39, 20—41, 2
0—-42, 20-44, 20—-45, 20-46RKRV20—-53iF. ADE
MaERLE,
HE&BI3. OF A (Plutella xylostella) (o3 9 B3 HEER

N AREEICDAFTHORBEERE L TEPIE, N2 BRICETIFO
MWENI A ZEZERREAO—MKKX (1) TRINDIBEEERRILEDYE
BN DETHEFES500p pmIERLARRICHI OWEREL. A
HRIC25COEREICHE L, BRZEOCHRIIBIEREZHAETL., T
BBONICFYRBREZELE L. AR 1 OFHEELICE > THEETT > 1,
1X 1 0883 &EHl,
[#43]

e ALER KAl B g — AL (A R g
FHIEHRE (%) = x100
AEALER DXL LK

TORR. KEBLELEHO1-15, 1—-16, 1-18, 2—-15, 3
-13, 3-15, 5—-13, 5—-15, 7—13, 7—14, 7—15,
8—10, 8-12, 8—15, 8—16, 8—18, 9—-10, 9—12
C11=1,11-2,11-3,11-6, 11—-10, 11—-13, 1
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1—-14, 11—-16, 11—-27, 11-50, 11-53, 11-60
. 11-68,11-73, 11-80, 11—-81, 11-86, 11—
93. 11—-94, 11-96, 11—-131, 11—-140, 11—-14
1. 11—-148, 12—1, 12—-2, 12-6, 12—13, 18—1
. 18-2,18-6, 18-13, 18—161, 18—162, 18—
166, 18—173, 18—174, 18—176, 18—-187, 18
—210, 18—-211, 18—-213, 18—-220, 18—221, 1
8—228, 18-233, 18—-234, 20—-2, 20—-21, 20—
22, 20—24, 20—26, 20—-39, 20—-41, 20—-42, 2
0—44, 20—-45, 20—-46RKRUV20-531 ADEMERL,
EEX E DR HrT et

[0310] ARBICHEZELEWE. BEAVERERAERICH L TEBNHBRIREE
LTEY. BRATH S,
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s5RIA1]

POy
—i&=X (1)
[{1]
{xXh, RUZ.

(al) (C1-Cq) TILFILE;

(a2) (C5-C¢) >/ O7IFIE;

(a3) (C,-Cyq) 7T =ZILE ; XiF

(ad) (C,-Cs) 7IFZIE; 217,

R2i&.

(b1) (C3-C ) > /OFIFILE;

(b2) (C5-C ) ¥oBa7ILFI (C1-Cs) FIFIE;
(b3) /~O (C3-Cg) ¥2O7IFIL (C-Cg) TILFIE;
(b4) (C,-C ) ZIFILFHE; X

(b5) RA—XIFER->THERK.

(a) NOFTVRTF.

(b) >7 /&,

(¢) ¥7/ (C,—Cyq) 7IFIE,

(d) BRI ZIVE,

(e) EROFY (C1—Cyg) FIFIE,

(f) nO (C,;—=Cyg) TIFILE,

(@) (C1—Csq) ZIOAFY (C1—Cys) TIFIE

(h) ~a (C,—=Cg) ZIOFY (C1—Cy) FIFIE,
(i) (C3—Cs) ¥2O7IFIL (C;—Cs) 7ILIFY (C,—Cq
) PILFIVE,

(i) (C1-Cq) ZILFIFF (C1—Cs) FIFIE
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(k) (C,-Csg) ZILFIRILT4=)b (Cy-Cyq) FIFILE,
() (C1-Csq) ZILFINZRIKZI (C,—Cyg) TIFIE,

