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[0092]

[0093]

[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

AHgE o), EE gRAoR AFE 903 2e AudA Agd u, 4y $0e BIeAL Fold 5 9
T ¥R dAsR FEdor e 9dd Xk ootk "ZRIA" s dRzoR XdE 4" o
= FiC, CICH,, CFCH, 2 CFiCCl, & 2EZ3hehtt

S0l "¢HE "= A e BAY EHEL RolofE, dxid, WEEHS, JddE e, 2 uE T2,
gee, HgEe 2 e olddAE XTI ALY dUHI Y]] F ALE oJEAE B
Foxgeth, "gAAdTd o] o E CHS(=0), CH;CHS(=0), CHiCH.CHS(=0), (CHs).CHS(=0) ¢ th2 FEAMdd,
Agdod 2 Aadud ol ddAE gt "dUHAE I 9] o= C(H:S(=0),, CH;CHS(=0)2, CHsCHCHS(=0)o,
(CHy)oCHS(=0),, 3 the FEdxd, Adidxd 9 ddyd o ddAs £3vt. 2 A8 318 oA
S(0) B S(=0)&= Aud RoJolElE yephditt. 2ol AREHE 33t oFAl S0, S(0); B S(=0),i= AXd Hojo

El& e

oh7) wololel® Lpehulrh. Bele] AbgH 3t o4
A7tEd"e] o= C(0)CH;, C(0)CH,CH,CHs 2 C(O)CH(CH3) &

5]

g,
"IN TR S (0, FololEld] AFE A Ei $AY 2 RololElF viehdrh, Balel SR 83 obx
C0,, C(0)0 B C(=0)0& JAZIEY HoloHE uYehdnt. "&SA7RE"e] ¢+ C(0)0CH;, C(0)OCH.CHs,

C(0)OCH:CH,CH; 2 C(0)OCH(CH3)2 & 3EFF3Het.

-

ABAA B A F FE GO AFAR BAEG. dF Bol, 0 22 W8, 98, ¥
mag, vy, 49 9 Ay oA e,

b

Edell ARgE wRe} o], dE] WAEA b= 3, thee] AorF 8" Aojrh. & "HduldoR X"
ofF "AFEHAY HIAFE" EE fo] "(ADAFR "I FEwFHoR ARGHET. "1 WA 479 AIV|ER A
Ao AFd"old HPL ART7F EAEHA FAU(S, HIAR), 1, 2, 3 e 7H«] 28717 A ()&
7best A XY ol 9s) AE)S gujsit. gy PAEA e ¢, AgFoR X3E 7= olyg 7]
o] Z}7kol A% 7hsdk 1A X3UIE M ¢ doem, 77 AFe oE A F—T%Xjno]‘jr

WaE 9 vwEs dgEs ug @ g AARE AXT ¢ e wS gde 34 el dEl Eokel &
Awo] o}, EBAHQ HEE 9a|HE= Comprehensive Heterocyclic Chemistry® 88 AE(A. R. Katritzky

and C. W. Rees editors—in—chief, Pergamon Press, Oxford, 1984) " (Comprehensive Heterocyclic Chemistry
179 1298 A E(A. R. Katritzky, C. W. Rees and E. F. V. Scriven editors—in-chief, Pergamon Press,
Oxford, 1996)E Z*%.

B 1, la i b e 3R @ b Ak ohd A de dee Edsee, S 1
la Ei= bt 81914 1, la ®= 1b7h dehlls 88%e) wE 444 g 2 nagd du2 £gad, u2
43 Qe e w13 ge wAR THART ohld, 89 W S8 Pe oA THdE Eehe.
247 Fele 2AMez A4 £99 YHie v 2 BEAS, dold 487 §3)e) e vy
g P EgAT. So "HEAE 24 A4 Ul B Hold wd L/ dATES e Aol
§ 444 Fez A48T F Je H9H FFE 54 244 FUS AJAY. dIAE FAF 43 24
2 7 5 A, AR el A ksl mE Asl AR 4 ot BF A4dE T Ex ol B &4
T A ete] 24 0E 4% Atk thadE 24 94, ww, A, A%, shehd A, g8,
F4, A, 89 S% % RS o8B 2o Hord, Bud 9 Azed Ado] gold & k. 3
34 1, la Bt b2 E@HE GFE GYA e 0YA B 84 1, la Bt b2 BAHE B
Sarel Al EFBel wal fo@ EAAAU, FEF AA] Az UF AT, 4D AT A
58 vehd 5 ke 2e YAk olald glolth B9 1, la ®i bR EAHE S8Re] 54 G3A
o Az 2L el dE 5ol A9E §ujs LEE ol AYSE WEsel, A Teld Pyl o
A adm 5 o

wel ulgo] 7% vheh ge ¥ wEe] Fdds okl /14® A5 wFTh thee] Ao, B
41, la ®E 10 SR U@ AFge FAA § olEA e @ wwe] ugel §aH 2579 4
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[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

[0106]

[0107]

[0108]

[0109]

[0110]

[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

[0119]

[0120]

[0121]

[0122]

[0123]

[0124]

[0125]

o
Ll

Ty,

] 1. §]_?5]—)\1 1&4 §].61—‘3 .
] 2. §]_?5]—)\1 lbvq §].61—‘3' .

:rL
:rL

r (

rBL

Tde] 3. R7F HQ) 348H4] 1, 1a & 1b9] 343t

Tdd 4. R37} CoCs &7 T= C3-Cs

la &=+ 1b9 sH3t=.

Fol da. K7F (oG 92 EE O ABRAA sty

FE de. R7) o]aZed, s-RE, ¢
THe] 4d.
FE de. R7} olax2wel 884 1, 1
TR 4f.
THd 4g. R7} t-5€Q 84 1, 1la £E 1bo] SFE.
T#el 4h. R7} CILC(CHy);e 348+ 1, 1a & 1b9] 543HE.

T#Ed 4i. R} A
Tde 5. R7} olaxmael 38t 19 §FE.
Fao) 5a. R7F =59 sk 19 e

T 5b. R7F t-FE 5514 19] HFE.

&6 5e. R7F CHC(CH)s9! 884 19] 815t
F&e) 5d. R7F A2

THd 6. R7F o] ATzl 554 1ad] 32

Al 6a. K7} s-29el 3hok4 lad] s3E
F&d) 6b. R7F t-5€el 3484 1ao] 3HFE.
T8e] 6c. R7F CHC(CH)39) 3H8H4 1ao] 843t

THd 6d. R7F AZFRZehel 3184 120 S3E.
T@e 7.
T 7a. R7F s-5€Q 384 1b9] 32
F&e) 7b. R7F t-5€el 3484 1be] BHFHE.
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22299 3sh4 1, 1la B+ 1b9 313+
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shbel R'2 Ashd) by 1,

-5 CH,C(CHy)s EE A EF2xz2del 3}8k4 1, 1la = 1be 3EE.

=
= .



[0126]

[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

F&d 7c. R7F CLC(CH,)Q) 884 1be] 58,

Fde) 7d. R7F N2222We 854 1po] HFE.

F&o] 8. R7F Cl i Brel 38H4 1, la 2 1b9] 3%
Tde] 8a. R7F C19 88H4] 1, 1a ®= 1b] 332,

T#e 8b. R7F Brol 884 1, la E& 1bo] 345HE.

(

Tde] 9. R7F Cl =& Brol 348H4] 19] 33t

h=]
= .

I

F&dl 9a. R7} C1Q1 348k 19] 3132

F#dl 9b. R7} Brol 348k 19] 3EE.

Tl 10. R7F Cl EE Brol 83844 1ad] 3432,
THdl 10a. R'7F C19) 5344 1ad] 3%,
T 10b. R'7F Brol 31514 1ad] SHEH%.

Fdd4d 11. R47} Cl =X Brel 38k 1py 3}l

I

T#e] 11a. R7F C19) 84514 1be] 83=.

S 11b. R 7} Brol 24844 1be] shat=

471 a1 WA LR ofyek Edel ZiAE fele) vE FAdE
wAow zghd ¢ Qlar, FaAdelA W] tid Ay e 1, 1a

yet shebA 1, 1a E=+= 1be] SfteS Axshe d #8638 22 =
471 a1 WA 1bERE ofyel el ZiAlE deole] vE FHEdE
o] doje] 22 B e A= B el ud Ao

-
s

o 1 WA 11be 2g< dA= gy g}
TR A, 3314 1a0) SFHERA,

R27} Hol L

3IHSdl 10-2018-0098601

R7F CCy 7 B -y Al 2R 0] 31 (ZH2he v 3ho] AL} Hol® dlte] R'2 A3h8);

R'7} C1, Br, 1, CHs, CFy T2 AJo}i-o] 51

Ztzve] R7F HHAoR R, Aok, C-C EFA, GG AZ2gd, (-6 @4HL, C-C ¢EdId,

Fdo] B. 8312 1a9] BEERA
R27} Hol a1
R'7F CCy 2

EE GG AlE2Ye]ar;
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ZIHSdl 10-2018-0098601

[0151] R7F Cl = Brel 2hghe.

