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]

J/E
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[e]

=

13
=

(C=Cy)

)

(C~Cy)

)
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N

[e]

(C=Cy)

)
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=
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Aol

=

13
=
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_
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]

o1

)
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i

[e]

=
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(CCPE=Aolar; Ky ¢ nbhd

47 mE

=

=

1 H, @4
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—

@7,

H X+ (C-Cy)

A= R &

ola; 71 v

o7

H X+ (C-Cy)
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[0043]

[0044]

[0045]

[0046]

[0047]

[0048]

[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

[0055]

[0056]

SES5 10-1213248

Hl A e E R H EE (C-C)2Zol3; wrh vpaasiA s R Holt}

2

vl -2 S} A = R 2 RE 2R v 9xk9k 3 (C-Co)AelZF2 S 18], E3](C-CHA|EF2Ld 1S A3
o},
A AE RS H, (C-C)Z, (C-C)L=A] Ei= stzzols; wrl nladsiA= RS H, (C-C)2Z,

(C-COSHEA], Cl ®i= Fola; wul o wiadairls Re 0, (C-C)%, fEx], 22

H
s

E7oRol,

HlEA AL RE 0, (CC)A, (CC)ERDZ, (CCHAY, (C-C)otold Ex 1 A 129 &4 9
A% Zbe ok guzolm, A o}d iz CHO, -C0(C-Co)eZ, -C0(C-C) Bz ~C0,(C-C) 7,
SS0,(C-Ce) 2, COr3Y Tl -Co-slU® FAE 1EoH Muwi. ord 7} sude wxsEA we
S22, ()L, (CCERLD, (CCHLFA], (CC)TRLFA L NOL,Z FAAE 2FA Add s

ool ezt ofs] ATHw; wrk mEAAE RE H (02D, C-CTRID, ¢-, Zzaq,
CHO, -CO(Ci-Co A Tx —C0(C-CHEmeoelar; wHrp o wgrz A= R': H, CHO, COCHs, COCHCI,
COCH(CH3)Cl =+ COCFsolaL; 7V wie2siAl= R'e Holt}.

el R, (G0 i (GC) BRI B} mhale R 0 EE (G020l
Vg wkAshAlE R Holu,

AR RS H, (C-C)LE E (O-C)LFAlola; B v el R'e 1, W' Ee olgolr),
s R, R R R R 27 S0 H, (0-0)L, R EE (C-C)LFAola; ur ngy
dAER, R R 2R 27 59502 |, WY, F EE Clolth,

A S A E A CH, =8 23 ZAgtoltt.

Rol H, &=, (C,-CLZA, AW vid, o, n-E2d L= olo]r-ZaHo| A, HXFEAY L= st
T 29 (L7l dd AzkE (C-CTRED, [(CCOLFACCHED, (C-CoAtelFRZ A7 oA
U, EE (CC)ERAIZRED, ()Y, (G C)TRAAY, (CHLTOD, (CC)EHA EE
(C-CHERLFA 0] aL;

R7FH e (C-C Lol A Ex=

R' 2 R 22w v d4st 37 (-Co)Ael 22207 1eEs 481,

iy

R'ol 1, (CCOLZ, (CrC)ETAl i @zzlola(we uigaAsiAs H (0L, WSA, € =
Folt});

R'7FH, (C-C)eHZ, (C-CHBHR A, (C-C)orllel, (CCetotold mi 1 Wi 129] & 922 2be oAl
gt ol (vl A A=, CHO, —-CO0(Ci-Ce) 22, -CO(C—Co) T2, —C0.(Ci-Cs) ¥, -S0,(C—Co) 4, -C0,-3
d oEE 0-dldela, AvlelA, 7 sdde mASEAY mE g2, (0L, ((-C)TRIZ, (O
CIFTA, (CC)ERFTA 9 N2 AT 1FoA e sh ol4ke] ghrjztel o8] xFHt));
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[0057]

[0058]

[0059]

[0060]

[0061]

[0062]

[0063]

[0064]

[0065]

[0066]

[0067]

[0068]

[0069]

[0070]

[0071]

[0072]

[0073]

[0074]

[0075]

[0076]

[0077]

[0078]

[0079]

[0080]

[0081]

R7FH, (C-Coo & (CC) &z ekzol
R'o] H, (Ci-Cy)%2
R, R, R 2 R'o] 22 Sg5o= H, (C-C
A7 CH, 0 = A AFH(ah
Rl A @ sheb 19 sgEe
R'o] H HE (C-Cy) 2o aL;

R7FH S (CC) 2ol Ee

R 2 R

s

e (GC)EFAlolaL

-,

)

DEY, = E=

At A= A CH, =8 AH

F-2he ' dxpeh g (C-CoAtel = aie

R'o] H, (C-C,)22, W=A], Cl E= Fola

R'7FH, (C-C)22, (C-Catzera, ored| =zl CHO,

R7F 1 B (C-Cy) o] at;

R'o] H, (C-Cy) ot Ei= (C-C)etA] o] 1

R R R al Rloo] 7vzZy Yoz |, ddE

s

A7} Cll,, 0 EE A% A
23] vl
R'o] H = (C-C,) o] a

RV H EE (C-C)%go]m; Ex

R' 2 R 23w ga 929t 3 Aol
R'o] H, (C-C,)%7, Cl ®i= Fola

4

R 7} HolaL

R57} Hol 1L

= (GG EAeola

kg4 5l =

C) L A-(CoC-Ale] E2L 7 2 (C-C) TEAFO]

mm

)

R E A O, i A7

g, F 3 ClZ 744

stsba) 19] shebd (RRR 9 2eige (C-C)2,
FRIAR PAR aFelA A dogeln, B nddE)

Ae (CC)EZ, (C(CHEFLEEY, (C(CPE22LA,

247, (C-C)-=&

EREPBECE T pas
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)

5| A4 Astelth ]l sHetEeltt.

o

)

-C0(C-C) & BEe -C0(CC)EE Lol aL;

oA e

(C-CNERLA, (CGCoArtelERE, 1-(C-
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[0082]

[0083]
[0084]

[0085]
[0086]

[0087]

[0088]

[0089]

[0090]

[0091]

[0092]

[0093]

[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

[0100]

S=50l 10-1213248

24, n-R9, 2-Fd, i-7E, 3H-#Y, I-EFeE-dd, 1-EFeR-28d, [-EFeR-ofo|aZRd, 1-
EFeEn-HE, 1-222-9d, -FEE-223 -FRE-oj|hxgd 1-Z22-n-FH, -E-AlelER
T, FEREAPIZRIZY EE -EFoE- Ao gRER gy 2 gzt

22 BAE w2 427 n)7gel

R. R 2 R 384 oA gold vle} 2w,  ROBLR0] A OoR Aolstal;
o2 gk 7155 ek o] HojH wpel i,

12 BAE B2 QMo dAseA Mg ey 1o JolE vheh g,

U2 BAE w4 AxeAe gAsetd Mg R) £ () W9 EE o]59] Efolm, o Efdlt i
3 3]

ghAm] E5E(R,S)0] 2 aL, vhgAsAlE ghAm il B (R) Em (8) #de] 297 (R) R (S) Wi
o] F P& 7IF2® 60 WA 100%, 53] 70 WA 100%, 7HF whEAskAlE 80 WA 100%0] Tk

R'o] H, (C=Co)22 BE (C-Co) 31A] 0] 3L

R'o] H, (C-C)7 wi= stzlo]m;
R' 2 R'7} 247 Holm

R°0] Holi;

R, R, R 2R 242t Sghog |, (0-C)2e7 Ei dzglo|a;
A7} CHy, 0 = A7 AR vldsAs A7k O, B A% Aola, 535 274 Agolthold,

W, R, R 2R FaRHom goldt sheba lad) shghEe] noh iAo

L.
R % R7F 747} Hola
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[0101]

[0102]

[0103]

[0104]

[0105]

[0106]
[0107]

[0108]

[0109]

[0110]
[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

[0119]

[0120]

[0121]

SSS0ol 10-1213248

®, R, R L ROl FRHo® oldt sleka lag] shgtEol urh ol wiAsi,

R3 ? R?
1'&
WY
‘J\WJ\N/W
L

R, R B R 3k TollA Aeojd vpet 25, &, R, R 2 RT & o] 7x4oz sdstaL;

R'e (C-Co) o7l m

UE v 7leae sheky T gojd whep #Zar;

12 FAE g el Ao AAstehA wjde shekd To Agojw whep gar;

2% HAE Bk AxolAe GASEHE e R) B (S) WA = o]5e] EFolu, o %?ME =5 o
Anl EHE (RS0 £, AL Al Y EE R) B (9) 012e) 2 @) 2 () e
= g2 7|Fo 2 60 WA 100% E3] 70 WA 100%, 7} vlEASHAI= 80 WAl 100%©] T}

Rlo] H, (C-Co)¥d T (C-Co)dTFA| o] a1,
R7FH EE (C-C)eolAY; Ex

R 2 RS 32w e 9749} 37 (C-Co)Atol 227 me]

il
oflt
2,
]
¥
32
K

R'o] H, (C-C)ot7 ®i= stzlo]x;

10 -
R, R R %R0l 22 S9H02 1, ()92 Et g=lolm;

A7} CHy, 0 = A AH(Eo wigrasiAl= AZF CH, =5 A4 ddela, 53] 4

iy

Agrolth)olH,
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[0122]

[0123]

[0124]

[0125]

[0126]

[0127]

[0128]

[0129]

[0130]

[0131]

[0132]
[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

S=S0ol 10-1213248

9 R, R 2R F E ojio] pxAor BAd 88h [pe] shatEo] uletd s}
Rol H, W& ® ojeo]ir;

R27} Holaz;

R'ol H, F, CI, o9 m& ogo]a;

R' 2 R'e] 2H7t HelaL:

R'o] (C-Cy)eFzo]a;

R, R, R 2R 27 =2xoa |, we, Br, Cl == F= 74 1204 Aus;

A CIL, 0 S A7 A(un vAsE Ak o w43 2

i)

bolar, 53] A3 ZAgelh)olH,

)

@ R, R 2R F 5 ool 7Mooz 59 shety 1be) shahmo] nh upgysh,

=

=1, 29 12 g9 Ba 9 25 712 848k [co] Behd 24

2
RS R?
1*
SN
4
N T/R
R5
R9
&7 AellA,

R, R 2 RS 334 o1 gol® npel 25w, R, R 2 Ro] FxHo2 Aolat;
R'o] (C-Co) o, medahals (C-C) ol a;

2 thekst 71552 515h2 1o Aeolw upe} i

12 FAE &2 gl dAstehA Wde shekd o] geojw whep gar;

2 312 FAE B4 AR A7 JAstehA wjde (R) E= (S) wjE L o] Eftola, o ¥
o= Rk gl = (R,S)o] XA, npeEAeA= A wld = (R) e (S) #lde 237 R)
2 (S e F Fe VIEoZ 60 WA 100%, 53] 70 WA 100%, 7 vk skAl= 80 WA 100%©]H.

E usl A de) MR AAgulE 12 D B A ogeln, 2 % Uz w48 B 9aph 25
M7 ek 1o Hehe 4 HRE Ex o)A Qo] BF AemA,

ojmf 318k Tol A

R, R RS A7) shet 1ol gold uheh 28, @ R, R R RF E o] Fadow Fdalu
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[0143]

[0144]

[0145]

[0146]

[0147]
[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

R'ol (G2, (CrC)ERUZ EE (CrCoAlel 2 RS Zolx, uha

T (CCo)Atel 2R o) aL;

R27} Holaz;

Tol Aol wpel 2},

SSS0l 10-1213248

A= (C-CHEE, (CCHT=dd =

1, 2 2 12 BA8 @2 Q449 wdo] FAHoR b3t 2ol Agd st Ico) atiEe] Yaloldd
Asd

io] &gt=ol

E I ERERE
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3pepe] If

[0154]

914 Ig

[0155]

[0156]

[0157]
[0158]

[0159] R'6] (C-C)2Z, (Ci-Co) Rt = (CCo)Ato] FtZo] 1,

[0160] R'7} Hola;
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SSS0l 10-1213248

[0161] R'o] (C-C) ® =z ao)aL;

[0162] R'o] (C-Cp) o] aL;

[0163] the tad 7|55 seta 1o Aojw npeh 2w,

[0164] o R, R 2 RS FxHos Aols),

[0165] Ro] Mg wi= ogo]ir;

[0166] R*7} HolaL;

[0167] R'o] wel, o€, F ®E Clo]i;

[0168] R' 2 R'7} 72H2} Hola;

[0169] R'o] Mg wi= ogo)ar;

[0170] R R, R 2R 22t =ei90= §, g, Br, Cl E= Fo|H,

[0171] 9 R R 2 Re Txges Aold H94 11, le. 1h L 119 HaBe] woh whgAstc,

[0172] w3l

[0173] R'o] W m= o]go]L;

[0174] R°7}F HolaL;

[0175] R'o] g, old, F &t Clo]i;

[0176] R' 2 R7} 742} HolaL;

[0177) R, R, R 2R 27 S@4ow |0, g, Br, (1 Ei Fold,

[0178] 9 R, R 2 RE FRHoz gojat sata 1d 2 leo] s3tEo] nth npabgsi,

[0179] w19 2% FAE wa 947 AR te go| AskE s8] b sHEe] Aol dAA 55t
A 1je] sitzo] wekd s}
s}5p4] I

[0180]

[0181] 7] Aol A,

[0182] R'ol I, (C-Cy)oH Hi (C-Cy)EA]o] AL} mi
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[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

[0190]

[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]

[0206]

[0207]

[0208]

[0209]

S=50l 10-1213248

R 2 RS 22 ga Axsh 3 (CCoAel 2R 1el8 g4 5 9
R7FH S (C-Cy) 7ol ar;
R'o] H, @&zl mi (C-Cy) 2ol ar;
R'e] (C=Co)zela
thE b 71Eee 518k T gejE ke
&R R BRRE F oS TEAoR U8t
E,
ol 1, WE, ", WEA EE Clo|iL;
R7bH = wgol ALy ®i
RO RS 2 gz dash 3 Alolgzrad velg 94T F A
R ol H, Wlg, F =& Clo]aL;
R % R7F 27} o] 3t
R'o] mlgo]iL;
R, R, R 2R o] 27 584 H, Cl % F= 749 2gelr 77F sHAoR des = 3hsh

s}ob4) 119] 8ol 7bg v,

e Sgre e 2Re R, R R R R R R R R R % A7k 27 sheky TeAe) mte e
vz Aele 3844 la, Ib, lc, Id, le, If, g, Ih, 1i ® 1j9 shgzoln,

53 nRA9 e Re
R'o] (C-Cp) 2ol
R27} Hol a1
Yo] (G, €1 W Folar;
R' % RV} 242} Hola
R'o] (Ci-Cy) o] a
R, B, R 2 R'e] 22t g4 oz i, WY, F EE Clojx
A7} Clt,, 0 = 43 AR wigkdsie, A 44 Agolthols,
W R, R 2R FRHoR old sehy 1ie sghmoltt,

R 2 A7} 7 71E 3}8ky 1a, Ic, Id, le,

w5, R 2 RV 27 Holm, 2oz R, R, R, R, R, R, R,
71 gojd wpep 2 o]Fo] ¥ ®F 3}8h (headformulae) 24 YERA u}

If, Ig, Th, Ii 2 Ijo thafjA] A+



[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

[0222]

[0223]

[0224]

[0225]

[0226]

[0227]

[0228]

[0229]

[0230]

[0231]

[0232]

[0233]

[0234]

S=50l 10-1213248

o} z+e 3}akA Ia-1, le-1, Id-1, le-1, If-1, Ig-1, Ih-1, Ii-1 @ [j-1¢] 3}&=o] ulkz s},

R' 2 R7F 242} Holar;
6
R o] Holal;
R, R, R 2R 247 =980 H, (-0 E= stzzlo]s,

@, R, R 2Rl pRHoR Joldt, oF &
19] szl e} wigA e,

Lo

257 sERA dErd vkek 22 5k la-1, 1d-1, le-

R'o] (C-Co) o] i
R27} Hola1;
R'o] (C-C) 22 = gz lo]a;

L.
R 2 R7} 2H7F Holar;

7 8 9 10 -
R, R, R 2R 247 59502 B, (0-C)UE EE Fzlold,

1

o
S

o, R, R 2 ROl Aolat, olFeo] ;e HF B =A Uk we} e 5

FzHow ] Ie-1, 1f-1, Ig-
1, Ih-1 B [i-19] s}eh=zo] Bt} npeA et

J
il

Rol H, ®e, oled, vEA E Clo]iL;
R7FH E ool Ay Ei
(RR7} Afo]2mzzdo] 1

R'o] H, WE, (1 ®= Folm

4 5
R % R7F 247} Hola

R, R, R 2R 22 =

i)
2
o
frt
=
S
I
2
my
t
rir
i)
fru
2
o
i

R, K 2 R'Z % o] prdom $9%, olFe] xel EF sbEm Urhd vhsh ge 89 [j-
19] shgtgol mr} vl s,

w3, Bz R WA RO AT Aeeks duk sstale] wierddl oule) A 7] delw up

®
m
o
o
Jo
o
ke
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[0235]

[0236]

[0237]

[0238]

[0239]

[0240]

[0241]

[0242]

[0243]

[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

SSS0d 10-1213248
o] FF shehERA uEkdl wkep g2 skeky Tk, IL, Im, In 3 Ipe] 3}etEo] nhghasitt.

