ZIHSd 10-2014-0017520

G (19) H3R=53]7 (KR)
‘ (12) /W53 FE(A)

(11) Iz
(43) FMLA

10-2014-0017520
20143029114

(61) =587 (Int. Cl.)
AOIN 37/18 (2006.01) CO7D 417/14 (2006.01)
AOIN 43/80 (2006.01) AOIN 43/78 (2006.01)
AOIP 3/00 (2006.01)

(71) #9191
ol ofo] F& o vi=e} A= oy
ul§HE HEkeols (S-S 19898) AW EA
nlolAE AEgo]E 1007

(2D =YWz 10-2013-7018596 (72) 247
(22) E44A(=4) 2011812912 sz, W, @
A TR R V= 19711 Epsllol S ol AER] FEhe] 2
(85) 9T AIELA 2013307216 = 108
(86) FAZ=YHS  PCT/US2011/064324 Aejotr, Ax
(87) =AIF/NHE WO 2012/082580 vl 19720 2T 7 AE 2EHYA B
ZAEALA 2012906921 Hh= 453
(30) $-2AFF (74) el
61/424,228 2010991291790  w]=(US) AY, ¢9E, 498
Ax A4 5= 0 F 12 &
(54) ol W ARAFA otFAlo)|EY olm=
(57) & ¢<F
slehal 19] SHE (BE JA o)A X3, ol NMZAfel= H o]9] Jo] JAF o] Qlt}:
E\X/G\J/Z\Q
1
(714, E, X, G, J, Z, 2 Q& & HAA E S 7l HJH npep 2},
sleka] 19 FFES TR RAE, ¥ FaHY 2 e d38E Tt RAES HEde Ae X,
Ao HLhA N o3 &S wAlsE WHE A EY] g,



ZIHSd 10-2014-0017520

58379 ¥
AT 1

shop) 19 AeEs 538, ol FSAelE 3 o]e] @:

SN N
1
7] AedA,
E<
rRY R
Rla/A R N 9 N
1
Y N o R Y
gt .
w R3 W W
E-1 E-2 E-3

®%%), ®%%), ®%),
X-1 X-2 X3
6b
s N
_N\_>— J _/>7 K\\\(
- N
alzsa) N &,
" ®%),
X-4 X-5 X-6
—N N, —N
®®), ®, ®R®),
X-7 X-8 X9
ol
=
N, N
- \l_/ —
R,

X-10

(4714, X 7]= =0z Wolg)
of RHHEE WIHHE AT
G B2 YA 3 49 (ring member) ol A R L
B 37 olate] A&r|2 Qo AWHE 59 Bidhol;
JE Zbzb B 93, 9 oA olske] 0 UAF, 27 olake] S U}, 47 olake] N Uk 2 24 ol&tel Si UA F

o7 REE= 47 olale] dElR 9% FolA A & T (714, 37 olate Ba 9A
B TAYE 0(=0) 2 C(=9) FAAM SPHor HaHT, F 92 F FALE S(=0),(MR ); FAM EHH o

2 AEse], 72 94 & P9 SRR FolA SHow dudths TFddtu, B 4 sPHow
A

By = 57) olste] 3R doE XIEe= 59, 69 T 7Y 3, 8 WA 119 o]#A (bicyclic ring



ZIHSd 10-2014-0017520

system) = 79 WA 119 232384 (spirocyclic ring system)©]™;

1
=7 B

7247 g QA 2 2 oldke] 0 9, 270 ool S A}, 274 olake]l N 9k % 1A o]kl Si AR oA
E=gdow A= 27 olake] dEHRE A% FoAq MElE ) AL (714, 270 o] Ba U H T
YAe C(=0), C(=8) Z C=NOH) FolA Sgdon Hugm, 3 94 8 29 S(0),(=NR ), FNA 59

Hoz desn], fx A4 A FHYL SRR oA SPHor Audrhe TaAsm, w2 A A 74

g gl R 2 A QA A TAY M RS FA Sy oR HuEE 47) ojahe] Ay ol I

7 o
. " i(RIZ RIZ R12
RZ R
e e
S » N
o I L,
©O)q R
z1.1 z12 z13
II{‘Z RI2 RI2
C _
yd §CI:/ —C=C— , >
RlZ fe]
714 715 7lé
O O HO, R!2
)H( 5 )‘Y , )% ,
0 HO R!2 HO R!Z
z1.7 z18 zlo
RIZ R12 R12 R12 R12 R12
1;1/ , A , -5 ,
RIZ RI2 o3 R12 R12 R12 R12
z1.10 7111 z1-12
13 2 12
RI3 L1212 Rl2 R12 R
I R\ R Rl2 12 R12 i )<RIZ
/N > > II\] )
0
RIZ RIZ R13
zl.13 zl.14 zl.15
R1Z R12 Rl2 gI2 R12 g1
O/ » s ’
12
r12 RI12 R12 OH R!? OH R12 R12R12 R
zl.16 zl.17 z1.18



RlZ RIZ

AT
R R (O)q

z1.19

zl.37

7140

(714, 7' 71 HZom Wolgle Adto] 8814 19 Jo Ry T,
o RAEEE MgHthE TAHE 18

Q= 211—71—
d o gy
g 97, 9

olste] &=

3=

27k wra 9, 2 27 olskel 0 AR,
=gxon AuEs 47 olste] HHw

TR oM R FolA =gnom
8

= 3 (heteroaromatic ring) T

12
Rl2 rI2 R
z1.20
VJW(
RZ R1%12 R!2

7123

Pl 12
R!Z RPZR1I2 R

7141

% owa A B T golA

27] olatel 0 ¥R, 270 olske] S

A7 Fol A Mew

S

l

TC -
L

SIS

12

10-2014-0017520

R" Fol4 S9do2 Aass 57 olske] A@712 oz A8=: )

)

gt 57 olste] AR lelw As= 59 WA 69
A A 119 AHE RS )R E

27} olatel s A, 4 olakel N 7k % 27 olatel si
A7 FolN AEHE @ T (G714, 3 olate wa 91 @ 7

A7 8 4l olste) N A7 FolA SRHen AHHE 49

-1 = - 9 .
& e, ©a 9% § TAY Aol R R da A% @

ez W

A} Fol A



SIHS31 10-2014-0017520

AL C(=0) 2 C(=5) ZFolA Syxom Auea, F 94 & FHULS S0).(AR ) FolA Pz A

BE, TA 97 3 PAYS SIRR FoA Egdon AeHthS ¥Eea, wa 97 8 7Y AA
9

R 2 A2 492 3 749 Aoa R 24 Eggoz Aus= 57 olde] &r]= 9oz Aes= 39
WA 79 RS wast 59 X 79 S Bas w89 x] 119 wEE o]k ojul;

15 16
A= R, MR E= C(=0)0)aL;
Ae -0, -S-. NR)-, -C(RD)sm, -0C(R)y=, -SCR)- T -NRICR) - (714, AZoz =Zal= AFe
N=CRIR) A2H T, $Zo0m EZaE 2T -CR)R)- AAAR) o H;

W 0 = SolaL;

e or®, RV R me= RPo)m;

R 2R & 5gHo=, o2 X3d dd, dog=2 X3y vzeed Ex Qo= X3k 59 Ulx] 69 &l
20 3 e Aok, GG €, GG €AY, CGC ¢71d, (G T2, CC F=LA, (s

thold ot edd,  (C FRRIAoM L, (Co ArlER2EZopv| U, -G EFA, GG
SRATA], C-Cs AP ZFRUATA], C-Cs TRAFIZELFA, (-Cy At]ZRAAUZIA] | C-C; SAGZA],
CrCs FRAALKA, CCs AINIHFA, CCs FEAINIZA, CCs EFANLTFA, CC GATERIDSA],
CrCy FRAATERISA], (-C DAE L, (C FRIAEQ, (C ALIZFR2ULAE S, (-C EdfoldAA
I, (-0 hobn e, C-Cy ol o C-Cy TR Aolm] e, (-C SZtlold o] C-Cy Alo]Z2
dZoln| v, C-C; dAFER Dol (,-C; FRdA=RDoln| | (-Cy AT Dol (-Cy T2 L7
Axdopr]y, FEEYd, ddgvd Ee R2Eedo|il;

RE 4, =24, Ao}, ofn|x, -CHO, -C(=0)0H, -C(=0)NH;, C;-C¢ &7, C,;-Cs LAY, CCs &71d, C1-Cs

2, GG FRAdAd, 0 TRE7IE, CC AllE2dd, CC RAIEZS, (-C FhA oS

247, GG Aol22RAL, C-C TRAPIZEEANA, (o AlFREAL, GG TRAIZEEAY,

=

CrCe EFALEY, - C SHEIYZ, CC AT LGA, CC AT LGA, CC EAoh =g, G
Cs tholdotm =, (-C FRgAohwedd, (0 EEMERY, (-0 TRLUNERT, (s ACIER
AAFIERE, C-C EIFAFERL, CC ALIER2LFATIERY, (-G APl ER2LYALIANNERYL, CC
Aot gtE R, (C; thold Aol etEnd | (-C; DA, C-C; TREZA], (C ALl FRLTA], Com
Cs TRAPIZFEZATA, CCs SALEA], CC FRAALDEA, CCs LI A], C-Co TRLIIIZA], CCs
AFALFA], CCs EANERLZA], CC FEAATNEZRLZA], -C LAE L, CC TZLUEL, CCs
Aol ERAAE S, C-Cs Eotr| i, CCy ol ot e, (-C; TmEZolm|w, (,-C; Frmrto]dZotn e,
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R CFLCl-5 5 & At §o "@rAPlF2d", "dadmA]", "drddE e, "drdid", "gdrd7]
d" e go] IR Al Aok, "dRAFA"e] o 2E CF0-, CClCH0-, HCF.CHCHO0- %
CFCH0-5 & 5 3 "TEAAE Q"] o' (Cl;S-, CFsS-, CClCHS- #® CICHCHCHS-& & <+ AT

"drdAdyd e d2e= (FS(0)-,  CLS(0)-,  CFCHS0)- 2 CRCES(0)-5 & & U
"TEAAEEI" Y] d2E (F38(0),-, CCLsS(0)e—, CFsCHS(0)- B CFCF.S(0),-& & & At "Z2AI"9
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CH,0C(=0), CHsCH,0C(=0), CHsCH;CH,0C(=0), (CH3).CHOC(=0) % TE H-EA- £ #AEA7I2HY o|AAAE &

T U, "dolu w2 d"Y o2+ CHNHC(=0)-, CHyCH.NHC(=0)-, CHsCH,CHNHC(=0)-, (CHs)CHNHC(=0)-
9 oo Pdohule- mi AdoleslEnd o 4AAE 5 4 otk rleldolnmstEnd e ozt
(CHs)QNC(=O)_, (CHSCHz)zNC(=O)_, CHjCHg(CHj)NC(=O)_, (CHj)gCHN(CHj)C(z())_ ‘3‘2 CHjCHgCHg(CHj)NC(:O)_% "é" Zl\‘

ATH. Bof "SR H L SA"E C(=0)0 Tl A A e 2AY A4S veid, "ddvtERd
A" ] o i CHCH,L(=0)0 2 (CHg)gCHC(=0)O% E F A

2%87] F A A F4E GG ATFARR YEhgoIAH, o714 1 F jE 1 WA 109 Foltt. CdE &
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AE EFes GIFAVIR A Ve ke oddAE JERY, ]9 ¢ Zi=  CHyCH,CHOCH,-
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A= stk 19 shghee] ole] Z47e] sh o]l EEY JRREIE T sht o)y WY HE =4
T AEe g HAIEA S 7, sl BEEr ARl g shghzel tid dEe

a2 Sol, 884 1614 E7} B-20]31, R 7} tol=ZEAolW, 884 1= ek

EEvo fa dFe we sk 1R e EEvE T3

R4 RS w2 R RS w2
Rz N"ln 1 X\ )J\ R2 N"h X\ )I\

Y % >z \"/ al 7 Nz
OH \ e} W

1! 12
AT, A 1, 4 2 50 vhebdl BES 3 L @A AR vhebd A3k Aold & TN Atele] vl 1
ol A¥e Wids /M F Advk. EAT 3 A widol digh olugh Aol A wjEe Aol EEH
&gt olge Ex3t & g FAd A=, AR SA EERE Yo 3 Ax) widel Jhse
BE EEME YEE AoR aeEr.
JUAE DAt ASERe) 4SS 98 o875 F 1Y AN PR FmE, BE AL Hidol
FEAIEE FAT & dE AL ohdg AAT Aoln; FAAE FSAlel=g FHT 5 e add dx
B HE0E ANT A BT UARY WA ole] K SAOlE JYT S BT ANT Slelh
HAR R A o pE el A BT G BYE SIS, AU AL oL o Fsuz
b (MCPBA), Titshrs:, 47 gfol=RuSAtoln | oA ~HE S| =2 H KAl = T%%*&HLE%, =
AR, Gl ol R ol SARE B % B A olue] S el FAAA TAT] 3]
ok olygt AFAlel=9] Az W T FRYsHA Ay 9 HEHeH, odF 5 =4 [T. L
Gilchrist in Comprehensive Organic Synthesis, vol. 7, pp 748750, S. V. Ley, Ed., Pergamon Press]; -

3 [M. Tisler and B. Stanovnik in Comprehensive Heterocyclic Chemistry, vol. 3, pp 18-20, A. J.
Boulton and A. McKillop, Eds., Pergamon Press]; =& [M. R. Grimmett and B. R. T. Keene in Advances in
Heterocyclic Chemistry, vol. 43, pp 149-161, A. R. Katritzky, Ed., Academic Press]; #& [M. Tisler
and B. Stanovnik in Advances in Heterocyclic Chemistry, vol. 9, pp 285-291, A. R. Katritzky and A. J.
Boulton, Eds., Academic Press]; 2 && [G. W. H. Cheeseman and E. S. G. Werstiuk in Advances in
Heterocyclic Chemistry, vol. 22, pp 390-392, A. R. Katritzky and A. J. Boulton, Eds., Academic Press]

S FAx3.
T, G B4 aEln
(nonsalt form)9} H& AFele] <

) e, de vl el HES FEAS BhITL A8 AR
A, vhFe B 19] B 9 A A% WAA g% HBHe] PAl e (F, vPsom
AP, oA 19 BB G T Ei 7] A, B Fol HERLAN, G2, AN, %, A, of
AEZ, REEA, FOhEAl, SEA, weli, WA, SN, Tsled, dedd, BEuey, +ERdd
g we gdaygue) A-R e TR A 19 SRl A R, oA A2RAN Tt AE
s AP, 9w f7] B 2 @1, A9 J9E, Edold oty i gmyclst 3 3
HY @, e UER, 28, A%, 26, vdle EE g o, $238, £45E £ Badg ¥
o gepa 1278 Agus B8, old FAels 2 BdHon 4Fe o o

S 12VE Al AYE, W o5l D olgUA, EEA, Kgdeln g gAY
Fuz FASEE, 54 12 ey o] ekl s@Ee RE 434 3u 2 A
AR YA A4 R Y3 TS DAL AN FRLL ek $A R SHEN Lo g9 44 B

om WA Hg dehie 44 Y8 % B (5, gele 434 B
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el kel Aolst wjd W/mE= wAE 1Y - = A4sE 5 Q= sty siEe] =4 444 Fys @
Arh. gEAE AT 3 2L 1A 5 QAT o= w3 AR elA oA mi gebd AdE 5 9
= FAAEE (co-crystallized) & TE 7| 8419 &4 =& HAE ¢l FAo] b= 4= v}k, thdA
v oAde] d4, wn, An, A 584 HgA, 8, F54, de, 84 5 2 4B o|gAw ¢
o FaH, BEH 2@ PESHE S Aold 4 Ak, FdAE 54 12 il §3=9 gyas) o
2 gy £ et 12 Yehle 593 332 gaqe Bamd we), $o9% 53} (42 S, &
& Ao Az W Gy, AREH A% AN debd F 9SS oXE Aol sehy 1x tehys
Fi2e 54 Ao Ax @ B o So), AU gu] @ LR o] 83 AQSES wEate], A
A BAE el s g" &

wrje] Qofo] JlAE B ouhge] A4 e s2 Taath (474, 37 AA Heje] AHEE= 884 1S
ole] N-SAtol= B AL EHHTH

A4 e 1. E7F E-391 85H4] 19] 832

A Y 2. E7F E-1 EE E-290 §3H4 19 33

AN Fel 3. E7F E-19] 845h4 1 mi= 24 Fe) 29 FFE

AN el 4. E7F B-29) 48t 1 mi AA A 29 33

A4 FH 5. AF ORT EE MR, @Eo® Ei xgslel Hslxl shsta 1w A4 Fe 2 ®E 39 3
T

AA He 6. AZF CHR 91 AA Fe) 59 saHE

A He 7. AZF MRSl AA Hy 59] B4atE

A Gel 8. RO H, @R, Aok, FOI=HA, -OH0, C-C ¥, CC BRI, G EHA2ZRY
Ei (-0, DI, BEow wi xdtete] Ha|H a8t 1 mi A4 dY 5 T 60 T,
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York 1970; S. R. Sandler et al., Organic Functional Group Preparations, Academic Press, New York 1972,
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Ad g Ak, AHEg SuEs oE 5o, tolEREdu, HEZSo|ER2 e, olAEYUEY, NN tolHE
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FAE dubAel wge] oa), Weahs HFE (714, Y L OHolth=RE AxE & Ak 5ol 38k
349 sgtEo]l BAFl AAY, DAl BAH AwkA we] og] Ax" 4 ATk, olyF WHe 7-
19] A%, AN 1, @A Aol ZlA=o] Ak, A B w 5k 3020 Ldwe A 9T i
1

gukA el WS Yestal 9o, oF Eo, 7-2, ¥ [A. Saha and B. C. Ranu, Tet. Lett. 2010, 51,
1902-19051; Z-3, %% [S. Nandi and J. K. Ray, Tet. Lett. 2009, 50, 6993-69971; 7-10, & [A.
deMeijere, et. al., Eur. J. Org. Chem. 2009, 2635-26411; Z'-14, = 53 %9 71 A0 2008/043019%
(L. Yingchun, et. al.); Zl—15, & [P. P. Santos, et. al., Tetrahedron 2005, 61(50), 11986-11990]; 7-