[0152] Tdo C. 382 1ao] sHERA,

[0153] R'7} Ho)t;

[0154] R7F G &7 ®E A|Zmeamo];

[0155] R'7F Cl = Brol a4ats

[0156] Tdeo D. 3}eH4] 1a9] sFEZA,

[0157] R'7} HolaL;

[0158] RV} -2 e AZesagol;

[0159] R'7F Cl 2= Brol ah3ts.

[0160] T3 E. 3}8t] 1a9 sFHERZA,

[0161] R°7}F HolaL;

[0162] RV} olaxesd, -5 -2e| (HC(CH), £ AZzzesoln
[0163] R'7F Cl = Brol 32

[0164] Tdeo E1. 3}3h2] 1a9] 3TEEA,

[0165] R*7} Hol

[0166] RV} olazed, -5e, -5, CLO(CH), B AZesado]m;
[0167] R Cl19l shahe,

[0168] Tdd B2, 332 1a9] SFHERA,

[0169] R°7} HolaL;

[0170] R7} olazem s2e (-2e CLO(CH); B AZexzdo]w
[0171] R'7} Brol 882,

[0172] TFdo F1. 3}8h2] 129 3gE2A,

[0173] R*7} Hola

[0174] R7} o] Az zgo]a;

[0175] RV} Cl19l 8%

[0176] T34 F2. 3324 1a9 33EEA,

[0177] R°7} Hol i

[0178] RV} s-2eo] 1

[0179] R'7F Cl9l 882
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Z2IHE3 10-2018-0098601

[0180] Tdo F3. 33+ 1a9] 3FEEA,
[0181] R'7} HolaL;

[0182] R'7} t-3-go]a;

[0183] R7E C19l 313%

[0184] Tdd F4. 332 1a9] SERA,
[0185] R'7} Holat;

[0186] R'7} CHC(CHy)30] 3L;

[0187] RV} Cl9l 83k,

[0188] Tdeo F5. 3}st2] 1a9] 3EZA,
[0189] R'7} HolaL;

[0190] R7} A2z zo)a;

[0191] RV} Cl19l 885

[0192] Tdd Gl. 332 1la9] SFERA,
[0193] R°7}F HolaL;

[0194] RV} o]zxxzgo)m;

[0195] R'7} Brel 3.

[0196] Fdo G2. 3}8Ha] 129 TERA,
[0197] R'7} Hola;

[0198] R'7} s-%-elo]ar;

[0199] R'7} Brol abats.

[0200] Tdd G3. 332 1a9] SFERA,
[0201] R°7}F HolaL;

[0202] RV} t-3eo)a;

[0203] R'7} Brel 32,

[0204] FAo G4. 3}sH] 129 FFTERA,
[0205] R°7}F HolaL;

[0206] R'7} CH,C(CHy)50] 3L;

[0207] R'7F Brol abats.

[0208] Tdd G5. 382 1la9] SFHERA,
[0209] R°7}F HolaL;
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[0210] R7} AlZ =T eso)i;

[0211] R'7}F Brol sHEHE.

[0212] TFEd U 38t 1be] FERA,

[0213] R°7} Holar;

[0214] R'7} C-Cs 947 T CCy A2 2oz o] 31 (Z2He H| K sho] AL Aojw shite] R X 3h);

[0215] R'7} CI, Br, 1, Cls, CFy B Alojimo] ii;

[0216] Z7te) R7} @Mz @2, Aokw, -G LI, GG AFEAZ, ¢ FUEL, (¢ DAY,

[0217] 747ke) R, R 2 RV} R0 (-0 279 §FE.

[0218] TR 1. 884 1b9) SFERA,

[0219] R°7} Holar

[0220] R7F GG 27 H= (-G A2 2ol a;

[0221] R'7F Cl 2= Brol a43ts.

[0222] TFdo J. 3lehA] 1be] sFEEA,

[0223] R°7} Hol i

[0224] R 7} CCe &2 e ANFEZTZEIo|a,;

[0225] R'7} C1 Ei Brol 83,

[0226] T K. 33H2 1be] 3}3HER A,

[0227] R*7} Hol

[0228] RV} -3 e AZevegoelw

[0229] R'7} Cl = Brol 432

[0230] Tdo L. 3leh4] 1be] sFE=A,

[0231] R°7} Hol i

[0232] R7} olazesm s3e (-3e CLO(CH), B AZexzdo]w
[0233] R'7} €1 EE Brol 83,

[0234] Tdd M. 332 1be] SFHER A,

[0235] R*7} Hol

[0236] RV} olamesd, s-Re, t-5e, CHO(CH); B AZerago];
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[0237] R7F Cl19l 32

[0238] T M2, 33 1be] SFERA,
[0239] R'7} Holat;

[0240] R7} olaxesd, s-5e | -2e | (LC(CH), B AZeTzdo]w;
[0241] R'7} Brel s,

[0242] Fdo) N1. 3}8h2] 1be] 3= 2A,
[0243] R'7} HolaL;

[0244] R7} o) a2 o)1,

[0245] R'7F Cl9l 885

[0246] Tdd N2, 332 1be] SFERA,
[0247] R'7} Holat;

[0248] RV} s-5glo)m;

[0249] R7F C19) 32

[0250] T-&el N3. 354 1be] SHetE A,
[0251] R'7} Hola;

[0252] R7} t-5go)a;

[0253] R Cl19l shahe

[0254] TAo N4, st 1bo] 3HERA,
[0255] R'7} Holat;

[0256] R'7} CH,C(CH,)z0] 325

[0257] R'7F CI9l 843tE .

[0258] Fdo N5. 38k 1bo] e RA,
[0259] R'7} HolL;

[0260] R7} A2z zgo)|

[0261] RV} Cl9l 8%

[0262] T3 01. 38+ 1bo] 3FERA,
[0263] R°7} Hol i

[0264] R7} o2z o];

[0265] R'7} Brel sz,

[0266] Tl 02. 3484 1be] 3gERA,
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[0267]

[0268]

[0269]

[0270]

[0271]

[0272]

[0273]

[0274]

[0275]

[0276]

[0277]

[0278]

[0279]

[0280]

[0281]

[0282]

[0283]

[0284]

[0285]

[0286]

[0287]

[0288]

[0289]

[0290]

[0291]

[0292]

[0293]

R27} Holaz;

R'7} s-3-eo];

RV} Brol 8h3he,

Tl 03. 3482 1b9] e A,
R7} Holat;

R'7}b t-¥elo)m;

R} Brol sk,

T-deo 04. 343+ 1be] SHFEEA,
R27} Holaz;

R'7} CH,C(CHy)s0] 3L:

R'7} Brol 8hts,

T 05. 3482 1b9] 3HFHE A,
R'7} Ho)L;

R7} A2z ado);

R'7} Brel 3.

T-&el P1. 345t 19] FFHEEA],
R'7} HolL;

6a_6b_6¢

R'7} -CR™R"R™ 0] iL;

4
R 7} Cl EE Brola;

4,

R™7F H, C—Cs CCy A X C-C A FEtZol;

6b
R 7} C-C; &Zo]a;

R¥7} H, 22, Aok, C-Cy, A, (-C, QZES, O-Cy
al;

R7F H, &2, Aolw, (-C; =4, C-C, LZE L, (-G
al;

RU7F H, @22, Alopw mE (-C, &7o]a;

R7FH, &2, Aok Ei 0 249 332

T&e P2, 35k 1ad] FERA,

R27]- Holaz;
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[0294]

[0295]

[0296]

[0297]

[0298]

[0299]

[0300]

[0301]

[0302]

[0303]

[0304]

[0305]

[0306]

[0307]

[0308]

[0309]

[0310]

[0311]

[0312]

[0313]

[0314]

[0315]
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6a_6b_6¢

R B R

R'7} Cl 3= Bro]m;

Rﬁa7} H, C-C €7, (G €Ad e (-G AEZEZ o],

6b

R 7} C-C; & o]aL;

Rﬁc7} H, 27, Alole, C-C; &=A, -G ¢ZE L, (-C €240 d, (- ¢Z4d¥xd = (R R R °]
al;

Ta - - 57 L
R 7} H, &27, Alolx=, C-C &FA], -C &8 2, (- €Z247d, (-C &Z44xd &= (-C, €29

al;

RU7F H, 32z, Alopw mi= (,-C, 271o]a;

R7}H, @271, Alopxw Ei= (-C, 2791 SFE.