ROl H, (C-Co)&Z, &270 Ei= (C-Co) LA 0] 31
R7FH EE (C-Cool A Ee

(RR7} AtolZz =z 2o

B

R'o] H, (C-Co)ot7 ®i= stz zlo]x;

=0
PO
=0
N
N
&
KN
Se
S
=

24 Yehd vieh e seta ko)

i

9, R, R 2 RE E o] pRHoR FAW, olFe) Ee EF Y
§]_6

1
R
ol mr} whgra e,

H
rot

R'o] (Ci-Cy) ool at;
2

R 7} Hol1;

R'e] stz zlo];

4 5
R @ R7} Z+z+ HoliL;

R, R, R 2 RV 77 =gmom H, ()7 mx stzzlel, o3e mel %% s§EzA Lehd upe}

AR sheba) 1o sgrEe by 1] gebd By udeln)n-1,3,5-Eetelold fEA(A= A4 AF)ol
o mE, sS4 19 YA B AEw-s-ohrne-1,3,5-Edbelobl FEA (A= Ak 04) L 344 19
P34 4 v Eekslel E g o] o1,3,5-Extelobl fEA (A HP )7} v s,

71 3hea 19 gtE2 FA9 (S, AF/A ARSHAY £ Zled W), odAd WO 97/31904 E
= WO 97/29095 % ELlo] <l8% FE3o dwtxoz yisw wpe} T W 9 o] y|EE= WUHS AME
e sfdoan Axd & Qv e A" 7]EE0] FAFoR AoHR] 2 oSl T|EolA, "
oldo] Aoy npe} g2"e R ZF 713 A 1 Ho wE uEAsAe deEd uEdd Qoo nas
Ao oladt Holt}k, The AR W |EoA T£AE doldt ¢AR AAE & dx, HIst vErv) 3
FES A7) Y& Do F ASS ol Aot

2 igel 5o uwheba, shsha 19 3EE2 g8k 119 S5HES slea] 1119 ulolgolyd e o7 9
2 F7F G wESAIA Alzd § 9l
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[0254]

[0255]

[0256]
[0257]

[0258]

[0259]

[0260]
[0261]

[0262]

[0263]
[0264]

SSS0ol 10-1213248

[37] Aol A

R, B 2 Re 384 Ioa geo® ulel g, 7:= 7124 oA, 7124 e=gd Ay, 71842
Z@ejo|=, FHEAulo| = Aolohi, FFRAN HirE i Effe|ZRadgz AY 1R Auds= 2
27]0]}],

3peta] 111

R, R, R, R, R, R, R 2 As 12 ZAE 9xclAe] jde 384 Tolq gojgl vpep 2o}l 1 whge
Q7] A kol B8 gl oA HEdstol =R, tho]&at, opiELle]Ed, N N-Tho] e Zolulo] =
WEe E oue FolA, 0T UlX fule] 7 £xe LxelA, uleAaAE 20T WA 60TAN Juka
og AAHT. @7E dwdow odzta] B4 sfo|=EAloln, o] F& dlo|maloln, bz T AN
o=, oz tmAlo|, obzte] B B smulo|E, mi §7] 9], olAd 37 oful, oz Ewto]
o€olwl | T 1,8-t}o|ofAlntolAlo]E 2 ([5.4.0]d F-7-<N(DBU) ] t}.

&t
wowye) the 40 mebd, sy 19 SRS Sehy Vo] B e Vol opnl mi ool A ¥
@ wgAA e AxD ook

als
s

3pepe] IV
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3 R 1
RA__R
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i
4
L1/|\N/ N/R
gzs

7] Aol A,

R, R, RV Rg 172 mAE x4 e 3heba o] Ao wiel ga, L'e olgy], oA
q

3
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i, EgelERadd, ((C)ed-¢ddxd, dddxd ®= (C-C)Ed-dddxdo|t}]

2
lo

34 ¥
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[0265]

[0266]

[0267]

[0268]

[0269]

[0270]

[0271]

[0272]

[0273]

[0274]

[0275]

[0276]

SSS0l 10-1213248

R, R, R, R 2 As 12 BAE YAelAe] mjgde 832 To] gojd npsh gr}]. 2 ubse dv] =4

slol BEA fo), oA 24 7] 80, G2 HEHSt|=2FS, o]k, ol ELo]EY | N N-Tlo]nd

Zolulo|=, WEbe Ei oge oA, 0T WA Luje] 85 Sxe LxoA, wEAsE 207
O

TollA dubdom dAdng. 97 ditdor 4y & sto|=FHitols, e a5 dol=dols, &
Ze w5 JhRlolE, e S5 dEAbelE, 47y E w4 JHEUCE, Ee #7] 97, Ad7d 3%
ofwl, ol Egolodolrl, HEi= 1,8-thojopaputolAto] F & ([5.4.0]H A-7-<M(DBU) oI}, & Az

o} &3 [Comprehensive Heterocycllc Chemistry, A. R. Katritzky and C. W. Rees, Pergamon Press, Oxford,
New York, 1984, Vol.3; Part 2B; ISBN 0-08-030703-5, S. 482] . 2R-E Awka #AHo A FA]F o] Qt}.

oo g 540 W, R EE R F S (002, (GrC)TRED, (GC)LAY, (CrC)TR

FA A (C-CATFOl H= (C-C) Bz etztoldol 84aH4] [9] shstEo 7] R ®i= R7} 22t Holm, 7]e}

gzt e shsha) 1o PR ke 2 Fgahe 3ot 19 SRS ket VI EE VIS 2AsA
727t eAA w=F Ax" 5 3ok

3}5}a] VI

4 2

R-L

3}eFd] VII

RS_LZ

A7) 8hskal VI 9 VI A,

AoRE A MFAFALT G, NE EL feEo, B Y- BT 908
1

|
o, Hels, SEIlEE EE N N-tel
oA, vlEAE A= 20C WA 100CAA dutd o=z AR )

oage] thE 54 mekd, R “%Rs%éhqug t7kol &8k
Z

2
<
"3
~
~
~

R R 217 8heb4) T4 geld obad ghrzela, L' olg], dwdont g, ngdsils da
AL, i EWEA, oAt EA-ohdEA TEBolth. @rl: QelHom ofdst wgel AgHm, A
Mo a7e] #& solmRAels, Ay F& solseels, duY F4 AudolE, Ane & B
o=, el B #4 bl wE §7] @71, Adn 37 obl, dw Eeolsloel Ader. o
WS BEY g0, oAt WESI SRR, oS, opiELEY, wi NN-tholi Folrto = F
o4, 0T WA gulel Bi exel exEelA, wFAsE 20T WA 100CNA Lurgoz AAgT

speka] T1119] T3HAl= 8hehy X shetes 7] shehy Vol aigteat e A Axd 5 vk
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[0277]
[0278]

[0279]

[0280]

[0281]

[0282]

[0283]

[0284]

[0285]

[0286]

[0287]

[0288]

SSS0ol 10-1213248

Tourge Ak b 9, AT ey x| gl selmzduetels 9% Abgstel gu), oA 1,2-thol
= W g 09 FAA 20T WA gl BF Lmel ElA, mFAsAE 50T

slstal Vo] ZAE FA 9 W, oAHd g8k X1 AT Ev FSshe 249 94 olulgl, dejHo=
H A g3 olwlsl, e FA e éﬂ,dﬁﬁHiﬁl+ﬂ %i WO 9 /%mmﬂ 7ed Axjo| wE 382
o] =] [e)

7] Aol A,

R, R, R, R, R 2 A7} 848b4] 1elA Aeld whs} 2o}

3}e}4) XI1

3 5 Re

A
RY. ',

|

R R10

RQ
[37] Al A,
R, R, R, R, R’ 2 A7} 88t o] ged npe} 23, L'7} o]&y], ojAu] &2, slo]=2A], vg HE
A& EE 4-E2ALELSA 0T}

st olabe) HitlH wa AAU 9 Aol @A A e EAsh: et 19 sgtEe Az 9
A 87 A oA m R

ZFuke 3pskal I1, 111, IV, V, VI, VII =& X119 3g=E9 Ag3t AR
e & ol g3t HgstAl & 4 Qlr).

ALolddA o7 ¢4 o 3er 119 3FES FTAH IAY, EE oAU E3[Tetrahedron
Asymmetry 1994, 5, 981, J. Chem. Soc. Perkin Trans I, 1979, 2248] % 7 7]e|] ¢l =

Ao weA Az = ).

¥ (resolved) Fe| e FEAow e el 5k 19 e Axe, odd Axse 348
SgtEl A dojd ada) wjdo] Aolgt st o] ike] FikAl 11, 111, IV e VE AREsto] slshe

s i
Mg welr7]1an, Ao Za W webd 58 EgEs BdlA7Ie dsd A mebd A
o}

o T

J&r—{m
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[0289]

[0290]

[0291]

[0292]

[0293]

[0294]

[0295]

SSS0d 10-1213248

dnba o Fsl L8l (3 [Textbooks of Sterochemistry] #2)E $13 5744 W, odd £34E9 24
AAA RS spriek 2 2E #4, dE =W A4}, ARvEINE ¥4, 53] dd ARvtEae) 8
agt A ARvtEIRY, SF(HE} A 7E stlA), FE R Ve sAY e =d
T A, Ak e J)e 3A FelMe] Azt Fell o] A& el ddAe] A
P
BN

geh &4 ke ARgSte], HAEsAE A 717F EAERE ASols BetE g4 97|E AMEsHY, 3EHE ]
2R $£52 § s FEJA A do AAse e FAH AR EE AGH FRAA Y ARgel A
ICRca=

HEAAo| A deo] AAS}ol| o3 FhH Hafo] A FstA A A gAY FEHEL, HEs, B
ERAIAELN, D4 (quinic acid), EBFEEEA, toldzdelzg2A @ J)E fAF Atolar; AW #ekH
4 d71E dAd A, Axd, AYd, B -ededelyl 9 g2 fAF 7)ol

vl e A 77 el AAEG. o] % ey 19 3stEe] 3 Aol AA = kst
oI T AVE AFESY HHE Jo2RH FEEHAY, tE 3}‘47} Ago e HE fodr).

FA o] W o AW & [Houben-Weyl, Methoden der Organischen Chemie, 4. Auflage, Band E 21 b, 1833
ff. or Band E 2le, 5133]¢l] 7]&% WS o]&sto] AA o|AA o7 43 33ha] Vo ol 71171 A
24 F . wEe dx F oshue aad E@_*OFU 35 ¥k vy St 9%k e X19

T, AFae A9 (seeding) ol Bk 2§34 —‘?——Et%‘]iﬂﬂ’]/ﬂx‘iﬂ 7F WA JAHE 243} gEe
< 12
3

A= FAA opnistolrt.  AAFolddAH o Fgk sheka] Vo ofle] AxE g vE Axke= E—t?_[J.
Prakt. Chem. 339, (1997), pages 381-384] H+= f?ﬂ[Org Lett., Vol. 3, Nr. 25, page 4101]°) 7<% A
vl A & ottt o] HAfA, AFwje] EA| sl °147‘4°E x| 3kel A il o ~E] (vhekA] &) ]—c g
SZERIZMEHOIE, de FRRoAHCIE, WY HEACAHE = old HwEAolAH o] Eo|t}) e} 2 o}

A3 S ALgste] 3leha] Vo ghAm] ofilo] ALAHNEIZE © 2 (enantioselectively) obd3lETH,  o}A 3 E A
R AL o)EAE ©Es vulE Akl o A g8 EElEvh. 1 $, &7 55 Fol=EAbol=

(ell, F2bs} JEF)S e 7], £ nE (=2 @3 $£2)3 g2 S Algste] ofdstd ofyl AL
Aol AAA Y AEste ofvler ER O FHUTE. AZWEANE, ol od7d FEEUA Ao}
(Pseudomonas cepacia), 7Y ArAH=2bM(Candida  cylindracea) T+ Ot <FeL 3 E]FH(Candida
antarctica)7} ¥ EHo| 53] KA}, oL glyolA F oWl AL T3 HF FEj(immobilized form)(FE
= "Novozym 435") 2 AP A o2 47158 ).

7] maA opdsl W fARSHA, shehA XIIT B XIVe] Shghas
o= 2hAlm ofrle] opidstel] ofs) FikA|R=AM Alxd S Qi 2 ¥ 543

& AHgstel Bk XIS EZA70 o8 557, opdstd s XIVE anso
Hlopddstel ofnl V& H3] ARgste] FEHTh

l

38p2) X111

R®
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[0296]
[0297]

[0298]

[0299]

[0300]

[0301]

[0302]

[0303]
[0304]
[0305]
[0306]
[0307]
[0308]
[0309]
[0310]

[0311]

S=50 10-1213248

3}ef4] XIv

A7) sbeta) XIIT 2 XIVel A,

R, R, R, R, RY 2 A7F sheba) 1ol4 Ao vpeh 2,

R o] ofdolx, ulEA AT HAFHAY e d22, (GCHLIFA 2 (G-CHEZLHLE FA4E 154
Aed sy o)Akl gtz o9& XgE (C-Co)Lxredolar; B} utEdsAlE Y, ofME, Ty,
dmopid, gEzaned, (CC)LIAMEY Ex (0 (LA RZN Y, /1 vadalr 2maol
A == HEAolM "ol

A thgel Abo] slsha 19 3gEe A BUF A9 Az Adsit): sto] =23k (hydrohalic acid), &7
ik == 3}0 =28 E, ESE A, Ak, A, o BE o584 JHEAA 9 Slo|=R2IEAN o7
A X

= el ole] SE7bsEa, oEe FA9
g 5o, AR A9, B84 57 Sl AHs] A48 5 v

o 47 BUF de B A &, dAT &, vEe T ofAlE FolA 0 WA 100Te] &=l A
ol W2 A& ARSI AEe Av]e o= vk ZEY g2 I o

E, ozt 24 9 o7y EFE slo|=EAto|= oA NaOH =& KOH, ¢z 34 9 aze

Sefol=, oA Nall, &Ze] 5% 9 4] ExS d3Atol=, oAl YEF vlEAtol=, 2

3EH-HEAPIE, HE otwiol mE oekgolule] gtk 47 hnE 92 88H4 [NRR'R'R''']X (01714,

R', R", R""'& M2 SyHoz (C-CHLZ, dAd Fx wldolx, X

F oreE Astel o o we wE Hel o6 459 4 A

B gol&, oAdd (1 Hi OHeolthel 4

St olael vl B QA7 W FE Ex Pery
kAl 111 2 Ve 8522 4l4fskaL,
9 5 k. vk ek Vel ofule FAHo) Yk

a) gk

F ALFIYAA FeRA EAFE AT 5
=49 94ala, AeH v o) Az

(1IR)-1-°}7) =~ e (F3 [Chem. Abstracts Registry No. 10277-74-4]);
(1IR)-1-o}] =~7-H A - (& [Arch. Pharm. 331 (1998) 59-711);
(IR)-1-ob) e~7-n-Z 2 Z A -A T (FF [Arch. Pharm. 331 (1998) 59-711);
(1IR)-1-o}] =~7-Afo]of e~ eh (& [Arch. Pharm. 331 (1998)59-711)

b) BlEg}slo] =Rl

(IR)-1-o}v]=~1,2,3 4-H Eg}sto| =2 U Z &+l (£31 [Chem. Abstracts Registry No. 23357-46-2]);
(IR)-1-o}v)=-7-wE-1,2,3,4-E]| Eg}slo] = 2o} L 2Hall (W0-98/47877) ;

(IR)-1-o}| ==7-H| FA]-1,2, 3, 4| Eg}slo] =2 U 2 &3l (WO-98/47877) ;
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S=50l 10-1213248

[0312] (IR)-1-o}H] s=-7-o}o| AZ 2 M -1 2 3 4-¥| Eg}slo] = &} g2l (§0-98/47877) ;

[0313] (IR)-1-opw] te-7-t -1 € -1,2,3,4-F| Ee}3l o] 2L} 2 - (W0-98/47877);

[0314] el = ShgHEE o] fAF o (W0-98/47877);

[0315] (IR)-1-o}v] -6, 8-Tto] W E-1,2,3 4-E| Eg}slo| =2 & all (F31[]. of

[0316] Chromatography 959 (2002) 75-83]),

[0317] ¢) Z=Zvk(chromane):

[0318] (4R)-4-o}m) - ZHH(E31 [Beilstein Registry No.7687402 L /XX 7687403]).

[0319] aerg, Bodge] E uE 542

[0320] R'o] H, (C-Co)ota i (C-Co)EAlo]a;

[0321] R, R, R 2Rl 27t B58o2 0 (C-C)UZ, (CC)ERIZ, B2, (C-C)LA, (C-Cy) Tzt

Al B (Nojar

[0322] A7} CHy, 0 B3 3 Agto]ar;

[0323] 19 g1A0A e AAFEA wjdol 54 614 Aole v} 2y,

[0324] o,

[0325] (i) A7k A3 Afelm, R, R, R 2 R7F 242 Faolm, R0 F4, WHA, n-Z2EA £ Alojo}io] 7]
1k

[0326] (ii) A7} Celaz, R, R, R 9 R'o] 27} S0, R7F S, wg, WBA], ofo] AXgEA Ei (- Hol
A e

[0327] A7} Cibolar, R, R 9 R7F 242 4eolar, R'o] wl"lo]ar, R'o] wlgo] Ay i

[0328] (i) A7 Akz fzpelar, R, R, R, R 2 R'o] 217 HQ A9 Ale 8344 111 %= Ve 832 & o
Sol o] et Zolt,

[0320]  Alite] SR I % Vel FhA] BE Ei ol5e] del mEAR B

[0330] RO R 2R 7t =eixom | = o],

[0331] R'o] H, vlg, ¢l ®= Folm

[0332] R7FH, W, Cl, F %= Bro]x

[0333] AP} A A Cl, B 0]

03341 12 EAR AXNA AASEH o] s [ Fel kst 2,

[0335] (i) A7} A8 Adolx, R, R, R 2 R7F 242 20]a, RVo] G071}

[0336] (ii) A7} Clbola, R, R, R 2 R'o] 247 raola, R7F 44 & ddol Ay ®t

[0337] (i) A7 Akz fzpela, R, R, R, R 2 R'o] 27 0 A9 A9le 8344 111 = Ve 832 =& o
E9 4dojr}.