16, ¥4 [B. H. Lipshutz, et. al., J. Org. Chem. 2009, 74, 2854-2857] 2 Z1—19, +4 [S. Mobashery, et.
al., J. Am. Chem. Soc. 2000, 122, 6799-6300]& Zz3lt}.

gL T Al 929

FUANO) =
12
R " 16 RlZ
Y + R Q /\\ /Q
) - .
t t zZ >z
R12 RIZ
34 35 30a
(o] 714, R®= OH, NHR'®, SHo a1,
Yie olg7] oAy El e Eddo] Ee, (Z= 7+-1, 2+-2, -3, 2*-10, Z'-14,
t= 0 B 1o]th) 7i-15, 7116 & 71-190]th)

IR Q7 zoll thE RAPowA 3 AAE Z2bE 3 (A So], QF Q700)1, R & Holw, t= 0o]t})
ol &8k 30be] o] FAAZA BA L g NHE AHESte] AzE 5 LSS AAT Zeolth, et
189 A uke =4 16 2 AAld 3, wA Ad 7]AE

Lot
&
1>
w
o
(@]

1o
[t
o
oty
e
i
flo
t
e
=
oo
b
1>
[N}

YERA wkel 3ho], §171e] EAjstellAe] s18hA 379 3HetE

Adgk olgy] Y oF shshy] 369 shghEe] & wkge o3 Ax"E vk, AHE VEE FrIUE

e, wkge &ul, o7 N ATolHE X R E EE o EUE

=] 80CellM sl ﬁ}ﬁ“‘ 379 BBl AH3 olgr|Rs FRTO|E, HEufo|E ofo]

A (-0S(0)LF3) T & F Adh. 34 379 e 9
o}

Al BAR QA el e, dgat AT (4714, YE olelthaRY Axh & A B
5514 369) el FAHG) A, Bl FAE uA wuel el Azd 5 sick olele W

o(l

& 2-149) A, Al 2, G Adl Z1AEe] Ao §A w2 B3 3hek 30ce] &ellde A8k AR

-

-

ohEe] dubzel WS Y)&dta 9o, dF 5o, 7-1, F3 [S. G. Ouellet, et. al., Tet. Lett. 2009,

50, 3776-3779]; Z -2, ¥& [S. Saubern, et. al., Tetrahedron 2010, 66, 2761-2767]; Z1—3, =4 [S.
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Ahmad, et. al., Bioorg. Med. Chem. Lett. 2010, 20, 1128-1133]; Zl—ll, =A E3F =9 7/ A0

2002/018455%. (S. E. Yoo, et. al.); Z-15, =al 53] %9 270 N0 2008/1036155 (N. D. Smith, et.
al )& F=xsid),

E]_}_-_Q_ E}\] 23

12
R 37 vi2 R!2
: + ? N,
—_—
t t z 7

R12 R12

36 37 30¢
(17] 4], R OH, NHR®, SHe] a2
Yizi= o] gy, a7y d2 o] n], (Zg 2:-1, 2°-2, 2}-3, Z*-11, Z+-12,
=0 L 1o]th 7:-13, 74-14, 7}-15 &= 71-199] b

A 240 JERL Hhe} o], BB WS Eal Yo ofwl mEs)Q) seta 380 3

& =2 249 W HjtetH (dE &, wF [T. V.
Greene and P. G. M. Wuts, Protective Groups in Organic Synthesis, 2nd ed.; Wiley: New York, 1991]1< 3
%), 44% w57l Aee 3t Gael Szt ud otk 9us Fol, ot 39 olule FelA
of FAE AvkAl Wl s o] A e frEl ofWlomA EyH 4 Q.

73 2]
Y8 G z Bug H G z
\X/ N~ \Q —_— \X/ \J/ \Q
38
3
(Yo Xe] 220l @2H oF7l 8B slolh

S A thre] 84eha] 389 BFHEo] 7] Eb Y o® XEEE v uhe m4 16 Ux] 18 2 9 £4 20 2
210] 7| AE AT SAE Wl oa] Ax™ 4 S-S AT Aok, weld, B} ¥ o= AshHE 38t
23, 25, 27, 31 2 330 thSAE HFEBL 554 19 8FEe| A%S 93 47 FHAolT).

shaba) 399 Elootm= 3heb 1 8 279 e AXRE 93 53] &% TAlolth. 5384 399 He
ofu) == ukg wA] 250] LFERW uhel o] #8HA] 40 (714, Y & X9] Bie] AAEE UEY REo|th)9)
&35k UEH g3leihs Hrbste] Azx"d ¢ Advk. ¥ =2 259 WHe 384 409 FFES
ged, tolo|doelyl i tjooghgollz) & opyle] EAfstel] Falael HEHAA A& 5 k. o
dHow, Fstrie GZE FE5 T GRUYoLee] o]9 nloldulol= ¢ FElR AEE 4 k. ol
EFS1 ] e Rl FEe] dFEH dow; dF 5o, 4 53 AP 696581§§ 3.

&
oo
ki
4

950 Lhebdl whsl 7re] Bhsl4 39¢] E|oolul== =& [J. L. Collins, et. al., J. Med. Chem.
1998, 41(25), 5037-50541¢ 71419 whel o], 3Feta] 40 (1714, Y & Holw], Xo| Ao] AR §F
o BostEny tolontEs HE2A7 Fo] grmyelz A sl Axd

2= o)

e

uh

‘_9_ A 25

H,S
(Y& CNeolaz, S
Xe] gel dzEeh )J\

14

E Y - E

~x7 we ~x NHy
1) S=C( °lr|ct&

40 )8=C(~ ) 39

2) NH;
(V14 Hel i,

Xe] el AgHch

47] WS Al ek 2ol 69 R 7Y B8 (38 19 = wAE Y, gl eAE W
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of ofs Ax" 4 k. T4 T2 x3iE ¢ FE ExsiE 69 2 79 HEAFAE AHSE v o
ol WhHS 7=ty A2 Eo|, &3 [Comprehensive Heterocyclic Chemistry, Vol. 3 and 7, A. R.
Katritzky and C. W. Rees editors, Pergamon Press, New York, 19841; & [Comprehensive Heterocyclic
Chemistry II, Vol. 6 and 9, A. R. Katritzky, C. W. Rees, and E. F. Scriven editors, Pergamon Press,
New York, 1996]; % Algl=<9 ¢ [The Chemistry of Heterocyclic Compounds, E. C. Taylor, editor,
Wiley, New Yorkls& =gt &g, olE 8] T tarol tidh vo SHd= FAANA A Ato]utdl

i=]
Y (Scifinder) B HFASFERR] (Beilstein)d} &2 Azk vlo]gHo] s o] &3 2 BAE &3 HAx 94 &
oA hE 5 Qv BEAs deke Hads Axsy] A 4E Bav] 2 2AETE o9 AdEs=

A% o Rolt.

=

o], Fo] dHEAlo]Eo] FAlstol=m2I izl (dF 591, X-5)U FHA Aot s3tE (42)& ¥h3
2600 7Ha¥ 370 ©A #=Ael 93] Axd & Ark. HEZGS|ER2H TR (43)& oA ELA o]
o EAF Flol=EAEY, FFE (44)S dett (F  [Vartanyan, R. S. et al. Armyanskii
Khimicheskii Zhurnal 1991, 44(4), 2591& #=x3sh). 3S3E (44)9 slol=FA7|= EF HHS o]&3dld,
ol tgate= wAHCIER A3EIL, ASHEE SoloR A3Eo], I3tE (42)& €& F AT

b2

1>

E]_}_-_Q_ E}\] 26

CN
rﬁ Heg(OA¢), . 1) CH380,C1 (j/
e —
YleN\TII YIS'N\Il\] 2)NaCN Y15,N.\TI\I
Yl 3 Y1 5 Yl 5
43 44 )

(5 ol g7,
o) o % A7k ud o) e,

Btk ool A, 3o FHEAe]Eo] HEZSO]=R-1,2-FA (E 50], X-4)?1 FHA Alotw 3EHE
(45)& kg 2] 270 7| niel o] 87e) @AR Az 5= Uk, Efo]E (46)9] A} dlol==47]7}
BEEa, oz ste] =577 WAdsl (mesylation) 3L, AlRbSlER 2|8kl Fof], BRI H o], AJolwrio]&
48)s 9= A 3lol] olojA, A7) Aol & H (49)S dar, HAV|E O N o] Z2HEH (di-
protected) OPO] 2ol o® AT, 0 BE7|E AAR T, 7] ﬁ“H g3} ukgol o3, 334 459]

Agee 92+ 3
e 22 o7
CN
OH
1) TBDMS-C1 l) NaCN MsCl
— OH —
OH 2) MsCl TBDMS-O 2) HOAC OH 317
OH O-TBDMS
46 47 48
CN CN
(\"/ 16 N 0 Boc 1) CE4C0,H (j/
N —_— N,
. 1677\,
ylé \O-Boc 2) €7 Y ©
49 (Y162 ofvl B3 7], < 7t) 50 45

R ERE ST
Msi= CHa SO:Cle| o))

terd oz EHEZSlo|=2-1,2-2AW (S £, X-4)2 F&H [Ensley, H.E. and Mahadevan, S.,
Tetrahedron Lett. 1989, 30(25), 3255]el 7]A|%¥ wpe} o] UERA slojtglo|t Hi= UERAXFEU T
oF 2ghel tidlol st b whgel o3 Ax"d 4 UAY, &3 [Riddell, F. G. and Williams, D. A. R.,
Tetrahedron 1974, 30(9), 1083]ell 71A1% wie} o] X3kl 1 4-vho| LR R} \-3lo] =Z5 A 9-# ghe] wh-g
of o3 Alx" 4 vt

514 19 SFRE AL/ A FET Aol Ak L g 27o] FHA EAISHE 5HE A8 A
dod e S At Aom AXNHG. old@ e, o Ru/URE ANxs wE 487 45 AR
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A Ao dote AMES ded Efe] & Aotk B3] AR W A8 38k oA Fgxt
A A3 Holth (dE Zo], & [Greene, T. W.; Wuts, P. G. M. Protective Groups in Organic
Synthesis, 2nd ed.; Wiley: New York, 1991] #=x). 9dA= Aol wetd+=, 2o ¥b-S =2lo yEerd
ue} ol steha 19 S3tEe FAAES E=st] Adl, & Al =9 Fel, FAME] ZIAEY UAA @ F
Kol
5

2

el ERAG B BAE 48 Bart 4 U8 A4 Aelt. YA w3 A4 19 ST

Azst] Yl ArE EAH AD22 el A= UE A

287t &S AAE Ao,

FARE 3 XSV E FUEAY 71Ee A3r|E WAy Y8, ek 19] FFEE W B A 7 A"
FA Wiste] gokst AR, 9, GdZ, /F7] 245, A, 2 39 9ksS g S SS AIXE
Ao},

o ol e gk, ded dYS o)&sts TdAEd 2 dHS Hydo R o]8E 4 9lS AoR o
Adv, aem, 87 Adds wes dAAe gow Tela owd gele] WAeRE ¥ A g
B = Ao sAsolol ek, 8] AAddAe wAEe AMH G welA 2 @Al o]
Ao HAxE dAlsty, ZF Ao gojMe 3 BEALS I Har) tE A d e dAo] Ay EA3E 4
H Aol ols) WAl Az AL obd F% k. AzviEady) §u £9E E: UY dehle 298
Adelae wEge % zold. gel WARA gt @, Azdeady g E9Eel o ¥ o9 oap
& AH Jzolth, N NR AHMEHS HEEAgo 2] BedE (ppm) UERYE; "s'E A28
2 ouakn, "d'E HEUS GusH, e EUEUS gusa, e H29g ovsh, w'e WE 2y
S 9msla, "dd"E gE® 23 tlEE (doublet of doublets)E <m|stH, "dt"E TlEE oH EgZE
(doublet of triplets)& Ju|slaL, "br s"E BEE AZTE 2|3,

3l7] AA oA, F7HA], 1-[2-[5-HE-3-(Egto| ZF o 2w e)-1/9e}E-1-d oA g ]-4-9 H U I 2R E Q.
oln|=22  IA 535 =9 T/ AW0 2008/01362235, AAle] 8, A A == Al, B 2 Coll /jAE el o)

REC TN
ERER

1-[4-[4-[5-[2-(2,6-T}0)| ZF L 2H 5 A ) o & |-4,5-T} 0] s} o] = 2 -3-0} o] AL L= |-2-E] o} F & |-1-F H 2] t] d |-
2-[5-ME-3-(Eglo] ZZ o mue) -1} =-1-d o et (33E 2)9 Ax

Al A: 2-(3-HEl-1-USA])-1.3-tfo]| ZF 0 muilxle] A%

OAEUEZ (40 nL) T 4-BREX-1-F9d (4.21 g, 31.38 mmol), 2,6-T}o]ZFQ 2 g, 26
mmol) 2 EFAZE (5.41 g, 39.23 mmol) 2] FEAS 8AJ7F B 50TCE 7FEEt.  doj EFgES Ao
2 YAAA, It AFAE EZ gAY, ofEAbER 23] FEHII%T. Fe FEFES X
NaCl 8oz AAste], HxA7]aL (MgS0,), Fststel EFAA, T3 AAZA o] wA| S43HE 3.37 g

A
'HNIR (CDCls) & 2.50-2.60 (m, 2H), 4.10-4.22 (m, 2H), 5.14 (dd, 2H), 5.83-5.99 (m, 1H), 6.83-7.00 (m,
3H).

A B: 2-F 2 2-1-[5-[2-(2.6-t}o] ZE 0 B 5 Ao 8l ]-4,5-t}o]dlo] =@ -3-olo| AL ZH | o EF2 0] A%

OPNEUEZ (50 mL) F¢ 2-(3-F€l-1-d&A)-1,3-tho] EFo.29lAl (F, TA A9 AHE) (3.37 g, 18.3
mmol), 3—§ii—Mo}O]C§A] o-Sa-TRgoluxd FRgol= (2.84 g, 18.3 mmol) % EMMIEF (4.62
g, 54.9 mmol)o] AEtAME ALoA =9 Fet wpkalgitt. FojF EFES ATt A oA FF5AA, &
YAZA 200 o FAEANE /LS AMgete] A ARvETHIE GAste], G QA=A A sEE
3.22 g& Ao, A Al AAstE ATt

I MR (CDCl3) & 2.00-2.23 (m, 2H), 3.01 (dd, 1H), 3.40 (dd, 1H), 4.20-4.30 (m, 2H), 4.68 (s, 2H),
5.10-5.27 (m, 1H), 6.83-7.02 (m, 3H).

#J(?l—&M[ 5122, 6-Ek ol 252 2515 Ao 9 Lo ol o] = 2ol £ 9 |-2-Elo} £ 9 113
2l d]-2-[5-u]9-3-(=eto] 250 2 ule) -1 sle} -1 olgheo] Alx
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2-2 R R-1-[5-[2-(2,6-Hel ZF 2235 Aol -4, 5-tfol sfo] ER-3-ofo] SAlE- el &k (5, ©A B 44
&) (0.5 g, 1.65 mmol), BEIUEF (0.25 g, 2.48 mmol) H o}AE (10 mL)2] EFES 40837 50CE 7}
gsiglcy. AdLo=m Yt 3?~°11, 1-[2-[5-E-3-(Eglo] ZF ¢ 2| ) -1/ &} E-1-Y Jo}A & |-4-3] | gl e 7}
ZR-E]Qolr|= (0.55 g, 1.65 mmol)E FH7tste], whg E3fES kW B9 wnkskgich. WwHEES 7heteld
EEAA, AFES BE 54 174 ol EAtE R FE3IGT. #7148 EEste], avtavgoes AxA
713, o#ste], At A delA FFAA, &YAZA 50 WA 100% EtOAc/ A4S AFEste] F¢F Ad A=
mtEIH R GAste], 18 G F (foam) ©2A 9 A Fet=, o SFHE 511 mgS AT

(3
T

1
H NMR (CDCl3): & 1.70-1.90 (m, 2H), 2.10-2.30 (m, 4H), 2.32 (s, 3H), 2.90 (br t, 1H), 3.20-3.40 (m,

3H), 3.58 (dd, 1H), 4.05 (d. 'H), 4.32 (t, 2H), 4.58 (d, 1H), 4.95-5.10 (m, 3H), 6.33 (s, 1H), 6.82-
7.00 (m, 3H), 7.59 (s, 1H), M+l = 584.

AN 2

2-[[[4.5-the] sto] = 2 -3-[2-[ 1-[2-[5-W] P-3-(Ee}o] FF & 2 v &)~ 152} F-1-9) | o} A& ] -4-] s e] o] W |-
4-E|o} £ |-5-ol o] £ALE U | W B A o D |-1iofe] 201 -1, 3(2M)-the] & (SHFE 3)0] A%

A A 2-[(C-Z 2 H-1-A A w Y |-1/oto] A Q1=-1. 32 -}l 9] Alx

SMNEYEY (40 mL)
(5.0 g, 20.9 mmol) &
o] 5 LY ¢¥ d3E
o8 WA, fAs
o A9 ﬂi”]’E:’—T’/HA 4 ]O}Oq, Rk &% E4 HEulol=E ghfyabe WAl mAR 1-4 EA seE
gs AU,

o] dg 2FE (1.46 g, 25.1 mmol), 2-(H
5 g, 41.84 mmol)<] 6413/}_1'1%
A

O{N

1
o

N
-

olt te o{)l

I NIR (CDCl3) & 4.11-4.15 (m, 2H) 5.10-5.20 (m, 3H), 5.37 (d, 1H), 5.83-5.95 (m, 1H), 7.70-8.00 (m,
4H).