T P3. 354 1be] sHFEEA,

R°7} Holar;

R -CcR™R"R o) 31;

R'7} Cl ®= Brolai;

R'7FH, C-Cs 9, Gy LAY B GGy AFRZ ol

6b
R 7} C-C; & o)L,

RGC7}' H, &2, Aojx, C-C; &FAl, C-C; EAE L, (-C; &AMId, -G ¢ZAd¥xd = (R R R \O]

7a . - ST L
R 7]’ H, Q—iﬂ, }‘]o]'»‘i, Cl_C:S ?ﬂl—'ill}‘], Cl_Cg OEL;E]E]Q—, Cl_Cg ‘Q—Q/gu]‘é7 Cl_Cg oa]';'a]/gﬁ"_‘é = Cl_CZ 031—7210]

RU7} H, &=

B

. Aot

= G-C, &Zo]a;

Fr

RE7FH, o2

B

C Aok GG 2UY SHHE
el QL. () 884 1as) 38R 2 shek4 1ol SR (1714, b o) las) = HolE 55:450] 3

R'E H BE GG 24, GG 9AY, GG D71, G AR, CC AR, G SFA7RY,

GG AAE S Ei= (- BAAFL o] (Z2he n X Fho] ALt Holw shbe] R'2 X8

RE CCis 28, GC 2AE, GC 2719 EE G AZRSDo|n(F2he mAsto] ALt Holjw shte]
R'2 284);

4
RTL‘: Cl, Br, I, CHg, CF;; BE‘:‘\: /\]O]—L——_O]_ﬂ,
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[0316]

[0317]

[0318]

[0319]
[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

[0327]

[0328]
[0329]

[0330]

[0331]

[0332]

[0333]

[0334]

[0335]
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Z7e] RE SgHo g2, Aok, -G FA, GG AZRLY, -G LAEL, 0-C LD =

Azte) R sgHoz @2, Aoke, G %A, GG AF2R, 60 BB, ¢ AT,

Tl Q2. (i) 384 1a9] skE 9 545k 1be] SE (o714, 1b W 1a®] Hl= Aok 65:350] L

RZk‘: H; BEE Cl_Cﬁ Q\—_}-?—:}, CQ C@ %ﬂ]% CQ Ca 01-7]%, C%‘Ce A]%i%?a!, CZ_CG %ﬁ?}'ﬁ—é, CZ_CG clc}-iA]ﬁ'}'J}]—lé,
GG LREQ EE (- GAEE Do (A2 Bl AL ol shbe] K= X3H);

R'E GG 37, GG BAY, Gy D719 EE GG AZRAAol (22 WA ol ALt Holx shte]
R'2 X3

4

R = Cl, Br, I, CHs, CF3 T AJo}=o]a

Z4zbe} R sy os F3, Aotw, 66 ¢, GG ANEELE, GG ¢4Ee, (-6 ¢44dyd =

Zkzke] RE EHACR TR, Alofi, (-C; &4, GG AE=YZ, -G ¥ZHSe, -G ¢Z24d9d,

)
2
i)
oX,
2
ot

>
2

g

2,
>
ok
1
2
fil
o
it
2
™
=
lo
fil
.
)
X
u)
)
s
iy
2
H
QL
v
1o
R
N
N
oX,
M

Tdel 3. (i) 348H4 1ao] B5HE 2 5544 1be] B (I714, 1b o 1a®] W& Hol= 75:250] 1L
R Hi T GG 27, GG 27, GGy 71, ConCy AIZRA, (oG BUARY, (oG LFA7RRY,
Ci-Co LAES Ei= O-C FPME L] (Z2he MHFo| ALt Holw shke] K2 ABE);

RE CCis 28, GCs 2AE, GC 2719 E G AZRSDo|n(F2he mAsto] AL} Hojxw shte]
R'Z X3

4

R = Cl, Br, I, CHy, CF3 T AJo}i-o]aL

Zbzkel R SR es ga, Aok, (-G ¢34, GG AE2EE, (G ¢Z8Ee, -G ¢24d9d =

S
&
Lo
=
rlr
i
)
_|}£
o

= %"iZﬂ, }‘]o}'}f‘, Cl_Cg Q‘—_}i}‘], Cg_CG A]%-‘:Jj‘—?——_}ﬁ, Cl_Cs ?——_}721]:/]»9—, Cl_CS ?:_}‘?—__1/}—2—“1%,
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[0336]

[0337]
[0338]

[0339]

[0340]

[0341]

[0342]

[0343]

[0344]

[0345]

[0346]
[0347]

[0348]

[0349]

[0350]

[0351]

[0352]

[0353]

[0354]

[0355]

SIHSd 10-2018-0098601

Zztel B, R 2 RE SYHom -0 229 2

(ii) AdSAAl, A4 494 2 G4 FHAR o] FolX] LomFEH Hey

rr

Holw shite] F7b 4w

T Q4. (1) 334 1a9 FH3E 9 sk 1b9] sheE (1714, 1b o 1ad] ¥]& AHo|& 85:150]al;

R= H, == Cl_Cﬁ %}731, Cz‘Ce %ﬂ]é, Cz_Ce %7]1é, Cg_Ce }\‘I%ioalile], Cz_Ce 031'7317}’1%, C2_C6 OE]—%}\]av}’i]éy
C-Cs HZEQ EE (-C AN T (ZH2he u]H Fo] AL} Hoj sjife] Rz X|39);

RS GGy 2, GGy 9719, GGy 2719 EE GGy AZRAel (24218 WA el ol st
R'Z 234);

4

R+ Cl, Br, I, CHs, CF3 =& Alof=o]ar;

Ztzkel RE Sydew d=al, Aopx, -G @34, GG AE2Ld, -G E4HL, -6 ¢44d9d =

2zl Re mgsown @mal, Aoke, 00 %3, 0 AZRAW, OC FUEL, ¢ AHAY,

Tdd Q5. (i) 384 1a9 33E 2 3st2] 1be] 5E(d7]A, 1b ol 1a2] H]E& Ho|= 95:50]aL;
RZ"C— H, T CC &2, CCs A, CCs &71d, CCs AL, CCo AT, C-Cs EFATIRY,

GG 4ZE L EE (-G ¢4 xdo|n(472 v gAY Hojx sjife] RZE X]3HE);

3
RE CCp &2, CC EAY, CC &71d e (G AE2d o] (42 H]

r@
o
A
v
N
2
k1
ol
v
o

R’z 28%);

R'= Cl, Br, I, CHy, CFy T AJo}ieo]iL;

Z47ke] R SyHor @2, Aok, (-C %A, (-C; AZRA, (-0, SAE S, (-C A &=

A7tel R'e SRMoR R4, Acke, O-C LI, 0 AFREY, O UHL, OC LAAA,

(i) AWBAA, A 5494 2 oA AL o] Fojxl FomHE Auu: Ao shfe] F71 4%
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[0356]

[0357]

[0358]

[0359]

[0360]

[0361]

[0362]

[0363]

[0364]
[0365]

[0366]

[0367]

[0368]

[0369]

[0370]

[0371]

[0372]

[0373]
[0374]

[0375]

[0376]

SIHSd 10-2018-0098601

o
o

Fohe 248,
el 06, (i) 884 1as) 38R L sheka 1ol HTE (1714, b o) lag) vl HolxE 97:30] 3
R M B GG 27, GG 27, GG 71, GG AR, G AR Y, GG LFA7RY,

ol am(Zh7he ulAgel Ak Mol shte] K2 X3H4);

C-Cs &Z4EQ E= 0C &4A4

e

R G 27, GG 278, G0y S91Y EE (oG AIZRALoIn (A7 WA A A% aitel
R'= x8%);

4
R = Cl, Br, I, ClH, CF; B& Alof:=o]aL;

N
&
lo
=]
rr
i
i)
)
o
fr
]
fu
>,
o
9,
F
o
§?2

A, GG ANBRAY, C-C SUEL, (-0 2RI =

Zzte] K HgHom Fugl, Aohw, (-G %A, GG AZRAZ, GG DAEL, -0 LAANY,

(ii) AZAA, LA 44 L A4 AR o] Folx] TomF Y ey

i
2
2
H
QL
g
1o
i
N
oX,
e

TEd Q7. (1) 384 1a9 3FE 9 g8k 1bY sI5HE(7]A], 1b o) 1a9] ¥& Hojx 99:1e]1

Re H e GC &7, CC €Ad, CC &71d, CC AZF2L, C-C &7t d, C-C EFAIZIR Y,
CCs LAE S EE C-Cy FAMEIo| (22 A o] AL} HoJk shfe] R X8H9);

R CorCis &, CCis EAE, CCy E71d EE (GC AEFZLZ o] (ZH2F2 A $ho] Ay Hojx shite]
R'E x238);

4
R“T:‘ Cl, Br, I, CH:; CF; .JE“T:‘ /\]O]'}j‘_o],l—l;

)
&
1o
=]
rlr
By
i)
a1
(o
fr
s
ull

A, Alotx, C-Cy &FAl, CGC AE2LZ, (-G ¢Z4EL, (-C €Z249d &

7tzke] R ByHor @mal, Aohw, (-G GFA, G0 AFEAY, C-C BUEL, -0 AT,

Tl Q8. (i) 3}ehA 1a9] sek&E B 515k 1be] & (0714, 1b W 1ad] Hl= 2224 S = 100:00]aL;