(m) (C,-Cg) ZIFIAIKRIILE,

(n) HILREIILE,

(0) (C1—Cys) ZIAFIAINKRZIE,

(/A (C,—Cq) FLIAFYHILKRZILE,

(@) (C3-Cs) ¥4OFIFIL (C—Cs) ZILAFTHILRZIL
=,

(r) (C1—=Cs) ZIFINAILKRZIAFY (Ci—Cq) TIFILE
(s) (C3-Cs) 2OF7ILFINAINKRZNAFRY (C,—Cg) T
FILE,

(t) (C1—=Cs) ZANAFTALRZILAFY (C1—Cq) FIFI
=,

(RS (R8) NE (X, ROKRUReE, A—XIFEL>THRL
KZRTF. (C,-Cs) 7IFIE, (C3;-Cs) ¥oO7ILFIL
B (C3-Cs) >7O7IFI (C,-Cq) ZIFILE O (
Ci1-Cs) ZIFILE, (Ci-Cq) ZIFILAILKRZILE (C,
-Ce) ZPINIFTVAIRZIE, XiFY (Cy-Csq) PIFILTXI
JANKRZIE (ZZT. Y (Ci-Cs) PILFILTI/OTILF
WEEFRA—XER>THELW) 2RT, ) ;

(VR® (R8) N (C,-Cs) ZIFILE (XP. RSRUVRSIL Bl

EBERL, )
(WRS (R&) NANLKRZLE (X, RORUReE, FizgeR L,
)

(x)R® (R®) NAINRZIFFL (Ci-Csq) FILFILE (A
. RERUROIE, BIEZEA L, ) BV
(y)C (R5) =NOR®E (XH., RSRGROFFIEBICAL, ) ; »
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SBIRIND 1 ~20BHMEXBLICETS (C;—C,) 707
WERIVE; #2517,
R 3.
(c) NAOy¥VEF;
(c2) Y7 /%,
(c3) =—hnOH;
(c4) (C1-Cq) TILFILE;
(cB) (C1-Cs) 7ZIOAFE;
(c6) (C,-Cs) FINFTZINFFIE;
(c7) (C,-Cs) FIAFZINAFVE;
(c8) /nO (C,-Cyq) 7IFIE;
(c9) /nO (C,-Cq) ZIOAFVE;
(c10) /~nO (C,-Cy) 7T ZILFFIE;
(c11) /nO (C,-Cq) FIFZDIAFIE;
(c12) (C1-Cs) FIFILFFE;
(c13) (C1-Cs) ZIFIZILT 1 ZILE;
(c14) (C1-Cs) TILFINRIVKZILE;
(c15) /nO (C,-Cq) FIFIFAE;
(c16) /nO (C1-C¢) FIFIAILT 4 ZILEXIZE
(c17) /~O (C,-Cyq) ZIFIRIKRZIEETRT,
A, A2RUA3IE, CH, XIBEERREFEL.
Alig, O, S, XIEN—R4*%x9 (2 ZTR4IL,
(d1) (C,-Cq) ZILFILE;
(d2) (C3-C¢) > O7IFILE;
(d3) (C,-Cys) 7T =ZILE ; XiF
(d4) (C,-Cs) ZIFZIE; 2RT),
BL. ATAN—R*DFE. A2, AHERFICEBRERETFTHDH
aER<,
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[553K1R2]
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mig0. 1, XiF2%mRL. nid1, XiF2%5R7, }
THRINDMBEERRILEMXIE T DELE,
R1A%(al) (C-Cs) FILFILETHY.
R2A%(b1) (C3-C ¢) > OFIFILE;
(b4) (C,-C ) ZIFILFHE; X
(b5) E—XIFEQ>THRL.

(b)
(c)
(d)
(e)
(f)
(9)
(h)
(i)

VRN

7/ (Ci—Cg) TIFILE,
RILIILE,

EROx> (C,—Cyq) F7IFILE,

O (C,—Cyg) I FILE,

(C1—Csq) 7OaFY (C1—Cs) FIFIE

NnO (C1—Cs) ZIOFY (C,—Cyg) TILFILE,
(C3—Cs) ¥7a7ILFI (C,—Cy) ZIAFY (C;—Cq

) FILFILE,

(i)
(k)
(L)
(m)
(n)
(o)
(p)
(a)
&,
(r)

(s)