A B: 2-[[[3-(2-F 2 ZolxE)-4,5-t}o]alo] = & -5-o}o] LAt |u| EA] | W&l |-14-0}o] 291 E-1,3(2H)-t}o]
=9 Ax

SMAEYUEZ (15 nl) T 2-[(2-Z2H-1-L A E]-1olo] A£AE-1,32ID-thol& (5, @A A9 AFE)
(1.0 g, 4.61 mmol), 3-FZE-N-3lo]=ZA-2-2 -T2 goln|xd FEgo]l= (0.71 g, 4.61 mmol) L €A}
UYEH (1.16 g, 13.83 mmol) o] @AEHS A2 3pE7 T wnltalgict.  dojzl EFES ofste], A
b A oA EFAA, SEAZA 20 WA 100% oFHEAMNE /S AREste] Fob A AE=nlE IR
AA sk, FEA o drMe FA| 3FE 0.73 ¢S AT}

' NIR (CDCl3) & 3.03-3.20 (m, 2H), 3.75-3.90 (m, 2H), 4.65 (s, 2H), 4.87-4.97 (m, 1H), 5.18 (s, 2H),
7.77-7.90 (m, 4H).

B _C: _2-[[[4,5-tho]sho] = 2-3-[2-[1-[2-[5-v] D-3-(Eeho] HF-0 Eul -1/ 5] ebE-1-9) | opH & |-4-3] o] e]
tl 9 ]-4-Elo} £ 2] -5-oto] A £ 2 |w] HA | & |- Lol o] 291 51, 3(2M)-thol 29| A%

2-[[[3-(2-Z 2 2ol )-4,5-T}o| gfo]| =2 -5-0}o] HALEH W] B A v | [-1H-0}o] ARl &-1 3(2H)—u}o1£ (&
@A Be] AEE) (0.73 g, 2.17 mmol), BFIIIEF (0.34 g, 3.26 mmol) Z oMM E 14 g (25 mL)A 16%
< 3087 50CE srgstedn. ALozm Wzbsk S, 1-[2-[5-WE-3-(Ego]ZE o 2w
d]-4-9 g d7l2 R E Qolu = (0.73 g, 2.17 mmol) S F7}sle], W& & ;%L%%
WEES FHstell FAA, 2 FAste], demddles 33 FEIT. FE 717
2 AxA7)a, Aaste], AE|gt A oA sFAA, SYARA 100% PN EAMNE S AR&Ste] FoF A A
22 AAste, G 1y FogAe xA FFE, E Ay 3FgE 193 mgs AU,

I NIR (CDC13): & 1.70-1.82 (m, 2H), 2.20 (br t, 2H), 2.32 (s, 3H), 2.89 (t, 1H), 3.30-3.40 (m, 3H),

3.60 (dd, 1H), 3.80 (d, 2H), 4.03 (d, 1H), 4.58 (d, 1H), 4.83-5.05 (m, 3H), 5.21 (s, 2H), 6.35 (s,
1), 7.56 (s, 1H), 7.75-7.80 (m, 2H), 7.87-7.97 (m, 2H).
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AAd 3

&%ii%{&M&ﬂﬂﬂﬂti%[ -[1-[2-[5-WE-3-(Ego| EF o 2 e)-1F T e}E-1-U ol E |-4-F
w2t d]-4-Elo}E & |-5-0lo]| HALEH | T 2 I |-2(3)-MFE| o} EE2 (815 8)] A=

A A 5-F R E-3-4-HE-1-9)-2(3)) - FE o} EE 9 AZF

AN EYUEH (30 mL) ¢ 5-HE=x-1-"H=" (12.5 g, 84.5 mmol), 5-
28.2 mmol) @ EMAFZE (11.66 g, 84.5 mmol)e] HEFNS Al o)A 484
oAFste], FHAIA, 3N QUM A IFE 6.5 g EAU

22-23M-WxzEolEE (5.22 g,
Bk wWRESIIY. dojxl % =

f‘-}i iy

1
H NMR (CDCl;) & 1.80-1.90 (m, 2H), 2.17-2.22 (m, 2H), 3.92 (t, 2H), 5.00-5.18 (m, 2H), 5.80-5.90 (m,
1), 7.03 (s, 1H), 7.15 (d, 1H), 7.34 (d, 1H).

97 B: 5-F2=2-3-[3-[3-(2-F 2 ZolA €l )4 5-T}o] o] =2 -5-0}o| ZALEHE | X 2 F -2 () - FE]o}FE 9
Az

SIAEYE™ (30 nL) T 5-F22-3-(4-Fd-1-A)-203MN-HIZE o} (F, WA A9 AAE) (2.17 g,
8.58 mmol), 3-FEE-N-3lo]|EZA]-2-2 -z ago|nEYd ZFEgo]= (1.33 g, 8.58 mmol) ¥ EMHNIEFH
(2.49 g, 29.64 mmol)e] deErNE Ao 3pEHt < Wit w§ EFES E2 3A 5], oAEAL
old® 33 FE3ITE. F3 F714E E3) NaCl &R ow MAGIY, mlavlgos AxA7|aL, oFs)
o, FF5AA, & G 2d2ZA9 BA FE 2.77 g BJUT

IR (CDCl3) & 1.70-2.00 (m, 4H), 2.85 (dd, 1H), 3.25(dd, 1H), 3.90-4.03 (m, 2H), 4.66 (s, 2H),
4.85-4.95 (m, 1H), 7.05 (d, 1H), 7.17 (dd, 1H), 7.36 (d, 1H).

WA _C:
5—%;;—3—[3—[4,5—3}01 slo] =2 -3-[2-[1-[2-[5-HE-3-(Eglo| ZF e 2ue)-1/3] g} F-1-d | o} M & |-4-5]

-[1
At d]-4-Elo}EH |-5-olo| EAZH | I 2 A -2(3)-HIZE|o} £ 2] A%
5-FR2-3-[3-[3-(2-F ZRoPHE)-4 5-thol o] ER-5-ofo| AtEA | T2 A |23 -HxH okEE (5, @A B
o] WAE) (0.81 g, 2.17 mmol), BEIJIJEF (0.34 g, 3.26 mmol), 1-[2-[5-W|E-3-(Eg}to]ZF o =u|E)-
19 2tE-1-d JobA g ]-4- Aﬂmﬂa}Eano}ulﬁ (0.73 g, 2.19 mmol), & OMIEHEQ (15 mL) 9] &35

S Ao 6d3F wHkEITL. WS EFES ER 343, o}xﬂE&oﬂ%i 33 F&E3Uok. ek o1
S ¥3} NaCl 8oz MAste, nfadgos AxA7|a, Aqyste, Aggt A oA 5F5A1A, &8
AZAZA 60 WA 100% ol EAE/EiS 288, Tt °“xﬂ AZvtEad 2 AAsY, @93 1y

%—Q—EH’] _,—j—_Zﬂ 54‘%1'%, 2 ubrg o) :Qj‘\:lﬁ 435 mge A=

' NMR (CDCly): & 1.70-2.03 (m, 6H), 2.20 (br t, 2H), 2.33 (s, 3H), 2.90 (t, 1H), 3.10 (dd, 1H), 3.25-

3.35 (m, 2H), 3.50 (dd, 1H), 3.95-4.10 (m, 3H), 4.55 (d, 1H), 4.75-4.90 (m, 1H), 4.95-5.05 (m, 2H),
6.38 (s, 1H), 7.08 (s, 1H), 7.18 (d, 1H), 7.38 (d, 1H), 7.58 (s, 1H).

AN el 4

NM[(2.6-tfo]ZF o 29d)wE]-4,5-t}o]slo]| = 2-3-[2-[1-[2-[5-H|&-3-(Eg}o| ZF 2 2w &) -1/ &} Z-1-
A oA E [-4-F H 2]t d |-4-E] o} £ & | -5-0} o] AL O Eolu| & (813HE 4)9] A

A A 3-(2-F 2 Zobd)-4,5-tholshol £ 2 -5-cfo] fA ol M EAbe] A%

OIMEVEHZ (50 mL) 9 3-FREZ-N-3Fo|EEAN-2-SL-T 2o =d FEFo|= (3.6 g, 23.23 mmol), 3-
FEA (2.0 g, 23.23 mmol) @ FEAYEER (5.86 g, 69.77 mmol)2] TFES A4 324 FoF wiks}
Atk dolxl EFES EE FAsal, 1 NHCIE pH 622 Adslo], opEAdYR 23] F&8vt. 33
7145 23 NaCl F8&Qo2 AAste, it adlgos AxA7)a, Aiste], HAA, 1-22278/9)
o w EfRdoldste], @A nAZA e BA sFE 0.70 g& CME}

1H NMR (DMSO-d;) & 2.60-2.70 (m, 2H), 2.90 (dd, 1H), 3.30 (dd, 1H), 4.80-4.90 (m, 2H), 5.05-5.18 (m,
1H), 12.45 (br s, 1H).
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[0628]

[0629]

[0630]

[0631]

[0632]

[0633]
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Al B: 4,5-tjo]ste| =2 -3-[2-[1-[2-[5-HE-3-(Egto] TF o 2w e)-1/-3 g}E-1-U | oA e |-4-F H 2| t] d |-
4-E]o}E 2 |-5-ofo] SALZ oA EALS] A Z

3-(2-F 2 RolA|d)-4,5-T}o] &lo] =R -5-olo] AL Zol N EAL (5, WA A AAE) (0.70 g, 3.4 mmol), B
FUIEEF (0.52 g, 5.1 mmol) Z oFAE (10 mL) < i%%—% 3087 50C=E 7Hgstgitr. Aeo=m yYzksk
o, 1-[2-[6-ME-3-(Ego]| EF 2 e) -1/ ZE-1-d ol E |4-T g Il 2RE eofr = (1.13 g,

3.39 mo)E A7kshel, W EFEL Sy B wwAth MR sl sFAA, AFEL 2w
gAsla, 1N HCIZ pi 602 ZAste], ohEALR 23] FEaAch, I8 4714 Lo NaCl F8ole
= Adetel, Fanadgon A=A, ouetel, $HAA, 9 1Y FomAd EA HIE 1.07 g
E C}\/\T;]—-

1
H NMR (CDCl3): & 1.70-1.85 (m, 2H), 2.10-2.30 (m, 2H), 2.32 (s, 3H), 2.70 (dd, 1H), 2.85-2.95 (m,

3H), 3.23 (dd, 1H), 3.30-3.40 (m, 2H), 3.60 (dd, 1H), 4.07 (br d, 1H), 4.60 (br d, 1H), 4.95-5.20 (m,
3H), 6.35 (s, 1H), 7.61 (s, 1H).

B O (260l E2 0 oY)W E |4, 5-thol st =23 [2-[1-[2-[5-w]E-3-(E o] TF & 2w &)-14-7]
2h2-1-9 |ob A& |-4-3] s e] t] W |-4-E] o} 22 |-5-clo] A ol M Eclu] m o] A%

4,5-trolglol = 2-3-[2-[1-[2-[5-H| & -3-(Egto] ZF o 2w &) -1/-v| 2} E-1-d | o} A & | -4-] ¥ 2] t] d ] -4-E] o}

Z]-5-olo| FAIEZ A EAL (5, @A B AA4E) (150 mg, 0.31 mmol), 2,6-tho]EF 2ot (49 mg,

0.34 mmol), 1-o€-3-(3-tho|d|dolu| -z g 3)7t=vrtolo]n]= (89 mg, 0.46 mmol), 4-(TholdEolu] )

g (4 mg, 0.034 mmol) B Aspedd (3 mL)°o] EFES HAZA 6A1ZF St wiksdltt. o £ ES

B2 M3t o EbER FEEQITE. @ f7] FEES E35F NaCl FE&90 2 AAste], ka1

HFow ARAF L, AHste], AFIF A AoA HEAA, LA EA 50 WA 100% ovﬂ b /LS AL
a1y

sto] T¢F oA AmRviEIHY R HGAlste], @A FomAe] xA geE, ¥ 2o s 57 mgs
LA,

I NR (CDC13): &6 1.70-1.83 (m, 2H), 2.10-2.25 (m, 2H), 2.32 (s, 3H), 2.58 (dd, 1H), 2.65 (dd, 1H),

2.89 (t, 1H), 3.18-3.98 (m, 3H), 3.55 (dd, 1H), 4.00-4.10 (m, 1H), 4.50-4.60 (m, 3H), 4.85-5.15 (m,
3H), 6.27 (t, 1H), 6.33 (s, 1H), 6.80-6.90 (m, 2H), 7.20-7.30 (m, 1H), 7.55 (s, 1H).

JAll FAH g A B Aol Z)A" Aol o8, & 1 A 109 7] FEo] A" 4 Ut
71 %017} st7] ol AFgHTh: p2 =22 ofn|elal, & ololiE onlatn, Mew HlES 9nlskal, Et
= dEs 9u|sty, phe Hd
ojmelH] | PhE HAdS 9
ez dS on] g},

b FFELOQ

< 9ulEta, OMew "IEAIE ov|elH, SMex WIHEISE on]3taL, (N2 Ao}
mskal, NO,&= UERE oulatr, S(0OMex HEAIdS onlatar, S(0)Mex

=
=

i
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[0634]

[0635]

[0636]
[0637]

at71ell vEbl TP aME E-1a WA E-3dE & 1 A 100 AFHo] A,

[d

. N ) N N H
O 0] o]
CHj cl CH3

E-
N,

E-la E-1b lc
N, N,
FSC\(/ \N/Y Cl\(/ \N/Y Bl‘\(/ \N/Y
N_—< N_—< N=
O 0] (e}
CHj Cl Br

E-1d E-le E-1f
CH, CH; CHy OH CHy Q
H
NT
m ©/ o 0 )
CH, CH; CH, CH,
E-lg E-1h E-li E-j
F;C FyC o F5C
\/\O/\"/ ~ \/\I( \O/\/\n/
0] O O
E-1k E-11 E-lm
F,HC NG
F3C\/\/\I‘r 2 \CE/Y FSC\/N\O/\"/
O (6] O
CHF,
E-1n E-lo E-2a
F5C N. F3C N. F3C N
3 2o /\n/ 3 \T 3 Y \Il‘I /\"/
CHj 0 CH; O CH; CH; O
E-2b E-2¢ E-2d
CH, CH, CH,
N, N. N.
OCH; SCH; NH,
CH; CH; CH;
E-3a E-3b E-3¢
CH,
N.
AN
NHOH
CH;
E-3d
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[0638] [% 1a]

A0

N~0
F
A+ CHR¥O]X,R¥L HolW, X+= X103, n< ot}
R™ e
m’ T

1xqﬂwﬂmu
2-v]E-5-(CF) 7
5-Alobne - E s e
2-wd-5 = sl

5-F L2 A 3

5-H B R 2. A H Y

-t 5 A]-5-wl) e
-ole-5-v e s
-] E]3.(CF,) ¥ &
5-1 €l 3-(C,F) ¥ b2

5-FEE-3- Uﬂ‘c,,!]
35-telF iy e E

[0639]

3'(CF3)3“ L‘fj

2Uﬂ WS(CF)Jﬂ_J
2,5-tholol g #d

3w e v 2} E-1-9d

-FEasuvdy e
=R -I Y R

5.0 5 4] 3.0 € 9] 2120

3,5-tholol & v )
50 & -3-(CF;) ] €]
2,5-t}ol e 3.

25-the) e d-3-El el d
o

2,5-T ro} =

144ﬂﬂ%
1,4-tke]w
1,3-the] v &
2,5-tto] e
2,5-t}o ]u
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[0640]

[0641]

[0642]

R™ R
5-Z 22 3(CFy)¥ ghE&-1-d 2.5-t}o] W& 4.3 & &
5-R R R 3-weEyebE--d 3,6-UFo] £ 2 )y
3.5-Tho| MR 23] 2-1-2 25-Thol FR 239 ¢ |

S
5-H 2 R3-(CF,)¥ 2h2-1-d
3,5-thelvd-2-Elold
35-tel R 22-Eod
3,5-tholvld-2-F
41 El.2(CF,)-5-E] o} &2
4-v19-2(CF,)-5- 5/ & 9
1-M ¥ -4-(CF,)-2-0] m| T} £ &
2.4-thow| el -] &2
1-H1E-3-(CF;) ¥ 2h-5-<
3-H & B.5(CF,)Y] 8812
3-u] &.5-(CF;)-9) ] £-1-¢
3-W] 5 AL-5-(CFy)-9]
3,5-Uho] B 1 3]
5-u] 5 Al 3w 9]
5-1] % A]3-(CF,) ¥ 25
3,5-thol R @ Ei)o

RS (U“)EMO} -1-¢!