[0338] 29te] shaba] 111 2 Vel F7HA| shtE e ol59] 19 nu nighAe Rie

[0339] A7V A4 Adtelat

_32_



[0340]

[0341]

[0342]

[0343]
[0344]

[0345]

[0346]

[0347]
[0348]

[0349]

[0350]

[0351]

[0352]

[0353]

[0355]

[0356]
[0357]
[0358]

[0359]

R'o] | = wgo];
R % R o] §40]a;
R'o] H, W€, €] L= Foli;

R7}H, #Wg, Cl, F %= Bro]

K

RS

R7F 0, W€, Cl. F & Bro]a;

A7F A A%, CHy, E=& 00|t).

St olabel WY Ba A7t 9 WY e g
Vel eta 4 obwl iz B18H4 1119 vl Pojrtel

o SR (clulel =) e Aitala, oY B

(IR)-1-o} A& o} m] -2l H(F-31 [Chem. Europe 6(2000,1840-1846)]);

(IR)-1-Fdolm =~ (&3 [J. Am. Chem. Soc.

Tol] “gelel upo} 22 3jgh=oltt,

Aitel S9HA Va 2 Wbel FHA BEE EE ol5e] Qo mrh wgAR Hi
X J

I1
23 % Qg ohe ohAstE sk XISl eb

88 (1966) 2233-2240])

SSS0dl 10-1213248

U3k Za, ol FEe] 3t

(IR)-1-(Eg}o| ZF ¢ ZolAdobr] i) -l eh(F3[J. Med. Chem. 45 (2002) 5260-5279 T+ US-A-4948395])



[0360]
[0361]
[0362]
[0363]

[0364]

[0365]
[0366]

[0367]

[0368]
[0369]
[0370]
[0371]

[0372]

[0373]

[0374]

[0375]

[0376]

[0377]

[0378]

[0379]

[0380]

[0381]

[0382]

[0383]

[0384]

S=50l 10-1213248

(IR)-1-(R2FopAdolr 1) - T (& [Biochemistry 1980, 2140-2144]);
(IR)-1-opAEobm] e-2-w -k (A [J. Org. Chem. 1999, 1774-1775]);
(IR)-1-otAE o) -5-FF 2 Z-QAH(FF[J. Org. Chem. 1999, 1774-1775]);
b)E| Eg}slo]| = 2L} ekl

(IR)-1-o}Algdolu]=-1,2 3 4-H Eg}slo| =2y =erdll (#&[J.  Org.  Chem. 1999,  1774-1775] &=
[Tetrahedron Lett. 43 (2002) 5260]);

(IR)-1-o}MEolr] =-6-H| EA]-1,2,3, 4-H Eglslo| =22 A (ZH[J. Org. Chem. 1999]);
(IR)-1-o}MEo}u| -5, 7-the| HE-1,2, 3, 4-H Egslo| =2 b2 &l (£ [J. Org. Chem. 1999, 1774-1775]);

(IR)-1-(Z2 2o Eoln=)-1,2,3 4-H Eg}sto] 2} ekall (3 [Farmaco. ED. Sci. Sol. 26(1971) 474-
4861);

(IR)-1-(Eg}o] ZF @ ZopA| ol in)-1,2, 3, 4-H| Eg}abo] = 2L 3Z 2hall (US-A-4948395) ;

c) A=Y

(4R)-4-opAlDofr| - 2 RH(F# [Org. Lett. 4 (2002) 1695-1668]).

A, g o] v 548, Alate] 318k XII19] ghekeE e o]Zle] Qe Bk Flol,
237) 848ha] XITI]A

R'o] H, (C-Co) 22 B (C-Co) 3EA] o] ar;

R, R, R %RV %

N

%%Z—iﬁi H, (Cl—COOaL?e], (Cl‘Cs)@'ioeL%l, Q’iﬁl, (Cl‘Cs)oL;’}\] (Cl‘Cg)@'ioL‘J‘
Al = (NojaL

R'o] obd, nlgtalds wAss 7y B 2, (C-C)LIA D (C-C)RAE R TAE 18 A

g ety o) o] gtz ofel AghH = (C-C)ERbed; Bt ntghA = F, opAE, Zryed, dRo}
A, drzeved, (CGC)EFAE e (C-CHEFAZRY T, 7P sl SRZoAE &

= HEAobAIE o] AL

o)

)

R

A7} CHy,0 == Ax Alo)

12 A8 SIxN e qAstetd o] set [o] Aol® upe} 2w,

(]

. - 6 7 8 9 10
(i) A7} A4 Adela, R, R, R, R B R °] 77} 220]3L, R

Bz R " o] A},

| B4, opdE, EvtelE

)

ﬂl H
1-0
it
e
}-m
s

7

At A Agela, Ro] Wgela; R, R, R 2 R ol 242} Fz0la, R'o] obigol A}, mi

+

b A Agela, R, R, R 2 R0l 27k fzelm, Ro] ERozolm, R o obdge]rn}, mi
(i) A7} Cbolm R, R, R, RO 2 R0 zkzt 4:20]at, R o] olAd, Efo]ZT 2o olie i Za ol

goj7

A7k CLelt, R, RT % R7F 22 Sezsola, R'o] wjgdo]a, R'o] wjgle]an, Ro] opalgo] AL}, mi
A7} Clol 3, R, R, R RVel 242} Sze0]a, R'o] wiHAlelar, R o] opaldlo]An}, i

A7} Celat, Ro] Wige]ar, R, R, R % R'o] 242} S:dweln, R'o] opalgo] A}, mi
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[0385]

[0386]

[0387]

[0388]

[0389]

[0390]

[0391]
[0392]
[0393]

[0394]

[0395]
[0396]

[0397]

SEE5 10-1213248
(iii) A7} 242 9xtola, R, R, R, R 2 R'o] 27} S2x0]a1, R o] o}A€el 8% ®i o]5e] AL A9

skt 11, 1V, VI, VIL, VIII, IX, X, XI % XIT9| 3pgb, ek ofuel 111 3 Vel epAlv] Shete 345
of AW, wm FA WA A Alzd 5 9l

A9l AAE AFIAE F At FHHoR | o= AHY =YE(S. H. DeWitt)e] ¥3["Annual Reports
in Combinatorial Chemistry % Molecular Diversity: Automated Synthesis", Volume 1, published by Escom,

1997, pages 69 to 7719 71&9 HAZ oun|sl= Aog olafe Aolr},

=

9 FHEE AAE7] Y, AAd G5 (M9 8SE oA Edlane] $EEY 2=9 A
A 85764 QLMW EARO|~AEY HEWHY 289 P SR ZEH|TY AdHsIEEEH ddFoz ¢
F7bse A7) 797F ARgET. SEA 1 e AR B a5E FA0 WEA AAE AAE] A,
aFNAE IRvEIHE Aujs v B ATt5 68504 H dldde] 2EZE 47009 1SCO Q1 FE # o]
25 Sttt Au® e AEA dAVE AssE AR, GAE AlolddlA E o] FraE ofof
st BE AAE e gk o=, dlE Absst REo] o] 2Rl o3 xAEE A e et
e A5t AlaES ARESh o 340w AAE 4 vk, o]¥ As3t AlaHlE o7 =
A2~ 01748 FZE Apolwt=l AE e Aolnta sxo]doRHE P4 5 AT}
lﬂ

i

WH el kA 19 SRHEe aiA] A AR " Wl o3 dAAoR EE FEAoR Ax

b g At AFstE A T MEA FA = BE =
Aol Ao, 1A F AAE FAd WHL2 A9 5% &3 [Barry A. Bunin in "The Combinatorial
Index", published by Academic Press, 19981 AAA 7|&=o] k. 1A A Ax"E T4 P A&
ool FEoE e Asstd Ao AAE F e, %—\iii"‘?{i TAE d#Ee LIS e
sk, dAW "ElW(teabag) " (E% [Houghten, US 4,631,211; Houghten et al., Proc. Nati. Acad.
Sci., 1985, 82, 5131-5135]) w]= A XYoo} 92037 =} —‘—a' =2 Efe] mela 22X 111499 ofol=2 g
(IRORD) 9] AFS AR&3st] FEAo= Asstd & vk, A &4 AXE ¥d FA4L2 gad »= Azxy
o5 94070 4t FHER 2 QIH~EZY 2= 8879 ol2SE kA~ QdaFYolEE EE 59 58454
€ By AES HYAHA Adeste] & AbEste] dEAor AsskE ¢ .

o A o
cheel HAEA A se 19 SgEe Axs Ay

A BeA Al

sh7] AAelelA, (R AREIE Bl AFAA @t F $F Azl oo W 2 szl

P3| H(optical rotation)e TF ZZ(c=lg/ml, t=25TC)stlA & 589mme] H3F(Na-D HF)eo wH3FA
(specific rotation)[ a ] 2A FA3t}. Suje G FAEA Ee 3 S22 Eo|0.

AAldl Al
2-obn| =4~ [ (1IR)-1-Q1FUo}lr| = ]-6-w & -1,3 ,5-Eg}o|o} (X 8, 3}g=E HE 8.1)

N N-tho| e FZolulo| =5 2-olu|—4-FZZ-6-wE-1,3,5-E&}o]o}x(2.2¢, 0.015%), R(-)-1-o}v]=2lgt
(2.0g, 0.015%) ¥ watZ-HE(4.6g, 2.2%)9 %?}%E 90 WA 100TCeA 5AZHso wukslgitt,  wigo] &4
HHE, &mE IFste] 100C vwrdA FRAI7|3, 58 2FES YA v ES HUrekd. " o}
AHe|EE H7tstal, 7] S5 &4, ﬁi(%‘r*&%‘fe) 9 ZIA T oE ofHH ol ER gAY ZH
AzutEIH T 93] JFFES FAAFOZN, 2-opn]a—4-[(1R)-1-AFDo}r| = ]-6-H & -1,3,5-Ez}o]o}3]

ftlo Fﬂlo
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[0398]
[0399]
[0400]

[0401]

[0402]

[0403]

[0404]

[0405]

[0406]

[0407]

[0408]

[0409]

[0410]

[0411]

SEE46 10-1213248
(3.5g, 95% %, 3t¢E 8. D(FH 94 WA 96C, 84 = > 95%, HPLCo| 2|3t ee 91%, 33 (CHCI;,
c=1): +87.4° )& F533H.

AAll A2

2-0b] e-4-[ (4R)-4-A R Aot 1= |-6-[ (IR)-1-Z=F 2= " ]-1,3,5-Edtol ok (F 1, 3pghE WE 1.20)

a. ART-4-2 54

o

60T &5 oMNEANFER(41.53g, 0.506%)9] EFES 60T dehEs AZWH-4-2(25g, 0.169%F) 2 3ol
S0y solm R 2 Reb|=(20.0g, 0.287F)9 WEE EFEA EFRGL. HE EPEL BF ex
oM Q07 Zhdeta WA R ofzelddnh. £A BAS BE AHse], ARW-4-2 SA(27.9g, FE 968)

(&3 114 WA 117C, &% 95%) 5 53310

b, 4-oln| =g 21t dlo|ERF R Tlo]=

2
!
o
of
u

24— %N(27 9g, 0.157 2] off olgb&F g-yZ Ful(3.0g)ol H7Isk3ltt.

ol k(eF 3.68E]))o] F&E WA F£4E =&Y, FuE oisn, s

| e Cgﬁ ou(25ml)° -7 }6}iiﬂr. SulE AT AL FFES tholoEol /o A E(10:1) 2
7} = g £ 58%) (A 220 WA 226C, =%

il
o

N,

[0

Q‘L

o\ rlot

=
2>

N-[(4R)~4-HA 25+ ]-2-w| E Ao} A Eolulo] =

4-ofu =T 29k sto|EREF RO =(27.8g, 0.158)9 FASUER F&ACN)S EFES o ofHER
FE3a, 77 & AXCEIER) 2 SEAA, SAY 4-obn| =3 =RH(14.2g, 0.095%)& F53HATH
71, t-FE v odEHF HE 2-v S A b EH ] E(10.94g, 0.105%) 2 =HA%] (Novozym) 435(L¢=2]A] =
E#o]A(Aldrich Corp.)) 2.5g% H7tsta, ETES FF XX 247 7T, =HAY
435(0.52) 5 F7+= H7pstar, HPLCO] o9&l whgo] S4¥ Aoz fAH u7tA] AL 7Hhekitt. UrOFLii
e S Hrksta AA FulE AqdEd v, §71 S AZERIYER) 2 SEAAY. FRES Hx

o ol R 2 H e §3A7]a, & A FARN)S HIIete] (45)-4-ofH| =T 21T 6}01Ciaiﬂ}°1
Z 53k, o2 dqisy ts ods FUAA, N-[(4R)-4-FA 23U |-2-HZ A ol A Eolulo] = (8. 2¢) (§F
109 WA 112TC)E 53kt

d. (4R)-4-om = 2R} Slo] =R F 2ol =

o,

S EFL-(100ml) 2 A3 A2H30ml)ZE 37 N-[(4R)-4-A 2 HF [-2-w| ERXo}A| Eolulo] =(2.2g, 0.0325%)9] &
NG IR A 12A7HEQE 713 oS SAAHT. A% dE olAH | EE FFE Hrlstn nAE
Ao}, (4R)-4-oln| =T 2 Fo|E2F 2 o] =(2.3¢) (54 261 WA 263C, 384 &% > 959)8 55
=

e. (4S)-4-(H 2ot )T 20 slo|e 2R glol=

1,3-tho] 22 AF (4R)-3,4-Tho|dto| R -2H-4-A A d Ry FRpo]=(2.3g, 0.01248) 9} 1-Alojohiet
oY (1.04g, 0.01242)9] #4d EES 140 WA 150ColA 15087 7FEstdn. W4d 2328 E74de
2 SAMA7|AL ofste], (4S)-4-(H]AaFoly T ) AR Sfo|=2 T2 eto]=(3.3g, T& 89.4%)E ILA(FE
90%) ZA 531t

f. 2-opn =—4-[(4R)-4-FA = A oln| = |-6-[ (IR)-1-FF 2 2ol & ]-1,3,5-Egfo] o}zl

Wee-F WEASUEEFS 30% £9(0.7g, 0.75ml, 0.004%)S WEEF (4S5)-4-(R)AFoly =) I 27 3lo)
c2Zado)=(1.1g, 0.0048)¢ wRlE = Hetolo] Hrlslgoh,  o]o], wWE (2R)-2-ZSF 9 BT F o o] E
(1.08g, 0.012)E AL H7te oS, 713 WEASVEFS 30% &89(1.0g, 1.0ml, 0.0068)< H7}
ShAth. ALoA 4AE & EFES ostal o dS TUA U, FFES oY ofAdHo|Ed §8AI
. f71 AS AEE), ARCEHIYER) 2 SEAHT. CdE ofMH o EfEHIR 4 7:3 EFEZ A
v 7Y IRnE I 461% AHFES AANA, 2-ob)—~4-[(4R)-4-FA 2L o} = ]-6-[ (IR)-1-=F gioﬂ
g]-1,3,5-Egto]o}x(0.3g, F& 25%, 3FE 1.200(%% 110 WA 112T, %ﬁﬂ(ﬂ}ﬂiiiuﬂ 191, c=

+75.4° |, 4% 98.35%(HPLC, Chiralcel OD, 250%4.6mm, 824 n-#AA|<:2-Z 232 90:10, 0.6ml/E, ég ,
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[0412]

[0413]

[0414]

[0415]

[0416]

[0417]

[0418]

[0419]

[0420]

[0421]

[0422]

[0423]

[0424]

[0425]

[0426]

[0427]

[0428]

SSS0ol 10-1213248

AAlel A3

2-0opr| =—4-[ (1R, 28)-2-" &-1-¢l & dopr| .= |-6-[ (IR)-1-EF 2 Zol & ]-1,3,5-Egfelolxl (£ 2, 3hgt= W=

ANerEF 2-wWE-1-2le2(10g, 0.0684=) Bl sto]=FHAopnl slo]=m I mele]=(9.5g, 0.1368=)°] EF&=S
60ToNA Wuksla, BF olEANFEF(16.8g, 0.20522)9] §o Wik, AAE EFES AR Lu
oA 9087t e o B2 AL olatsle], 2-wY-alw
o
=

g l’gzl—}“l ]_J_ _J_Z‘ﬂv—— O%J,}—o}-oﬂq- 2z A /\g/\o%
81%) (&4 82 W] 91T, 90% +%)< %
"ol sloj=r I Reto|=

= A7) 2-vdelek-1-2 £4](9.5g, 0.0589%) % Pd/C Zv](10%, 1.0g)2] EFES 243}
of wASTE. oo}, olgHQl ol FAY WA F4E mUHAL. FoE s SuE
SEAZAT. oEE A &N S HrbetaL, §HE SEAY U, IRES tholdl "o El/obAlE(10:
w32 AHsz oJate], 1-(RS) (+-)-1-0}n| m—2-wElolet slol= 2 2alo]=(9.7g, & 85%) (5
WA 242°C, &% 95%)8 F55H3)

. Edlla-l-opn -2-mE ol

o

1-(RS) (+-)-1-o}n| :e—2-w| &I et slo]|ERZ F 2 o] =(19.7g, 0.10735)E FASVIEF F&ACN)F =38},
o ofAHo]ER FZ3t. §7] & UREAVEER) 2 TN, JRES oAd oMH o E/Eg}]
AEolRI(100: D o2 &A7I= A9 A=RntEddd o3 FAste], 7] sFES F5UTH:

1) EfA-1-op] =-2-w eI (6.6g), 'H-NMR (CDCl3): 1.25 (3H, d), 1.90-2.05 (1H, m), 2.5 (1H, dd),
3.05 (1H, dd), 3.78 (1H, d, 8.1Hz), 7.1-7.3 (4H, m);

ii) EdA-1-om)e-2-HE el eha} A A-1-o}n| w=-2-w|ElQltte] E3-E(2.7g);

i11) Alz-1-obune-2-u]Eelk(4.0g), H-MMR (CDCly): 0.95 (3H., d). 2.40-2.60 (2H. m). 2.80-2.95 (IH,
m), 4.20 (1H, d, 6.2Hz), 7.1-7.3 (4H, m).
N-[(1IR,2S)-2-HE-1-JA L [-2-w| F Ao} M| Eofnfo] = & (1S,2R)-1-o] =-2-HEQltt slo| =2 &2 gfol &

t-He wg JEF Eds-l-ofnx-2-wEelth(6.6g, 0.0448%) = HE 2-wEA oA EH O] E(5.04g,
0.0484%)9] &3 o] w19 435(L=gx IEH A, 1.09)E H7lslglck. =%
BoF rtdstar, FrkeEe] =8 A9 435(0.52)5 #H7FE thg, FUIE 2A417HEC
WS Wzte E3Edd Hrbsta, AA FuE AFGsUde. f7] S AREIYER) 2 SEA7]a,
ARES HAFY dolE=Z=2ZdE ] &3lAFT.  dEs Al &ABNE Hrtsta aAE
(15, 2R)-1-otn| m-2-H =l Spo]=RIFREo| =5 755k, ofois FEAA N-[(IR,25)-2-HE-1-e<d |-
2-w| FE Aol Eolulo] =(5.9¢) (& 78 UA] 79C) & F53FA .