(C1-Cq) ZIFILFZF (Ci—Cq) TILFIE,
(Ci1-Csq) ZIFIAINLT 1= (Cy-Cs) FIFILE
(C1-Cs) ZIFIRIVKRZI (C1—Csg) TIFIE,
(C,-Cs) ZIFIAIKRZIE,

HIVRFDIVE,

(C,—Cysq) ZIOAXTHIKRZIE,

NO (C,—Cyq) ZIAFTAIKRZILE,

(C3-Cyq) ¥2O7IFI (C,—Cyq) ZIAFTHILKRZIL

(C,—Cq) ZIFIANKIILAFY (C,—Cy) FIFILE

(C5-Cq) 707N FINANLRZILAFY (C,—Cq) T

FILE,
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(t) (C,—=Cs¢) ZNIAFTHILRZILZFL (C,—Cy) FIFI
=,

(u) R5 (R&) NE (X, RERUVREIF, A—XIFEAL>TER
<

KZRTF. (C,-Cq) 7IFIE, (C;-Cq) ¥oO7ILFI
B (C3-Cs) >7O7IFI (C,-Cq) ZIFILE O (
Ci1-Cs) ZIFILE, (Ci-Cq) ZIFILAILKRZILE (C,
-Ce) ZPINIFTVAIRZIE, XiFY (Cy-Csq) PIFILTXI
JAIKRZIE (22T, ¥ (Ci-Cq) FIFLTI/DOTIF

WEEFRA—XER>THELW) 2RT, ) ;

(v) R5 (R8) N (C;-Cg) ZIHILE (X, RIRVREIL,

AIEE R Lo )

(w) R5 (R®) NANKRZJLE (XA, RIRVRSE, giic&@E L
o)

(x) R85 (R®) NANKRZILAFL (C,-Cq) 7ILFIE (K
. RSRUROIL, RIZEERAL, ) RV

(y) C (R?) =NORS®E (KX, RSRUVROIFIFIEZICAL, ) ;

HNOBIRIND 1 ~20BHRELZBREICETS (C3—C6) ¥70

FILFILETHY,

R3A

(c8) /~nO (C,-Cyg) TIFIE;

(c9) ,~nO (C,-Cyq) 7ZIOFE;

(c12) (C,-Cs) FIFILFFE;

(c15) /nO (C,-Cq) FIFIFAE;

A, A2RTAHY, CH, XIIBERREFTHY.

AT, O, S, XIEN—R4THY (ZZTR4EWT) (C,-Cy)

TILFIE; #RY). ATHBN—RADFE. AZRTAINERICE
RETTHDIFEERE,
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mixO, 1, XIE2THY,

nik1 ThHs
ERIE 1 ICEBHOMEEERRILEYINXIE T DIELE,
[EEKIE3] RiAY, (al) (C,-Cg) ZIFIETHY.

RzAY, (b1) (C3-C ) ¥ oO7ILFILE; X

(b5) RA—XIFER->THERK.

(b) >7 /&,

(n) HILREIILE,

(0) (C1—Cs) ZINAFIANKRZIE,

(t) (C1—=Cs) ZNIAFTHILRZINAFL (C1—Cs) FIFI

B BLLLF

(WR®S (R®) NAJIKRZJLE (X, RKRUReIE, AizcER L,
)

HMOBRIND 1 ~20BHEEZREICETS (C;—C6) >0
TILERILETHY.

R3A% (¢8) /nO (C,-Cq) FIFILETHY.
A, A2RUAID, BREFTHY.
AT, N—R4THY (TZTR4L (d1) (C,-C¢) 7 FIE%E
L. A2RGAIDRFICERREFCTHDIHE R,
mMO. XIE2THY.
nHh1THs
ERIE 1 ICEEHOMBEERBRIELEMXITZE DR,
5 KIE4] [1&2]

Oy,
“S—R!
pr— N AN
RZ{H puﬁ)“ M
\ /{ Al AZ*AS

(X, RUE, (al) (C,-Cyg) ZILFIE; (a2) (C;-Cg) ¥
2O0F7ILFILE ;
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[E53KIR5]