35

3.8 %R 5(CF)Eelo]opE 1.9
n-E
i-opd

25-thol 2 2 2492 9
402839 2 kA e
4-(CFy)-2-9 ¢ v v) Y
3.6-tholel g2 g4 d

2,5-tho] W E4.3 ] M) ]
4-9)% A 5.5 7] ]
3,6-Cho] W 9-4-9 2] Th A
-7 B -4-(CF;)o) vt} £-2-
3,5-8] 2-(CF;) ¥ eF -1
3-F 2 E5(CFy)-¥] #H&-1-¢
3,5- H 2 (L}o} =
3.5-TFo] o] 54] 7] 219!
50l 5 4] 3. € 9 2 1)
5-0l 35 Al 3-(CFy) ¥ 2)-32-1-91
3,5-T}o] B 8 K E glo]o}-Z. |-

L-ﬁo.;!_n\i}q j}g ==

:19

W
- sy Ego)ob el
Q

3-HE R 5w EEeo]o}lE 1-¢]
3-(CF,)-5-F 2 2 Eglo]o} % 1-¢
3-(CF,)-5-H 2 R E g]o]o}F.-¢]
3,5-H] 2(CF,) E glo] 0} .19
Edfol EF e musAldd
2-W] 5 A of] 5 A]

33-Efo] TR E A

58]

[S5]

8]

\m 5]
0
o

i

it

PO F
fa

2ol ezt S A

3,3,3-Egfo
3,3,3-E8)o] &
3 5.1 (o) 3

S0}, X 1bolA] HolE YL "A=

T, n& oolthioln, RUE 4] E laol 4ol wlel prh. mebA,
CHR “o]at, R7o] Holm, X7} X-20]1L, no] 0o, R 7} sjdol &shal 19 )3
Hol 2 &Y
£ A X i n R 3=
1b CHR" o] a1, R & X-2 0
H o|t]
1c CHR' o] aL, R¥ & X-4 0
H o)t}
1d CHR' o] 1L, R & X-5 0 H
H ot}
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salm, 7}7+S I 1a9] Elo]E &9 (table heading) (Z, "AE CIR ©|i,
, X X-1e]aL, n& 0°Juk")o] shrlel yEkdl Zhzte] Hols dYoer wAlH= Ae Aelstals, A
qd&
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[0643] [E 2]
R R
RZ N ><’rx ; 3
Y | \<\ |
R’ W N \ )
0
N—O
T
W& 00)a, X & X198, ng 00t}
R’ R R' R Al
CH, CH, 0
CH, CH, s
CH, CH, H H NH
CH, CH, H H N(Me)
CH, CH, H H CH,
CH, CH, H H OCH,
CH, cH, H SCH,
CH, CH, H NHCH,
CH, CH, H H -N(Me)CH,-
CH, CH, CH, H 0
CH, CH, CH, CH, 10)
CH, CH, H H 0
CF, H H H 0
CF, H H H S
CF, H H H NH
CE, H H H N(Me)
CF, H H H CH,
CF, H H H OCH,
CF, H H H SCH,
CF, H H H NHCH,
CF, H H H -N(Me)CH,-
CF, CH, H H 0
CF, CH, H H S
CF, CH, H H NH
CF, CH, H H N(Me)
CF, CH, H H CH,
CF, CH, H H OCH,
[0644]
R? R} R* R’ Al
CF; CH; H H SCH,
CF, CH, H H NHCH,
CF, CH, H H “N(Me)CH,-
CF, H Me H (6]
CF; CH; H Me O
CF,CH, H H H (6]
CF,CH, CH, H H 0
Et H H H (6]
Et CH, H H 0
CH, H H H 0
[0645]
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[0646] [% 3]
S
e N X E
R Y \
. N
W \ 0
N—Q
F
X & X-1°]i,ne 0olth,
R'™® w! R'® w!
2. E s OMe 2.1 Bl s E H W NHOH
2w S A Al SMe 2-v] &= A]5(CF,)-¥ld NHOMe
2-FREdd NH, 2,5-Tholof ¥ d NHNH,
PRERERSE ) NHOH 3,5-thold e s eh - OMe
2-od#d NHOMe 3.5-thel R g el .- SMe
2-0 5 A NINI, 3,5-Cho) B ¥ v] 2} F- -9 NI,
2-( FE 2)-5d OMe 3,5-H] 22-(CF,)-¥] 2} 55-1- NHOH
2-(Eg}o] ZF Q5| 5 A])-7 SMe 51 -3-(CF,)-1] 2} %-1-2) NHOMe
3-EREAd NH, 3,5-thol el 12 4-Eg}o] o} F-1- NHNH,
Q‘__]
3 2R NHOH 3,5-T}o] F R & -1,2,4-Efo] o} OMe
1-<4
3-vesd NHOMe 3,5-Tho] H = 2.1 2 4-Eg]o]o}Z. SMe
1-d
2,5-thold e #d NHNH, -8 NH,
2,5-CF0] F R OMe -7l NHOH
2-F E E.5-(CF)-d SMe KRG L= MR S 3| NHOMe
2,5-ttolH 2 iy NH, R =) NHNH,
2-B 2 E_5(CF,)-34Y NHOH 444-E8lo] EFQ R E1.¢ OMe
s dd NHOMe 33-UholEa g2 2 g 1.y SMe
s-HER 2 vEdd NHNH, 2-CF, Alol i@ g 919! NH,
2.1 8 5(CF,)- 3 < OMe -5 A NHOH
5T R R EA Y SMe Effo] R s S Al g NHOMe
5-H @ E0-v| 5 A NH, 333-Eefo] HF QBT ITA] NIINH,
[0647]
[0643] [E 4]
CH; E
.3 5
= /N NUG\O/\
— O
N N—0O
F3C’ 0
F
[0649]
[0650] E 404, 479 ¢ FERE (Y F=ow EE3tE Ao 33k 19 X (o=
SO ZFdke Aol Jo 94 e i AFEE $A 3

4ol 71A4€ A AA sHHE2 E7F E-laolal, X7F X-10]w, no] 0e]aL

FQl sheha

R = (
el g S)Aolwl, FulA WEE 27 P
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[0651]
[0652]

[0653]

[0654]
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G R R G R¥® R
G-2 H - G-26 H
G-3 H 1-Me G-27 H
G-4 H G-28 H
G-5 H G-29 H
G-6 et 1-Me G-29 5-Me
G-7 - - G-29 5-Cl
G-8 - - G-29 5-Br
G-9 - 1-Me G-29 5-CF,
G-9 - H G-30 H
G-10 gt - G-31 o
G-11 H - G-32 H
G-12 H 1-Me G-33 H
G-13 H H G-34 H
G-14 H - G-35 H
G-14 5-Me - G-36 H
G-15 gt - G-37 H
G-15 5-Me - G-38 H
G-16 H 1-Et G-39 H 1-Me
G-17 H - G-40 H
G-18 H - G-41 H
G-19 - H G-42 H 1-Me
G-20 - - G-43 H 1-Me
G-21 - - G-44 H
G-22 H 1-Me G-45 H
G-23 H - G-46
G-24 H - G-47
G-25 gt - G-48 - 4-Me

CH; F.
&
A .
’N}NQ/L\N o
=N
F4C 0 F

F 5914, T (2 So], J-1 WA J-83)9] TxE A AA FEelA F7 4] yEhiglen (R, A&7}

EAEA erer. 4] TR HolE Be 84 19 o] dlearh. I g Yok 25 o £4E G

(Z, Hol®) 2 7 (F, 7-Dol g J 3o Bhe 2av. WA A5 67F BREE T e 8 9]
W, FwA MEs 27 BREE ] A & Ao, o Sol, ¥ 5o /AE 3w §AEL E7b E-1aol
3, X7F X-10]W, no] 0lx, G7} G-1o]w, R 7} HelaL, 77} Z'-1e]W, 2t R 7} Helx, Q7 Q-45019, (R™),7}

2,6-tko]-FolaL, J7F J-1 (2/4)1 3}3t4] 1] shgtaoltt.
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[0655]
[0656]

[0657]
[0658]

7 ] 7 ] 7 7
J-1 (2/4) 19 (1/4) 124 (472) 132 (5/3) 1-44 (2/5) 1-70 (173)
-1 2/5) 19 (4/1) 124 (5/2) 132 (502) 1-44 (2/6) 171 (2/4)
J-1(412) 1-10 (3/5) 125 (2/4) 132 (412) J-45 (2/4) 171 (412)
J-1(5/2) 110 (5/3) 125 (2/5) 133 (2/4) 1-45 (2/5) 1-72 (2/4)
12 (2/4) 111 (3/5) 125 (4/2) 133 (2/5) 1-45 (2/6) 1272 (4/2)
12 (2/5) 111 (5/3) 125 (572) 133 (3/5) 1-46 (2/4) J-73 (2/4)
32 (402 J-12.(3/5) 126 (2/4) 133 (5/3) 1-46 (2/5) 173 (412)
12 (512) J-12.(5/3) 126 (2/5) 133 (5/2) 1-46 (4/2) 173 (173)
-3 (2/4) 1-12.(173) 126 (472) 133 (4/2) 1-46 (5/2) 1-73 (1/4)
13 (2/5) 112 (3/1) 126 (5/2) 134 (1/3) 147 (2/4) 1273 (4/1)
1-3 (412) 113 (1/4) 126 (1/4) 134 (1/4) J-47 (2/5) J-74 (2/4)
13 (5/2) 313 (@/1) 126 (4/1) 134 (3/5) 147 (4/2) 1-74 (2/5)
1-3 (1/4) J-14 (3/5) 127 (2/4) 134 (3/1) 1-47 (5/2) 1-74 (4/2)
143 (411 1-14 (5/3) 127 (2/5) 134 (4/1) 1-48 (3/5) 1-74 (5/2)
1-4 (2/4) J-15 (2/5) 127 (3/5) 135 (1/4) 1-49 (2/4) 1-74 (3/5)
1-4 (2/5) J-16 (2/5) 127 (412) 135 (4/1) 1-49 (2/5) 174 (5/3)
14 (4.12) 117 (2/4) 127 (52) 136 (1/3) 1-49 (4/2) 1-75 (3/5)
1-4 (5/2) 117 (4/2) 127 (5/3) 136 (3/1) 1-49 (5/2) 1-75 (5/3)
1-4 (3/5) J-18 (2/5) 128 (3/5) 1-36 (3/5) 1-50 (2/6) J-75 (2/4)
1-4 (5/3) 118 (5/2) 128 (5/3) 136 (5/3) 1-51(2/6) 1-75 (2/5)
1-5 (2/4) J-19 (2/4) 129 (5/3) 137 (2/5) 1-52(2/6) 1-75 (3/5)
1-5 (2/5) J-19 (472) 130 (3/5) 137 (52) 1-53 (2/3) 175 (5/3)
1-5 (412) 1220 (2/4) 130 (5/3) 137 (2/4) 1-54 (2/3) 1-76 (3/6)
1-5(5/2) 120 (2/5) 130 (173) 137 (4/2) 1-55 (2/3) 1-76 (6/3)
1-5 (3/5) 120 (2/6) 130 (3/1) 1-38 (2/5) 1-56 (2/3) 1-77 (3/5)
1-5 (5/3) 1220 (3/5) 130 (1/4) 138 (5/2) 1-57 (2/4) 177 (5/3)
1-6 (2/4) 1220 (4/2) 130 (4/1) 1-38 (2/4) 1-58 (3/4) J-78 (173)
16 ( 2/5) 1220 (512) 131 (173) J-38 (4/2) 1-59 (2/4) 1-79 (1/3)
1-6 (412) 121 (3/5) 131 (1/4) 139 (3/5) 1-60 (2/4) 179 (3/1)
1-6 (5/2) 121 (3/6) 131 (2/4) 139 (5/3) 1-61 (2/4) 1-80 (1/3)
1-6 (3/5) 121 (5/3) 131 (2/5) 1-40 (3/5) 1-62 (2/4) 1-80 (3/1)
1-6 (5/3) 122 (2/4) 131 (3/5) 1-40 (5/3) 1-63 (3/4) J-81 (3/5)
1-6 (1/3) 122 (2/5) 1313/ 341 (1/3) 1-64 (2/3) 1-81 (5/3)
1-6 (3/1) 122 (4/6) 131 (4/1) J-41 (1/4) 1-65 (3/4) 1-82 (3/5)
-7 (5/3) 122 (472) 131 (412) 142 (173) 1-66 (6/7) 1-82 (3/6)
17 (3/5) 122 (5/2) 131 (5/2) 142 (1/4) 1-67 (2/3) 182 (5/3)
1-8(5/3 123 (2/5) 132 (2/4) 143 (1/4) 1-68 (2/3) 1-82 (6/3)
18 (3/5) 123 (2/6) 132 (2/5) J-44 (173) 1-69 (1/3) 1-83 (3/5)
19(5/3) 124 (2/4) 132 (3/5) 144 (2/4) 1-69 (1/4) 1-83 (3/6)
19 (3/5) 124 (2/5)
[ 6]

CH,
S
==N />' \ 0—Q
F3C 0 N—0

=1

12

7} R} shet

o] 0oL, G7F G-1olm, R™7F HolaL, 17} J-29 (3/5)olw, (R™), A

R77}F HQl 3beta] 19] shatmolry,

6ol A,

4 19] HOl 7'-10]t}.

A= =
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B A7) 2 (-0 7hlE
E& E7} E-lao]al, X7F X-1°]H, n
A4 ekx, 77k 7-1019, 7}



[0659]

Q (R”), R” Q ®"), R”
Q-1 H - Q-60 H -
Q-2 H - Q-61 H -

-3 H 1-CH, Q-62 H -
Q-4 2-Me - Q-63 H -

-5 5-(2-F-#d) - Q-63 5-Cl -
Q-6 5-Ph - Q-63 5-CN -
Q-7 2-Ph - Q-63 5-Ph -
Q-8 H - Q-63 5-CF3 -
Q-9 H - Q-63 5-CH3 -

Q-10 H 1-CH, Q-64 H -
Q-11 H 1-CH, Q-65 H -
Q-12 H 1-CH, Q-66 H -
Q-13 H 4-CH, Q-67 H -
Q-14 H 1-CH, Q-68 H -
Q-15 5-2-Cl-#d) - Q-69 H -
Q-16 Ph - Q-70 H -
Q-17 Ph - Q-70 4-Cl -
Q-18 H - Q-70 4-CH, -
Q-19 H - Q-70 4-OCH, -
Q-20 H - Q-70 5-F -
Q-21 H 1-CH, Q-70 5-Cl -
Q22 H 1-CH, Q-70 6-F -
Q-23 H 1-CH, Q-71 H -
Q-24 2-Ph - Q-71 5-Cl -
Q-25 2-Ph - Q-72 H H
Q-26 H - Q-72 H 1-CH,
Q-27 H - Q-72 H 1-CO,CH,
Q-28 H 1-CH,CH, Q-72 H 1-OCH,
Q-29 Ph - Q-72 H 1-C(=0)CH;
Q-30 H - Q-73 H -
Q-31 Ph 1-CH, Q-74 H -
Q-32 3-CH, - Q-75 H 3-CH,
Q-33 4-CH, - Q-76 H -
Q-34 H - Q-77 H -
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[0660]
[0661]

[0662]

[0663]

211—

Q (R™), R” Q R®"), R”
Q-35 4-Ph Q-78 H 3-CH,
Q-36 H Q-79 H 1-CH,
Q-37 H Q-83 o
Q-38 H Q-84 H
Q-39 H -85 5,5-t}e]-CH
Q-40 H Q-86 H 1-CH,
Q-41 H Q-86 5,5-CF0] -CH, 1-CH,
Q-42 H Q-87 H
Q-43 H Q-88 H 1-CH,
Q-44 H Q-89 H
Q-45 H Q-90 H
Q-46 H Q91 H
Q-47 H Q-92 H 1-CH,
Q-48 2-F Q-93 o
Q-50 H Q-94 5|
Q-51 H Q-95 H 1-CH,
Q-52 H Q-96 H
Q-53 H Q-97 H
Q-54 H Q-98 5|
Q-55 H Q-99 H
Q-56 H Q-100 H
Q-57 H Q-101 H
Q-58 H Q-102 -T}o]-CH, 1-CH,
Q-59 H
[% 7a]
ﬁ /)/ 0/4%4 /@ &,
N—O
aq& = 7ol 714" A WA SHEHES E7F E-1ao]al, X7F X-10]H,
3, J7F 3729 (3/5)01m, (R), A&7F EASA ki, z7F 2 -1,
shgtEol .
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R™, R™), ®R™,
2-F-4-CN 2-F-6-CN 2-F-4-CH,
2-F-6-CH, 2-F-4-CF, 2-F-6-CF,
2-F-4-OCH;, 2-F-6-OCH, 2,6-t}°]-F-4-CN
2-F-3-Cl 2-F-3-CN 2-CH;-6-OCH,
2-CH;-6-CF, 2-CH;-6-CN 2-CH,-6-Cl
2,6-1}0]-F-4-CH; 2,6-U}0]-F-4-OCH;, 2,6-U}0]-F-4-CF;
2,6-U}0]-F-4-Cl 2,4-t}0]-F-6-Cl 2,4,6-E2}o|-F
2,6-U}0]-Cl-4-F 2,4-t}0]-Cl-6-F 2,4,6-E &}0]-Cl
2-F-4,6-t}0]-Cl 2-Cl-4,6-1}©]-F 2,6-L}-0]-F-4-Br
2,6-t}o]-Cl 2,6-1}]-CH; 2,6-t1¢]-OCH;
2,6-t}0]-CF, 2-F-4-OCF, 2-F-6-(1H-12,4-E2}o]o}E-1-9)
2-F 2-OH 2-NH2
2-CN 2-NO, 2-CH;
3-Et 3-CH=CH, 2-C=CH
2-A}ol ZFR e 2-A}o] ZaE Al 2-CH,-Afo] 2 82
2-CF, 2-CH=CHCI 2-C=CCl
3-OCH, 2-0CF, 3-SCH,
2-S(=0)CH; 3-SO,CH; 2-SCF,
2-NH(CH,) 2-N(CH,), 2-NH-Ao] Z- 2 &l 2
2-CH,0CH; 3-CH,0H 2-C(=0)CH,
2-CO,CH,CH; 3-0OC(=0)CH, 3-SC(=0)CH,
2-C(=0)NH(CH,) 2-C(=0)N(CH,), 3-Si(CHy),
2-9d 2-(LhErdl1-d) 2-(¥ 2 d-3-¢
3-(1H-1,2,4-E g}o] o} Z.1-) 2-(4-2Z2d) 2-(2,6-t}o]-F-d d)
2-[1, 1ol Apo] Z st 22311.2.9
[0664]
[0665] 2 e =g % b WA wE EFEH, 442 & 7a9 HolE dY (5, "Ex E-lacltt')o] s}l vrebd
Zkztel Holg YR WA= RS ALsaie, 4v] X 7ast s A FARET. oAE o], & TbholA
HolE sl "EX E-lbolthioli, (R™),= A7l ¥ 7acl geolah wiel g}, weld, E 7be] R WA FE
o FAHOR, E-1bo)3, X7} X-10]1, no] 00, G7F G-1o1m, R™“7F Helx, J7F J-29 (3/5)019, (R), A
17 EASA a, 77b 7101w, 2 R 7k Hola, Q7F Q-450lml, (R™),7} 2-F-4-ONQ) 8}8h4) 19] &stag
R 1=
# Hol & Y #* golE &9 #® glol & Y
7b E = E-1b o]t} 7 E = E-1j o]t} Tr E = E-2co|t}.
Tc E & E-lco|Tth 7k E + E-lk o]t} 7s E & E-2d °]th
7d E = E-1d o]t} 7 E = E-11 0]t} 7t E 1= E-3a°|t}.
Te E = E-le o|th Tm E = E-lm o]t} Tu E = E-3b ol
7t E &= E-1f o]t} n E & E-In o]t} v E ¥ E-3c o]t}
Tg E & E-lg o]t} 70 E = E-lo ]t} Tw E = E-3d o]t}
7h E ¥ E-lh ]t} 7p E ¥ E-2a °|th
7i E &= E-li o]t} 7q E 1= E-2b o]t}
[0666]
[0667] [ 8]
F
[0668]
[0669] % 8ol Z1AE R WA FFEE B} E-1a0)T, X7} X-1019, no] 00]1L, G7} G-1o]W, R 7} HolxL, J7} J-29
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[0670]
[0671]