. (1R, 29)-1-o}n] =—2-w & 1t slo| =R EF 7 o] =
gbs 2 EF N-[(IR,25)-2-HlE-1-A T [-2-H F Ao} A Eolnlo] =(5.9g, 0.0269&)°] & g At
Bm)E H7ietal, TFES 37 250A 12A7H5< 7Fdeigitt. &ulE A7) 2%e] oE olAE o]
EE "7BsIglYE. &8lEA g2 IAE oFsiule], (IR,29)-1-otu|x-2-HwEld Sfo| =2 F 2ol =(1.0g)
= 1A (3 =5 > 95%) A 53513}
f. (IR,285)-1-(R] =TFolyt ) -2-wE ot B -dlo|mg T2 eo|=
1,3-tho]ZF 22 WAZE (1R,259)-1-olr] x--2-w &tk o=z zglo]=(1.0g, 0.0054%) = 1-A}o]o}r-TFro}u]
(0.46g, 0.0054E)9] #& ETIES 140 WA 150TCAA 15087 71gstein;. Wdztd EdES EFqoz
SIMAI7I TAE AFside], (IR,29)-1-(H]&=Folytx)-2-HEddy Rislo|l=2F2do|=(1.1g, &
67.7%) 2 LA(FH 172 WA 178C, =% 90%) 2A F53AT}.
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[0429]

[0430]

[0431]

[0432]

[0433]
[0434]
[0435]
[0436]

[0437]

SSS0dl 10-1213248

g. 2-0b0]a-4-[ (1R, 28)-2-WE-1-Ql e o} 1 ]-6-[ (IR)-1-ZF- 2 2o & ]-1,3,5-E o] o} 7l

HEFS-Z (1R,29)-1-(H] & Fol ] m)-2-weeler Ri-glo]= 2 F R elo]=(0.550g, 0.0021%)¢] wriEE= g
Nol| eSS HEAISFUER(0.39g, 0.4ml, 0.0022%)¢] 30% &S H7ledict. olof, Wd (R)-2-ZF 2L
2 F ool E(0.55g, 0.00518)E ALdA H7ter vhe, F7MEe] WSAISIEE 30% &<4(0.59g, 0.6ml,
0.0033%)S H7Isith. A2olA 442 &, EFES AqHstal ofAS FEAHT. FARES " owlﬂlol
Eo &aiA7]a, MH(E), dX2CERIYER) 3 STAZT.  SARA oY oM H EJERI(7:3)e] £
FER SYA7IE 29 A2vtEagdd o FRES AAAA, 2-ot=-4-[(1R,25)-2-HE-1- OLEP%JO}HI
w]-6-[(IR)-1-ZFQ 2o’ ]-1,3,5-Ed}o]o}x(0.09g, & 15%, 3= 2.1)(FH 146 WX 150C, F3A
(F2E2F, c=1): +104.4° , % 95.25%(HPLC, Chiralcel OD, 250%x4.6mm, 224 n-#A|A:2-TZ 78
90:10, 0.6ml/¥, A&, 17.93%))< F53k3At.

(3

¥ 1 WA FE 149 =A]H 37 TAEE, A7 AA
]

|
Al, A2 @ A3 == A3k duky

o o
Lo
>
©
)
=)
o
i
e &
o
%
i
flo
i
=
re
i)
of,
lo
e
dr

ﬁ
g
lo
i)
By
=)
(ot
ot
i
o
{0
in)
by
§2
(e
=
—o
=
o
hinss

wol N, BB FxE WY pALoz(dAA, AT 5
EESIOPPE DIEL S

o}

¥ 1A ¥ 1403 817) okol7t ol g®th:

"Me"e= HIEE ouEta, "Et"E oES ou|st, "Pr'e n-Z2I& ofu|gi}.

"Cpd"E SEE MEE gugitt. IFFE HLE Fx RAHo=T AFH.

P o] FoE M 1Y ESFT AR U FUrE<0 B2 A ol AlEE] 3l

F3 e A7) AAd AL WA A3l A e} o] &4 B ARt e AFHA &g ¥ S54A XY FEREE

(deuterochloroform) ol A "H-NMR ~HAEHS 7|2l on | 3eF AZTEE ppn GYE Z1AEJT. 7] 7]
7t AAEEY s=dY A, d=olFAl, t=F A, n=tEAl.

_38_
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52 T 3 Y4 8 ] 70
L;‘; R R®RT R RT R A R E

1.1 Me |F H |[H |H H |2&82g BRAH ) |
1.2 Me |F H H [Me [H XA Agt gre 20 D)
1.3 Me |F H H F H Ay 28 SHAY I
1.4 Me |F H H |0 H Xy Hat
1.5 Me |F H H [Br |H XF A5
1.6 Me |F Me |H Me [H S 28t
1.7 Me |F H Me [Me |H Xy Hst et AN DR
1.8 Me |F H H Me [Me |=& 25
1.9 Me |F H F Me |H Ay ZE
1.10 Me |F H Cl |CI H Ay 28
1.1 Me |F H H H H |CH. HAH T |
1.12 Me |F H H Me |H CH, A
1.13 Me |[F H [H |F H [CH.
1.14 Me |F H [H [Cl H (CHy
115 |Me |F Me M [Me [H (CH; BAL DR
116 [Me |F H [Me [Me [H [CH
117 Me |[F H [H Me [Me |CH:
1.18 Me |F H F Me |H CHa
1.19 Me |F H c a0 |H |CH,
120 [(Me |F H |H H H 10 BHAN DT
1.21 Me |F H H [Me |H [O DA
1.22 Me |F H H |F H |0
123 [Me |F H H ¢t |H [0
124 Me [CI [H |H H H I 25 A )R
1.25 Me |CI |H H [Me [H = AE
1.26 Me |Cl H H F H Ay ZE
1.27 Me |Cl H H Cl H Y 28
128 Me lCI [H H H |H ICH DA
1.29 Me [CI H H Me |H |CH:

[0438] 130 [Me O H [H |F H [CH
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SSS0ol 10-1213248

3l6t=22 T 3 7 8 9 10

Lj; RWR* R RTRTRT A 20/= Hl0lE]

131 |Me |cI H |H H |H |0 CIPCEn

132 |Me | JH |H |[Me [H |0

133 |Me ot H H [F [|H |0

134 |Me [CI H [H & H (o

13 Bt [F H H H [H [=zgze

136 [Et JF _|H |H [Me H [zxzs

137 &t F H H F H |=zzzs

138 |Et F |H |H |0 H |[=g=z#

139 Bt JF H |H [Br H |[=zzmzs

140 |Et 1 |H |H H [H |=mz=

141 [Et o0 H H IMe H l=gzs

142 Bt ot H H [F H lzzz#

143 [Et |Gl [H |H &8 H [aze

144 Bt o |H [H [Br H [BFgZ&

145 et |F H |H H [H [CH

146 |Et |F |H |H |Me |H ICH,

147 |Et |F _H |H JF |H ICH,

148 Bt JF H |H o |H CHs

149 |Et |F |H |H [Br |H [CHp

150 JEt |1 |[H [H |H [H ICH,

151 |Et i |H |H IMe |H |[CH,

152 Bt 1o H M [F 0 cH,

153 JEt Jol |H |H [l [H [CH,

154 et &0 H |H {Br [H IcH,

155 &t JF |H |H |H [H |o

156 |Et JF |H H Me |H O

157 &t JF |H |H [F |H Jo

158 et F |H |H |cl |H [oO

159 |E&t [F _|H H [Br |H [0

160 (Bt (o1 H |H |H [H o

1861 |t [0 |H |H [Me [H [0

162 |t Jo H H [F H o

163 Bt ol |H B c |H o

164 Et |0 B H Br W o

165 |Me ICl |Me |[H |Me [H [CH,

1.66 Me |(F Me |Me [H H (0] BHAH DA

167 |Me F IF |H [H H o k]

168 |[Me |F |H |H |©t H |=zzg |27

AIX™A 24 5 _L'

[0439] 169 [Me F . |H |H [oMeH [=&=z& |2
[0440] ) X 19 =214 dHolH(F 19 F3E HEE AHe)
[0441] B3E HE 1.1 @ mp 176-178C, F3 A +116.7° ;
[0442] e M3 1.2 ¢ F3) A +113.5° ;
[0443] 33E W3 1.3 ¢ F3)H +112.7° ;
[0444] 33tE W3 1.11 @ mp 151-154°C, F3 A +111.1° ;
[0445] 3etE HE 1.12 : mp 68-72C, F3)H 476.8° ;
[0446] 33tE W3 1.15 : mp 163-165°C, F3 A +70.1° ;
[0447] 33E HE 1.20 : mp 110-112°C, F3|H +75.4° ;
[0448] 3EE ME 1.21 : 127-130C, F3)A +52.3° ;
[0449] 3etE W3 1.24 0 mp 153-155C, 3 A +82.5° ;
[0450] &3E HF 1.28 : mp 140-144°C, F3 A +79.9° ;
[0451] 3etE W3 1.31 @ mp 99-100C, F3 A +69.2° ;
[0452] B3E HE 1.66 ¢ F3) A +112.7° ;
[0453] 33E W3 1.67 : mp 88-95C, F3|H +66.5° ;
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[0454]

[0455]

[0456]

3}etE W3 1.68 @ mp 145-146°C, 3 A +79.3° ;
33tE WE 1.69 : mp 149-150°C, F3]H +84.0°
* 2
shatal 1f-19] 5HEHS:
g2 JRT R
HE A 2
2.1 Me |F Me |H |H H |28 2% k]
2.2 Me |F Me |H [H "IEEES o=
2.3 Me |F Me |H |H IREEER
2.4 Me |F Me |H [H I EEEE] A
2.5 Me |F Me H H H = E 2g
2.6 Me |F Me |[Me [H TR EEES
2.7 Me |F Me |H Me H =E 28
2.8 Me |F Me H H M =y A
2.9 Me |F Me H F H =& HE
210 |Me |F Me |H |[CI TEEERE
2.11 Me |F Me |H [H H |CH, Iy
212 |[Me |F Me |H [H H |CH;
213 [Me |F Me |[H [H H |CH,
214 |Me |F Me |H [H H [CHa
215 |Me |F Me [Me |H H |CH,
216 |Me |F Me |H [Me H [CH,
2.17 Me |F Me H H M CH
218 |Me |F Me |H |F H |CH.
219 |Me |F Me |H |CI H |CH;
220 |Me |F Me |H |H H |0
2.29 Me |F Me |H |H H |0
222 |Me |F Me [H [H H |O
2.23 Me |F Me H H H (o]
224 |me [CI Me [H [H H |28z
225 |Me |CI |Me |H |H H |=& 28 TR
226 |Me |CI |Me |H |H A =8 2=
227 [Me |CI |Me |H |H H |28 2
228 |Me |CI [Me |H |H H |CH» B A ) K|
229 [Me |CI |Me [H IH H |CH.
230 [Me |CI [Me |H |H H |CH,
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Slsr=22 k| 3 () Y4 Y:) g 10
E}J‘; RERRTRTRTRTRT A So|® HolH
2.31 Me |CI' [Me H |H |F H |CH.
232 Me [CI IMe |H H & [H |[CH.
233 [Me [CI Me |H |H H H O
234 |Me [CI [Me |H [H |[Me |H |O
235 |Me |Cl [Me [H [H |F H |0
236 |Me |ICI |Me |H [H [ [H |[O
237 |[Et |[F |Me |H |H [H [H = A
2.38 Et F Me H H Me |[H = E 2t
239 |Et |F  [Me |JH [H |F H |2z 28
240 |[Et |F Me |H |H |CI |H |=& Ze
2.41 Et |[F (Me |H |H |Br |H EEEE
242 [Et [cl |Me |H [H [H [H EEES
243 [Et |CI [Me |H |H [Me [H (=& zef
244 |Et [Cl [Me |H [H |F MR EEEE
245 Bt [cl [Me B H [Cf H [=E=%
246 |Et |CI Me H |H Br |H [|=& 2
247 |Et |F Me |H |H |H IH |CHZ
248 |Et |F  |Me |H |H |Me |H |CH,
249 [Et |[F [Me |H |H |F H ICH,
250 (et [F [Me |H |H |Gl |H |CH.
251 [Et |[F |Me [H |H |Br |H |CH.
252 |Et |Ccl |Me |H |H [H |H [CH.
253 |Et |cl Me [H [H [Me [H |[CH;
254 et |CI |Me |H |H |F H |CHz
255 |Et |Gl |Me |H |H |1 |H |CH.
256 |Et |Cl [Me |H |H Br |H |CH.
257 |[Et [F |Me |H H H |H Jo
258 |Et [F [Me |H |H |Me |H |O
259 |Et (F [Me |H |H |F H |O
260 |Et |F Me |H |H | |H [0
2.61 Et F Me H H Br H O
262 |Et |Cl |Me |H |H |H [H [0
263 |Et |Cl |Me |H |H |Me [H [O
264 |Et € |Me |H H |F H |0
265 |Et |cl Me |H H [a |H 1o
266 |t |CI |Me H |H |Br |H |O
267 |[Me |F |Me |Me |Me |H H |O
268 [Me |F |Me [F |H |H |H |O
260 [Me |[F . [Me [H |H [Et |H |28
270 |Me |[F |Me [H |H |OMe|H |2& Z&
[0457]
[0458] F) ¥ 29 Zg 7 tolE (X 29 3}FE WIS A3
[0459] 33E WE 2.1 @ mp 146-150TC, F3)A +104° ;
[0460] 3etE AT 2.11 ¢ F3)d +168. 9°
[0461] 33tE HE 2.25 @ mp 68-70C, &3 +140.9°
[0462] SI3ME W3E 2.28 : mp 127-128C, F3|A +49.6° .
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[0463]

o
IR
B
N
p H
N I?I’
H
R1 R3 R‘IO A =o )_H‘
Me |(F H H H Ay Ag BHAL |
Me |F H H H Ny 2E BHAR ) |
Me [F H H H A HE
Me |F H H H A HAE
Me |F H H H Ny 2g
Me |F Me |H H Xy e
Me |F H M H =y Zg A
Me |F H H Me |HE 28
Me |F H F H A AE
Me |(F H Cl H Ay Ag
Me (F H H H CH; e
Me |F H H H CH_
Me |F H H H CHa
Me |F H H H. [CH2
Me |F Me |H H CH; ELES D
Me |F H M H CH;
‘Me [F- H " |H " Me |CH3
Me |[F [|H F H CHa
Me |[F H Cl H CH>
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Slat2 1 3 Y4 8 9 10
t;; REIRT R RTRTRT A EREREE

320 |[Me [F |H |H |[H |H |0 oA DR

321 |Me [F |H H Me |H |O

322 |Me [F |H H JF_|H |0

323 |Me |[F |H |H o |H |0

324 [Me [l |H |H |H |H |N& 2 | @M

325 |Me |Gl |H |H [Me |H |=~= =g

326 |Me |G |H |H |F |H |=&Z&

327 Me € H H & H |28 ZF

328 |Me |c0 H H |H H IcH;

329 |Me |Cl |H |H IMe |H |CH,

330 |Me [CI |H |H |F |H [CH.

331 |Me |CI |Me |H |Me |H |CH,

332 |Me [C |[H H H H [0

333 [Me (CI [H |H |Me [H |0

334 |Me € |H H F |H [0

33 |Me |CI |H |H |cI H [0

33 |Et JF B JH B |H [FEzg

337 Et [F |H |H Me [H |=xzs

338 &t F |H H JF H |25z

3390 Bt [F |H |H &0 |H |2 zg

340 |t |F _|H |H Br |H |=g Z&

341 Bt _[Cl B [ H [H |=z 2&

342 Bt 1Icl |H H Me H [=zz2g

343 |t ot H R [F H ==z

344 |Et _[C |H H |0 |H |=&zg

345 |Et [0 H H [Br |H [=gzy

346 JEt [F |H |H |H [H ICH,

347 |Et [F JH |H Me |H |[CH,

348 |Et [F _H |H |F |H [CH,

349 [t [F _|H |H |c [H |[CH,

350 |[Et |F |H [H [Br [H [CH.