RE H B CC &4, CC ¢Ad, CC €719, CC AEELZ, CC ¢A7tRd, C-C ¢3AI7ME Y,

_26_



[0377]

[0378]

[0379]

[0380]

[0381]

[0382]
[0383]

[0384]

[0385]

[0386]
[0387]

[0388]

[0389]

[0390]

[0391]

[0392]

[0393]

[0394]
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GC ¢4HL = -G &2

5

dolm(A2te ARl AY Aol st Rz A8

R'E CoCis 27, GGy SIE, CCp 271 EE CCy A2 2o (2H 2k v S0 ALY Hojx sh}e)

R'= 283);

4‘_. L= .
R+ Cl, Br, I, CHs;, CF3 =& A]o}x-o]ar;

5. - .
247be] R mHAeR 270, Aolx, (-C €I, GG AE24, (-G €Z4EL, (-G €dAdyd =&

Ztzte] R Eggom szl Aol (-0, %A, (-C AZFEL, (-0 TLEL, - FA-aY,

a b C .
Z47tel R, R 2 RE S8R (-C 2249 %

(ii) AMGAA, A 344 2 A A=z o] Folx] Foziy M= Hojk shte] 71 H&

TEd Rl BNl Al AS5F T 2 348 35ty 2258 AuHEs 3gEe AESHY fazda HFA7)
= HAE 23sle, BEY Ale AES wAstE RogeA,
[3}sta] 2]
0 RlaXRm
o/”\\l' R
RE

Wt FE, Bod EE

E]
Aol A R’ 38 F, Elod T EolE iele]ur;

o
fuy
=2
o
1o
oty
Lo
g
[\}
fo
>
N
>,
>
o
urt
tlo
i)
%
>
N
rlr
)
[
o,
Y
=2
r o
iz
ro
A
[

R“7F C-Cs 27 = (-G A2 R0 (221 H A Fol A} Holw shite] B2 X38);
R'7F H i C-Cy o)A

R® @ R 7} o]0 23w wa gt shA, wAFo|AY Hojx she] R'2 X&d 39 A 699 A2
o J

R27}‘ H; EE"E Cl—Ce %}72], C2_C6 %}ﬂ]é, C2_C6 %}ﬂé, Cs‘Ce }\]gi%}ﬁ, Cz_Ce %5’317}1%, Cz—Ce %}:—/:}\‘Iﬂ‘ié,
CoCy LTENS = Oy SUAT ol (2471 mABol A} Mol kel Rz A1)

R37} CoCis €4, CCis €AY, CCy E71d e GG AEZSAo)| (A7 HAFo)| ALY Hojx 3kt
R'= 28g);

R'7} Cl, Br, I, Clls, CF; B Alobio]al; &, R7} Medl 2%, R B3I, 7o) of]a;

)
&
Lo
=
N
N
i
i)
_Bi
i

o= g2, Aolx, (-C; &FAl, CC AlEE2LZ, (-C; €ZEHS, (-G €749 d, ®
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C-C; &Zdad,

;!

=

=

H

i
=)

CCs AIERL, CC ¢ZEHSL,

Ci-Cy &=A],

Aok,
T

a_b_c

SiRRR ©]3L;

pu

AT EE
RI

O

x

zt7te] R R 2 RV} BgHos (- 2 .
Tdd R2. A Rlel 2leoA, Q

7tzke] R} =9

C-Cs &

[0395]
[0396]
[0397]

I

Q-4

Q-3

Q-2

[0398]

= Q191 8.

L

T&@el R3. A R1el oA, Q

[0399]
[0400]

ah

TR

3}

[0401]

[0402]
[0403]
[0404]
[0406]
[0408]
[0409]

B

[0411]
[0412]
[0413]
[0414]
[0415]
[0416]
[0417]

[0410]

ol

)

3

1be 33=

-
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et 1, 1a

ol

o] A w= AAA o

ol
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1A
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-

i
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[0443]

[0444]

[0445]

[0446]

[0447]

[0448]

[0449]

[0450]
[0451]
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[0453]

[0454]
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o= Nt B Axg oA, 4
W F BAe wEA B AR 41 e B AAd e wAdA dgE)el o8 AxsA e

e ™
=
A& oulstar, "dd"= olFAe] olF S ovwskal, "br s"e W @S omd

6‘}_:‘:", ”d”}: o] L - = s T '\%
L& ¢k 20 WA 25Co|th. "DMF"E N, N-TiHExEoln =olt},

g 1

2-EFR22-N(19-1-AE2 L2 |-3-F A E E 2-F22-N-[(IR)-1-AF2Z2hof| e |-3-F &I

AP = (8 11, 44 2 45)9] A*=

G A 2-F R 2-3-F I Ax

THF(20 mL) 2] vlo]AZ2Holnl(10.3 g, 102 mmol) &Mo] &NAF Fo] 2.5 M n-BuLi(6.5 g, 102 mmol)Z -78

Ho
ColA #H7bstar, 98 EFES -40C7HA A 3] 7F2AZ T, o]ojA | THF(20 nl) 59 3-F 72445 g,

41 mmol S Hrpetar, WkS E3MES 308 FoF wwkslodth. THF(20 mL) 59 AAEF2Z=2€H10.60 g, 45.68
mmol )& -78°C ol A] Awfsl A7Velar, WS E2IES 16417 ok wRkEF T, TLC H41(DCM 9] 5% MeOH)2 wh
29 91 2 BoFEAct. e EIES 0C7HH WSk, 1N HCIZ WA sta, oE olAH o] EZ(3x) F&3)

[} = 0
Atk FAL F715S A2 AL NaS0, FlellA Az 339 stellA §vile SA7]a, dojxl v
S

A AEES &) Al

S 8 A QAo 2.8 go ®Al AAES 74 mAZA AUk H NR (CDC15, 400
MHz): & 10.2 (br s, 1H), 7.33 (d, 1H), 6.81 (d, 1H). A ~ANEH: (M-1) =145.

A B 2-FR22-N[(19)-1-AFE2Z2 g0 d]-3-FF}EAnE D o-FaZ-_N[(IR)-1-AFE2Z 2| g ]-3-
FAIHEAI =] A

DCM(25 mL) ¢ 2-FE2-3-FSFHIFEAA(1 g, 6.84 mmol) o] o-WHAIEFZI A eolnl Gidd
(1:1)(0.75 g, 6.16 mmol), EDC-HCI1(2 g, 10.27 mmol), DMAP(0.83 g 6.84 mmol)S H7}slar, Whe EstES 2
2o A 6AIZE B wRkgE % TLC B4 (AR oEl2 F9f 50% o€ oMAHOIE) wkEe €85 BT
g £3ES EE WAL, dE ofHCIER(3k) FEIUT. FAZ fUIsE B, dFE A¥E v

2 §g5H+= A

Na S0, f1ollA AxA 7. 2St stollA &S SEA71aL, 20% olE ofAlElo| B/ de=
7 AE el A mAAl Ad=E AAske] 0.7 go #A setee WA aARA <

MHz): & 7.31 (d, 1H), 6.82 (d, 1), 6.19 (br s, 1H), 3.6 (m, 1H), 1.57 (d, 3H), 0.93 (m, 1H), 0.53
(m, 20D, 0.49 (m, 1), 0.27 (m, 1. AF =FAEF: (W1) = 214,

712 &3 HPLCOl o 15 o] ddA|et 1R olddAlE Felste] -21.5 3 +21.2(c 0.5, FREEF)S] AHF%
5 zhe 2709 YA o) EAE 9N

—

al

1.

e
oX,

o 2
2-F22-N(1,2,2-Ee L 2 9)-3-FAIHEA = (33 27)9] A%

G AL 2-F2=2-3-FevtRd S22 golro] Ax

e 7] sl e, 2-F22-3-FHIIEAAH1.0 g, 6.8 mmol)S 100 mLe| F< UZFZ 2w o éﬂ_ﬂ/\vﬂu}
ofA, AstSAY(0.98 nL, 11.4 mmol)& H7F & 1 W& NFE H7Eeisich. whs 28-S W

3, ool et oA E£WE AASe] 852 mg(76%)9] FAA ©AS AT H NMR (CDCl;, 500 MHz): &
7.37 (d, J=2.4 Hz, 1H), 6.89 ppm (d, J=2.2 Hz, 1H).

ez zvete)q das A %38k [75 mg/5 ml] F7} W&ol ARE-sH3iT).