[0672]

[0673]

[0674]

[0675]

[0676]

[0677]

ZIH=d 10-2014-0017520

(3/5)019, (R™), A87|7F ZAeHA @31, z7F 7-101w, @7} Q-450]31, (R™),7} 2,6-Tho]-Fel 844 1] 3

ot}

Rlla RIZH R\’ln Rllb RIL‘a R 2b
H F H CH,CH, H C(=0)CH,
H Br CH, CH, H C(=0)OCH,
H Cl H OCH, H Atol 2R
H CN o CH,0OCH, H Apo] ghiz 8l Al
5t CH,
[E 9]
CH,
S \ F
< /N N, \N Z
=N \
F3C 0 N—O
F

9ol Z (B So], 7-3)9] TaE wyel ok vElgith, dE Sol, ¥ 9o JAE R A &FE
& E7} E-1ao)ar, X7} X-1o]9], no] 0eliL. G7} G-lolw, R/} Helar, J7F 1-29 (3/5)], (R, X|87]7}
2484 @3, Q7F @-45019, (R, 7} 2,6-tko]-Folm, 77} Z'-3019, R "7} HolaL, R™7} Holw], R o] HQl 3}

814 19] sgEolth,

Z R"™ R'* R Z R"™ R'*® R"®
7'-3 H H a 7'-28
7'-3 H H CH, Z'-30 H H
z'-5 - - - Z7'-31 - - CH;
7'-6 H H 7'-32 CH;
77 B N - 7'-33 ¢ ot C1,
7'-8 H - - Z7'-34 H H CH,
7'-25 H H - 7'-35 - - CH;
7'-26 H H - 7'-36 - - CH;
7'-27 H H - 7'-37 - - CH,
[3& 10]
CHj3
A & i
=N \
F5C 0 N—0
F

1004 77} 7 (2 So], 7-2)9l 78] Tz wrwe] gk vetglon | 77F 7-1 WA 7-39) 79 &
AA e 1269 YERIATE. dE S0, T 109 71A® A WA FEL E7} E-laolx, X7} X109, n

23

003, G7} G-101W, R'7} Hola, J7} J-20 (3/5)0lv], (R, A&717} EAaA 23, Q7F Q-450]9,

e

el

(R™), 7} 2,6-tbo]-Fo]x, 77} 7-201m, 7 R"7

(

021 3tek2] 1¢] speteelrt. ZodA #HFo=w &
o}

} }
Age Jol AAH, $H0 R 4¥e ) 924

s

=3t
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[0678]
[0679]

[0680]

[0681]

[0682]

[0683]

[0684]

SIHS3 10-2014-0017520

z z

72 -CHLS- 719 -CH,CH,S(=0)-

72 -CHLS(=0)- 719 -CH,CH,S$(=0),-

72 -CH,S(=0),- 720 -CH,CH=CH-

74 -CH=CH- 721 -CH=CHCH,-

76 -CH,C(=0)- 722 -C(=0)CH,CH(OH)-

79 -CH(OH)CH(OH)- 723 -CH,C(=0)CH,-

Z'-10 -CH,CH,NH- 724 -CH,CH,C(=0)-

z-11 -OCH,CH,- 7'-29 -C(=0)CH=CH-

712 -SCH,CH,- 738 -NHC(=O)NH-

713 NHCH,CH,- 739 -C(=NOH)CH=CH-

714 -CH,OCH,- 7'-40 -CH=CHC(=NOH)-

z'-15 -CILNHCIH,- 741 -CILC(-NOH)CH,-

716 -CILCILO- 742 -CH-CHC(=0)-

717 -CH(OH)CILCH(OH)- Z1 -CILCILCILO-

718 -CILCH,CH,- 72 -CHLC(~O)NHCH,-

719 -CILCILS- 73 -CILCH,CHLCH,O-
A& /e
2 o] FshA 19 SRHE (o] MEAtolE B 9 XF) dARbHoR g2 zhgete AHEdA, 1A
g4 % AA HNAR FATNE 2F FoA A9HE Holw shtel Foh A¥I W, 2AR, F, AY
Fo AAEA WY JRozA Agd Aot AW e 2R RS BY v B 54, 48
2D QAR dE B, EYE, 78 9 259 A&stEs AEdr).

8 AP AA 2AHAE 2 1A 2RSS I MA 2= &N (FA (emulsifiable
concentrate) X&), HEA, ofdAd (vlo]aZodd 9/ FAEA (suspoemulsion) E3) T X273,
o5& Yoz Az FTHE & U, F Q

<=3}4] (suspension concentrate), &
ZAEY ™ F32 fA, wlolA

concentrate) @ 2 FAlolo|t},

AN 2AEQ AdWrAl F38-S A (soluble concentrate), WA+
HAEA, F dd, volazddad 2@ fFAEA|Y. v AA

24 (microemulsifiable concentrate), #4FA oM#] (dispersible

f,
He
-
Y
2
o
i)
rob
=)
M,
9,
>
o|\
ol
it
=
4
v
%
12
i‘r‘
g
K
i‘r‘
)
oflt

ki
ATk AA B A AP AR 2 s
b, A 2 uA AP A F5 (systemic uptake) & Fa LS F e 2 OE A3}t 24
= % %

d9e Basly] fsl AA ofdel T AR e T % vE dshs 25
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TH%

24
4y 344 At g A

S 2 e 9|, AA 0.001-90 0-99.999 0-15
UXW =

o Bkl glukA, odA, & 1-50 40-99 0-50
ol 3]

2

A 125 70-99 0-5
L I I 0.001-95 5-99.999 0-15

AR YT 90-99 0-10 0-2
[0685]

[0686] A A= dE B, el EndggyoelE, offHAolE Bl b, A, Al
2, o[AstEl g, Astold, HE, HEE Eol, gEx, FaREx), Agst, 83, 8

, el B E, MV ER 9 TV ER, B SRV EES 2§t AFFl aA sAE £4
[%3: Watkins et al., Handbook of Insecticide Dust Diluents and Carriers, 2nd Ed., Dorland Books,
Caldwell, New Jerseylol 7145 <l

5, NANtoldEadgtoln = (& Eof, NANTolndEEoeln=), glx2ul, tho]wH
Eﬂi (oﬂ~ Eof, dvEdEti), JddEd 2FgF, Edolddd FeF, 229
afﬂJ =8 Z2dd 2P, 22949 Jt2RYolE, Fdd 2R uyolE, veta

Eof, WA Ff, w2 JHM ofol vtElyl), <AwlAl, dAYZerA FAH, ZYAE Egfolo}
. WS gsleas ) g9ieEE (dearomatized) AWE 3EHE ) oA, S zgdl,
SR, 2-FERE, ofo|AXE B 4-3to|EEA4-mE-2-El=, olAHOIE, o7 of
o]E, &l ofAElolE, Y olAEHE, & ofhHolE, Y olAHo]E, Eglo]Hd ofA
E 2 ofo]xrnzyd olAEo]E, J|E}l oxEE, oA 43} HOIE o AHZ, o|drA odiaHZ H
y-HERSGE, 2 A, 2N, 23 B EXsd e 43, 709 des, dwe, pmZEwg
CohE, 2o RAbE, SRk, g, ofelndld

w=,

2
e
=
=
i
<
o
(m
mlm r}ﬂ

[0687] o 7]

o o
>
o,
I
Li

—|—’
HJE
O
e
S
2

E

1A
K
o
o
kS
B
Mo
Ey
i .
o Mo
X
)
(2
R
!
AL
o
i)
o
K
flio 5
(m
o T
-
=
1
(2
Ko
o i
o
b
2 1o
ne o
K-
) ﬂl}O
>~
kS
Wl
fl
o
_‘>_~‘
o 3

o], Uﬂ‘éﬁ} odsl, FeshS 23, o
R A D

¥ [#%: Marsden, Solvents Guide, 2nd Ed., Interscience,
[0688] w el oA g oA stk AFo] H7pE W, AW
g e gaaud. A
%

[0689] ARBAAE wo]ey, Lol e &
3] ¥

fl
e,
&

do
S
kS
J it
£
iu)

Azt A A zEHE B 99d; dl54dst wd oaH =]
SAbol=, FERl SAbolE EE o] 5 ER=EFYH AxE Zi%% Ef}%): l‘%ﬂ‘} i, FEAE olH
2, g FE=A, SdSAUelE daHE, oOd ZedEAdst AsuHEk ANt daHe, Eedsad



[0690]

[0691]

[0692]

[0693]

[0694]
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3} 22HE AL ol ~HE

Hlgk ol ~E2; Zev AWIAA, = , 3

A, OPTE F= ZF (comb) 2EF A Zlddd ZEE (peg); Z
AdAY FIAZA dqaHE, 4 ZYIFEIAE 2 I E

FEW ToleH AWBAARE AQold MEN 2 olo] o AEBydo|ES d:E it AAdE 54
ol thelsld AxulelE FEA; P9 2 P FEA, 4% So] PLmATelE; weli Ei 4
AR EE o5 B4R LW AXUlelE; asolE oiue, oy Sme dddelEe] EadelE
rH=, AAE Aol ES] EadolE f2HE W 2EY AE B =Y EasolE o sH e
S ARBA; A2ad FEA; 2HY s dHZ Asels; oo 2 ANk Asol= 2 Xyl
e : : | Aol =; obul

@ o mggtholobyl, Edfolxw
Edtololrl @ tholzz A=Y, % o) EA5 obml, o|Esk vhololrl % xzEAs ofm (oflat
2 SajelE Ei ol5e) YRR AxE); oky @, Ay o}
% 3, oS A A 2 olFA
(diquaternary) 9: % o}¥l Spo]=, oAt StAvholm|Eobyl SAato]= % H] - (2-51o] = E A o] €)-2k o}

=~
W SAtl=E B 4 glont, olEe] wANA gt

il

Hlo] & ARG Y o)A AREA EFE, £ Holy AWEdAet ol AUGGAY &
FEE B owwel 2480 f8dt. o2, S84 U Foley AWBYA U o/Fe FA §u: B
& [#Z: McCutcheon's Emulsifiers and Detergents, annual American and International Editions

published by McCutcheon's Division, The Manufacturing Confectioner Publishing Co.]; &% [#Z: Sisely
and Wood, Encyclopedia of Surface Active Agents, Chemical Publ. Co., Inc., New York, 1964]; % &3
[#*=%: A. S. Davidson and B. Milwidsky, Synthetic Detergents, Seventh Edition, John Wiley and Sons,
New York, 19871& HIE3g theget 7halel Fai-dlel A E o] T},

o] 2AAES e AE 2AZA FEANA g AY BaA 9 £
S A A, AAH HMA = AWNSHAR TFetE eR IE £ UdS). 28 AY
pl (=4, 71 T ©x (A2%A], A& B9, Zgoeriwd

), €71 (in-container) WAE (
PAr-x (HE FAA e 2HA), T
A= Q& 5o, EEH|d oMAHlE, & 4
A, EYHd 43E&, EPHd 43E FFHA L 25 xS Ay HxA 4
Eill

ZkZ: McCutcheon's Volume 2: Functional Materials, annual International and North

i olf

oz
o

of\
i)
N

Z
H'd opAH| o] E
A7 A 9] o 2=
American editions published by McCutcheon's Division, The Manufacturing Confectioner Publishing Co.l;
9 A B3 Y TN AW 03/0242225 0] dAE AES 5 F Y}

staba] 19 sEE 2 Qo] e E4 v AFHoRE A S &ufel &IAITIAY A Ee Ax
S| A A EAFo2HN B Uy 2AE U2 24", fAE RS 9 HARES Wed] PR
W AzE 7 Ao FARA ARt dA 2E &7t FEESIR Ao, 22 A A
g SWlE f8r1717] st ez A o® HybErh, 2,000 m ©lEke] 9AS b g4 AR &Y
g wA 2E o]l &ste] £ WYt Hy FAHo] 3 m MR JAE A& S g FA SEHdeE 94
H A FIAZ AXHAY (dE B, vlo 53 A3,060,084% 3F) Ev 5 AR g8 FrE
Hol A S AT Aok, Ax AP BT 12 E1E FAHE .= s, olAd g3 2 uiA
10 mm M99 B YAl FAPG, A 2L ETe SUy 2 54 B (dF B9, dH ¥ T §A4 oY
A ME ol &) o A= = Jrt. Y L ARNLS FA BAS v FAE JY GA Ao BEFoEH

al
= H
<3 71zl 93] AxE 4 Yr}. F3 [Browning, "Agglomeration", Chemical Engineering, December
4, 1967, pp 147-48], ¥ [Perry's Chemical Engineer's Handbook, 4th Ed., McGraw-Hill, New York, 1963,

H
rr
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[0695]

[0696]

[0697]

[0698]
[0699]

[0700]
[0701]

[0702]
[0703]

[0704]

ZIHSd 10-2014-0017520

A xﬂWO 91/1354655 k. AL v 53 Al4,172,714
E3] A4,144,050%, #3,920,442%
A= w2 E3 #45,180,5873, Al
& o= B3 A)2,095,5585 2 m]=F

pages 857 % 1 o|3}] B = A
Zof 7]AE wpel ol Axd & Ea
2 5d E3 A3,246,4933 1% wkel ol AzxE 4 do. A
5,232,7015 % #15,208,0305 0 wAJH wle} Zo] Ax"E 4 k. HE
£3] A3,299,5663. ] wAlE wfe} go] AxE 4= Q).

A H 3} Fofol] #3F Frte] AHo| s =, E3 [T. S. Woods, "The Formulator's Toolbox - Product Forms

for Modern Agriculture" in Pesticide Chemistry and Bioscience, The Food-Environment Challenge, T.

30, Jlm
1
o,

»

Brooks and T. R. Roberts, Eds., Proceedings of the 9th International Congress on Pesticide Chemistry,
The Royal Society of Chemistry, Cambridge, 1999, pp. 120-133]% =3}, we mE 53
A13,235,3615, A9 6, 163 WA Ag 7, 198 2 HAAJe 10 WA 41; w= 53] A13,309,192%5, A7l 5, 43
3 x Ag 7, 628 2 AA ] 8, 12, 15, 39, 41, 52, 53, 58, 132, 138 WA 140, 162 WA 164, 166, 167

2169 WA 182; wl= 53 A]2,891,855%, Z= 3, 663 WX Aw 5, 1738 = AAo 1 YR 4; 3
[Klingman, Weed Control as a Science, John Wiley and Sons, Inc., New York, 1961, pp 81-96]; &3&
[Hance et al., Weed Control Handbook, 8th Ed., Blackwell Scientific Publications, Oxford, 1989]; % ¥

& [Developments in formulation technology, PJB Publications, Richmond, UK, 2000]& #z3ht}.