351 Bt o W |H |H [H [CH.

352 Bt ot |H |H [Me [H [CH.

353 JEt [cf |H |0 |F |H [CH;

354 |t ol H H & |H [CHs

355 |Et |Cl |H |H |Br |H |CH,

356 &t |[F |H |H H H O

357 ([t |F |0 |H Me H |O

358 Bt IF H B F [H o

350 [t [F |H |H | |H |0

360 &t |F |H |H [Br |H 10

361 Bt ol B B H W o
[0464]

S é} =] 1 3 T 8 9 10

;; RO RTRTRTRT A e

3.62 Et Cl |H H |Me |H 0]

363 [Et [0 [H H JF H |0

3.64 Et cl [|H H |[Cl H 0]
(0465] 365 Et cl H [H [Br H O
[0466] F) X 39 Zg7 HolE (XK 39 IFFE HEZ XA
[0467] SFE WE 3.1 mp 149-150C, 33 A +74.4° ;
[0468] setE W3 3.2 0 F3 A +113.5° ;
[0469] aetE W3 3.11 @ mp 147-149C, 33 A +84.4°
[0470] aetE W3 3.15 @ mp 167-171C, F3A +36.5° ;
[0471] S3E WF 3.20 : mp 183-185°C, F3 A +54.5° ;
[0472] e H3E 3.24 : mp 151-152°C, F3)d +71.8°
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[0473]

statAl1g-12] 3t

st

S=506 10-1213248

R X

9{;’; R 22/x ¢olg
4.1 Me |F Me H |H |H H |B& 28 B0 A ) Al
4.2 Me |F Me H H [Me H =¥ s BHAN T2
4.3 Me |F Me [H [H |F TIEEEE
4.4 Me |F Me [H H [a H =& zF
4.5 Me |F Me [H H Br |H =& zs
4.6 Me |F Me [Me [H IMe H [=&za
4.7 Me |F Me [H Me IMe |[H =& A&
4.8 Me |F Me [H [H Me [Me [xia 2a
4.9 Me |F Me [H [F Me |H [=& Z&
410 |[Me JF Me H Ja i H |=&zg
4.11 Me |F Me H [|H H H |CH,
412 [Me |F Me [H [H JMe |H |CH;
413 |Me |F Me [H [H F H [CH,
414 |Me |F Me [H [H jc [H |CH2
415 |Me |F Me [Me [H [Me [H |[CH,
416 |Me |F Me [H [Me [Me [H ICH,
417 |Me |F Me H |H [Me [Me [CH.
418 |Me |F Me |H [F JMe |H |CH:
419 [Me |F Me [H JaI [ [H |CH,
420 [Me |F Me [H [H [H H Jo
4.21 Me |F Me [H [H [Me [H O
422 [Me |[F Me [H [H |F H |O
423 |Me |F Me [H [H Ja [H o
424 Me [CI [Me |H H ™H H [(2d Za
425 Me €I [Me [H [H [Me H [|=a& Zsf
426 Me |CI [Me [H [0 |F H [=2d 28
427 Me G Me H [H [C B |=&=2=&
428 [Me [CI Me [H H |H H |CH,
429 [Me |cI Me H [H [Me [H ICH;
430 [Me [ Me [H [H |F H |[CH,
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[0474]
[0475]

[0476]

St 1 3 ] 7 8 ) 10
;‘; RO RTRTRTIRTRTIRT A 22/ [0l g

4.31 Me |CI IMe (H H |Cl H |CH:
432 |Me (CI Me H H [H H |0

4.33 Me |CI [Me [H H iMe |[H IO

434 Me ICI Me [H [|H |F H o

4.35 Me |CI |Me |[H H |Cl H (O

4.36 Et F Me [|H H [|H H [E& 28
4.37 Et F Me |H H |[Me [H N 2g
4.38 Et F Me [H H |F H =E Ag
4.39 Et F Me [H H Cl H S Z2g
4.40 Et |F Me H |H Br H =F A8
4.41 Et €l |Me |H |H H H |=¥ 28t
442 Et Cl Me [H H (Me [H = AE
443 Et Cl |Me |H H |F H Ay e
4.44 Et Cl |Me |H H {Cl H Ay ZE
4.45 Et Cl |Me |H H |Br H Ay g
4.46 Et F Me |H H [H H CH,
4.47 Et F Me |[H H [Me |H |CH;
4.48 Et F Me |H H |F H |CH.
4.49 Et F Me |H H |Cl H CH>
4.50 Et F Me ([H H [Br |H ICH;
4.51 Et Cl- |Me |H H [H H |CH»
4.52 Et Cl Me [H H [Me [H |CH:
4.53 Et Cl Me [H H |IF H |CH2
4.54 Et Cl Me |H H  |Cl H |CH:
4.55 Et Cl |Me |H H Br |H |[CH,
4.56 Et F Me |H H |H H |[O

4.57 Et F Me {H H Me |H O

4.58 Et F Me [H H |F H 0]

4.59 Et F Me ([H H |Cl H |O

4.60 Et F Me |H H [Br H |O

4.61 Et Cl |Me [H H [H H |0

4.62 Et Cl |Me |[H H |[Me |H O

4.63 Et Cl Me |H H |F H 0

4.64 Et Cl Me [H H |Cl H |0

4.65 Et Cl |Me [H H |Br H |0

F) & o) B H dolEl(E 49 aaE WsE AYF)
s W& 4.1 0 mp 146-150C, 3] +77.9
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, R?
1*
SN
PP
NH,
T0
RT |A 2= dlolE

51 Me |F Me [H H H H ESES =T 2 A K

5.2 |Me F Me H H Me |H Ay ZEt S A

53 [Me |F Me |H H F H =& AEH

54 |Me |F Me |H H |Cl H N At

55 Me |F Me [H H Br H Ay Ast

56 [Me |F Me [Me [H Me |H Ny Ag

57 |[Me |(F Me [H Me |Me [H EEEE

58 [Me |F Me (H H Me (Me |=&H 2§

59 [Me |F Me (H F Me |[H B

510 Me |F Me [H Ci |CI H SR

5.11 [Me |F Me |[H H H H CH>

5.12 Me |F Me |[H H Me |H CHo

5.13 [Me |F Me |H H F H CH2

514 [Me |F Me |H H Cl H CH,

5.15 Me |[F Me |[|Me |H Me |H CH2

5.16 [Me |F Me [H Me (Me |[H CHz

517 |Me |F Me |H H Me {(Me |CH2

5.18 |Me |F Me |(H F Me [H CH>

5.19 [Me |F Me [H ci |Cl H CH.

5.20 |[Me |F Me |H H [H H O

521 Me |F Me |H H |Me I[H (o]

5.22 IMe |F Me |H H F H O

5.23 Me |F Me |[H H Cl H O

5.24 (Me |CI Me |[H H H H =y AE

5.25 (Me |[CI Me [H H Me [H =y AE

5.26 IMe |CI Me |[H H F H =y Ag

527 Me |Cl |Me [H H |CI H A Ag

528 IMe |C!I Me [H H H H CH,
[0477] 5.29 [Me |Cl Me |H H Me [H CH2
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[0478]

P o3 3 5 7 B ) 0
sE=RtRTORT O RT R RT R IA =21 HolH
530 Me [CI _Me |H W F |0 oM,
531 Me |Gl _[Me |H _|H &I _|H |CH,
532 Me |CI _Me |H |H H 1B o

533 Me [CI [Me |H |H Me H 1O

534 Me [CI _Me |0 [0 IF 0 1o

535 Me |CI _Me H [H 1G H o

536 EL _JF Me H |H H H [Ea==
537 Et _JF _Me |H |0 Me |0 [z ==
538 Et _[F Me |H B JF 0 |23 =&
530 [Et _[F__Me |H JH |10 JH == =&
540 Bt I[F  Me |H 10 Br A =& =&
541 Bt [l Me |0 0 H 0 =z 2=
542 Bt |Gl _[Me [H |H [Me |H |=& =&
543 Bt |Cl _[Me 0 [F [0 [== 2z
544 Et_ |0l Me H W G H =z ==
545 E1 _|CI Me |0 |0 Br B == =&
546 [Et _IF_Me JH JH JH |0 |cH
547 Bt _|[F _Me |0 JH Me |JH |CH,
548 [Et _|F_Me H JH IF |0 |ch,
549 [Et _[F_Me |0 0 G |H |CH,
550 Bt |F_Me |H JH Br |H |CH,
551 [Et |Gl Me |0 |0 H |H |CH,
552 [Et |G [Me [0 |H Me |H |CH,
553 Bt O Me |0 |0 |F _|H _IcH,
554 Bt Ol _Me W 0 & |0 [cH,
555 Bt |CI _[Me 0 |0 |Br |H |CH.
556 Et JF _Me |H JH 10 |0 _|o

557 Bt |F_IMe |JH H Me |H O

558 [Et [F Me H |H F |H o

550 [Et F Me 0 0 & H O

560 [Et |F [Me |0 |0 [Br |H |0

561 Bt 0T Me n |H B [H O

562 Bt 0 Me H B Me |H [0

563 Bt |0 Me 0 |0 F 0 o

564 [Et |CI [Me B 0 _Jc Jo_|O

566 Et |CI IMe W |H Br |JH _|O
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[0479]

Stetalli-12] 3t

=13

NH,

gy i T

ap= R R A 22l Holg
6.1 Me |F Me |H H [H H EEEE 2 A
6.2 Me |F Me |H H |Me |H Ny Asgt PA Al
6.3 Me |F Me |H H F H A At
6.4 Me |[F Me |H H Cl H = 2Ast
6.5 Me |F Me |H H |Br H =X 245t
6.6 Me |F Me [|Me |[H Me (H B
6.7 Me |[F Me |H Me |Me [H ™ Ag
6.8 Me |F Me [H H |Me [Me |&& Z&
6.9 Me |F Me |H F Me [H =y 2t
6.10 Me |F Me IH Cl |[Cl H EFEEER
6.11 Me |F Me |H H |H H CH,
6.12 Me |[F Me [H H |Me |H CH>
6.13 Me |F Me |H H IF H CH,
6.14 Me |F Me {H H |C H CH,
6.15 Me |F Me [Me |[H Me [H CH.
6.16 Me |F Me |H Me |Me |H CH»
6.17 Me |F Me |H H |Me IMe [CHs
6.18 Me |F Me |H F Me [H CHa
6.19 Me |F Me |H Cl |Cl H CH»
6.20 Me |F Me |H H H H [e)
6.21 Me |F Me [H H |Me [H (o]
6.22 Me |(F Me [H H |F H (0]
6.23 Me |F Me [H H |CI H O
6.24 Me |[CI Me |[H H [H H A Ast
6.25 Me |[CI Me |H H Me H = At
6.26 Me |CI Me [H H |F H AN At
6.27 Me |Cl Me |H H |CI H M 2g
6.28 Me |[Cl Me |H H |H H CH2
6.29 Me |Cl Me |[H H Me [H CHo
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[0480]

R'l

-

o

gy 5 g 10

o= RERRRTRTA =2/ ol
6.30 Me |CI [Me |H H |F H |CH:
6.31 Me [CI |[Me |H H [C H |CH:
6.32 Me ICI [Me |[H H [H H O
6.33 Me I|CI [Me |H H [Me |H |O
6.34 Me |CI [Me |H H |F H |0
6.35 Me |CI [Me |H H |C H |O
6.36 Et F Me [H H |H H EEERE
6.37 Et F Me [H H |Me |H =X A
6.38 Et F Me [H H |[F H Ay Ast
6.39 Et F Me [H H |[Cl H NN HE
6.40 Et F Me [H H [Br [H EEEE
6.41 Et Cl Me |[H H |H H =& gt
6.42 Et Cl Me [H H |Me [H ANE AHF
6.43 Et Cl  |Me IH H |F H =X Hst
6.44 Et Cl |Me |H H |[C H Ay A8
6.45 Et Cl Me |H H [Br |H Ay As
6.46 Et F Me |H H H H |CH2
6.47 Et F Me |H H Me |H ICH;
6.48 Et F Me |[H H |F H |CH;
6.49 Et F Me |H H |C H (CHz
6.50 Et F Me |(H H Br |H |[CHa
6.51 Et Cl |Me |[H H [H H |CH;
6.52 Et Cl |Me [H H [Me |H |[CH:
6.53 Et Cl |Me [H H |F H [CH»
6.54 Et Cl |Me |H H |Cl H [CH»
6.55 Et Cl |Me [H H Br |H |CH:
6.56 Et F Me |H H H H |0
6.57 Et F Me |[H H |Me |H |O
6.58 Et F Me [H H |F H |O
6.59 Et F Me |[H H |Cl H |O
6.60 Et F Me [H H Br |H [O
6.61 Et Cl |Me |[H H H H |O
6.62 Et Cl |Me [H H |Me |H |[O
6.63 Et Cl |[Me M H |F H |O
6.64 Et Cl |Me |H H |Cl H |O
6.65 Et Cl [Me [|H H Br |H |O
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[BHSHAl |j-12] BHBI20IAl 1*2 ZEAIS B4 |IX= HIZIZOICH

gy Y Z 3 7 3 g TO
g}uj; RT |[R? R [R|R° |R R [A S
710 [H_[H [H _[H [H N EEFEE Y
72 (H_[H_ A [H [H [Me [H [=z e |ox
73 [H_[H _[H [H [H [F TN EEEEI ]
74 _H_[H_[H (A _[H [cl [H |=dm2s [ax4
75 _|H_[H_[H_[H (A [Br [H =& 28t
76 _|H |H [H (Me [H [Me [H |~& g
77 _1H_|H_|H [H [Me [Me [H |~& Zgt
78 _|H_|H _[H |H [H [Me [Me [H&Z&
79 |H |H [H [H [F |Me [H [=~d 28
710 _[H_[H_IH [H oI [l (" [=g Zs
741 |H_|H_|H |H |H |H H__[CH B AT ) 5]
712 |H_|H_IH [H [H [Me |H |CH,
713 [H H _[H |[H _|H |F H__|CH.
714 |H [H [H B |H _|Cl H_ |CH.
745 |H_[H _|H |Me |H |Me |H |CH;
716 _[H_|H |H |H |Me |Me [H |CH,
747 _|H _[H _[H_[H_|H |Me |Me [CH,
748 [H_|H_|H_|H |F |Me |H |CH,
749 |H_|H_[H _[H_ el _[Ccl __|H _|CHp
720 [H [H _[H [H [H _|H H_ O
721 [H [H _[H [H |H |Me [H |O
722 H _[H [H [H [H [F H |o
723 (H [H [H [H_[H [d H_|O
724 [Me [Me [H [H [|H |H I EEEE N EETY]
725 [Me |[Me [H [H [H [Me [H [H& Z&
726 |Me [Me [H [H |H [F TENEEEE]

[0481] 727 |Me [Me [H_[H [H _|CI TENEEEE;
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[0482]

Siare RT z 3 7 g g 10

g}u,_fig R R R R R R R A 221= HolE
7.28 |Me |H H H H Br H ANy et

729 [Me |H H Me |H Me H Ny At

730 (Me |[H H H Me |Me H =y Ag

731 |Me (H H H H Me Me =& 25t

7.32 {Me (H H H F Me H =y Ast

7.33 [Me J{H H H Cl Cl H =y Ast

734 [Me {(Me |(H H H H H CH2

735 [Me |Me |[H H H Me H CH,

736 {Me |Me |H H H F H CH,

737 [Me |Me |H H H Cl H CH.

7.38 |[Me [H H Me |H Me H CH»

7.39 [Me |H H H Me |Me H CH,

740 (Me |{H H H H Me Me |[CH»

741 |Me |H H H F Me H CHo

742 |Me |H H H Cl Cl H CH2

743 iMe [Me |H H H H H O

7.44 Me [Me |H H H Me H o]

745 [Me |Me |H H H F H o]

7.46 |Me |Me |H H H Ci H @)

7.47 |Et H H H H H H EFIEE] BHAN T |
7.48 |Et H H H H Me H Xy Agt BHAR T A
749 |Et H H H H F H =y At

7.50 |Et H H H H Cl H =y At

7.51 Et H H H H Br H =y A

7.52 |Et H H Me {H Me H AHH 25t

7.53 [Et H H H Me |Me H Ay st

7.54 |Et H H H H Me Me |&& Z&f

7.55 |Et H H H F Me H EEIEE]

7.56 |[Et H H H Cl Cl H =y 2t

7.57 |Et H H H H H H CH» BHAH |
7.58 |Et H H H H Me H CHa

7.59 |Et H H H H F H CHa

7.60 |Et H H H H Cli H CHo

7.61 Et H H Me |H Me H CH,

7.62 |Et H H H Me [Me H CHo

7.63 |Et H H H H Me Me [CH2

7.64 |Et H H H F Me H CH>

7.65 |Et H H H Cl Cl H CHs

7.66 |Et H H H H H H [e)

7.67 |Et H H H H Me H 0O

7.68 |Et H H H H F H [®)

7.69 |Et H H H H Ci H 0

7.70 |OMe |H H H H H H A 28 SHAR DA
7.71 OMe |H H H H H H CH,
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pr—y— i) 7 3 7 8 g 10
9@.;5 ROR IR IRTRT IR RT|A S2|= dlolg
772 _|OMe|H [H_[H_[H _[Me A (== |2A
773 |[OMe|H [H_ |H_|[H_ |[Me [H |CH,
774 |Me |H [H |H |H |H ¥ R BN e = Py
775 |Me [H_[H_|[H [H [Me A |REZg |&& oA
776 (Me |H |H |H |H [F ENEEER
777 |Me [H_[H_[H _[H |a FENEEER
778 (Me [H [H _|H |H [H H__|CH, B
779 [Me [H _[H_|H |H |Me |H |CH,
780 (Me [H |H |H [H |F H |CH,
781 [Me [H_|H__|H |H [C H |CH,
782 [Me |[H [H_|H [H |H H O
783 Me |H IH _[H [H I[Me |H |O
784 |Me |H |H A _[H |F H |0
785 |Me |H_ |H _|H _|H __[CI H_ |O
786 |Cl_|Me |CI_|H__|H _|H ENEEER
7.87_|CIl__|Me |CI_|H [H |Me |H |&g 2iat
7.88 _|CI__|Me |CI_|H__IH |F ENEEES
789 _|Cl__[Me |Ci__|H __|H __|CI ENEEES
790 |Cl__|Me |Cf _|H _|H_|H H __|CH,
791 _|Cl _[Me |CI_|H_|H [Me |H_ |CH,
792 |Cl_[Me |CI_|H |H |F H__|CH,
793 |Cl_[Me |CI _|H _|H __|CI H |CH.,
794 |Cl__[Me |C_|H _|H |H H O
7.95 |Cl_|[Me |Gl _|H |H [Me [H |O
7.96_|Cl__[Me |CI__IH |H _|F H_|o
797 [Cl_[Me |CI_[H__|H__[CI H_|o
798 |H _|H |F_|H |H |H IENEEET,
799 |H [H_|F_|H |H [Me |H |[=~& Az
7400 |{H__[H__|F__|H _|H |F ENEEES
7401 [H__[H _IF__|H_ [H_|c N EEET
7402 [H__[H_|F __[H_[H__|Br N EEET,
7403 |H__|H__|[F__ [Me [H [Me |H |=& Zaf
7.104 |H__[H__[F H [Me |Me |H |~& Z&
705 |H__|H__|F H_ [H_ |[Me [Me |=& Z&
7406 |H _|H__|F__[H_|F [Me [H =& Zs
7407 |H___|[H__|F H__[ci_ [c ENEEER
7.408 |H __|H__|F H B |H H__|[CH:
7400 [H _|H _|F__|H_|H_[Me [H [CH,
7490 |H__|H__|F__|H__|H_[F H_|CH,
741114 H__|F__|H__IH__lCl H  |CH,
7.112 |H H F Me |H Me H CH>
7113 |H__|H _|F__|B__|Me |Me |H |CH.
7414 {H _|H_|F_IH_|H |Me |Me |CH.