A B: 2-FR2-N1,2,2-EgiExad)-3-F eIt = A%
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[0457]
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2 B9 st 5 HEFEEWE 6.6 nL =9 2-FE2-3-FItRd FE0]=(100 mg, 0.61 mmol) &
of 3-ofn:=-2 2-tIHEREH(90 pL, 0.67 mmol)S H7FalAth. olojA, Eg|e|dol1(136 ul, 0.98 mmol)
A7bshal, ERES Lo Ul —Itl]—%]-oﬂ\:]— olo], &AS E= A|HElA, Celite® &4 ol ¥

713, AZeE 283 (0~20% EtOAc: A2H = AA sl 60 mg(46%)e] XAl 3TES 20 odzA AQr).
' NMR (CDCls, 500MHz): & 7.32 (d, J=2.2 Hz, 1H), 6.85 (d, J=2.2 Hz, 1H), 6.12-6.20 (m, 1H), 4.05 (dq,

> o 12

J=9.5, 6.8 Hz, 1H), 1.15 (d, J=6.8 Hz, 3H), 0.84-1.06 ppm (s, 9H). LC/MS m/z [M+H]: 230.3.
gtA 4 2a
2-FZZ-N[(19-1,2,2-Edwgd = 29 |-3-F 7} = A0 = (535 40)9] A=

G AL 2-F22-N-[(19-1,2.2-EWE 223 |-3-FetIlHAn = o] Ax

A 297 sldA B4 tIFE22uE 5l £ 2-F22-3-F7tHd FZgo)=(75 mg, 0.46 mmol) §Ho
(9-(H)-3-obm -2 2-t a2 ek(67 uL, 0.50 mmol)S FH7lstdtt. oloja, Ego|dola1(188 pnlL, 1.35
mol )& H7Fsta, EFES A2dA ¥ ke, oA, §NE EZ A, Celite®9 EA] shel
FEA7I, AZeE I (0~20% EtOAc: A2 GAI3te] 33 mg(31%)9] ¥Al =S WA uAZA AU,
' NMR (CDCls, 500MHz): & 7.32 (d, J=2.2 Hz, 1H), 6.85 (d, J=2.2 Hz, 1H), 6.12-6.20 (m, 1H), 4.05 (dq,

J=9.5, 6.8 Hz, 1H), 1.15 (d, J=6.8 Hz, 3H), 0.84-1.06 ppm (s, 9H). LC/MS m/z [M+H]+5 230.4. [al +10.7
(¢ 3.65, "WEh).

e 2b
2-EFR22-NF(1R)-1,2,2-ETWe 2 2 I |-3-F @I A =(3}3HE 41)9] A=

G AL 2-F22-N-[(UR)-1.2.2-EWE 23 |-3-FebglHAn = o] Ax

A B97) sldA B4 tIFE22uE 5l £ 2-F22-3-F7tHd 2o =(75 mg, 0.46 mmol) £Ho
(R)-(+)-3-o}m -2 -ty 2 ek(67 uL, 0.50 mmol)S FH7lstdtt. oloja, Ego|dola1(188 pnlL, 1.35
mmol)S H7I8ta, EFES A0 WA mtEich. olojA, §AE EZ M HFaL, Celite®2] =4 3lol
FEA7AL, AZPFEH I (0~20% EtOAc: A2 FA5te] 38 mg(36%) 2] A sFgES WA uA2A AA).
' NMR (CDCls, 500MHz): & 7.32 (d, J=2.2 Hz, 1H), 6.85 (d, J=2.2 Hz, 1H), 6.12-6.20 (m, 1H), 4.05 (dq,

J=9.5, 6.8 Hz, 1), 1.15 (d, J=6.8 Hz, 3H), 0.84-1.06 ppm (s, 9H). LC/MS m/z [M+H]+5 230.3. [al -9.09
(c3.85, Weke).

47) W =4 1A 3 R @A 1, 2, 2a % 2bel 1% g R agee] ela) Az et 1, la, 1b

g5 & 9lth Cipd BHEEL o

Wi, i 3abela, Nt Wdolim, Bii oldelth, T WA "-ri el ylo] uig vl

33
2 ek, efe] "Ex.'i Al E G, flo] @i fAE 1 s@Ee] Azt G4 vead,
Aol sl A A 2AEY dolHE :

% v =2 ?‘:']_
deof Aol "NS/MP'Ql
g, sl A elE &

Ed dolge] A% may $AE bg 2 B9 9h EANE e BA(S, Wl H A9 BA)E At

2tk AlEo] "MP'el S 3 WSl dHolHE Esi.
HO (2 S0], 120~122)& o]|Fojzl o &
o1l o] Ao FHE A ~AEY volHE YEpit. A

FAE DD B ol BAFgoltt, nwag AF A=Y =E oy H5hE o] L3(P)E o &3 J
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[0469]

[0470]

R = Me
el | o | S Ms | M
1 H H -CH(Me)Et 757
2 H Me | AEEREZEY 2081
3 H H HE 80~83
4 H H ol AZEY 68~71
5 H H =4 * *
6 H H AZEZEY 6468
7 Me H AZEE=RY 78-82
80 H H -CH2C(Me)3 104-108
R*=Cl
| 2 | R} Ms | e
8 Me H ASREZEY 62~63
9 H H -CHICH) A EE2E=ZT) 242.1
10 Me H ol AZEEY 2303
11(Ex 1) H H ANEREEY 82~86
12 Me H -CH20Me * *
13 H H -CH20Me 55-36
14 Me H -CH25Me 59~60
15 Me H -CH1S02Me 100~101
16 H H og B5~86
17 H H =4 * *
18 Me H -CH2C(Me)3 * *
19 H H -CH2CH{Me)2 2303
20 H H A SEEE 2424
21 H H Al S 28 2564
22 H H I-HEANZEZRY 2283
23 H H AZ2FE 2283
24 H H -CF3 2423
25 Me H -CH25(0)Me 134~135
26 H H o] AERH B1~84
27 (Ex.2) H H 5g 2304
28 H H -CH25Me 2343
29 H H IR= 244 4
30 H H 4HE Y 2584
31 H Me ANZREZEY 2292
78 H H — CH2C(Me)3 2443
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r3

MS MP

AZSzzrY 54-57

o) [ =R 58-39

==y

o m |
jeeill Ja il e i e

h= |
-5 E

X
7

R

ta

-C{Me)2Et 2352

-CH2C(Me)3 x

=i e
el v s

-CH2CH(Me)2 *

=
17

r3

MS MP

-CH2C{Me)3 68~72

H H
H

=
54

*HNMROC| B = HUEDEFZ

AQ13E B-1

18]

R = Me

H Me

e,

N R

Cmpd.

r?

36

AZEEERY

39

. =
2=

84

-CH2C(Me)3

3035(c 0L E2ZEE)

96

O E

R'=cl

Cmpd. No.

MS

MP H3T

= o L

41 (Ex. 2b)

=
54

2303

-9.0% (c 3.85, HIEHE)

45 (Ex. 1)

AZSEEZY

144148 | 215(c01. 222 EE)

iz

o AERY

2161

20001, S 22EE)

76

=

6465

r3

=
L=

89-90

AZEEZY

70~73

B3

MP 4o

o] e T ——

H E]
-T2

-1266 (04, 222 EXE)