(a3) (C,-Cq) 7T =ILE ; XiF (ad) (C,-Cs) I FZILE
; ZIRY

R2i&, (b1) (C3-C ) >2O7IFIE,; (b2) (C5;-C4) ¥
oO7IFI (C-Cq) ZIFILE; (b3) /O (C3-Cq) ¥¥
O7ILFIL (C1-Cy) TILFILE ; X

(b4) (C,-C ) FIFILFHE; 5R7,

ReiE, (1) nNOFVEF; (¢2) YF7/&E; (3) =—bOE;

(c4) (C,-Cq) ZIFIE,; (c5) (C,-Cq) ZIOAFTE; (c
6) (C,-Cs) ZIUZIAFIE; (c7) (C,-Cq) ZIFZIF
FUE; (c8) O (C-Cq) 7ZILFIE; (c9) O (C,-Cy
) ZILaAFTE; (¢10) /O (C,-Cq) PILrZIAFVE; (¢
11) ,nO (C,-Cyq) ZIhFZIIFFIE,; (c12) (C,-Cq) T
FILFAE; (c13) (C1-Cq) FILFILZILT 4 ZIJVE; (c14) (
Cq1-Cs) ZIFILZRIKRZIE; (c15) O (C1-Cg) FIFI
FAE; (c16) /~nO (C1-Cs) FILFIZIT 4 ZIVE ; X (¢
17) ,~nA (C,-Cyq) ZAFILRAIKZIEETRT,

ARTAZ A3ld, CH, XIEEZRFETZRL. AL, O, S.
XIEN—R4%RY (ZZTR4E. (d1) (C-Cq) FTILFILE;
(d2) (C3-Cs) > O7IFIIE; (d3) (C,-Cs) FITZIE
; ik (d4) (C,-Cq) PIFZILE; #5R7), BEL. ATHAN-—
R4DFE, A2, ADRRICBERRETTHIHBEEMRL, miZ0,
1. XiZ2%m7R0L. nid1, XIE2%R7, }
THRINDBEERRILEY.

R4S, (al) (C,-Cy) 7IFIE; #RL. R2H. (b1) (Cs-
Ce) /a7IFILE; XL (b4) (C,-C ) ZILFILFHE;
AL, R3A, (c8) /~nO (C-Cy) FZIFIE; (c9) O (C
1=Cs) ZIOAFTE,; (¢12) (C,-Cq) 7IFIFAE ; XiF(cl
5) /O (C,-Cq) FIFILFAE; KT,
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[E53KIR6]

[553KIR7]

[53K1R8]

[553KIR9]

ARG A2 A3p, CH, XIIBREFZxrL. A'H, N—R*
#RY (TTTR4UE. (d1) (C1-Cy) FIFIE; #RF), m
A0, XIF2%ZRL. nid1%Z5RY. BRES ICEEBOBEERRL
xR

RIA, (al) (C,-Cs) ZIFIE; ZixL. R2H, (b1) (C;-

Ce) r7O7IFIE; 2L, R33N, (e8) O (C,-Cy) 7
WERIVE; #2517,
ARG A2, A3p, CH, XIZBHREFZxrL. A'H O, S. X
WN—-—R*4%ZR7d (ZZTR4E. (d1) (C-Cq) TILFILE; %
T9)e mAO, XiF2%RL. niE1&RY, HRESICEHDOKE
BERRILEY,

BRET~6DVWTIhA—HICEHDOHBEESERRILEMIEET DR
HEAWRDE LTEET I &2 BHE T2 EBERAZREL

BRET~6DVWTIhA—HICEHDOHBEESERRILEMIEET DR
FOEVETHEYITLELAWIEBTZ I EE2RFEET2EEZARA
FIDERAE,

BRET~6DVWTIhA—HICEHDOHBEESERRILEMIEET DR
HOBMEEZEWKDE LTEETHILER/HET 2HAEBETERNY
BRI,



INTERNATIONAL SEARCH REPORT

International application No.