3t7] AAldel A, BE WEES T V|FoH, EE AP S4A40 HHoE AxHrt. FE MEeE <
Ga E A U4 Bl SRHES WeT o o Aeed SuE, 45e AU ol 8at SA @ wy
& AYFon o8 4 e Aow oA, aEw, d7] AAdi B GAHd Aew 2 of
wEk qleoje] Ao rE & IIA &S HEEHA e Ao sAFolof gk, ] ZAEE AE AYe)
aE MEEe $% Eoln
A A
NP EEHE
3= 2 98.5%
A7} oojmA 0.5%
8 mARA wA At 1.0%
A A B
HFaAd
= 10 65.0%
S Ay Zuogdl 2w oy 2 2.0%
AH davANYelE 4.0%
A A s o] 6.0%
zERijo]E (ﬁ:*éﬂ) 23.0%
PADS 01 C
7
3 16 10.0%
ofeiAxlo]l E #yl (A A &4, 0.71/0.30 mm; U.S.S. No. 90.0%
25-50 Al H. (sieve))
A Al D
Y& e
3}3HE 2 25.0%
o AAEY 10.0%
ZA 9 A% YodAzyele 5.0%
o AV ZE A E o] E 1.0%
/ol F MELe E 59.0%

- 100 -



[0705]

[0706]
[0707]

[0708]
[0709]

[0710]
[0711]

[0712]
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A A E
Al
3}H5HE 10 10.0%
FGaeErll A2 E Aol E 20.0%
Co-Cpp A g g2 70.0%
PP o F
vlolE o]l A
5HE 16 5.0%
Zda Zel =l ofAElolE FEEA) 30.0%
A7 F| Zy] FAbo] = 30.0%
ZeAE RS olE 15.0%
= 20.0%
A G
LA A
e 2 20.00%
Zyuld s Za =0l ol Ee]E FEghA) 5.00%
R 5.00%
g YAz ol E 1.00%
Ly sadga/ZySA el 55 A 1.00%
>~Hlotd 252 (POE 20) 2.00%
Yo 2rte e 0.20%
A A A 0.05%
£ 65.75%
F84 9 SR AP AgHor A4 Ao BR I4Ho], £4 24Tl FHHTL. B EE o R
Lol HA A&7 A A 2AAE (dE B, BF ¥ 2AE)S HAFAH2R Hojx oF 1 ppm o]/ (4]
S 59], 1 ppm WA 100 ppm)2] & vt o] 33E(E)S EF3th
o] FES AEW YAARA f8eith. webA, 2w Eg fFage] B wyo] sgE e A
SES Rt ANAA 2AES BET A% TE ol BE, it B A% TAd A4 AL
] 13wl /e o

%
o
2

R
idiomycete), APdoF (Ascomycete), -7 (Oomycete) ¥ &
B A 93 HE WAE AT o5 FHHS A
E, % B ZEe Ay HAAE WAst=d FaEs. olys WUAE Fo/EXEZ
(Phytophthora) ¥, oAU HFoJE=ExEal Q]HA~EF~ (Phytophthora infestans), YoJEZEZ w7} AuZn}
(Phytophthora megasperma), o]EZEZl ule}AJE]Z7} (Phytophthora parasitica), JoJEZEal Rz o]
(Phytophthora cinnamomi) 2 ZFo]EZEal FWALo]A] (Phytophthora capsici), ¥ E[s= (Pyvthium) ¥, <7
Y E]g ol gl EZnlE (Pythium aphanidermatum), 2 #|Zx=~3Eg}A|olo] 32| (Peronosporaceae family)2
W d Ay Fetaxgel BJE]FE) (Plasmopara viticola), FExAXEEF A AIZ (Peronospora spp.) (FZ
= A¥Z) EFERAILE (Peronospora tabacina) R F|Zx=AEe}l F2FAJE]ZF (Peronospora parasitica) XE3F),
R ZxA¥el 23 A2 (Pseudoperonospora spp.) (FEIHZ=2Fa) FHJA]= (Pseudoperonospora
cubensis) ¥38}) W Befojol gEFlo] (Bremia lactucae)S X&3sl= W5, e Ei}elol (Alternaria) W,
AAY dEEv)elo} L2l (Alternaria solani) R e r]e]o} HalA]7le] (Alternaria brassicae), ]2
vZ]o} (Guignardia) W, AN Hzu=Zrjo} H =Y (Guignardia bidwell), ¥W*E2]o} (Venturia) "8, <A
) wEZlo} ojifoFe]~  (Venturia inaequalis), 4E&/o} (Septoria) W, At HEgo} =%F
(Septoria nodorum) 2 #EzJo} EZEIAX] (Septoria tritici), JANVFE, AT oA AT A=
(Erysiphe spp.) (o]&]A]¥] —zefvji~ (Erysiphe graminis) 2 of2]A]¥] Z&li11] (Erysiphe polygoni)
V), 2RAlZel YIZHEE (Uncinula necatur), 23 ZE|7} Z2] AL} (Sphaerotheca fuligena) 2 EXA3ko]
2} FHZEg 7} (Podosphaera leucotricha), EAZEIZAEZe} EZZEg|Fo]gl~ (Pseudocercosporella
herpotrichoides), BEZEZ (Botrytis) W, oAU HEZEA Aylgo}l (Botrytis cinerea), 2Yz]t]o}
M EE|FE (Monilinia fructicola), &8 ZE/L]o} (Sclerotinia) W, AW 2FgZE/Ljo} ~FHZEQF

58 WE, WY, oM,
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of o mll R N rjz
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(Sclerotinia sclerotiorum), FFZUEZZE Z2]4Jo} (Magnaporthe grisea), X#Al2 HJEJZ2} (Phomopsis
viticola),  HRIEXX¥za  (Helminthosporium) ¥, d7AW  HHE~¥ale EZEA  #HE~
(Helminthosporium tritici repentis), ¥#]x=e} Elef~ (Pyvrenophora teres), StEEtA A (anthracnose)
W Al FEA A2l (Glomerella) = FHEEZF 23 A= (Colletotrichum spp.) (AW FHEEZF
Zzafoju)Eal (Colletotrichum graminicola) B FeEEegl# Q@ E2x]ZFal# (Colletotrichum orbiculare)), 2
ZFoll--ukr=nlo] ]2 zefu] iy~ (Gaeumannomyces graminis)E ERFebe ARt FAIL O 2I A= (Puccinia
spp.) (dAW FAJjo} gl ZCJEl (Puccinia recondita), FAIL o} AEgJo]EEZn]~ (Puccinia striiformis),
FAILol FZr]o] (Puccinia hordei), FAIY o} z&}u]iy> (Puccinia graminis) R FAJLo} ola}7]r]
(Puccinia arachidis)), d|ZzJoJo} HI~EFEE~ (Hemileia vastatrix) 2 IJFFsel 37]2]X] (Phakopsora
pachyrhizi)ol 93 =W (rust disease)S XF3l= TAAT;, FELEZJ o) ZFEFw (Rutstroemia
floccosum; ~EE|ZEJL o} TR Q725 (Sclerontina homoeocarpa) 2% A H)S H]F3 & HAA;
2| FZFEL]o} AFAIZ (Rhizoctonia spp.) (AW, g/FFZEiL]o} £l (Rhizoctonia solani)); FAFE 5
(Fusarium) YW, AW FAMES ZA1% (Fusarium roseum), FAFE[+% “z2lujuJo}&E (Fusarium graminearum)
9 PRl SAIAEF (Fusarium oxysporum), HEE[Ye]ss gajofo] (Verticillium dahliae); &2 ZE%
Z33ZAlo] (Sclerotium rolfsii), ©HZ=FEe]5 Azl (Rynchosporium secalis); A|E2HZ=FE2 ]S FHEL0)
# (Cercosporidium personatum), AJE2FZ2¥Xe} olg}7]c]F e} (Cercospora arachidicola) B A|E2FZ=Fe] H]
E[Z&] (Cercospora beticola); 2 ol WA & TA A= 7IE & (genus) 2 TS EF3ch. =4
E EE wgES o5 A @A olfdex, BteEol, A ofE=Pitjol ofH=ZH I} (Erwinia amylovora),
FRER YA ZHHAEa] A (Xanthomonas campestris), =R uf AJ# 710 (Pseudomonas syringae), % o
oA Fel gk ddE zter.

L

ol 3}gE2o AE% (rate of application) (F, A4 Fax)S WAL A5, B33 E5EF, F9 &
T 2ol e A o) FFgS WS dom, HA AME st A Hojorstt. WdxtE ddte
drle] ANEW WA Hed MAFH Fads s A¥S Fle] folshA AAT ATk, AL T

3 g 5 nEe =

o\
rlo

=

[e}
g4 A& oF 1 g/ha HRF 1A oF 5,000 g/ha®] HEE AH=HE F9 HId”
X 1 1WA ek 10 g9 HEE A

2 o] seES e AxaA], A, AAEA, AAEA (bactericide), TV FEA, A=A, Ax

=42, A= 9

G, uE Ae 1894 A, 3 ) X3 st
ojdel v Ae 24 IehE e A @A EgEel, 24 Y W v R3S Fojshs tAdE
e AT & Ao wEM, & R B3 shek 19 sete (AXHH fFEFeR) % Aok sht
F7kel AE g4 e e Ae 244 (Bedtd frageR)s ¥ddts 2AEdd #3 AeEm, FUkE
A A, A 34 = G4 A T Hoje shuE 2FE v uE e 24 e e A
= A ARG, oA 4 B A A T Aol suE e =4S ol A
Aok, 2 e EEC deiA=, sty ol uE Aw 24 seE e As A= Zoyx
(premix) S FASHE=S 3heh4 19 sgE3 A AGstd = 7, st o) & Ae 24 = =

e FEde e AYstE # dow, AP AL Hol A widEAY (s

shekA 19 shehe olgle=, F (1) vid W=clntE Jk=npvo]E (MBC) XAl (2) vrol7pE &0l
= AxtAl (3) 2elEst AsAl (DM AxdAl; (4) sidotn= AXltA]; (5) obl/REE7 XAl
(6) AA"d A AsfhAl XA (7) FhEFRZom = AXwAl; (8) sto]=FAl(2-obv] - I gud At
Al (9) obdemyleud AXId Al (10) Wdd FhEupo]E AX Al (11) Fi= oFxARe]= (outside) A
Al (Qol) AxltAl; (12) #ddE Al (13) FA=d A (14) A ikt AaAl A7 Al;
(15) Aehd AgHd AsfAl-2- a4 (MBI-R) &4l (16) 2ehd A AsiAl-24 &4 (MBI-D) A+
Ay (A7) stel=FAlopde]= AxldAl; (18) AFER-ol FAItobA]l  AsfiAl XAl (19) Z5A

N
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Az A (20) Dol AXAl; (21) FAv= AAFel= (inside) A&A| (QII) AR LA]; (22) Wlzopn=
At A; (23) =32} FEA4F (enopyranuronic acid) A ARFA; (24) AT e YA A AA;
(25) 2FIIGA FAA: aid A AHTAL (26) SFRIHEA A EdSgolA H ol AlE
A ARTAL (27) AotiotAEoln| B4 AXIwAl; (28) 7hEuidlo]E A wAl; (29) AkshA Ql4kst <A
AE% (uncoupling) X Al; (30) 7] F4 AltAl; (31) 7254 AZtA]; (32) sldH2 W3s Az
A (33) EAFUC|E AxlwAl; (34) ZEEHE  (phthalamic acid) AXIwtAl; (35) wlxREgojopxl
Azt A (36) wlA-dEoln| = AR A]; (37) HEThA] = AZlwtAl; (38) Hedl-7teRsoin e XA
(39) IFEudoetn|= AXFAlL (40) ZFEEALE ofn|= (CAA) AXIFAl; (41) HEZAPlEYH AA
A (42) El7t2uiol E A Al (43) wlzoln| = ARFA; (44) H5 AFE HP‘H = A
(45) HEAFolE HE &4 AXdAl (46) F7 (1) WA (45) <]9¢] Mﬂ&zﬂ 2R (D WA 46)¢] 3t
F=o dor FAHE 27 SlA ﬁ‘iﬂlﬂ—t— Aol & shte] AzdA S3E E@é}% =l FEEof
g

o5 AXA FFE FFol g Frke] AHe] slr)e Folzit.

(D "Mg w=zoln|t}E Jt2ulwo]E (MBC) X #A]" (Fungicide Resistance Action Committee (FRAC) HZ=
D& 74 F3 (microtubule assembly) Aldl B-FEH AFFozy, HAF IS Aslsitt. wi# F
g A= AT B ] el % 9 Mx F2E B & dnk. dd dHizontE JtEuidelE A3

ST OlE AAFAE & F At WZeonuEzE & Hxd, JFEWTH, ¥4
ATE. HOIolERE= EOIo|E H HLeIYoE-HES & 4 ).

(2) "tpo]FtE B ~ojn = AW A" (Fungicide Resistance Action Committee (FRAC) FEE 2)3= NADH Alo]|E=

5 ¢ Y 524 AE T3 JAwFoA e AA FAEE Adfsted AA T, d2E SFEEZYUE, o=

20, L2AboNE W HIFZEUS 5 4 ),

Ach
o
i
g
huj
_|CL
=,
o
T
o
w2
4> —E

(3) "guEs} AajA (DMI) AR A" (Fungicide Resistance Action Committee (FRAC) FE= 3)= 2HIE A

Bol Fad ABe ot (u-guds 48 AP 2HE, A d2nsHEe s AEUe] w
of BrAe B Pz W o slse] Basth wed, os AdwAel =FHW, A AFel vy A
de zest], A=e A AR ARE ALt DI AdEAE @ Al seb] R Uylelx

t obE (EftelolE: B oolmtkE 23, IEvd, ddeixl 8 vjed. EffelolE R opAIuE, W
H ]+

BhE, HEFIYUE, APlLeivE, yi=ivs, dqyads (quaygE-d 23, oFAsuE, drsy
=, =FUEYE, EFAYE, EFECRE, A UE, ovlauE, oZiuE, WEIUE, vlo|2 RS
B, AsuE, Zeyavs, L2E s, AvauE, HiauE, HERaYE, EdfeloiyE, E
olottivlz, EffelHlavE 3 fUIUES 5 F U ]U]D}%‘Et SREE, onpEd, SA¥ A
=, TRIEHE, Jﬂ—ﬁgi‘rfﬁﬂ olE " Effo|EZFUES & 7 v dYvdeRs dAvels H ot

E T At guserE EdfEdS 5 v dgdoRe IYds2E 5 o dvk AsEA A
f

gsld, A7l AF % AR A A7 B4 [#Z: K. H. Kuck et al. in Modern Selective Fungicides —
Properties, Applications and Mechanisms of Action, H. Lyr (Ed.), Gustav Fischer Verlag: New York,
1995, 205-258]1°] 71A1E DMI AXFEAUS & 4= AUrt.

(4) "ddotv]= X A" (Fungicide Resistance Action Committee (FRAC) FE 4)&= Yol dojA<el RNA
Z v efolAle] Eold A A ]EP. ol AR A wEH AT IdFe FUPE rRNAY =95t T
o] ZAadd. H4Ad AdFY A 52 olelgt Fio AXiAld m=E:AIFoEN AAHY.  FHdoin]

=
= % FERgE dAE & ﬁlﬂr opddeid o w = e
S|

o

=~
r]
El

it
),
j
do
3;
_Y‘i
Au)
(i
o
fru
rlr
do
>
i
il
o
U
-

w ekl 3+ A, g ]é A -M/ ] =4S

Sh. REzSEoR: oFUolAE B 4 gl

(5) "o/ REZY 2AXFA" (Fungicide Resistance Action Committee (FRAC) IE 5)& 2AHE AIAA A=
el 270 ®A 59, A" - A ofolamalolA 2 A B FAE AT, 2HE, oA o =ixy
£e 7% AZHY Wi WEAY % T2 W % Jlse] Basc mebd, ofF AAEA wEHW, 2
T JAdFe ¥AY S 2Ystd, A5 @5 JAdFY APES VAT, o/ EREEY ANAA
(8] DMI (non-DMI) Z~ElE AgA AsAlz: TXE)E2E R=2ZH, v¥dd 9 Ay dAg-olyl AA7AES
= % 9 pnEZiionl JUREed LyReX HI=vrex EffolgrzZx U Egonagnc
5 5o wdggent dxady ¥ AA2Ue 5 5 AP AvzAg-otent ANmANS £

|
o
W
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T Ak

(6) "o1xA A AsjA| AHFA" (Fungicide Resistance Action Committee (FRAC) ZE 6)+= AAZ AT
Aol GES vHozHN AdF{ AES Ay, JAAE AP AAAAZE XAEXZE SO E 2 tolHE
& AAAAE & 7 dY. IAXZHEYCERE ouyIxs, o2y s H Ry AE & £ Yy
ol E# o 2= olo] A R2ES TS & 5 ).

(7) "7rE2E 2oln| = A A A" (Fungicide Resistance Action Committee (FRAC) FE= 7)% AAJUY|olE 44
48 HydE IYBa 32 (TCA 32)Y Fo3 42 Wefstoan] B 11 (FAYoE &4idl)
AddHF 5s A, &5 Aol s, Jd/7F ATP Ak AS AASER, A/ 44 2 #4

& Asar. AeRsdus AAFARE NzcnE, T A28 soln=, SAEQ] (oxathiin) B2

oMU, ElolE =B ol S AEBolE U Y AEBroEg B & A, WxeEE
oty TREAY 9 WEade 5 4 QY. Fo edsomert A¥ge 5 4 At SAE9
AeBrclEzis 2R W SARZEAS B 5 Q) HelE EBicuEzt ERANES 5
ok, debE seBocliEzs FeEv, A evjee, ua, ofolauleha, Ml2-(15,20)-[1,1'-vh
ol ol 253 28| 2-91 ] 0 |-5-(Fpol HF 0 2o &)~ 1o B L9 E-4she ol 9 AEEA ([

(1,3-tolM e ) A d]-5-FF 221, 3-to|Hd-1F 9 gE-4-7t 25 2ol =) S & F vt Igd 7125
ZolnERE HAZYES § 4 QT

(8) "3Fo]=FA|(2-0tn
o =4l dopryfolA] A3
I AT},

(9) "old =g A2 FA" (Fungicide Resistance Action Committee (FRAC) FE 9)¥ ofm| =4t WE]Q
ol AFAAS Aslsta, 79 Fd AE AMEE %’311/\] 7= 7FEEd a4 BHE WEste e

A, dz2s Afolzruyd, vy 3 ] ve = 4 vk

A " (Fungicide Resistance Action Committee (FRAC) FE 8)+= o}
oz At FAAE Asgtt. d=2E FIWoE, tdEE 2 dEHIES &

:Tr
ﬁE
©
=)
T
>

o
M
&

A =3
off A3gsle, ]—LL %L}% Wt 2, A 28-S At A T3 Adlle AE FE, AX U9
T L AX 25 HIAE 5 Y. dE2e HaEANBEE & 4 Jdu.
(11) "= oFxAtol= AsAl (Qol) 2R A" (Fungicide Resistance Action Committee (FRAC) FE 11)+&=
FHFAE 4ts G40 dEFS vHoZN FAF HEHA 111 vEZ=Eo)l €5 Adett. 09 E 2tst
E AR vEIZ=gol v fAsteE AFIEAF b HRAY "FAE olAlelE" (Q) F-HIdA

AAfG, MEZsdd 5% At A4Ad AwR 4% % 0L AT, A kA= A4
B (ZERNTA BAFAZE FA)ZE vEA kAR E, WEATZ o] E, S Aol Hlo]
= Emrhol $Ak, olnlthEelis 2 WAkl E Az

E, SAV o Eotr| = SAMSHH 2, tholsto]=
TAE 5 F Uvk. WSAAHY)ERE o}fFAZERZN U 2ERFY (SYP-2071), HFAZE=ZWN U
HHEAZERN (SYP-3343)& & F Atk WIEAZIERoERE AHRFRAERNY FHuE~ERY
(SYP-4155)& & o k. SAV oA H ol ER = Ay &Al-mE Bl Edo]EFA2ERRS & & A, 5
Al oA Bt E & = ‘:]E’\V\Ei‘ﬂ, ]E“]L’\Ei‘ﬂ, LYANEERR,  a-[WFA oM =] E-2-
({11 —3—<EE¥01%—E£ =) 1 Tl EA olv =l Tl Alop | Eotr] = gl 2-[[[3-(2,6-Tto] Z 223l d)-1-1]
g-2-z 2 - 1] SAHE - a-(H 5 A ]D]L) -NFH Ao Ectn| EE & 9tk SAMEY
‘ﬂ‘:]goib ‘F ATH.  Holsle| BRG] SAK O R = EFSAIRERNS & 5 Q). ov|th
ZEm=orE ¥ g Atk WATtERo ERE SEulstEeE & 7 U
(12) "dAd¥]E 27 A" (Fungicide Resistance Action Committee (FRAC) ZE 12)& MdFo| 4HF
g Adgy dEE VAP Gl guolAlE Asgth. AvlERd 3 SFUSAdS o 2 =
ojt}.