-CH2C(Me)3

94--98 228(c025, 2 REREE)
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[0475] Aol B-2
® H Me
74 | | R?
%] R* 2
[0476]
R*=Me
Cmpd. No. R} MS MP Mo
37 ABRERY 70~73
85 -CH2C(Me)3 132~136 | +2362(c025 222 EF)
94 e 2134
101 o] AEZ2Y 53-54
R*=Cl
Cmpd. No. B3 MS MP i
40 (Ex. 2a) 74 230.4 +10.7 (¢ 3.65, M & =)
43 ojAzZE * * +220(c01l. EREXE)
44(Ex1) | ASR==ZY 81~85 +212(c01, EEEEE)
77 e 64~65
R = Br
Cmpd. No. R’} MP Aoe
42 +5E 90-91
73 ASR=EZY 71-75
R I
Cmpd. No. R} MS MP AT
87 7g 3221 +192(c05. 222X E)
103 -CH2C(Me)3 92-96 +H12(c 025 E2RET)
[0477] *IHNMR O 0| =412 DE L
[0478] AT C-1
)O|\R m)ijh
g X B
[0479] R
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Bi=H
Cn_lnpd. Q gl Rrlb Rr3 MSMMP
46 2-HE 3-Fotd Jq2z==z" H ASEEEY 110~115
47 2 s Tty CHCH:2- ASEEEY .
48 3HE2ENE Me H Ol4a=g" 3458
49 .22 9 22 EluY Me AIEEERY 72-76
30 3HEZR2EY Me H AgEEzzd 4144
s1 2E2E EId [CH2CH2- = e 8283
52 30 E2-El g RESEE T H AZEEEE | 1214125
53 p. 2= HE H AZEzzd T4-TT
54 -2 EE 3-Fobd = H -CH20Me 5455
55 | 582 E 2 WE 4E0IEY Mg H AIZEERYE 337.3
56 82T 4F0IEY He H AE2RZ=2g 3233
22ET 4 R2E 5 -
37 = Eojzw = H ASEEE" 3572
38 FHEE 2 2-Eldd He H AER=EYd 2423
39 2LHER SE|OIESE = H ASE=ZE 1772
60 2HE 5 E0IEY = H AIZEEERY 211.3
61 s-Elo} Lik=! H AER=RY 1973
62 s2EEaEclEd = H AZRZEE 2313
63 HE R 4E0}EdY = H AZRZEE 2752
64 3.0 EAL2-Elelg g H AIZRERYE 50~62
EER e R0, »
63 HEH E,]Dﬂ‘—" -2 = H AE2Rz=Rd 65-68
66 22EE 3Fod NEzzeg H EAER2EWE | 191106
67 2HE 3 Fet o= H AEEZET 76~30
68 3222 2-Elofd AZEZET H AZEZET | 160164
69 2-Elof e H ASEEEZ | 143146
70 4" s EOIEY = H AZEZEY 2114
71 LEo}EY = H AZEEEY 1973
R LEIE=TEHTE)A =
72 ¢ Fotzm e H AZEZEY 2653
82 425 E0IEY Mg H £5e 114~118
89 | 3(LI-CHZe 2Bl g e H Rt 67-68
00 | 3(LiTHEA )2 Bl =] H +2d 6369
a3 SSHER 4 ElojZd W= u = -CH20Me 2032
09 ) = Re- o1 E ] H 5 g 285.1
[0480] *IHNMR H¢|HE A8 D E HFE.
[0481] ANFE -2
O gply g
R3
R?
[0482]
R:E-H
Gitys, 2 R*| R | B | Msap EiE-1
81 4+HESEoIEY Me | H | +2%2 | 55,979 | +339(c01, ZEEEE,
91 | 3-(QITHZoE)0-Eold | B | Me | +22 | 4543 | 3310008 222EE)
92 FIAHHEAR)2EAE | Me | H | 8% | 5455 | +173( 070, S 2EEE)
93 Aot 2 Elod Me | H | t2d 2373 | +264(c078, 2EEEEE)
[0483] 100 4HE3-Eod Me | H | t2E 2103 | 35107, 2EEEE

_36_

SMHS

61 10-2018-0098601



10-2018-0098601

5

5

=

=

|

el
=)

41 (s, 3H).3.41 (s, 2HD). 1.4
5 (s. 2ED), 1.50 (s. 6H), 1.02

5

-

L
4 (brs, 1H), 4.13 (m. 1H). 1.49-1.42 (m.

A

(s. 1H), 6.00 (br s, 1H), 2.42 (s, 3H), 1.35 (m, 1H),

3

2

1 (s. 1ED), 6.82 (s. 1H). 6.20 (br s, 1E), 1.8

—
-2

NMR (CDCl:) & 7.29 (d, 1H). 6.78 (s, 1H), 6.50 (br s, 1H).

NMR (CDCL) & 7

NMR (CDCls) 8 7.46 (s, 1H). 6.47 (s. 1H). 5

24-1.19 (m, 3H). 0.95 (s, 9H).

-

HEZHELATHO R RE LR B L0 2 ppm OITE HEF 2 ()-HL L, (brg)-

L.

T

H). 1
1H NMR (CDCls) § 7.42 (s, 1H), 6.59 (br s. 1H). 4.24-4.20 (m. 1H), 1.63 (m, 1H), 1.55-1.44

(m. 1FD). 1.35-1.28 (m, 1H), 1.21 (d, 3H). 0.92-0.91 (m. 6H).

H NMR (CDCL:) 6 7.32 (s. 1H). 6.84 (5. 1H). 6.25 (brs, 1H), 4.06 (m. 1H). 1.79 (m, 1H),
+ 1 NMR T 0] E

1H NMR (CDCls) 8 7.46 (s, 1H), 6.87 (s, 1H). 6.22 (br s, 1H), 4.07 (m. 1H), 1.17 (d. 3
1.17 (d. 3H). 0.96 (d. 6H).

IH NMR (CDCL) 8 7.45 (s. 1H), 6.80 (s, 1EL), 6.05 (br s, 1H), 4.18 (m. 1H), 1.50 (m, 2H),
0.97 (d, 6H).

IH NMR (CDClL:) § 7.31 (s, 1H), 6.82 (s. 1E). 6.00 (brs, 1H), 4.18 (m. 1E), 1.5 (m, 2H),
1.30 (m. 2FT). 1.23 (d. 3H). 0.95 (. 3H).

1H NMR (CDCLs) 8 7.26 (s, 1H), 6.41 (s, 1H), 5.44 (br s, 1H), 4.15 (m, 1H), 2.58 (s, 3H).
1.30 (m. 2H), 1.22 (d. 1H). 0.95 (+. 3H).

1.50 (m. 2H), 1.30 (m, 2H), 1.20 (d. 3H), 0.93 (t. 3
0.60 (1 2H). 0.50 (m. 2E). 0.28 (m. 2H). 0.02 (m, 2H).

1H NMR (CDCL:) 8 7.08 (s, 1H), 6

1M NMR T 0] H =
(s. 6H).

(s. 9H.

H
H
H
2

17
18
34
43
47
97
98
B2 A (@0 Ed, - HEH, @)-THEA, ([dd-0| 242 oS4, (-2 8 0] E4E, (b)-

Cmpd. No.
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=%

=24

= o _ _

M= SHA HAHZEHA
sEA Al = Ed 21, 0.001-90 0~99.999 0-15
A 2T
Y 24 HEFE of|EE, 1-50 40~99 0~50
EMRH E2Eh
=4 1~25 70~99 0~5
A 2l == 0.001-93 599999 0~13
I4E 245 9099 0~10 0-2

3A XA E 5 B9, HIEYCIE, ERYUZ L E ofgHAolE U & 2 HE, Mu, AEZA
O|XFStEIENE, Absloldd, M, W~E™, (XY, HgEZX, FIAEx), A, €3, &5, TXRE, 84,

e, AU EEF 9 FEUEE, 2 MY ERS ¥t dubded 1A sM A= 3 [Watkins et
al., Handbook of Insecticide Dust Diluents and Carriers, 2nd Ed., Dorland Books, Caldwell, New Jerse
ylol 711l 2

HNA B AlE dE B, =, NITWMEEelr=(dAdd, NANTHEXEFem =), Rd, fHdg
AEZIA=E, A EE(ddg, FEdERYe), Jded =93, Eﬂﬂ]%@ =8E, 294 Z9E,
trxzgdd 2EE, FHz2dgd ZEE, Z2gd stRdelE, Rdd gtrdvelE, sEa (o, WA
I, = JJrE‘r‘“, olazmEdl), 4AWMAl, GV, A, FEAE EFoMAHE, A2HE, E
golAdd, WFH g, @S s, 4HA, ddvzgd, AE, A7 AE2IAb, 2-HE
=, OlAYE 2 4-slo]EEA4-vE-2-FER=, olAHO|E, dAY o]hold olAHO|E, i olyEHE,
e olEolE, S8 opMHolE, = obAHOlE, EHA olAHOlE Yl o]AHY ofAHolE, 7]E o=
He, oddd 473t gHolE ﬂliEﬂE, o714 dlzdHE B y-FHEISE, 9 AY, #A4AY, 3 £ &
¥3td & Qe 43E, g7 g, e, prXEdE, olaxad 4F3E, pREE, ojafd d3E,
g, - EANE, p-SEE, HTHE, olAdd €FE, o|ASEHHTNE, MY ¢IE, #ed ¢IE

, =dd 4= =232 43, topE ¢xs B A

an >
g AE S % g ed(ddd, B, dnpat, opuijl, I, Z(SFF), wE, siukebr], 24,
Zsh, B3, g7, §A, I3 2 g9 o), FEAG A(dAd, A4, =4, g=, g7, of),
9 ol59] EIES XTSI, HA FAA= weh, DA, HEs, g3, s Aiks 2gha
T Ra, AARS AE H TE IHYSRERREY FFAME ozHZ] JhEREde i & i, FHol
o AHAE 4 Aok, Gukdl AA XMAl= FH[Marsden, Solvents Guide, 2nd Ed., Interscience, New
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A. S. Davidson and B. Milwidsky,
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=i

1964;
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Co., Inc., New York,
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ol A= et
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Wit JAs AT BA 2 2Ee BdY 9 BEe a2ddddid, an 8 Ee fA-euA 4 o
el ofs Axzd 4 vk Al 2 AR vE] A A GA el F =4S ekl AxHAY S

A 71l o8] #AZE 4= v}, Browning, "Agglomeration", Chemical Engineering, December 4, 1967, pp.