PCT/JP2016/052841

A. CLASSIFICATION OF SUBJECT MATTER

C07D417/04(2006.01) 1,

C07D401/04(2006.01)1, A0OIN43/54(2006.01)1, A0IN43/76(2006.01)1, A0OIN43/78
(2006.01)i, AOIN43/920(2006.01)1i, A0OIP7/04(2006.01)1, C07D413/04(2006.01)1,
C07D471/04(2006.01)1,
According to International Patent Classification (IPC) or to both national classification and [PC

C07D498/04(2006.01) 1,

B. FIELDS SEARCHED

C07D401/04,
C07D413/04,

AO1N43/54,
C07D417/04,

AO1N43/76,
C07D471/04,

C07D498/04,

Minimum documentation searched (classification system followed by classification symbols)
AO01N43/78,

A01N43/90, AO1P7/04,
C07D513/04

1922-1996
1971-2016

Jitsuyo Shinan Koho
Kokai Jitsuyo Shinan Koho

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched
Jitsuyo Shinan Toroku Koho
Toroku Jitsuyo Shinan Koho

1996-2016
1994-2016

CAplus/REGISTRY (STN)

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)

C. DOCUMENTS CONSIDERED TO BE RELEVANT

28 June 2012
entire text

(28.06.2012),

& JP 2013-136519 A & JP
& JP 2015-232036 A & US
& US 2014/0364444 Al & EP
& CN 103261170 A & KR

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.

E,X WO 2016/026848 Al (SYNGENTA PARTICIPATIONS AG), 1-9
25 February 2016 (25.02.2016),
entire text; compounds P7, P15, P16, P18, P20,
P21
(Family: none)

Y WO 2012/086848 Al (Sumitomo Chemical Co., 1-9

Ltd.),

2015-232035 A
8853238 B2
2655337 Al
10-2013-0140125 A

Further documents are listed in the continuation of Box C.

|:| See patent family annex.

* Special categories of cited documents:

“A”  document defining the general state of the art which is not considered to
be of particular relevance

“E” earlier application or patent but published on or after the international filing
date

“L”  document which may throw doubts on priority claim(s) or which is
cited to establish the publication date of another citation or other
special reason (as specified)

“Q”  document referring to an oral disclosure, use, exhibition or other means

“P”  document published prior to the international filing date but later than the

priority date claimed

“T”  later document published after the international filing date or priority
date and not in conflict with the application but cited to understand

the principle or theory underlying the invention

document of particular relevance; the claimed invention cannot be
considered novel or cannot be considered to involve an inventive
step when the document is taken alone

document of particular relevance; the claimed invention cannot be
considered to involve an inventive step when the document is
combined with one or more other such documents, such combination
being obvious to a person skilled in the art

“&”  document member of the same patent family

Date of the actual completion of the international search
14 March 2016 (14.03.16)

Date of mailing of the international search report
22 March 2016 (22.03.16)

Name and mailing address of the ISA/
Japan Patent Office
3-4-3,Kasumigaseki,Chiyoda-ku,
Tokyo 100-8915, Japan

Authorized officer

Telephone No.

Form PCT/ISA/210 (second sheet) (January 2015)




INTERNATIONAL SEARCH REPORT International application No.