[0483] 7415 |H__[H__|[F__|H_|F__|Me |H |CH,
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= T 2 3 7 B Ca 70

%Qi{g REIR(RIRTIRT R RT 1A EXEREE
7.116 |{H H F H Cl Cl H CH»
7.117 |H H F H H H H 0

7.118 |H H F H H Me H ®)

7.119 |H H F H H F H 0]

7.120 |H H F H H Cl H e)

7.121 |H H Cl H H H H Ny As
7.122 |H H Cl H H Me H =HF Asgt
7.123 [H H Cl H H F H EEIEE]
7.124 (H H Cl H H Cl H EEER
7.125 {H H Cl H H H H CHo
7.126 |H H Cl H H Me H CH»
7.127 {H H Cl H H F H CH,
7.128 |H H Cl H H Cl H CH,
7.129 (H H Ci H H H H 0

7.130 {H H Cl H H Me H @]

7.131 |H H Cl H H F H O

7.132 |H H Cl H H Cl H @)

7.133 |AIOIZ22Z=2EIH H H H H A s
7.134 |MoI22Z2ElH H H Me H XN At
7.1356 |isol2zz==zmH H H F H =N Agt
7.136 (Atol22zZ=zZH H H Cl H EEEE]
7.137 (moi22z==2gH H H Br H Ny Ag
7.138 [Atoj22=Z=2%H Me |H Me H =y s
7.139 |molzzz=zzlH H Me |Me H AN At
7.140 |solzzo=mlH H H Me Me |X& 25t
7.141 |MOIS=EZ=2dH H F Me H EEEE
7.142 |[MOIS=2=dH H Cl Cl H EEEE]
7.143 [Aoi22=Z2EH H H H H CH.
7.144 [Mol2=2===H H H Me H CH,
7.145 [Aolg2zzZ=2gH H H F H CHs
7.146 MoI22==22|H H H Cl H CH:
7.147 |mol22z==2miH Me |H Me H CHa
7.148 molzzz=2iH H Me [Me H CHa
7.148 |AOIE=2==2EH H H Me Me [CHa
7.150 {AMOISE2=2H H F Me H CHo
7.151 |Mol22Z=22H H Cl Cl H CHo
7.152 |Aol22zZ=2ElH H H H H O

7.153 [AMOI22Z2E|H H H Me H o]

7.154 MOIE=2Z=2Z[H H H F H ]

7.165 [molz2zzz=2giH H H Cl H ]

7.156 |soi22z=z22Me  |H H H H Ny AE
7.157 MOI2E==2E|Me |H H Me H EEEE
7.168 [mol2zz2zZ=ziMe |H H F H EEEE
7.159 |Aoi2zzZ=2z|{Me |H H Cl H Ay 2

[0484]
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ol = T 2 3 7 B ) T0
fes RRTIRT O RTRT IR RT 1A 2o/= ©lolH
7.160 [Ato122=Z2ZMe H H H H CH,
7.161 |[AMOIE2ZZE|Me H H Me H CH»
7.162 (sol2=Z=zMe |H H F H CH.
7.163 (AHOIZ22Z2E|Me H H Cl H CH»
7.164 |AMOIZ22=ZZZMe H H H H O
7.165 (AIOIZ22ZZZ(Me H H Me H O
7.166 {stojl2zzZ=zMe |H H F H O
7.167 |smo22zZ=zgMe (H H Cl H [®]
7.168 [MOIEEZELF H H H H EEEE;
7.169 [MO==Z===F H_ [H_[Me |H |=d e
7.170 |AOISE2==2HF H H F H Ay 28t
7.171 [MNOIS2=2=241F H H Ci H B
7.172 WOIS=EE=HIF H H Br H EEEE
7.173 MOISEZ=H(F Me |H Me H X A
7.174 |[AH0I22==2E|F H Me {Me H =y Ast
7.175 Mol22==z=(F H H Me Me [|Z=&E Z2g
7.176 |NOIS=Z=EE H F Me H EEEE
7177 [NUIEEE=EF H cl__|c THNEEEE
7.178 [MOIEEZ=EF H H H H CH.
7.179 |MOIE=22=22lF H H Me H CH,
7.180 |[MOISEZ=22E H H F H CH>»
7.181 [MOIE===2lF H H Cl H CH>
7.182 [AlOI22==2H|F Me H Me H CH»
7.183 |AIOIZ22Z2EF H Me |Me H CH»
7.184 WOIEZ=Z=E|F H H Me Me |CH»
7.185 Aol2z=zoiF H F Me H CH,
7.186 (oi2z=Z=zg|F H Cl Cl H CHo
7.187 |[AMOIE2Z2ZF H H H H O
7.188 (MOI22ZZE|F H H Me H o]
7.189 WoI2ZEZ=2Z|F H H F H [®)
7.190 MWoigzzz=zg|F H H Cl H O
7.191 hiojgzzo===|Cl H H H H AE &
7.192 |AMOIS2=Z=2E1C H H Me H g Zet
7.193 MOIE=2==22(C) H H F H NE 28
7.194 |Atol22==22Cl H H Cl H E 2Ag
7.195 |AloI22=Z 22| C) H H H H CH.
7.196 \ol2z2z=d(C| H H Me H CH2
7.197 WOIZ2=2=Z=Z|(C) H H F H CH»
7.198 |aojl2zz=2gZ|Cl H H Cl H CH,
7.199 oizzz==z2|Cl H H H H [@)
7.200 Kol22==Z|Cl H H Me H O
7.201 |[roi2zz=Z=zziCl H H F H @)
7.202 MOI%EEE%?CI H H Jc H [¢]

[0485] 7.203 [Me [Me |F H H H H CH» SRAY A
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=i sre T z 3 7 B 9 0
Qf;; R R R R R R R™ [A FE—
7.204 |Me |Me |F H H Me H CH>
7.205 [Me |Me |F H H F H CH»
7.206 |[Me |[Me |F H H Ci H CH-
7.207 |Me |[Me IF Me |H Me H CH,
7.208 |Me |Me |F H Me |Me H CH_
7.209 [Me |Me |F H H Me Me |[CH>
7.210 [Me |Me |F H F Me H CH,
7.211 [Me |Me |F H cl__|cl H CH.
7.212 [Me |Me |F H H H H [®)
7213 [Me |Me |F H H Me H [®)
7214 (Me [(Me [F_[H H F H 0
7.215 [Me [Me |F H H Cl H [®)
7.216 (Me |[Me |Ci_ [H H H H EEEE
7.217 [Me [Me |CY [H H Me H EFEEE]
7.218 |[Me [Me |CI |[H H E H EEER]
7.219 |Me |[Me |CI_|H H Cl H EEEER
7.220 |[Me |Me |CI |H H H H CH,
7.221 |Me Me Cl H H Me H CH»
7222 [Me |Me |CI |H H F H CH,
7.223 [Me |Me |CI |H H Cl H CH,
7.224 |Me |Me |CI__|H H H H (o)
7.225 |Me [Me |CI__|H H Me H [®)
7.226 |Me |Me |CI__|H H F H [®)
7.227 |Me |Me |CI _|H H Cl H [®)
7.228 [Me |Me |F H H H H EFEEE] B0 A ) R
7.229 [Me |Me |F H H Me H EREEE; B A A
7.230 (Me |Me |F H H F H = Hgt
7.231 |Me |Me |F H H Cl H R,
7.232 (Me |Me |F H H Br H EEER;
7.233 |Me Me F Me H Me H AN A
7234 |Me [Me [F H Me |Me H EEER,
7.235 |Me |Me |{F H H Me Me |[=HX AFH
7.236 |Me |(Me |F H F Me H EEEE
7237 |Me |Me |F H ¢l [cl H EEEE]
7.238 |CHa- |H H H Me H AE Ha ER]
SCFs
7.239 [F F F H H H H EEER DA
7240 |F F F H H Me H g 2 | oAl
7.241 |CH»- |H H H H H H ESESIET T 2
SCFs
7.242 |CN_[H H H H H H A Agl B AR 0 R
7.243 |CN _|F H H H Me H EEEE; DA
7.244 |F F H H H H H EEER; DAl
] H H M H EEER; B X R
[0486] 7245 |Pr |H H e
[0487] F) % 79 E94 "oy (& 79 IIgE HIZE AHTH
[0488] 33E HE 7.1 @ mp 163.5C;
[0489] 3etE HE 7.2 1 omp 90-92TC, F3H +179.4° ;
[0490] 35 HE 7.72 : mp 58-60C;
[0491] 3etE HE 7.203  H3) A +83.4°
[0492] 3}3tE W3E 7.239 : mp 180-183C, I3 +153.4° ;
[0493] 335 H3E 7.240 : mp 80-83C;
[0494] 3etE HE 7.241 @ mp 50-52°C, #3]A +109.6° ;
[0495] SEE HE 7.242 ¢ FIA +116.2°
[0496] 3}3tE W3E 7.243 : mp 64-667C, I3 A +135.0° ;
[0497] B3E HS 7.244 1 mp 72-76TC
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ke SIS 0A 12 BEAIE B A= HI2IZ0IC0H

i
]
1z

sz R’ RZ R R [R® [RT [R™ JA 22|= ololEl
HS =
=E 28 BHAR TR
S H Ih I NEEE AL
8- 3 q A TR T (E H X & Agt Al
[0498] 8.4 H H H [H |H j{Cl H A8 29
= 7 2z 3 7 B g 10
gtﬂuig R R R* |IR" |R* |R R A =51 Holg
8.5 H H H |H |H |Br H EEEE;
86 |H H H |Me |H [Me [H EFEE
8.7 |H H H |H |Me |[Me [H EEEEIEES
88 |[H H H |H |H [Me [Me |=d =A%t
8.9 H H H |H |[F IMe |H AE e
8.10 [H H H [H |Cl |c IH EEER
811 [H H H |H (H [|H H CHp HNA TS
8.12 |H H H [H [H (Me [H CH, Ik
8.13 |H H H (H |H |F H CH,
8.14 |H H H (H IH {C H CH,
8.15 |H H H |Me |H {Me [H CH» DAl
8.16 |H H H [H [Me [Me [H CH,
8.17 [H H H [H |H [(Me [Me |[CH,
8.18 (H H H [H |F [Me |H CH,
8.19 [H H H |H |Cl |C H CHy
8.20 [H H H [H |H |H H 0
8.21 |H H H |[H |[H |[Me |H 0] Al
8.22 |H H H |H |H |F H O
8.23 |H H H |H |H |Cl H O
8.24 |Me |H H |H |JH [H H A 2Ag Al
8.25 |Me |H H IH |H |Me |H A HE EEE]
8.26 |Me |H H |H |H |F H Y 2§ Al
8.27 |Me |H H |H |H JC  |H XE A5
8.28 |Me [H H |H |H |Br H EEEE
829 |[Me [H H |Me |H |Me |H SFEES
8.30 |Me |H H |H |Me [Me |H A Ast
8.31 {Me |[H H |H |H [Me [Me [|=& 2&
8.32 (Me |H H |[H [F |[Me |H EEER]
8.33 (Me |[H H |H [CI |C H Ay gt
8.34 (Me |H H H [H |H H CH, IHES
8.35 [Me [H H H [H [Me |H CH, DA
8.36 [Me [H H (H [H |[F H CHz
8.37 [Me |H H |H [H [C [H CHo
8.38 |Me [H H [Me [H [Me [H CHo. DA
8.39 [Me |H H |H [Me [Me |H CHp
8.40 |Me |H H |H |[H |Me [Me |CH,
841 [(Me [H H |H |[F [Me [H CH,
842 |Me |H H |[H [CI [CI H CHy
843 |[Me |H H |[H |H [H H o)
844 |Me |H H {H (H [Me |H O ;|
845 |Me [H H |H |H |[F H 0
8.46 |Me |H H (H [H |C H (o)
8.47 |Et H H |[H |H H H HE Ag
848 |Et |H H |H |H [Me |H Ay 28 FPMES
[0499]



[0500]

B = T 2 K} Y4 B8 9 10
ﬁj’; RER R RTRTIRTIRT A =2 HlolH
849 |Et |H H [H H |F H EEEE DA
850 |[Et |H H [H H Ta 1H Xy Hg
8.51 [Et [H H [H H IBr [H SEIEE
8.52 |Et [H H [Me|[H [Me [H EEER
8.53 |{Et H H |[H {Me (Me |H EEEE]
8.54 |[Et |H H |H |H IMe |Me [|=& 2sr
8.55 |(Et |H H [H [F [mMe [H ST
856 [Et |H H [H (¢l [c |H ESESES
857 [Et |H H [H W IH H CH»
8.58 |Et |H H [H [H [Me [H CH- DAl
8.59 |Et |H H |H [H |F H CH>
8.60 |Et |H H [H [H [C [H CHj
8.61 |Et |H H [Me [H [Me [H CH,. ik
862 |Et [H H [H [Me [Me [H CH,
863 |Et |H H [H [H [Me [Me [CH.
8.64 |Et |H H |H |[F |Me |H CH,
865 [Me [Me |Cl [H [H et 1H 0
866 [Me [Me [H |H |H |H H Iy 28
867 |(Me |Me |H |H |H [Me |H e BE A ) Rl
868 [Me [Me |H |H [H |F H XNy A Al
869 |Me |Me |H |H JH jc  |H XN At
870 [Me [Me |[H |H H [H H CH,
871 |[Me Me |H |H |H [Me [H CH, Al
8.72 |[Me (Me |H [H |H |F H CHz
873 [Me [Me [H IH IH fcI |H CH,
874 |Me [Me |H |H |H [H H 0
8.75 (Me [Me |[H H H Me |H 0] DA
876 (Me [(Me [H |H [H |[F H 0
877 |(Me (Me |H |H |H ¢l [H [®)
878 |CI |Me |Cl |H |H [H H EEER;
879 |[CI [Me [CI |H {H [Me IH EEER; A
880 [Cl [Me [(cl [H [H |[F H ESpSE T
881 [Cl [Me [cCl [H [H [ci [H EEER
882 |CI IMe |CI H IH [H H CH,
8.83 |[CI [Me |Cl [H {H [Me [H CH,
8.84 |Cl Me |CI |H |H |F H CHy
885 |CI |Me cl [H [H [cl [H CH,
8.86 |CI |Me ICl |H |H [H H [®)
8.87 ICI [Me [Cl |H |H [me |H [o)
8.88 |CI |Me [CI |H |H |F H o)
889 |CI [Me |CI |H IH |cl JH [®)
8.90 [H H F |H [H |H H S s
8.91 [H H F |H |H [Me |H XNy Ag
8.92 [H H F H {0 TF H SRS
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[0501]

V3

3laH=2 1 3 7 8 9 T0

S |RTOIRTRTRTIRTIRTIRT A =2/ HloIE
893 [H |H [F [H [H [CI _|H |&&Zet
894 |H |H |F |H [H [Br |0 |(A= &
895 [H |H |F |Me |H |Me |H _|H& Zet
896 [H |H |F |H [Me [Me |H |XH& Z&f
8.97 [H H F H H Me |Me ([&H& 28
8.98 |H H F H F Me |[H B
8.29 |H H F H Cl _{Cl H ™ At
8.100 |H H F _|[H |H [H H CH; k]
8.101 |H H F H H Me [H CH,
8.102 |H H F H H F H CH2
8.103 |H H F H H Cl H CHa
8.104 [ H H F Me |H Me [H CHa
8.105 {H H F H Me |Me |H CH>
8.106 |H H F H H Me |Me |CH;
8.107 |H H F H F Me |H CHa
8.108 | H H F H Cl |ClI H CH»
8.109 |H H F H H H H (o]
8.110 |H H F H H Me H o]
8.111 |H H F H H F H O
8.112 |H H F H H Cl H O
8.113 |H H Cl |H H H H AE 2t DA
8.114 {H H Cl |H H [Me |H Ny Ag
8.115 |H H Cl |H H F H =E AHsH
8.116 |H H Cl |H H Cl H AE 2E
8.117 |H H Cl |H H H H CH> 2k AN
8.118 [H H Cl {H H Me [H CH2
8.119 |H H Ci {H H F H CHo
8.120 {H H Cl |H H Cl H CHo
8.121 |H H Cl |H H |(H H o]
8.122 [H H Ci [H H Me |H (0]
8.123 |H H Ci |H H F H O
8.124 |H H Cl [H H Cl H [8)
8.125 Wol2zz=gH |H [H [H H =y AgH
8.126 Wol2z===z=H [H [H [Me [H EFEEE
8.127 Wo=z=zz=gH [H [H |F H EEEE
8.128 Wo2z2=Z=gH |H [H [C H EFIEES
8.i29 WoZ2=Z=2H |H |[H [(Br [H EEERE
8.130 WMOIS=Z=EH Me |H Me {H =E At
8131 |Aoi==u=2H |H [Me |Me [H [=& 248
8.132 [no=2z2==zlH |H |[H [Me [Me (&& Z&
8.133 |[A0IE22=Z =22 H H F Me |H EEEE
8.134 Ao122Z 22 H H Ci |Cl H A At
8.135 [mol12zo=zgH |H [H [H H CH,
8.136 Aloj2=zz=zH [H |H [Me [H CH.
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[0502]

[y 571 2z 3 7 <) g 10

9@; REIRTIRTIRTRTIRTIRT A =2/ dolE
8.137 (no122=Z=2g8lH |H |H |F H CH>

8.138 |Mol2z==2=lH |H |H |Cl H CH»

8.139 [soi2z2zzzlH Me |H |Me |H CH.