147-48, Perry's Chemical Engineer's Handbook, 4th Ed., McGraw-Hill, New York 1963, pp. 857 % o]F
2 WO 91/13546 x. AL U.S. 4,172,7140 7]AH npe} o] Azx= 4 vt M 4 584 dAE
U.S. 4,144,050, U.S. 3,920,442 2 DE 3,246,4930] =AE n}&} 7o) Xﬂi%‘ 5 dd. AAlE ULS.
5,180,587, U.S. 5,232,701 2 U.S. 5,208,0300] Al ule} Zo] Axd 4 Jdvt. DL 6B 2,095,558 =
U.S. 3,299,566 A€ wie} o] A" 4= ).

N

A 7wl #3 F7F ARE 3 [T. S. Woods, "The Formulator's Toolbox - Product Forms for Modern
Agriculture" in Pesticide Chemistry and Bioscience, The Food-Environment Challenge, T. 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]& #Z. H3, U.S. 3,235,361, 6%, 16 WA 7¢
195 2 AAld 10~41; U.S. 3,309,192, 5%, 435 WA 7%, 62 2 HAld 8, 12, 15, 39, 41, 52, 53, 58,
132, 138~140, 162~164, 166, 167 % 169~182; U.S. 2,891,855, 3%, 66% WA 58, 17& 2 AAld 1-4;
Klingman, Weed Control as a Science, John Wiley and Sons, Inc., New York, 1961, pp 81-96; Hance et
al., Weed Control Handbook, 8th Ed., Blackwell Scientific Publications, Oxford, 1989; % Developments
in formulation technology, PJB Publications, Richmond, UK, 2000 =%

taol dajdelA, 2 AlFS T wALE Alxdy. sehe Wae ARlRe sees FEId. 7t
AR AR 71w glol=, ded AWe ol&shs A ¥ BHe HdFdor dET 4 & ASR o
ARG, wEhA . the] AAlds @x] dAHQd Ao mA, ofWl Ao RE I WS AFSHA ws Ao

1w zq\
AT, 2 e ASE Aslea WEee F9 )%l
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Al A
niL ==
=0 08.5%
dY 7o 2E 0.5%
bl g Bt | A R i 1.0%
Al A l:r.] B
=3} H|(Wettable Powder)
=11 65.0%
THdos Z9EH S S HHZ 2.0%
311‘4 A EEA]-]_+E = 4.0%
A g ER 6.0%
TEYR1to] E(Fldy) 23.0%
Al ol U_’l C
M
TE 26 10.0%
ofE Habe]) E A (S HEd 4. 0.71/0.30 mm: 20.0%
U.5.5. No. 25-50 4] B)
Al g2 l:r.] D
okZs W]
SE 40 25.0%
ErEAUES 10.0%
il | R R RS B e £ 5.0%
dayEgdEELUESR 1.0%
Fa MY & 3 ELfo] E 59.0%
Al A Cq E
o
2= 43 10.0%
T AU EH A2 F HALSE M0 E 20.0%
Ci Co ARHIHE g AHE 70.0%
Al A cq F
Bfo] I Ef[HEA
ZherE 78 5.0%
Fn L S F-H Y oM o] E 2EEHH 30.0%
dd Eej2LdAE 30.0%
Mg ZEETM0] E 15.0%
= 20.0%
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i\])\ [q _T
i
s 11 10.0%
2E Eo2 U E/E TR 22 220 4.0%
AH o2 iHED EH 22 E 22T 1.0%
AEE ob2 YA S5 1.0%
e 0.1%
Z28dH ZYZ 5.0%
A ZH A2 0.1%
1.2-8 A0 A obERI 53 0.1%
EE 457 BEEL 200
= 38.7%
A'lj"\ Eq K
2ol 2 oitod
== 26 25%
EEAHEU A28 EAAET ol E 15%
FFHAHELEAE 2.5%
FHEHE  AHZ 57.5%
A],{ [q L
S e
sHEHE 40 10.0%
ol EREY E 5.0%
FE EF YA E T2 B T2 4.0%
AH|O}2AHED oY 2T T TELA| 1.0%
AEH ol A ST 1.0%
e 0.1%
zzgdd Z & 5.0%
A EA A2 0.1%
12-# 20| B 0l 5. 0.1%
MRS o 23] BhERg A 20.0%
=3 53.7%
Mo, B oEE 9 248e /4 AFRRRE 5452 nsat o A% §891, £ 244
A4 HEFZEE g Qe 48 9 A2 wEas o Msdston §8aT. i@ 5Ee §o 5
e AFAA S8 KA 22HE, FA% ol4)el oo mYuAL BeAvelfue] o8] WP §1 BALS
TS AE L e A4B(S, 594D gy w9 nEg Tgach. oldd 549 o AxA
o i3t WA, =AA (A, &%, =7, JAYE, Av], AFH, €9, JEHIA Ad, Ad ¥
vlolg 2o ek AFA, AE A WA, EAY $e 25 UAY =& BEY SR 2 =8 JdRy e B
g8k Anl =249 WA F7F, s 2= 24 3V, 9 22 8, 9 wME As, 58 AEY 9 w2 52
M/EE Yt EE 58 AF A EE bE 54 MRS TR G470l A4Be oY 54 W
Aot Wygw 5 vk FA4 24 BE Bddolftd o8 ATHE 54 e Az du, d4F
A v e JFYAA 2=(Bacillus thuringiensis) 4% Wdst= 2, 53, uF 9@ 742 FF, oA YIELD
GARD”, KNOCKOUT®, STARLINK®, BOLLGARD®, NuCOTN® 2 NEWLEAF®, INVICTA RRZ PRO, @ =, =3} oj%F o

A2l A ZA-4 EZ, )7t ROUNDUP READY®, LIBERTY LINK , IMI®, STS® 2 CLEARFIELD®, gl o]z}
Mot E EMA A (GAT) S Ldste] ST XM oE AzxAldd gt AP E ATste AE, e oA EZH
olE AEAI(ALS) S At AlZxA ] W A3dAS AFsts IRA F+H4AE aste 2ES X33, & 3}
e W 2R R4 2ol o8 HlEAY Belwolfuel o) WY ST AeA He4ee & 4
Jorm=z EBEA fdYP Id Ev a84S IIIAY B SEE E 2A4EY VA AS WA a84E 5
7INZG. 53], B F3tE 9 2AHELS A ASFH 5A4S Ve 9d EE U8 HAEY] 13y g
7 e dAeS sk oyt Fol disl] AUtEbe ol WAlaTE ATE .

Bodlgo] 2AES w3l AMudgon AE AUYL oE 5o, HA o ZAH, 3, Z4, viavs, 4,
T, B4, W1 ok, ¥ EFRdoRHE AuUyE Aok e AE JYALE XFEE HE 2AES
w5 v FEF A 44, ), T8, &, 2& 2 cnlgenyy A9us Aolw shte) 42 o
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YAE o5l Holk e HE FAES Xosle RAEECT Hojk e AE JYAE Y xgT)
8 dHY 2AEL A e oA JHY & v FEY AL gGA, AL 29 e GA FH 1A
AFolty, HFE ZAES ¥ste 1A AP 2 Ay Id¢E = ZAES F A8 I v 24E
I 23S F Fys BE 4EY 22 A g8 AP S AxFeEN AxE k. gijbdo®, 1A A
P 3D & T 2 EHY S3E v 2AAEY &9 e dgds A A £3E, Jdddg ¢
Al, 22 28 e ZA Fejo v Azd HE 24E Yd 25 F EuE FEAA AxE Ak
2 iyl ggEs, AE(dE 59, ¥, 99, 7], FY Be TA) EE FEF 9 A(AE B,
T Ast 71 B oE 24) U AAY AgAY ol5S Wi A4x = Q18] Ab s2E 2 A% w2
E, A4, 24 e, 338 AE 2 BEAES dXAY ' 2 Az Al F3E Yl W2 1Y 7A
AFFl s F4e vepd = k. 53 3 e FAELS A 9 ety 2FEY g2 A Qi F, vy
U 2 Age; 22 Ae) 2AE, A, 3 2 gty 2 e ZE, 2 ), 9, 53, AMges 2 gF
of e FAEo|}
B owdol  3lelE e {3 E(Enoplida), A EFZ(Dorylaimida), BAEFE(Rhabditida), HAZ=
Al B =i

(Strongylida), 3]Z& % (Ascaridia), &%= (Oxyurlda) Au) M E5(Spirurida), 2&4%5(Tylenchida) %
<1 el %5 (Aphelenchida)e] AAHozZ T3 FAYLS H[EI, A og—c(Phylum Nematoda)2] 7157
(Adenophorea) ¥ #4457 (Secernentea) EF9 FAY, dxid], oo dFH= AL ofYA|RE, AAHoRZ F