21 May 2015 (21.05.2015),
entire text
(Family: none)

PCT/JP2016/052841
C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT
Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
Y WO 2013/018928 Al (Sumitomo Chemical Co., 1-9
Ltd.),
07 February 2013 (07.02.2013),
entire text
& JP 2014-5263 A & US 2014/0194290 Al
& US 2015/0197532 Al & US 2016/0009715 Al
& EP 2739624 Al & CN 103717598 A
& KR 10-2014-0068920 A
Y WO 2014/119679 Al (Sumitomo Chemical Co., 1-9
Ltd.),
07 August 2014 (07.08.2014),
entire text
& US 2015/0366208 Al & EP 2952098 Al
& KR 10-2015-0113097 A & CN 105142403 A
Y WO 2014/142292 Al (Nihon Nohyaku Co., Ltd.), 1-9
18 September 2014 (18.09.2014),
entire text
& US 2016/0021886 A & EP 2975039 Al
& CN 105051045 A & KR 10-2015-0132401 A
A WO 2013/191188 Al (Sumitomo Chemical Co., 1-9
Ltd.),
27 December 2013 (27.12.2013),
entire text
& US 2015/0246911 Al & EP 2865672 Al
& CN 104395300 A
E,A WO 2016/020286 Al (SYNGENTA PARTICIPATIONS AG), 1-9
11 February 2016 (11.02.2016),
entire text
(Family: none)
E,A WO 2016/023954 A2 (SYNGENTA PARTICIPATIONS AG), 1-9
18 February 2016 (18.02.2016),
entire text
(Family: none)
P,A WO 2015/072463 A1 (Nihon Nohyaku Co., Ltd.), 1-9

Form PCT/ISA/210 (continuation of second sheet) (January 2015)




INTERNATIONAL SEARCH REPORT

International application No.

PCT/JP2016/052841

Continuation of A. CLASSIFICATION OF SUBJECT MATTER

(International Patent Classification

C07D513/04(2006.01)1

classification and IPC)

(IPC))

(AccordingtoInternational PatentClassification (IPC) ortobothnational

Form PCT/ISA/210 (extra sheet) (January 2015)




ERS A EHpERES PCT JP2016./052841

A, EREOBTLHTFOME (EEFFIE (I1PC) )

Int.CL.  CO7D401/04(2006. 01)i, AO0IN43/54(2006.01)1, AOIN43/76(2006.01)1, AO0IN43/78(2006.01)1,
AOIN43/90(2006. 01) i, AO1P7/04(2006.01)1i, C07D413/04(2006.01)1i, CO7D417/04(2006.01)1,
C07D471/04(2006. 01) i, C0O7D498/04 (2006.01)1i, CO7D513/04(2006.01)1

B. #H&EZITo7nW

A 21T o T2/ DIRE R (HER R0 (1 PC) )

Int.CL.  CO7D401/04, AOIN43/54, AOIN43/76, AOIN43/78, AOIN43/90, AOLP7/04, CO7D413/04, CO7D417/04, COTD471/04,
€07D498/04, CO7D513/04

B/NBE R OB B TR To - BFICEENns 60
HAREEAFEAH 1922—19964F
H AREAREAFEAR 1971—201614F
H AR EE A 285N 1996—201614F
HAREBREEAFEAR 1994—201614F

ERSRE CHEA LB SFT —F =R (T == AOLFR, PHEIH L7z H5E
CAplus/REGISTRY (STN)

C. BET L L8050 53Tk

51 FSCHR D B9 %
N7 AY —% SIRSCHRY M OB OE TR BELIET D & &%, T OBES L EATOFR FHRIHDE 5
E, X WO 2016/026848 Al (SYNGENTA PARTICTPATIONS AG) 2016. 02. 25, 1-9