=

HU

krm

il
|

1=

pT)

o,

[

]_

_;P
LJ}UE‘

i
o o
e

©
_?1',
i
)
=
2

(13) "FH=9 22 HFA" (Fungicide Resistance Action Committee (FRAC) = 13)E %7] AIE A|Z1E ol A
G-l Ao Jgs nHoRN Aad ALES Adlste oR2 AA Y. o]EL AVFHSE dov|e AAFY
ol B/ 527 A4S Adsts Aoz gEAy. FAmAd @ HREZIEAL o]#d A A 7 49
o},

(14) "A A kst AsfA] AR A" (Fungicide Resistance Action Committee (FRAC) FE 14)+= A 79 9
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shalol] S w X x| A FHaEE Adsts Aow AAFEL.  olEd BFe A, oAAY o Ez oo}
2 T3 Ve AESHH Ay, oA a5 2 dehd Aol s v ¢ ok AFA kst AR A
2 WS g 9 1,2 4-EloltjololE HXAFAE B & Urh. WEEH v AAFARE vlolEd, SRR
4, gE=<, A4, gyd 2 BEEZEXA-vus £ 5 Quh. 1,2 4-Folt}ololE AXAARE o ET
ololES E 4 U

(15) "d@ahd At AsiA-2Y T4 (MBI-R) 2 #A]" (Fungicide Resistance Action Committee (FRAC) =
= 16. 1)+ Hahd Ao e vxek 319 (naphthal reduction) ©HAIS Asfsict, #HWabde AR o] AHFH
of o & AE e Hdesitt. Aegd AFAE AA-Y 54 AXFARE ofolAlx T, HER
A= 2 EfoolE2HREolE AAAAE E F vl ofolawlzFHEoz e i‘%}?/}o]v—g s
At AEEHEH=loE2E JARZIES F T AUtk EfololERMIEEHoIEEE EoAlolEYES E T
ATt

(16) "H@ahd AgtA AsjA-2<4 T4 (MBI-D) A #A|" (Fungicide Resistance Action Committee (FRAC) =
E 16.2)% Hepd Aol A 9 ]ELE g5 G458 At Wepde g5 a9 5 AE 7Y
of dasteh. Wehd AP AsA-EF G4 AXFARE Ao FRIZITIE R0l E | g2 ol s Ul
ZRy|olu|= AAFAE & 4 Juh. AoFRIZdVlEE olnEgE g2 EE E 4 Y. )

2xsouEgt OIFRACMES § 4 drh. ZEvecdvszi dEAde § 5 v

(17) "slo]|=FAlold )= A H#A" (Fungicide Resistance Action Committee (FRAC) HE 17)E ~HIE A
o F83F 9L = 4-EHEst g4 A, JdEE AN EE 5 5 9},

(18) "AF-Ldl-o ZAIttolA] Aaf|A| X A" (Fungicide Resistance Action Committee (FRAC) FE 18)+
2R EE AFHE ARAAY AFL-oFATIolAlE Asgtt. ZEE, Y dERAHELS 7T Al
o] whgo] AeAQl B 2 W )se dasitt. mEkA, olE AXdAldd =EEHW, A

I8 34E 2dste], 258 294 A7 APES 7H2t. 2Fgd-o F Aol A Al AXldA =
TAE & T Utk He7lEvHoERE A RHIEE & F AT

(19) "ZgEA A7 A" (Fungicide Resistance Action Committee (FRAC) ZE 19)& 71®l MElolAlZ A3
g dEes FYSAE 5 Y.

(20) "HAdeol AAFA" (Fungicide Resistance Action Committee (FRAC) ZEZ 20)& AMXE EHo] o3k
N = Ao AAAT. o ZE AT ES & 4 ).

o

(21) "F= QAbol= AHsAl (Qil) AR A" (Fungicide Resistance Action Committee (FRAC) ZE 21)&
HF s 2k g daks moezA AdFe 534 111 nEZE o855 A, FHHAE 3de
Ao vEZ=gol ute] 9X|atE AlO|EAF bey HEFAC "H= dALlE" (Q)F-HA AAHTE. H|
EZ=gol 3F Asle A IR AT 2SS AAAIT. A AbelE ASA AW AR ’\]O}
woju|tE g AunYEgtololE AXTAE F F Urh. AoteoMtiERE Aotz =g & F T} £

SR ErtololE R ol MNES § & vt

:{o

My
>
N

Zolu|= A7 A" (Fungicide Resistance Action Committee (FRAC) FE 22)= B-HFE8
o, HAa# FTFS YAlFdozN, FA BES Adst. vad FF Ass AX 24, AX U9 5 2

AE T2E BAE 5 Y. dzk SAN=E 5 5 A

(23) "oy T2 A ARFA" (Fungicide Resistance Action Committee (FRAC) = 23)& w9z
Aol JEs mHo=N AdF AFS A, d2Ze S2RHAIY-SE & F .

X
=
~

2 Fungicide Resistance Action Committee (FRAC) I = 24)&= whulia )
F A4S A, d2E Jhgriviel s E 4 ).
o

A gk A2 A" (Fungicide Resistance Action Committee (FRAC) FE=
FS mHo =2 i A4S A, dEv 2EfEroS & 4 .

~

(26) "SFZI A FAA: ETgold] 2 olxAlE AP AXAA" (Fungicide Resistance Action
Committee (FRAC) FT 26)& o|:=AlE AA HR2oA 9 EfddelolAS Assitt. o2& dgjviulo]al
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5 T AUtk
(27) "AlofrotM| Eotu| =24 A #A" (Fungicide Resistance Action Committee (FRAC) HE 27)EX: Afo]
A S & 4 A

(28) "7t2utH|o]E A2 A" (Fungicide Resistance Action Committee (FRAC) HE 28)+= A7 A 4
EJALolE AAQl oz nEET.  olE2 Axute At S A thsddl, Mxv F3A48 wEst
= Ao AAHEL., ZEywlylda ZTRunprlH-slolE g FR2dlolE Qo xFlH W I RE|QJIH = o]y 3t

XA F57e oot

(29) "2F3}A <Azl AAZY AR A" (Fungicide Resistance Action Committee (FRAC) FHE 29)= AAZ
B AkshE Q1gkstel os) MaR{ S-S ATt SF Adle AAE)] AdF 4 2SS AAAH.
olglgt FRFEE 2,6-tho|UERE™, ot ZFolAH, FEuEste|l=atE, od7dd HHE @ Tl ER
Hd ARZEYE, dAad tx, Aev=y 4 vygads 5 F U,

A" (Fungicide Resistance Action Committee (FRAC) FE 30)&= Ab3}A <1A3} 7 2o
2~ o]|E (ATP) AlEfolAlE A& gtt. o2 e ofAHoE, #He ZFadols I 3
At

(31) "Ft2BAA AAFA" (Fungicide Resistance Action Committee (FRAC) HE 3Dy HSA|ZEH
(DNA) EXopolimgtolAldd 11 (RfolgtotA o] FdS mHo=A At/ 4GS A3ttt =2 &4

(e} =~
S E T Uk

(30) "§7) F4 A
Al obeAl Edfol

§ shol =R Aol =g

=

"t

(i

(32) "dHZ Wk A A" (Fungicide Resistance Action Committee (FRAC) FE= 32)+= DNA/Z B A
(RNA) el 43S A= 3oz AA AT, FH=2 W3S ARgA R ofo]HAE 9 olo]AEolEE 4

AAE 5 5 Atk olel&AERE SolUAES & 4 glom, corEoEront S9ue & 4+ 9

(36) "wlA-H Zolm|= AR A" (Fungicide Resistance Action Committee (FRAC) FE 36)2: ZFAdw|=

(37) " t}R = AR A" (Fungicide Resistance Action Committee (FRAC) = 37)2+= fEF2UIE &
/~ oh;}_

(38) "HoHl- }E%/\O}U]‘: A2 7 A" (Fungicide Resistance Action Committee (FRAC) F= 38)% ATP AA
of Y& WA= Aoz AAEY. dEE HAHeHES & 5 AT

(39) "ygmdoln= A2#A|" (Fungicide Resistance Action Committee (FRAC) FEZ 39)= <X|& AgAd
FEE v EN AdF AGS AdEY, dEe dEFHERS & 4 .

(40) "FtEBEAAF oln]= (CAA) 2 -FLZﬂ” (Fungicide Resistance Action Committee (FRAC) HE 40)&= X2
A 2 N EE H3S A }% Aoz AAETE. ol d HAY A= BH AdF S AA S,
24 XAFe] AEE A ed. 2R o= A AR E A4l ofn = dolrn = Fk2nlH| o] E A

Elg=)
=23

[H

J ,
W olnE BAFAE B 4 vk A olERE fuEREE 9 ERREEg 5 4 Q. Wil
e sleviel Bzt Eobtelstn, WEopteln ool hrzn, ofwutustn, wesddol= R W
dee B 4 QT WA sz wmesels v(o-(4-([3-(-F 2 wal )22 -1 ]9 |-
3= %A1 ]l 9 ]-3-o W -2- [ (DA obrl ] Fgbolu| = 2 - [2-[4-[[3-(4- 2225 H)-2- X 29-1-9l]
A1-3-15 A D ] ©]-3-w G- [ (N A E oy e | S dtolr] =8 5 5 9o,

do

(41) "BlEgtrtol Y A AHAHA" (Fungicide Resistance Action Committee (FRAC) FE= 41)& E4 1
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Yagloln s obdld thelir 2o EE (NADH) AFsh $9 Fdol 9 vPomm A#F 44e Asw,
2 SAHERALIFAS E = Uvh,

(42) "l 7lZnlHo|E XA (b42)" (Fungicide Resistance Action Committee (FRAC) TE 42)=+ dlE}

HEANE E 5 9

(43) "WlZzoln|= AR A" (Fungicide Resistance Action Committee (FRAC) FE 43)= A E-SF whald o]
HlEA sk o) X/ s A, d2e ofduZEiels AXA|, oY FFoTFgels ¥ 2§

ouge & vk

(44) "e=F AE o] Fx AR FA" (Fungicide Resistance Action Committee (FRAC) = P)EE &5 A&
- A=d

%)
ol WA EE FEst. &5 AE o fE AXNFARZE dlE-EolriololE, Hl=olo]aElolE 2 EJo}
tolojE-sta B roluE AXAAE 5 F Uvh.  HE-FoltpololER = oA HES-S-HE S & & Ut
Hlzolo| Aol ERE ZEHUES & F Ut HeltololE-JlEa R o Eg = Fojrjd H
s F At
(45) ""HEAPOlE HE ARldA"E v A8 FAE B JdF AEES Asisi, HE/ GO 4 e
ok, o]lgd B AAFAlZE (45.1) "TE] A A" (Fungicide Resistance Action Committee (FRAC)
FE MD)", (45.2) "& A AA" (Fungicide Resistance Action Committee (FRAC) = M2), (45.3) "UtholH]
e7t2ntwo]E AR A" (Fungicide Resistance Action Committee (FRAC) = M3), (45.4) "Zgolm= Ak
A" (Fungicide Resistance Action Committee (FRAC) L= M4), (45.5) "SZ2ZYEZH AZdA"
(Fungicide Resistance Action Committee (FRAC) FHE M5), (45.6) "Ayv= ARAAA|"  (Fungicide
Resistance Action Committee (FRAC) FE= M6), (45.7) "Folyd A A" (Fungicide Resistance Action
Committee (FRAC) FE= M7), (45.8) "Eg}ololxl A A" (Fungicide Resistance Action Committee (FRAC)
= M3) 2 (45.9) "F+= A FA" (Fungicide Resistance Action Commlttee (FRAC) ZE M9)E & & AT
"grE] AREAE A ow (1D A Ao e Fete 7] sEEeln; dEs 2AE, d7Ad
HE2% 9 (Bordeaux mixture; 4714 Fabgte])S H]ESH £’\103§}:|l13] ParE] 2 s EE & o
ok 'S ARIEATE G AR 3 EE e xFekE 7] dEEdH; dEe 3 dAE E ¢ Y. 't
= 5]

s

L

KeN
=

AN
oJelestErtolE HAFA"E tolg|estEutlolE A4 ¥RE TS dzi waq, veg, Tz
9, Sy, ey, e, AW 9 ARe 5 4 A, mgens A0FA'E mgons Bx RS ¥id
W oeet EAE, A9 2 AEES 5 5 Q. 2RUsd Sd@As 222 9 Aohww A 3
$% g TS i FREERUS B 5 Atk s A RE O2eEfos ¥ Sy
EFUES & 4 Ak oW AAFAEE %d, FolaE, ouxeig gwdwelE B ofu ke
Eejolol ol ES S 4 otk "Evfololdl AAFAEE obdeAS B & otk 'HE AdEA s T
Hoheg 5 4 Atk

(46) "EE (1) WA (45) o] ARlwA'RE A Ruvt viAd F e 5 AXAAE 5 7 AT, 9
L (46.1) "Elo}FE FlE2Exolu= AR A" (Fungicide Resistance Action Committee (FRAC) = U5),
(46.2) "dd-olH Eoln|= AZ#A]" (Fungicide Resistance Action Committee (FRAC) = U6), (46.3) "F
UZEgl= 227 A" (Fungicide Resistance Action Committee (FRAC) HE U7), (46.4) "#lz¥Hx= A A"
(Fungicide Resistance Action Committee (FRAC) ZE U8) W (46.5) "EdtololZ2ygny AR fA"S ET
k. HolE JtEEZoERE oEEAE E F Ut Hd-oMEcHERE Alo]ERFHUNE BN
[[(APelE Rz 2dmEA) ol ] [6-(Tho] EF L2 M| FA])-2,3-Tho] £F- . 2 H d |- d A [ Hl Al oA Eoln| =&
E T At AUEYEoEe ZEAMAES E F Jdvh. AxHe=loEE HEgGH =S
JotERIYrdogE o FEGUSE & F Atk (b46) FRFEE EG vEAR, &
71 (Hgtet 2441013 (ferric methanearsonate), ¥ dE=, JEUEH, ]E]
[2—[4—[[3—(4%;;31]é)—z—zi%—l—%‘]%/\]]—3—1:11%/\1511%]011%]—S—ﬂl‘a‘—z—[(uﬂ‘%ﬁiéow I5-& O}Ul
=, M[2-[4 —[[3—(4—§iiﬂ]‘é)—2—ﬁif’4—l—°1]ﬁj\]]—S—UﬂE/\]iﬂ‘é]Oﬂ%]—S—ﬂ]%‘—Z—[(q]%’éi‘éo}ul gho}
v, 2-[[2-FF2-5-(Ego|EF=m e dE S ]-2-[3-(2-HZA f d)-2-HolEg ] d g| gl oM & ‘4#‘%,
3-[5-(4-F =27 d)-2,3-t}o| | d-3-o}o] AL 2| T d ] JP/] , A-EFeEAd M[I-[[[1-(4-Aleledd g ]
AydlvE] 2 d|7t2nme|E 5-F22-6-(2,4,6-EF0)|EF 25 d)-7-(4- ”ﬂEUPﬂE]‘q 1-e)I[1,2,4]E
grolobE 2 [1,5-al e e, M-S ER-2-HERIA D) -VolE-4-vEulAd ol =, N[[(Ao]FRZ2 g
S Aot ] [6-(T}o] :E.‘—Erj?_iﬂﬂ%/\] )-2,3-tho| EF 2 H d [ Al Al o} Eofu]| = | N‘—[4—[4—§Lii—3—(53}
o|ZF o 2ue 5 A]]-2 5-tlo|HE Hd |-No E-AH e gho]n] Eoln] = | 1-[(2-Z2HHE| e 7lERd]-2-(1-

=
=

(]

N

€l -
=
€]
=
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do g 12 #d)-5-obn| -1 2HE-3-2, N[9-(Tro]E2=med)-1,2,3,4-HEZsIo| =2-1,4-7]
ruzedl-5-d |-3- (T EF 2 m E)-1-mE- 1R gt E-4-7t 2 B 2olu| = | 3-(Tho] 70 2w e )-N[9-(t}
ZFezdEd)-1,2,3 4-HEgS o] =2-1 4-HEh ey 2 g All-5-A |- 1-W e - 1T 2 E4- T2 E2olu = N

HERHEA)-1,2,3 - Eestol =2-1 4-m e 2 & 1l-5- 2 | -3~ (Tro] S5 2 2l |)-1-# 2 -1/
o=, N[9-(He| e ERl)-1,2,3 4-H Eg}sto] ER-1 4-vEhep 2 e el-5-<d |- 1-7 -3~
S EWE)-1F9gEA4-7t2 5 ol = N[9-(To]EFe2vd)-1,2,3,4-HEZS o] E2-1,4-1
Bz g dll-5-d]-1-me-3-(Egto| EF L2 e) -1/ 9] gt E-4-F 2 H 2~opn| = | N9-(TolZF22dE)-
1,2,3 4-g Egtslo| =g-]1 4-wEl v el -5-d |- 1-W g -3-(Ego| 7 Q2 w9 )-1/F 9 g} E-4-7l 25 ~olu| =
2L N-[4-[[3-[U-ZF=2HdrE]-1,2 4-Holrho]o}&-5-U | & A |-2, 5-Tho] m D ol d |- N-o & -N-m| & -m| §l o] 1]

webd, B 19 HEE @ 4ET FF (D) WA U6)oE THHE IF T AgEE Hojw shid
HRRA HFES TR EGE (5, 2B FIa0r avh. =, Y] EFE (MARH fEFO
)3}, Frhz AUBYA, A HAA L A gHAR FAHE 2F FA AEHE dolw shte F7}
HEe gt 2B FEAF Gk B8 19 FFBA, FF (1) WA Ue)sh Baste] Yl 4A
d 54 SEE 1§ FM Adns Ao shie] AdA HFES TS EFE (3, 248 5
3 FEaol Atk wd 37 EFE (IARH FRFOR)N, F/HZ ARDYA, 1A A4 D AA 84
A2 FARE 0§ TN AGEE Holw shtel Fvje ANBHAG ek 2P 53 FEo} &
o.