8.140 (stol22==22fH [H |[Me |[Me |H CHa>

8.141 (moi2=2Z=22"H (H |H [Me |Me [CH,

8.142 (Aol2=2==28H (H |F Me |H CH2

8.143 {Aoi2=2z==2Z2H |H |CI |CI H CH2

8.144 Atoi22z==22fH |H (H |H H o]

8.145 |AH0I22 =28 H H (H Me |H o]

8.146 (Atol22=Z2ZH [H |H |F H [e)

8.147 |mol22z=zzlH [H (H |[Cl H o]

8.148 Aoi=z=2z===(Me [H [H |H H =y Agt 2 A N
8.149 |AIOIZ2Z2 2| Me |H H Me H EEEE

8.160 MOIEE2Z=2IMe |H |H |F H Ny Ag

8.151 |Ao12z2==22{Me {H H Ci H = At

8.152 [Atol2z=z=22|Me |H [H H H CH» b A
8.153 |A0122=x2Z| Me |H H Me H CH»

8.154 |MOI2EZ=2Z|Me |H H F H CH>

8.165 |Atoj122z=22iMe |H [(H |CI H CH»

8.166 [Atoi2z2z=z2ziMe |H [H [H H ]

8.157 [AMo12=2=Z=2Me |H |H [Me [H e)

8.158 |Al02===ZMe |H |H |F H 9

8.159 |Mol22zZ=zzZziMe [H |H |Cl H o]

8.160 |{Mol=2=2==2z=z|F |H |H |H H = Zgt A
8.161 {Aoj22z==2ZlF |H [H [Me IH EEEE

8.162 [AH0|122=2 2 F H H F H A& AHsh

8.163 |Atoi2zz=2glF H [H |Cl H =y Ast

8.164 (Mol=z=z=z==|F H [(H |Br H Ay Ag

8.165 [AI0ISEZ2Z2EIF Me |H Me |H Ay At

8.166 {Al0I22=2Z|F H {(Me [Me |[H EEEEE

8.167 |AOIZ2Z2Z(F H (H Me |Me [|Z& Z&

8.168 [mol2z2zZ=2g|F H |F |[Me (H XN At

8.169 [Atol22o=2HF H (Cl |C H Ny Ag

8.170 [AMoI=22Z2Z(F H |{H |H H CHo g
8.171 [Mol=z=z===F H iH |[Me [H CH»

8.172 |AoiI2=2==29F H H F H CH2

8.173 [AMH0I22Z2EF H H |cCl H CHa

8.174 [AH0I22=Z2Z|F Me |[H |Me [H CHa

8.175 |Ao122==2Z|F H (Me |Me |H CH»

8.176 |Aoj22z=2g|F H H Me |Me |CH»

8.177 |MOISE2Z=2HF H |[F |Me [H CH2

8.178 (A0IE=x=28lFE  |H  [Cl |Cl H CH2

8.179 |AlOI 222 A F H |H |H H 0

8.180 |AlOI22Z 28| F H |H IMe |H o
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[0503]

= T Z 3 7 B g 70

gt..f; RT|RTIRTIRTRTART IR A =25 ©ole
8.181 |MOISE2=Z2EF H H F H O

8.182 [MOISE2=dF H H Cl H (@)

8.183 |[Ar0122==2ZiCcl |H |H |H H BEEE DA
8.184 |A012=2zx=22iCl |H |H |Me |H BEEEL

8.185 [AMOIE=Z=8ICl |H H F H A At

8.186 [AOIS===2EICl |H |H |Cl H EEER

8.187 (AHOIZ22Z22Cl |H H H H CH> DA
8.188 |ALOIZE2ZZE(Cl (H H Me H CH2

8.189 [MOIZ=2==4ICl (H H F H CH>

8.190 |[MOI22=Z2E|Cl |H H Cl H CH>

8.191 |[AMOIZE==Z=22|Cl |H H H H o]

8.192 |MOIEEZ2ZICl |H H Me (H O

8.103 |NMOIE=Z=2Cl |H H F H O

8.194 |[AT0OIE2===4C] |H H Ci H O

8.195 |Me Me |F H H H H A 2 DA
8.196 |Me Me F H H Me |H =E A gt 24 x|
8.197 [Me Me F H H F H XA A5 O
8.198 {Me |Me F H H Cl H HE 28

8.199 |Me Me F H H Br H A& 2§t

8.200 |Me Me |F Me |H Me |H A 28t

8.201 |Me Me F H Me |Me |H S 2 I ES
8.202 |Me |Me |F H H Me |Me [|&& 28

8.203 {Me Me F H F Me |H ANy Ag

8.204 |Me Me |F H Cl |Cl H E 28

8.205 {Me Me F H H H H CHa HIOI XA DX
8.206 {Me Me F H H Me {H CH> A
8.207 |Me Me |[F H H F H CHo

8.208 (Me [Me |(F H H Cl H CHo>

8.209 {Me [Me |(F Me |H Me |H CH, s
8.210 {Me (Me F H Me (Me |H CH,

8.211 {Me Me F H H Me [Me |CHa

8.212 |[Me Me |F H F Me [H CHo

8.213 |[Me [Me F H Cl |CI H CHo

8.214 |Me (Me |F H H H H O

8.215 [Me Me |(F H H Me |H [0) DA
8.216 |[Me |Me |F H H F H o]

8.217 {Me Me |F H H Cl H ()

8.218 |[Me [Me I(Cl |H H H H A HE

8.219 [Me |Me Cl {H H Me [H Ay 2 24 O
8.220 |Me Me Cl |H H F H AE 28

8.221 |Me Me Cl |H H Cl H Ay e

8.222 |Me Me |[CI |H H H H CHs

8.223 |Me Me Cl |H H Me H CH,

8.224 {Me Me |(CI |H H F H CH
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St > 1 2z >3 7 3] ] 10
8225 |Me [Me |CI |H |H |cl |H CHg
8.226 |[Me |Me [CI |H |H [H H 0
8227 [Me |Me |CI [H |H [Me |H )
8.228 [Me |Me |CI |H [H |F H )
8.229 [Et _|H H |H _[cl [c_|H CH,
8.230 |[Et _|H H [H [H |H H 0
8.231 [Et _|H H |H |H |Me [H 0 2l
8232 [Et _|H H [H [H |F H 0
8.233 [OMe |H H (H [H [H H EEIEERR R
8.234 [OMe |H H (H [H |H H CHp k]
8.235 |OMe |H H (H [H [Me |H EEER]
8.236 |OMe |H H_ [H [H [Me [H CHa j
8.237 \Me [Me [F [F [H [H H 0 Ol
8.238 |H H H (F |H [H H 0 BHA 0 Al
8.239 |[Me |H H [F (H [H H [®) BUAL 0 7|
8.240 |Et_ |H H |[F_[H |H H [0) k]
8.241 |[Me |Me |F_ |Me [Me [H H 0 SIAH
8.242 |Me |H H Me |Me |H H (o] 2t A S
8.243 |Me |Me |F _|H |H |OMe |H FEEFIEESS
8.244 |Me |H H |H |H |OMe |H EEIEEIEEE
8245 |Me |Me |F |H [H [Et |H EEEERRERE]
8.246 |H H H |H |H |Et |H FEEERRERE]
8247 |[Me |Me |H |H |H |Et |H =g Ast | oAl
8.248 [Me |H H H |H [Et |H =8 28 | oA
8.240 [Et _|H H |H A |Et |H SRR
8.250 [CHa- |H H [H |H |Et |H T
SCF3 B = =
8.251 |[CHp [H H [H |H |Me [H CHz ot A M
SCF3
8.252 |[Me |Me |H |Me |[H [Me [H CHz DAl
8.253 |OMe [H H |[Me |H |Me [H CH. AN ) K]
8.254 |F F F (H [H [H H CHz k]
8.255 [CN_|H H {H [H [H H CHa B0 A% ) 7]
8.256 |F F H [H [H [H H CH, A
ik
[0504] 8.257 |Pr__|H H |(H [H [Et [H CHaz
[0505] ) ¥ 89 Zg7 tolE(E 89 IFE HIE AHI):
[0506] 33tE WF 8.1 @ mp 94-96°C, F3 A +87.4° ;
[0507] 335 U3 8.2 : mp 100-102TC;
[0508] 3}3tE W3 8.3 : mp 87-89°C, F3I A +97.2° ;
[0509] e M3 8.11 : F3)A +78.7
[0510] 33tE WE 8.12 & mp 95-98°C, F3|H +73.5° ;
[0511] 3}FE WE 8.15 : mpl00-103TC, 3] A +92.1° ;
[0512] B3E H3E 8.21 : mp 95-97C, H3) +44.3° ;
[0513] 335 ME 8.24 : mp 65-70C, F3)A +95.7° ;
[0514] 3}3tE W3E 8.26 @ mp 77-78C, I3 480.0° ;
[0515] 3}3E W3 8.34 ¢ 3| A +98.5° ;
[0516] 3etE W3 8.35 : mp 77-80C, F3)H +79.3° ;
[0517] 33E HS 8.38 : mp 172-174C;
[0518] 3}etE HE 8.44 : mp 75-79C, F3|H +56.3° ;
[0519] 31HE WE 8.49 @ mp 138-139TC, F3 A +122.1° ;
[0520] 335 HS 8.58 : mp 135-138°C, #3174 +69.0° ;
[0521] 3}3tE W3 8.61 : mp 178-180C;

_62_



SSS0ol 10-1213248

[0522] 3l5tE WM& 8.67 : mp 83-84C;

[0523] 33t WS 8.68 : mp 67-68C, F3|A +74.2° ;
[0524] 3}gtE WM 8.71 : mp 73-75C, FIA +77.7° ;
[0525] 3leE WM& 8.75 ¢ mp 75-78C, F3|A +59.4° ;
[0526] 3}3HE HE 8.79 @ mp 149-151C;

[0527] 3}gHE HE 8.90 @ mp 163-165C, #3]H +91.6° ;
[0528] 33 WS 8.100 : mp 114-117TC, F3)d +94.1° ;
[0529] 3}gHE HE 8.113 : mp 63-68C, F3 A +77.6° ;
[0530] 313E W3 8.117: F3H +64.0° ;

[0531] 3 WM 8.152 © 3| A +75.3°

[0532] 3}gHE M3 8.160 : mp 70-75C, F3 A 475.0° ;
[0533] 3l3E W3 8.195 1 mp 125-126°C, F3 A +87.7° ;
[0534] 3}3HE WM 8.196 : mp 87-89T;

[0535] 3l5E WM& 8.197 @ mp 87-89°C, F3 A +68.8° ;
[0536] 33t WS 8.205 : mp 165-167T;

[0537] 3}gHE M3 8.206 : mp 87-90C, F3 A +60.5° ;
[0538] 33 HE 8.209 : mp 90-93C;

[0539] 31eHE W3 8.215 : mp 100-108°C, 33]A +42.0C;
[0540] 315E W& 8.219 : mp 136-138C;

[0541] 3}gHE WHE 8.231 ¢ mp 70-75C, #F3)A +49.3° ;
[0542] BEE H3F 8.233 1 mp 148-155T, H3]A +86.9° ;
[0543] 33 WS 8.234 :omp 135-140TC, F3)4d +81.8° ;
[0544] 3}gHE WHE 8.237 : mp 87-95T, #F3]A +68.0° ;
[0545] SIgtE W& 8.239 1 FI A 452.7°

[0546] 3}gHE WHE 8.240 : mp 87-88°C, #F3|A +55.5° ;
[0547] SIgtE W& 8.243 ¢ F3 A 463.0°

[0548] 33 HE 8.245 : mp 136-139C, F3)4d 466.7° ;
[0549] 3}gHE WHE 8.246 : mp 73-75C, #F3I)A +75.0° ;
[0550] 3}gHE WHE 8.247 : mp 63-70C, #F3)A +75.0° ;
[0551] 3}gHE WH3E 8.248 : mp 63-70C, F3I)A +71.2° ;
[0552] 3}gE WHM3E 8.252 : mp 70-75T;

[0553] 31HE WF 8.254 : mp 170-173C, 33 A +109.6° ;
[0554] 3}gHE WH3E 8.256 : mp 72-76T;

[0555] 3}gHE WME 8.257 : mp 63-65T

[0556] s o] 71 AlE e JAEste] fFAIshE theo] F 9 WA 14904, IR AL FEH Fm ® AN

ol A 90% oot
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F* 9
1°2 HAIE EA ATUH AL LHSsE S0l 212- 01 K2 eI DA
(&, (1*R,9))2! ststal |LO| gtet=
2
R3 R R
1*
NN
/
N~ NH,
[0557]
?zf.*i% R™T IR? [R® |R® R” [R® [R" |R™ A =5/= ¢olg
9.1 Me |H F Me H H H H |&& 28
9.2 MelH |[F |[Me |H |H |Mel|H |2&2Zg
9.3 Me {H |[F |[Me |H {H |F |H [=&Z§&
9.4 Me |[H [F (Me [H |H |CI [|H X A&t
9.5 Me |[H (F [Me |H H |Br |H [A& Z8
9.6 Me |H F Me Me {H Me |H |&& 28
9.7 Me |H F Me H Me |Me |H [|B& Z&
9.8 Me |H F Me H H Me {Me [&& 28
9.9 Me {H F Me H F Me (H (&& 28
9.10 {Me (H F Me H Cl |[Cl [H B8 Zg
9,11 [Me |H F Me H H H H CHa
912 Me H [F [Me [H [H [Me |H |CH;
9.13 |Me |H F Me H H F H CH2
9.14 Me |H F Me H H Cl |H CH2
9.15 [Me |H F Me [Me |H Me |H CH>
9.16 |Me [H F Me |H Me |Me |H CHo
9.17 |Me H F Me H H Me [Me |CH;
9.18 |Me |H F Me H F Me |H CHo
9,19 |Me |H F Me |H Ct |Gl |H CH»
920 |Me |H F Me H H H H O
9.21 |Me |H F Me H H Me H [O
9.22 |Me |H F Me |H H F H o]
9.23 [Me |H F Me |[H H ICI [|H O
9.24 |Me |H Cl |Me |H H H H A& As
9.25 |Me |H Cl (Me |[H H Me [H AE A
9.26 |Me |H Gl |Me H H F H A& AE
9.27 [Me [H Cl Me H H Cl |H A Ag
9.28 [Me |H Cl [Me H H H H |CH2
9.29 |Me |H Cl Me [H H Me |[H |CH2
930 [Me H |CI [Me [H H I[F [H |[CH>
931 |Me |H Cl [Me H H Cl H CH
932 Me |[H [Cl [Me H H H [H |O
0.33 |Me |H Cl [Me |H H Me |H (o]
9.34 |[Me {H Cl |[Me H H F H O
9.35 |Me |H Cl (Me |[H H Cl |H 0
936 |Et |H F Me [H H H H ANE AF BHAM A
937 |Et |H F Me |[H H Me [H S Ag BHAH T X
938 |Et H F Me [H H F H AE Ag
939 |Et |H F Me |[H H Cl [H =y At
1940 |Et |H [F Me H |H |Br |H |8 Z8
941 |Et |H Cl [Me |H H H H AE Ag
[0558] 942 |[(Et |H Cl (Me |[H H Me |H E Ast
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[0559]

R’l

N

Y4

=== 3 5 5 9 10

iy R® R R®IRTR®IR® IRT A ERERE
643 Bt B 0 Me 0 0 [ 0 122 2
044 Bt JH 16 Me B 8 (6 B == Z@
045 Bt |0 ol |Me |H JH Br | =& 2@
046 Bt |0 [F Me |H |H |0 |H [CH,
047 Bt H F Me [H JH IMe |H [CH.
648 &t 0 JF Me [ H [F |H [CHa
949 Bt A |F Me 10 10 |G |H |CHa
950 Bt |0 IF Me |H |0 |Br |H |CHa
051 [B&t |H Gl Me JH JH JH |H ICH,
052 [Bt |0 |cl Me |0 _JH Me |H |CH.
953 |Et JH [0 Me |H JH F |H [CH.
054 Bt JH (ol Me B JH |G |H [CH.
955 Bt [0 ol |Me H |0 |Br JH [CH,
956 Bt [0 [E Me [0 0 A H [0

557 18t 10 |F Me [0 |H [Me |H [0

558 &t 1H JF Me |0 JH [ _H (O

950 Bt |0 F Me B JH & A (o

960 &t IH JF Me H o 1Br |H [O

961 Bt 0 o Me B H B JH o

962 Bt 10 [0 Me H JH Me |H o

963 Bt |H ol [Me H JH F |H O

964 Bt |0 o Me | H o [ o

565 &t 10 1ol Me 0 JH Br |H [o

566 Pr B B Me [0 0 Me [H [z =g [B& oA
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[0560]

3£ 10

1"2 ZAIE A |X0A 2 S A 3HE |
"2 ZAIE &4 XA 212 dIBE 2= ateral 1a-12] 3HEFE:

g T 2 3 7 B g T0
gtﬂ%*ig R R R R R R R A o= oolg
10.1 Me [H F H H H H =y 2Agt SHAH DX
10.2 Me |H F H H Me H A AE SHAR D Xl
10.3 Me |H F H H F H A AE
10.4 Me |H F H H Cl H EEEE]
10.5 Me |H F H H Br H NN At
10.6 Me |[H F Me |H Me |H =y 2Ag
10.7 Me [H F H Me [Me H == Ast
10.8 Me |H F H H Me Me A 2AE
10.9 Me |H F H F Me [H = AE
10.10 Me |H F H Cl Cl H S 28
10.11 |Me [H F H H H H CH,
10.12 |Me |H F H H Me |H CH>
10.13 [Me |H F H H F H CH>
10.14 [Me [H F H H Cl H CHa
10.15 |Me [|H F Me [H Me |H CH;
10.16 (Me [H F H Me [(Me (H CH>
10.17 |Me [H F H H Me [Me |[CH»
10.18 Me |H F H F Me H CH2
10.19 Me |H F H Ci |Cl H CHaz
10.20 Me |H F H H H H O
10.21 |[Me |H F H H Me |H e)
10.22 [|Me |H F H H F H ]
10.23 [Me [|H F H H Cl H [e)
10.24 {(Me |[H Ci [H H H H =y Agt
10.25 |[Me |H Cct [H H Me |[H =E A
10.26 Me |H Cl H H F H A As
10.27 [Me [H Cl |H H Cl H =E A
10.28 Me |H Cl H H H H CH-
10.29 |Me |H Cl |H H Me [|H CH>
10.30 [Me |H Cl |H H F H CH.,
10.31 Me |H Cl Me |H Me H CH»
10.32 [Me [H Cl |H H H H O
10.33 Me [H Cl H H Me H O
10.34 [Me [H Cl [H H F H O
10.35 Me |H Cl H H Cl H O
10.36 Et H F H H H H S 28
1037 [Et H F H H Me |[H A A SHAH DA (c)
10.38 Et H F H H F H = 28 sl
10.39 Et H F H H Cl H =& 28
10.40 Et H F H H Br H R
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SSS0ol 10-1213248