2. L& P1, P15, P16, P18, P20, P21
(773 U—7201)

Y WO 2012/086848 Al (SUMITOMO CHEMICAL COMAPNY, LIMITED) 1-9
2012. 06. 28, =X

& JP 2013-136519 A & JP 2015-232035 A & JP 2015-232036 A
& US 8853238 B2 & US 2014/0364444 Al & EP 2655337 Al

& CN 103261170 A & KR 10-2013-0140125 A

W CHlOREIZLIEBAIEE STV 5, ™ ORF T R )BT AR R SR,
¥ BIAXEOAT I — D HOBRIATR S iz 30k
TA] FRIZBIEO & 5 CEN Gl <, —RMERKELZ 4 [TT) EENER SUIMBLARICARINEIMTH - T
Ho HEEE FET B EOTHRLS . BHOFREIIHER
E)] EREEEAaOBBEE b s, ERREREA OHFEDOI=DIZFI AT HHD
DABIZAR ENZHO [X] BCEED H 5 kT o T, MEE LA TR
[L | EAHEERICERZ R T 50U o SR 03817 OFFRMESOLESMERN I e EZ NS B0
AE LIRS EE LT 270D SI AT Y] BCEEDH L TH - T, Yzl e o 1 2L
Aok (BE AT FoxERE D, BEFICE > THRTHHHARIC
o] NERICL 28R, A, BTREICS kKT 5300 Lo THERERNEEZEZ NS LD
P EBREFEARIT, »OECEOTEOREGE L 2o HE (&) F—F 77 3 U —3CHk
EEALEEET Lz A E A HR S ORIE A
14. 03. 2016 _ 22. 03. 201686
E RSO L S T BHTHEE FEROHHMER) 4P| 3444
ARERTT (1 SA]P) A
HWEESZ100—8915
R TAHXERE-"TH4& 3% EFHEES 03—-3581—-1101 H#HE 3492

BAPCT / I1SA 210 (HE2~—) (2015%#1A8)




ER A EpsHpEE S PCT/JP20167052841

C (Bix) . BEd 5 R0 L5 3k

51 FSCHR D B9 %
N7 AY —% SIHSCHRY M OB OE TR BELIET 5 & &%, COBES L EpTOFR RO &
Y WO 2013/018928 Al (SUMITOMO CHEMICAL COMPANY, LIMITED) 1-9

2013.02.07, =X

& JP 2014-5263 A & US 2014/0194290 Al & US 2015/0197532 Al
& US 2016/0009715 Al & EP 2739624 Al & CN 103717598 A

& KR 10-2014-0068920 A

Y WO 2014/119679 Al (FEAALFHRAS ) 2014.08.07, 43¢ 1-9
& US 2015/0366208 Al & EP 2952098 Al & KR 10-2015-0113097 A
& CN 105142403 A

Y WO 2014/142292 Al (HAEFRASH) 2014, 09. 18, &3 1-9
& US 2016/0021886 A & EP 2975039 Al & CN 105051045 A
& KR 10-2015-0132401 A

A WO 2013/191188 Al (FEAAbZFHRASH) 2013.12.27, &3¢ 1-9
& US 2015/0246911 Al & EP 2865672 Al & CN 104395300 A

E, A WO 2016/020286 Al (SYNGENTA PARTICTPATIONS AG) 2016.02. 11, 1-9
2 (77 IV—nl)

E, A WO 2016/023954 A2 (SYNGENTA PARTICTPATIONS AG) 2016. 02. 18, 1-9
2 (77 IV—nl)

P, A WO 2015/072463 Al (H AR 2015.05. 21, &3 1-9
(77X U—721)

HAPCT / ISA 210 (HE2_—Y0k%) (2015%1H4°)