wougel HEa Wl AYsE 4 e e 4% 84 S%E £t AR B dus 334, dqay

obubdlEl, obAldolE, obdEtZels, ofIEbER, ol EEFHE (S-1955), ohMuEl, obxrietw, of
AEs-vY, AAED, HAGAlE, ¥radd, AenFe, 29, FEaEddens, FRedie,
SEeEFF R, Fravems, Fesdis-dy, Azvblegels, FReohld, At|dtEdhd
£ (3132222920 )N [4-A ope-2-wd-6-[ (W Eofu) )7k 2w A |39 -1 -5 2 5572
solu|E), Alo|ZRUER, A ZFED, WAl EREY, Ao|FREY, Yri-Alo|FREH, AboldrE
A, Alolmnbzl, WEMER, ol $E, ol TAsd, UEFNFE, UWIFED, orEdelE,

s T s s
Y F, godsEs, oufdd, xdat, dagidddolE, oEXE, i, HSAgE, AZZ
gqEH, "ddPelE, FExrd, ZRUFtvE, EFHYolnE, ZFALEYoE, E-EFEYUolE,
Z294d (IR-50701), ZFHHFE, Ix¥A, 2 zlols AXNZFEE o|=gyEs ongIa
Z|=, QEAE, ololhFE A, TR, WElER, WYSZTERY, WEEZFuE, WELHI=, HWE:
x2o, WEGER, WEY, WEZA, WEAZZE, vEAH Rz, HESZFEH, "Hnloll &4, Hi-
AREX~, Uzd, UdIg, Ygelxl, »=iFE wHEF5FE (XDE-007), AN, IgtEe, e -
g, HHE", IZHoE, IAR IAWE, IAuuE, JduytE, ZTEHEFEA IZIZIEY,
IHEZZ, IAgEF2E, IIdEA, I, JHEFAUE, dY=ZE, JYZFAM, ZHe, Folnd,
I ESY, 2¥weAs, Af2OEEs, AdZdAl#E (BN 2060), AIFZEHEZRIE, HAEAIEZZE HAX
x2, gFAxAols, HEFHFE, HEFEY, HY X2, HEHGSEENYA HEGUWEZFERY, HolZ
XY=, EolEA, EoOvty, EeAdE-4F, EdYgE, EEZHEH, EfojolxHo]E, EfoER
Z2E 9 Efe|IREFE; 2 23U A, A9 #rgs FEXAAI qEAMIA R ofojxlelo]

>

(Bacillus thuringiensis subsp. aizawai), HF¥e]2 FEIAAIA NBMIAA = FEXEL7] (Bacillus
thuringiensis subsp. kurstaki), R 3&3td wlgelx Felx]dA]x DE-U S (Bacillus thuringiensis
delta-endotoxin) (<& o], A (Cellcap), MPV, MPVII); ZEW QA A, oA Fdo] 574+ (green
muscardine fungus); 2 wpFZulole]s, AvhZbAY wlelg 2~ (NPV), oA HZNPV, ANPVE H]E3 5H9
A wpolg 2~y 2 Y wlo]ly 2 (granulosis virus, GV), oZdl CpGVE H|ES AE 284 (biological
agent)7} ltt.

2 oA S3E 9 oo 2AAES FEHF T f53 9l (dE B9, 0y FA AL dE-U S
2)E FHIEE FHdoR FA[INE AE F8E § v, FZHEH HEw 2 dwe] MRA 3hg
2o g HdE Ha diE R s Zgo] dojd 4 Q)

FLE BHIEA (5, A, AATA, FAFTA, D=7 FA, AxA D AE ZFEA ) Hek Il F
aEsorE= H3 [HE: The Pesticide Manual, 13th Edition, C. D. S. Tomlin, Ed., British Crop

Protection Council, Farnham, Surrey, U.K., 2003] ¥ &% [#Z: The BioPesticide Manual, 2nd Edition,
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L. G. Copping, Ed., British Crop Protection Council, Farnham, Surrey, U.K., 2001]2 & < 3t}

olF tter 3 HEY F shut oito] AMREHE AAl FEje A, olF uger £F SEY (HA) o 35
2119 33tEo] Fakh)E= Ay Ho=m ok 1:3000 WA 2k 3000:10]ck. ¢k 1:300 WA 2k 300:1 (dE o, ¢F
1:30 WA oF 30:19] H))e] FFHlo| FHEeof sy, FIAE Yot AETH T WYl Has g4 HAE
o] AETH FaHS st HPS Tl golgA ZAS F duh. olE FUhe AES XFATIYE, &
219 e g o BAEE HAE 2Hste], WAEE A3 HAE duT 7 glso] HHE Fo)
o},
5o mepAe, B ddge] 3EY g AE 24 (53] AaA) sEE B2 AE 2494 (5, €4 4
)] vigEL A7F ZHE o] (greater—than—additive (5, 4%))e a3E 7IAE 4 Jdu. w349 3%
WAE Bt A BEHv 4 Awd S A7 Aol A vieEAEith. AxdA 24 e
= AEHo dojus Ao, o]# e )

3} Ao shibe] the @Al B4 AR W TRl gk, te Al 2
% ee wigtgel 58 FRalop @tk A5 e, f4}
shibel The AAEA B ARatel wgEe] AgA
=

stab2] 19 shgHE ook, (1) AN ~(tholE 7t2nto]E) AZtAl; (2) Abe]lEARd; (3) #Hdobn
= ARFA; 4) ZEAUAS (-9 %-3-T2P-2-Z2IH A -4(3N-AUZE=); (5) FEEE2Y; ()
AdF{ MEZEZeL TF Az o)F 99 H3A 1A #Eate 7t2Exotu=; (7) FA5AH; (8) WE
g, (9) AFlEFEAYr = (10) AbolZ2od; (11) T2 3§E; (12) Z"olu= ARlAl;  (13) XA
g-oh2ulE;  (14) W=zolutE XA, (15) Alotxvv=; (16) ZFokAd; (17) olZ=e|7tH; (18)
T2 RIIE; (19) FEEute]4l; (20) telFRaud tolgtE R ~oluE AR Al (21) FAME; (22)
FouFgtel=; (23) W Zadu=; (24) AAE ARG L AEE 3o FEdh= FtEHAA ofn =g
ERE; (26) ¥ DMI =HE A Al (27) 2eE A oA o] eudst ai AsfA;
(28) bey HFA AxltAlL 2 (1) WA (28)9] shgHEe] 9oz FAHE 1F FolA AuHs Aox ghtel

=
o wges 2B 58] FHelo} wr).

e

AARA SGE HRel i ke Aol ale] Fojxi.

e AR ANA (28 QN)E 2HE AT A2 52F Adse AFRE dAUT. eWEs &

o AR AdEAE AEF) 2UE AFAR) BeslE Ee 24-vgal dolslolEaehe g e 94 140
g

e EAE AaF AHE AT AE ol &5 28 BeE en. o] F-9el
=

=] A
3t FetEe =X gudsl g4 A3A, DM AR gA, T DMIEA

: B
EAF P-450 (14DM)& H|Esto], Astel £do] te olgom AdxFHe] v, 2Hdst aie oE 59,
w3 (3= J. Biol. Chem. 1992, 267, 13175-79] 2 A7] #&d| A-gd FuFH] 7|A4=o] gk, DM %
Al 2 7R gehA RRE Uyolitt:  ofF (EgtololE W olwtkE: X3, Ivd, IHzl
e, EfoletEre offmuE, BRFIUE, AllZRauE, f¥keavd, dyayE (HyayE-N
EZH, dFEAFUE, dEauE, dAFIUE, ZFAIUE, ZFANE, EFEorE, dxEyUE, ol
v, olxIuE, HEIUE, welFRFE, dAIUE, TRIIUE, TRHIUE, IIUE, AvR
U=, "HF3uE, HEGIUE, EgfololtuE, Egfololuls, EfolHIvE B FUIUES & F 9
. omuERe ERELvEE, JdayE, ojupEd, otolimuE, nauvE, SA¥FUE, ZRIRe=
R EffolEFUES & v dvdeEs AvdEs, FolgE R EfolollES & ¢ du. It
Fozs EYEds & 5 vk dgdoss FHMOE B dednas & 5 duh. Askehy] At
o, Avlel Ag® AAwAl AFsE £& [ K. H. Kuck et al. in Modern Selective Fungicides -

Properties, Applications and Mechanisms of Action, H. Lyr (Ed.), Gustav Fischer Verlag: New York,
1995, 205-258]° 71 A€ DMI AR FAUES & 4= ST},
bey HEA ARAA (2F 28)F MEZZ=Eor &F A9 bo HFAE Adlcte AXAA FE HEE ZE

U bo HHAE T A4 A Ao HA 111, B FHlsto| BRI = A EAE o A8 9k aaEs v

Ll
rlr

—
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Eote], Aste T3l EP% 1% 2 AFFHe] gk, o83 EAE &4 2193 HZFE (Enzyme Commission

number) EC1.10.2.282 I53FA AHECT. b BFAE o= So], &4 [3%: J. Biol. Chem. 1989, 264,

14543-48]; #38 [ Methods Enzymol. 1986, 126, 253-71]1; L 7] £33 Q85 FuEdd 7] A= o

GAth. 2ERUSUA ARAA, o] ofFARERN, HHEAZERN, CUAERRY (SYP-2071), S5

APERE . FY&A-mE WEr:=AERZN QEAIAERZR | WEAAERZY JIIFRAERM IUYE
= Al

ZERZY, WHSA2ERY 9 Edo|ERASEZNS oldd 4§ nmeg 2 Seld Qo (.

= O
= N~ »——
Sauter et al., Angew. Chem. Int. Ed. 1999, 38, 1328-1349). mWEZtgo}l 35 A9 pe EFAZS A 3|
st thE AXTA FdFEELS FEAE 2 Aun =S 23S

A b ~(tholE| e 7t2nto]| E) (1F ()& 35E, dxid W=, vb, =29y 9 29 23},
ﬁﬂé% 1= (4 ()= wged, widehd, FEebd 3 SAHAN 22 s5tes 23st. 7hE 520
= (OF (6)E BaZeEs, gt28A, AFsd, EFEHd, FHHAEIE, AZ2d, SAFERL], EEFA
v= gEewgs 2 M[2-(1,3-tolHE e ) Hd]-5-5F 0 21, 3-tho| e~ 1/F ¥ 2} £ 4T} 2 E Roln| =
(A4 53 &9 371 AW0 2003/0101495) ¢F 22 slgES EslH, SF Az A A9 H3kA 11 (A4
HolE 34284058 SYAFEZN vEZED e} 7|5S AA7= Aoz ddA Jdoh. T8 IFE (1
F (A1) 24%E, d7d RE2EY (AA71A4 bge) S vEste, SA9s T, Fabe] 2 A
of T sgEs XY, ZeEom= (1F (12)v ZHE 9 Heta e 3PES sty dl=zo)n]
0 AAFA (2§ (4)E oxd 2 spgds x3eic. tolZEadd tho)gte R ~ojus A4
(1% (20)F ZEEZYMOE, to|ZF2EH, o2, ofo|adytR, wo]F2EA, ZaAtolujE 2 1l

FzEUe zFw,

Hl DMl el & A AsiAl (15 (26)E RE2EH 9 dugd AddAs s, 223%d 3 99
° DI *Eﬂ% A (2% @7)ed 98 @45 Asl Boh =3 AlHoA ~HE AFY A2 dAE
Xbﬁdc o= UrE}LJ 2= AA AdAolt. REZ ozl dUREX LHREX #HIgvnas
Eg}o] HlEgE L clREvEg & 4t ddgdezs ArXagds & 4 vt
stsha] 19 FetE, olFAILERN, JHEHA-vE, EfCEFAI2ERR, HHFRAERY, JFALER
N, UEA2EZN, dEe2EZN/Hen e 2R gl2oyd, FE2ead, A5AH, WEL =,
Apl Z R Y=, AZe2vd, ATV REY  BaRagsE Aoz mux Uiz, o FAjsUE,
AR-FUE, FFAHE, IAavE, oxavuE, EIUE, AFuE, Z29ayE, Z2IUA =, LIE
QFYE, HEIUE, EgfolgayuE, JEAIE ZzIzetz Agodds 2 nazes (Uzbg)e] b
FEL FEHofF st}
oodwe]  5tEd, s aE, 5, oFAIzERN, FHE&A-ddE, EfEFAIZERN,
HHFR22ERZN, JAFAREZH, HUEAZEZN, HEr=A2EZN/HeuerE20, F5A9, HEDY
=, AllEFHUn =, AZzavd, JAZaRas Ao|L2muE JEAmUE, ZEAHE, WEIYUE,
TRIIYE, ZRIYAE, iilﬂﬁi%a HEyagE, E 01133'1%@, u}%*}i 2 FE LI EE Fol A
Aes = AtAe] EEe] My AE WA o3 AEwe 953 WAl (dE 5], Hu} B ALEE
T A4 9 3 dAE A E B9 T A Aol npe s
53] vt £ (SEE wMEE ddYs F A WA R Y SFES w3hH ] aF: I¥E 2, SFgE
10 == shEHE 167 opvBEZH ] wgE, FgE 2, SIFE 10 =& SIFE 167 ofFA=ERZN ] wghE,
e 2, SMEE 10 v s¥hE 167 wAbgle] wigtE, shHE 2, SHEE 10 B 5}6“3 167 W AZhe =9
HigHE, SRhE 2, SRHE 10 B SRHE 163 Alo] R v =] widhE, , e 10 = 3EE
167 AbelZ2 g o] wishE, shshE 2, SgE 10 =& 35E 167 E]%A]*EEH 4 s, slgE 2, 3
FE 10 B ShHE 167 AFZAFUE] wiFE, SFgE 2, 5E 10 £ i}ﬁm 163 TEAR=o] wiehE,
shghE 2, shghE 10 e sgE 169 Az=ade] wigsE, s3hE 2, 35HE 10 B SeE 169 Hz Ry
maxol wiFE, sFE 2, IFE 10 £ FFE 163 ZFou T mFE, 5} 2, 3= 10 == 33
5 167 ZRAEE ugE, 5= 2, 5E 10 v 35E 167 EFEopde HH?*“ shgtE 2, shekE
10 =& 3§HE 169 ofoladehzte] migE, 3E 2, 3% 10 T 3FE 167 olo|iEolde] wigE
e 2, 35HE 10 B 35 169 3dSA4-AE e wighE, S5hE 2, SEE 10 = 5}6““ 167} “Ptlz
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Z-Q
F.
12 W 612
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F

14 N 609
O
F, CN
15 :©/ 591
F
F OCH;
16 600
5‘{\ OQ/

F
E CO,Cll3
SN0
F. OCHj;
18 ~ 614
SN
F

**IHNMR dleolHel] s ddedg xsioh

i o] Aesty Ao

AE A WA A ol B A A AEs] A AuHel ZREE: A BFES WA AF AN

Gahs GO opAE SN thgel, ARTHA EW (Trem)” 014 (B} e

ppn T obMIE W MG (50/50 AA ws)e] Qe BE (ppmE AEAZT 1 thgel, Qojzl
g A AP A WA AF Col ATt AF SRl tistel £33 & 9e e 40 ppn NF @

golg BRaks A€ 160 g/hao] vlgel AT

A 2HZ) 250

Rxo| ZglAwmalal BlE]F2) (Plasmopara viticola) (£% 7153 WA (causal agent))e F A}
HAEAA, 20TCAA 2443 Fet 3} E9)71el A4 Aelo]ldstadet. &S Ax 7| Fo, A1d 4
T BRZ {ET F U AEE 25 o, 20CHdA 5493 A (growth chamber)oll &7 &

TS Al 20Tl A 24A1F T 23F B 7]l FAT. AA o, AZAHAQ E S5 (visual

=
disease rating)S 2Hd3sFiTh.

|
g
fa

Al dEAS EulE ZFd §ET 4 S A2 BEFSINY. I gggdd, B3l FolEXEa] QluaE
(Phytophthora infestans) (EVIE 9Wo] Wr)o] Ex e NS HEAA, 20CoA 2447 <t ¥3}
I

AR WY SEe Adedrh,

A& C
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EnlE REo go|lEX e 9JFAEFA (Phytophthora infestans) (EvFE 9w o] WMYd)e x4 dgHS A
TAA, 20CoNA 17A1F 5 23} EH 704 Afule] Attt #H2 1z 7| o, Al dgds Enf
E B3 28 F Jd& HAEZ BT thgoll, 20TaA 447 Agdl A4 & Fo, A44d 39 535

< 23kt

Ald A WA AlE C o9z, SIRMES ErfE A& BFst, AHE & 24 AR Fol HEZE]~ Alyjgo}
(Botrytis cinerea)E AEA71a, 33ES U A& 581, FFfg/ol zalnji]x E ATA = EZJE]A]
(Blumeria graminis f. sp. tritici)E BEARAY. A T2 A|dE ZHEFOoE AP ZHF} | ol F
7he] Wl st dAg 248 YeERR .

A A WA AE Coll ik A= F Ao Rtk e, 1009 S-S 100% WaE WAE deldla, 09

THS W YAE A8 UEA SeS vehdn (e v,

[ Al

sgE mE ™A Nd B AE e

1 86 99 91
2 96 100 99
3 40 95 46
4 24 100 99
5 67 100 99
6 0 9 46
8 0 100 0
9 0 99 73
10 0 100 64
11 100 100 99
12 100 99 92
13 100 100 95
14 99 100 73
15 100 100 99
16 99 100 99
17 100 100 99
18 79 71 17
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