83 FeE, o #Rolwr|UlE(genus Meloidogyne)el HE]= AFH, d]EﬂiH]E‘r—dr(genus Heterodera)
2 ZF2Hd el (genus Globodera) @l /\]/\E AEF, Zeld A 2% (genus Pratylenchus)] Mol MEHF, =2
YA ZF 2% (genus Rotylenchulus)® FEBEYG AEF, BtEZe]ASE(genus Radopholus)® =37 AERH, ¥
Zi&glo]lm =% (genus Belonolaimus)2 %]”L%'rer, o] Fe AT~ (genus Helicotylenchus) B ~FEl 2u|n}
% (genus Scutellonema)®] WA AEF, HAZFAE(genus Iyvlenchulus)® g XEFHF, EIE=HASE

(genus Irichodorus) 3 StetEAX=e] 2S5 (genus Paratrichodorus)®l 3 AW, 1}01 vt (genus
Xiphinema)® AXEF, walmdAX2E(genus Tylenchorhynchus)d F:  AEFFH, JFALE=F2ZE(genus
Longidorus) %  SWe}EAEFAE(genus  Paralongidorus)®  WbE AEF, i% 2}o] ™ 2= (genus

7, dgAF 2% (genus

Hoplolaimus)® 2 AFHF, F5 AEFH(family Criconematidae)?l F5 AF
Ditylenchus) 2 <ToluZ:(genus Anguina)®] &7] A&, P‘e]%ﬂio] | ~<:(genus Aphelenchoides) 2 #ht]
YA A5 % (genus Rhadinaphelenchus)2l 2/Z7](foliar/stem) AE5F; € 55 % A A% 7S (FH, 74
Aoz Fa3d 3%, oA 2o BE A=(Strongylus Vu]gams) el M8 & (Toxocara canis), %2 &
A% (Haemonchus contortus), N2l AAAVEE(Dirofilaria immitis) ) sl &AL 712 4 Aot

FLg Ao WMys ME(avla) & E(Meloidogyne incognita))e WAE $13F B w o] 31gtEo f-o]
o BE sEEe] BE AFRY BEE A4 dAlel gE sEeA afdolAle Fute AS dEAE ol
Aoltt.

2 e SgtEe B3, o5 2 A7 1A FIE dele AT (S, BAHeRE Fa3% FF 2 E=3)(d
5 B0, @9 A4=xF(Anoplocephala perfoliata), Wrs22| YA (Fasciola hepatica) §)< W|FE3ste], H
52 (Phylum Platyhelminthes), &% (Cestoda)(E£%) 2 F5 4 (Trematoda)(F%) T4 dis] &4
< yeld $ 3}

wge] SFEe Tek MAaFA, AFAA, AHAFA, AdAl(bactericide), & ;o AzA, AzA
A, AF Z=4A, odAd 2F 2y AsiAl(insect molting inhibitor) ¥ ¥ ZZXA(rooting
imulant), 38 EUAl, A5 3}8t=E A (semiochemicals), W3EA], 94, HA=zE, 424 &3 24, e A
S LG A, vrolgls EBE s HRe O}Ur ]”4 =
AN o Be MY =AAH D v|E=As =

= 3

fu o
5 wr. WA, B owge we, s 1
3}

(=Y
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o

lo
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s 4
e

:lo O_l..
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o] seted A AFstE A oldd A=A &4 seE e AAY dEe AeFAl, J93dg
opubHlEl, opAlF| o] E, OpAll ] =4, opAlEfm| Z P = ofAEHER, oty e v) 2.5
([(35,4R,4aR,65,6aS,12R, 12a5,12b9)-3-[ (N FRZZAI}R )22 ]-1,3,4,4a,5,6,6a,12,12a, 12b-t] 7} 3l o] = =2
%J%ﬂﬂﬂE%M%ﬁ&HbEﬂﬂ%ﬂkiiﬂ%&ﬂﬂﬂ%%%iwﬁﬁﬁﬂlkﬂﬂﬂi34fﬂﬂ%—

QY AFEIR@A R E), ojr| REFUE, ofn|Eetx, ol olrieat, ofiEs-vd, Wl
Felobu, WAR, MAS, WALl WS EEE, velols, Rrsd, ArAns, v, Hhu
#F&, st2w, JhE, Frededdyrg, Fradune, FraZRcie, Fradeys, Fnadly
v, CER E ISR SER Y gzEloly, Apol gt e el 2 g

(3-R R R -1-(3-F R 2-2-9 2 v d)-N-[4-Aohre-2-v -6~ [ (W o}v] 2=) 7k 1 d |5 d |- 19 2} % -5-7} 5 AL

=), Al EPdEIE (3-HREE-N[2-BRH-4-F2Z-6-[[(1-AF2Za2dde)olu=]7tRd]dd]-1-(3-F
22-2-9Yt)d)-1F9HE-5-7HA E), AZRIZEY, ASFAEZE = ((55,8R)-1-[(6-F 2 2-3-3] g ]
d)wd]-2,3,5,6,7,8- A 80| ER-9-Y E 25 8-l FA|-1f-o W[t} [1,2-a] o} Al A) Ao EFHER, Alo]&F
Ed, HE-AO]EFEY, Ao|ZREY, fup-Alo]ERZERY, frp-Alo]dREY, Alo|HWER, &ut-Alo]Hu|

EY, Ae-Ale]HHER-, Alo]&utxl, e E-, tlobHE]S-&, tloA| =, %ﬁﬂ qEFulss2, OuEs
EY, gusx, guEdelE, g Fe, todsd, odnidd, dudd, odamdyolE, JdEZE, o
ERASZEA o EAE fREE Sajol= | HUEREL, FwE ezt FEAg ﬁﬂEiﬁ}E%, Aol &,
drzd, FRUEA (2-dE-3,7-vuE-6-[4-(EEF 2S5 ADA5A-4-Fmed wd 7tRvo|E), &
22Ut =, EFAetn =, EFFAEYo|E, FFRIVY, ZFASNTE, ZFASAZEZN (WY (ah)-

E), EFddE (-F2=-2-

&H%ﬁii%ﬁEﬂ%#giﬂ%wFWHﬂ%}a%1%Mﬂ%@meﬂﬂﬂ
[(3,4,4-E8|EF2-3-Fd-1-HAXd]Eo}F), FFIE, EF97, SFIZE (1-[2,6-UEF=2=-
4-(EgEFFe2de)dd]-5-[(2-vE-2-22d-1-d)o}r| = |-4-[(EF EF L2 e ) A d | -1/ &F-3-7}

HUES), ZF9HFE @-[[(6-F22-3-I0d)eE](2,2-tEF 2 E)oln| = ]-2(50)-Feh=), EF
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2,2,2-E| 3 F2-1-HEA-I-(E ZF o2 ) Hd -1 g E-4-7t5Am =), IHERMY, J2F
FrE, vEd, o, g, Aa§$ﬂ4+ AﬂﬂiiEiﬂ(ﬂ%(a@ﬂﬂﬁ%ﬁlkﬂ%ii
Ad)olu = ]-6-(EFEF 22 d)-4- gt d | SA [HE |- a-(HEA M )l ol gl o] E), I 2 E, o
ZZEAF, ZEE=, goted, HEgEFod, *Aﬂia 2T 5ALE AT RUERA, *Aiﬂ] 1, ~9=&
HEg, dzaxxs AIxzaz (F[HUSAE[1-[6-(E8Z giﬂ%%&ﬂﬂﬂgwayx—@ﬂéﬂ
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HEZEgol 534 II Az A A&ljAl, A B-AEYHEZ Atoldeytzll @ Alo]EFHES; golyd
FEA 2A8A, A7 QEZ tolu= FREIEGHIEE, AIJEHIZEZE 9 AlJIEHIRZE,
Hopu=, dAd) EFHoln=, 2 gojied F&A 2=, A goled; A=A A4S @HIee X
A B dEAA FAY EAsEA @ sEE, d7d oixdEiad, uHuAclE, dgd, IHEF
AvE 9 EfEFvEIE; 2% S wAEed o3 sHEd, odd vpdels FEAANE 2 oolE
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FRReE BFouTels, Frew BFSASAZW, BFERALE, FrAdE, BEAss,
obd, EfEeld, TLENE, TRANBAE, EWE, Tge|t(fthalide) (LY = (phthalide) £
), FulEThE, FUSd, FemEve, AabmtE, SEAE, PolAu, ojnhdd, ojumE,
0 SH )=, olo) el EeloAHelE, ol orn, ok, o|4dEHE, elLuuEs o

foJ % ot
E%uﬁm

fo
e}
[
fu
i)
X
Jn:

=, olAZRHEHS, olidetzt, o|iFotd, Ft&rimbolsl, iﬂﬂ A=
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)9 22 A7HEE ol (F, AsH) afE IS § vk a4 SF WAE BAgstEA S v

ZHE 4 AEY FE AaATIE Fol & uigAstt. FHF i A &4 BT A 2Eo] w7
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Protection Council, Farnham, Surrey, U.K., 2001-& X3}3lc}.
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