	Page 1 - front-page
	Page 2 - front-page
	Page 3 - description
	Page 4 - description
	Page 5 - description
	Page 6 - description
	Page 7 - description
	Page 8 - description
	Page 9 - description
	Page 10 - description
	Page 11 - description
	Page 12 - description
	Page 13 - description
	Page 14 - description
	Page 15 - description
	Page 16 - description
	Page 17 - description
	Page 18 - description
	Page 19 - description
	Page 20 - description
	Page 21 - description
	Page 22 - description
	Page 23 - description
	Page 24 - description
	Page 25 - description
	Page 26 - description
	Page 27 - description
	Page 28 - description
	Page 29 - description
	Page 30 - description
	Page 31 - description
	Page 32 - description
	Page 33 - description
	Page 34 - description
	Page 35 - description
	Page 36 - description
	Page 37 - description
	Page 38 - description
	Page 39 - description
	Page 40 - description
	Page 41 - description
	Page 42 - description
	Page 43 - description
	Page 44 - description
	Page 45 - description
	Page 46 - description
	Page 47 - description
	Page 48 - description
	Page 49 - description
	Page 50 - description
	Page 51 - description
	Page 52 - description
	Page 53 - description
	Page 54 - description
	Page 55 - description
	Page 56 - description
	Page 57 - description
	Page 58 - description
	Page 59 - description
	Page 60 - description
	Page 61 - description
	Page 62 - description
	Page 63 - description
	Page 64 - description
	Page 65 - description
	Page 66 - description
	Page 67 - description
	Page 68 - description
	Page 69 - description
	Page 70 - description
	Page 71 - description
	Page 72 - description
	Page 73 - description
	Page 74 - description
	Page 75 - description
	Page 76 - description
	Page 77 - description
	Page 78 - description
	Page 79 - description
	Page 80 - description
	Page 81 - description
	Page 82 - description
	Page 83 - description
	Page 84 - description
	Page 85 - description
	Page 86 - description
	Page 87 - description
	Page 88 - description
	Page 89 - description
	Page 90 - description
	Page 91 - description
	Page 92 - description
	Page 93 - description
	Page 94 - description
	Page 95 - description
	Page 96 - description
	Page 97 - description
	Page 98 - description
	Page 99 - description
	Page 100 - description
	Page 101 - description
	Page 102 - description
	Page 103 - description
	Page 104 - description
	Page 105 - description
	Page 106 - description
	Page 107 - description
	Page 108 - description
	Page 109 - description
	Page 110 - description
	Page 111 - description
	Page 112 - description
	Page 113 - description
	Page 114 - description
	Page 115 - description
	Page 116 - description
	Page 117 - description
	Page 118 - description
	Page 119 - description
	Page 120 - description
	Page 121 - description
	Page 122 - description
	Page 123 - description
	Page 124 - description
	Page 125 - description
	Page 126 - description
	Page 127 - description
	Page 128 - description
	Page 129 - description
	Page 130 - description
	Page 131 - description
	Page 132 - description
	Page 133 - description
	Page 134 - description
	Page 135 - description
	Page 136 - description
	Page 137 - description
	Page 138 - description
	Page 139 - description
	Page 140 - description
	Page 141 - description
	Page 142 - description
	Page 143 - description
	Page 144 - description
	Page 145 - description
	Page 146 - description
	Page 147 - description
	Page 148 - description
	Page 149 - description
	Page 150 - description
	Page 151 - description
	Page 152 - description
	Page 153 - description
	Page 154 - description
	Page 155 - description
	Page 156 - description
	Page 157 - description
	Page 158 - description
	Page 159 - description
	Page 160 - description
	Page 161 - description
	Page 162 - description
	Page 163 - description
	Page 164 - description
	Page 165 - description
	Page 166 - description
	Page 167 - description
	Page 168 - description
	Page 169 - description
	Page 170 - description
	Page 171 - description
	Page 172 - description
	Page 173 - description
	Page 174 - description
	Page 175 - description
	Page 176 - description
	Page 177 - description
	Page 178 - description
	Page 179 - description
	Page 180 - description
	Page 181 - description
	Page 182 - description
	Page 183 - description
	Page 184 - description
	Page 185 - description
	Page 186 - description
	Page 187 - description
	Page 188 - description
	Page 189 - description
	Page 190 - description
	Page 191 - description
	Page 192 - description
	Page 193 - description
	Page 194 - description
	Page 195 - description
	Page 196 - description
	Page 197 - description
	Page 198 - description
	Page 199 - description
	Page 200 - description
	Page 201 - description
	Page 202 - description
	Page 203 - description
	Page 204 - description
	Page 205 - description
	Page 206 - description
	Page 207 - description
	Page 208 - description
	Page 209 - description
	Page 210 - description
	Page 211 - description
	Page 212 - description
	Page 213 - description
	Page 214 - description
	Page 215 - claims
	Page 216 - claims
	Page 217 - claims
	Page 218 - claims
	Page 219 - claims
	Page 220 - claims
	Page 221 - claims
	Page 222 - claims
	Page 223 - wo-search-report
	Page 224 - wo-search-report
	Page 225 - wo-search-report
	Page 226 - wo-search-report
	Page 227 - wo-search-report