Ty i) Z 3 7 L} ] 10
22;5 R [R* IR |R” |R® |R R A 2212 GolH
1041 [Ft H lct H H [H H EEER
1042 [Et H o [H H Me H N ZHet
1043 [Et H fco [H [H |F H EEEE
1044 [Et [H [ [H [H jc [H EEEE]
1045 |Et [H a1 [H [H |Br |H EEEE
1046 Bt H |F H H H H CH,
1047 Bt [H JF |H H [Me H CH, DA
1048 [Et H |F |H H JF H CH,
1049 [Et H [F [H B lc ™ CH,
1050 |[Et H [F |H [H lBr H CH_
1051 [Et [H ¢ H [H H H CH.
1052 [Et |H [l [H |H [Me [H CH,
1053 [Et |H | H [H [F [H CH,
1054 [Et H o [H | a1 H CHa
1055 [Et |H |CI H |H Br H CHy
1056 |Et |H |F H |H H H O
1057 [Et |H IF H |H |Me H 9) A
1058 |Et H [F H W JF H 0
1050 [Et |H [F H |H Ic H 0
1060 [Et H [F |H |H Br |H 0
1061 [Et |H [cIl |[H [H [H H )
1062 [Et |H (cl [H [H [Me [H [o)
1063 |Et |H [ct H H | H [0)
1064 Et |H [0 [H |H ci H O
1065 |t |H |l |H H Br [H (o)
1066 |Pr H [F H |H IMe H CH, B0 A ) |
1067 |Pr H |[F Me |H [Me H 0 k]
X nys
[0561] 1068 [Et H [F [Me |H [Me |[H CH; d
[0562] F) ¥ 109 =283 dHolE (% 109 3gE HTE AT
[0563] 3etE W3 10.1 : mp 147-151C, 33 A 491.5° ;
[0564] 33E U3 10.2 : mp 92-94T;
[0565] 3}3HE W3 10.37 : mp 82-84T;
[0566] 335 M3 10.38 ¢ mp 76-77C;
[0567] 335 M3E 10.47 : mp 85-88C;
[0568] 335 M3 10.57 : mp90-93C;
[0569] 335 M3E 10.67 : mp80-85C;
[0570] 3}3tE HE 10.68 @ mp 90-93C, F3|H +77.0° .
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[0571]

F 11
12 ZAISE &4 &
Ststal Imel e =
sare R R RERTIR® [R7 [R™ |A =2/= golH
HS mp/ 23| &/ d
11.1 Mel|lF [Me [H [H H H =X A8t
11.2 |MelF |[Me [H |H Me |H Ay He
11.3 MelF |Me |H |H F H EFEEE]
11.4 [MeifF |[Me |H |H Cl |H X Ag
115 |MelF [Me [H |H Br |H = At
116 |MelF |Me [Mel|H Me |(H =E Het
11.7 |Mel|lF |Me [H |[Me [(Me [H =E A g
11.8 MelF |[Me |H |H Me |Me |=X AHE
119 |Mel|lF [Me |H |F Me |H = At
11.10 MelF Me |H |ICI [CI [H N 2Ag
11.11 |MelF |Me |H |H H H CH>
11.12 |MelF Me |H |H Me |H CH2
11.13 |[Mel|F |Me |H |H F H CH2
11.14 (MelF [Me |H [|H Cl |H CH»
11.15 |Mel|F [Me [MelH Me |H CH.
11.16 [Me|lF |Me |H {Me [Me |H CH>
11.17 Mel|lF |[Me |H [H Me |Me |CHa
11.18 |Mel|F |Me |H |F Me |H CHa2
11.19 |[Me|F |[Me |[H |CI |CI IH CH.
11.20 |MelF [Me |H |H H H O
11.21 Mel|lF |[Me |H [H Me |H @]
1122 |[Me|lF |[Me [H [|H F H O
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3
slate R" [R® [R®

Y
A
!

10
RT A =21= HlolH
mp/ 23| &/

23 |Me(F |[|Me
11.24 [Me|C! |Me
11.25 (Me|Cl [Me
11.26 [Me|Cl |Me
11.27 {Mel|Cl |[Me
11.28 IMe|Cl |Me
11.29 [Me|Ci |[Me
11.30 |Me|Cl |[Me
11.31 |[Me|Cl |Me
11.32 [Me|Cl {Me
11.33 |Me|Cl [Me
11.34 |Me|Cl [Me
11.35 {Me|Cl [Me
11.36 |Et |[F |Me
11.37 |Et |F |Me
11.38 |[Et |[F [Me
11.39 |Et [F [Me
11.40 |Et [F |Me
11.41 {Et |[Cl [Me
11.42 |Et |Cl [Me
11.43 |Et {Cl {Me
11.44 |Et |Cl |Me
11.45 |Et |Cl |[Me
11.46 |Et {F |Me
11.47 |Et [F |Me
11.48 |Et |[F |Me
11.49 |Et [F |Me
11.50 |Et {F [Me
i1.51 |Et |{Cl [Me
11.52 |Et [Cl [Me
11.53 |Et |Cl |[Me

b

X
| e
oo oo |

ol

i

i

on {0 f IO} 0%}

-

s

-

s

Ol | O § o foi §

i

Ik
i
Y { Y | g U

o

IIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIII
IIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIII
m

11.54 |Et |Cl [Me Cl CHa
11.55 |[Et |CI |[Me Br CH;
11.56 |[Et |[F [Me H o)
11.57 |[Et |[F |[Me Me )
11.58 |[Et IF |Me F [¢)
11.59 |[Et [F |Me [¢]] [e)
11.60 |Et [F [Me Br [®)
11.61 |Et |ClI [Me H [6)
11.62 |Et |CI |Me Me @)
[0572] 11.63 |Et [CI [Me F o
T
sae R R [R° [RTRT [R" R [A =2/= HolE
WS mp/ 23 &/
1164 [Et [CI [Me |[H |H [CI |H |O
11.65 |Et [CI [M
(0573] IMe [H |H [Br |H |O
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[0574]

X 12
22 HAlE EtA 2 . (2RS)) ¢!
StstAl In2] SHE =
sez R R R [RTRT R RT (A =2|= dlolE
HS mp/ 23| &/ S
12.1 |Me|F |Me |H |H H H =g Asg
12.2 |MelF [Me |H |H Me |H =E Ag
12.3 MelF [Me (H |H F H =l & A&
124 |Mel|F |Me |H (H C! |[H =™ 2
125 [Mel|lF |[Me |H |H Br |H =E 2HEH
126 |Me|F [Me |MelH Me [H =y AHE
127 MelF [Me |H [Me |Me |H =F AE
12.8 Me|F Me |H |H Me |Me |=& =&t
12.9 |MelF |Me [H |F Me |H =y AE
12.10 |Me|F (Me |H |CI |CI |H EEEE
12.11 |Me|F |Me |H |H H H CH2
12.12 [Mel[F [Me |H (H Me |H CH»
12.13 |Mei|F |[Me [H (H F H CH2
12.14 Me|F IMe (H |H Cl |H CH2
12.15 [Me|F |Me |Me|H Me (H CH»
12.16 |Me|F |Me |H |Me |Me |H CH>
12.17 Mel|F |Me |H |H Me |Me |[CH2
12.18 |Me|F |(Me |H |F Me |H CH2
12.19 |MelF Me |H |CI |CI |H CH2
12.20 Me{lF |[Me |H |H H H (o]
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[0575]

[0576]

sz R R RT [RTR® R° |R™ |]A —al= oolE

BHs mp/ 23| &/
1221 |MelF Me |[H H Me |[H 1O
1222 MelF [Me |[H |[H [F H O
1223 [MelF (Me [H |[H [CI [H |O
1224 MelCl [Me H [H [H [H [{H& 28
1225 [MelCl [Me [H [H [Me [H [2& 28
1226 IMel|Cl [Me H [H [F [H [=& 2s
12.27 MelCl [Me |H |H |G [H [&&8 28
1228 MelCl [Me |H |[H |H [H |CH2
12.29 |[MelCl [Me 1H |H [Me |[H |CH2
12.30 MelCi [Me |H |H [F |H |CH2
1231 MelCl [Me [H |[H |CI |[H [CH2
1232 |[MelCl [Me |H (H |H [|H |O
12.33 [Me|Ci (Me |H |[H [Me [H |[O
1234 MelCl [Me |H |[H [F [H |O
1235 MelCl IMe [H [H JCl [H |O
1236 [Et IF Me |H [H H [H [=& 28
1237 [Et |F [Me |[H H [Me [H [=& 25
1238 [Et [F |Me |H |H |F H [H& 29
1230 [Et [F [Me |H |H |CI [H =& 28t
12.40 |Et [F |Me |H |H (Br |H [=& 28
1241 [Et [CI Me [H |H [H H =& 28
1242 [Et ICl (Me [H |H [Me [H [&&8 28
1243 Et[CI Me [H [H [F H (=& 25
1244 [Et ICl [Me |H |H [CI [H (=& A&
1245 Et |C] IMe |H |H [Br |H (=& 28
1246 Et [F Me |H [H [H [H [CH:
1247 Et |F Me |[H |H [Me |[H |CH»
1248 [Et [F Me |H |[H |[F |H ICH»
1249 [Et [F |Me |[H [H [Cl |H [CHa
1250 [Et F [Me |H [H (Br |[H [CHp
1251 lEt ICl [(Me |H |H [H [H |CH;
1252 Et |Cl IMe |H |[H [Me |[H [CH:
12563 [EL |Cl [Me |H |H |F |[H [CH»
1254 [Et [Cl [Me |H |H |CI |H |CH»
1255 [Et |G Me |H |H [Br [H ICH2
1256 [Et [F [Me |H |H |H |H O
1257 [Et IF |[Me |H |[H [Me [H O
1258 [Et [F |Me H [H [F [H O
1250 [Et [F Me [H |[H [c1 [H O
1260 Et [F Me H |H [Br |[H O
1261 et lct iMe H [H B [H O
stz R [R°[R° [RTIR® IR® [R™ A =2|= ololE
s mp/ 25| &/2 &
1262 |[Et |Cl [Me [H |[H [Me |[H |O
1263 [Et |ICl [Me [H |[H |F |H |O
1264 [Et ICl [Me |H |[H |CI [H O
1265 |[Et |Cl Me [H |[H (Br |[H [O
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[0577]

* 13
22 TAIS EFA AXOA Q) LM SR BIZE 0l 2HM 014 (=, (2RS)) 2!
shstal Ipol shere:
sa=z R [R°RT RTR® R R™ A =2|= glolg
= mp/ 23 &/2
13.1 MelF [(Me [H [H H H =® A
13.2 |Me|lF Me |H |H Me ([H AE 2
13.3 Me|lF Me |H |H F H =& Ag
134 |MelF [Me |H |H Cl [H =& A
13.5 [MelF |[Me |H |H Br |H =& Ast
13.6 |Me|F Me |Me|H Me |H =E A
13.7 [MelF [Me |H |Me Me |[H =& A
13.8 |[|MelF |Me |H |H Me [Me |=& 2HE
13.9 |[Me|lF [Me |H |F Me [H = ® At
13.10 (MelF (Me |[H {Cl (CI |H =& Agt
13.11 [MelF |Me |H |H H H CH:2
13.12 |Me|F [Me [H |H Me |H CH2
12.13 MelF |Me |H [H F H CH>
13.14 [Me|lF |Me |H |H Cl |H CH2
13.15 [Me|F [Me |MejH Me [H CHa2
'13.16 |Me|F |Me |H |[Me |Me |H CH»
13.17 |[Me|lF |Me |H |H Me IMe |CH»
13.18 |Me F (Me |H |F Me H CH:2
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[0578]

[0579]

sz R [RIRE [RT[RET R [R™ A =5/= HolH
Hs mp/ &3 &/ H
13.19 [MelF [Me |H [CI |CI |H |CH.
13.20 Me|F Me |H |H H H O
13.21 MelF [Me H [H |Me [H [O
13.22 [MelF [Me |H [H [F [H |O
13.23 [MelF |Me |[H [H [CI B [O
13.24 |MelCl [Me |H [H |H [H |~& 2t
13.25 [MelC) [Me |H [|H Me |H = E A
13.26 |MelCl [Me [H [H [F |0 [&& 2
13.27 [MelCl IMe |H |[H [CI |H =& =Zst
13.28 |MelCl [Me |[H |[H [H [H [CH,
13.29 [MelCl IMe |H |[H [Me |H |CH,
13.30 [Mel|Cl [Me |[H |H |F |H ICH»
13.31 |MelCl IMe |H [H [CI |H |CH,
13.32 [MelCl [Me |[H [H H B[O
13.33 [MelCl [Me |[H |H Ime [H |O
13.34 [MelCl [Me |H |H F |H O
13.35 [Me|Cl [Me [H |H |CI [H |O
13.36 |[Et [F [Me |H |[H |H [|H |88 2=
1337 [Et [F [Me |[H [H |Me |[H |=g =&t
1338 [Et [F [Me [H |H |F |H |=&z=
13.39 [Et [F Me |H |H |Cl |[H |=& =&t
1340 [Et [F Me [H |[H [Br |H [=& 28
1341 [Et |ICI [Me |[H |H A |H |28 =&
1342 Et |ICI (Me H [H [Me |H [z =&t
1343 [Et [CiMe |H [H [F H |=z za
13.44 Et [CI Me [H [H |G |H |=& &
1345 [Et [Cl [Me |[H |[H [Br |[H |=& &
1346 [Et [F Me [H [H [H |H |[CH;
1347 [Et |F |Me |H |H |Me |H [CH.
i3.48 [Et [F [Me H |H |F |H ICHs
13.49 [Et [F [Me |H H [CI |H |CH:
13.50 Et [F [Me |H [H [Br |[H |CH.
13.51 [Et |[CI [Me |H |H |H |H |[CH.
1352 |Et |CI [Me |H |[H |[Me |[H [CH,
1353 [Et |CIi [Me |H |[H |F |H |[CH,
13.54 [Et |Cl [Me |H |H |CI |H |CH,
1355 [Et [Ci[Me |H [H [Br |[H [CH»
1356 [Et [F [Me [H [H H [H |O
1357 |[Et |[F |[Me (H |[H [Me |H |O
1358 [Et [F [Me JH IH |F |H |O
1350 [Et [F |Me |H |H JCI |H |O
serz R [RRTRTIRTIRYR™ A =2/ lolel
HS mp/ 23 &/2 S
13.60 |[Et [F |[Me |H |H [Br |[H |O

1361 [Et[Cl[Me [H [H [H |H O

13.62 |[Et.[Cl [Me [H [H |[Me |[H |O

1363 [Et [CI[Me [H [H |F |H |[O

13.64 [Et [Cl [Me [H [H {CI TH O

1365 [Et [Cl [Me [H [H |Br [H [O
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X 4

22 12 ZAIE EA X0 AL X etsA B2 0] 2tAIDIE(F,
(1*RS, 2RS)) 2! atstA] le-12] 3t & =:

sze R R R [RTRT[RT R A =2l GlolE
HS mp/ 23| &/2 S
141 |MelF [Me H [H (H (H =E AHE
142 |Me|lF [Me |[H |H [Me [H = E AE
143 [MelF Me [H |H |[F H =y Ast
144 |MelF |[Me |H |H |CI [H =& As
145 |Me|lF |Me |[H |H |Br |[H Ny Z2E
14.6 [Me|F [Me |Me|H [Me |H Ay AE
14.7 |Me|lF |Me |H [Me|Me |H 2y Ag
14.8 |MelF Me |[H |[H IMe |Me |Z& Z&
149 [MelfF (Me |[H |F |[Me [H ESFSEER=T]
14.10 |Me|F [Me |[H (ClI |[CI {H E HE
14.11 Me|lF Me |[H |[H [H [|H |CH2
14,12 MeifF Me |[H |[H |[Me |H CH2
14.13 |[MelF [Me |H |H |F H |CH:
14.14 Me|lF |Me |H |[H |Cl |H [CH2
14.15 |[Me|lF |Me |Me|lH |Me |H |CH2
[0580] 14.16 [Me|lF |Me |H |Me|Me |H |CH»
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[0581]

[0582]

[0583]

saz R RRT [RTIRTIR® R [A =2|= ¢lolE
HS mp/ 23 &/2H
14,17 (Mel|lF |Me |H |H IMe |Me |CH2
1418 |[Me|F [Me (H [F |Me |H CH>
14.19 |Mel|lF |Me [H |Cl (CI [|H CH»
14.20 |[MelF [Me |H |{H [H H O
1421 [Me|F Me |[H |[H [Me [H O
14.22 [MelF |Me |[H |H |F H O
1423 [MelF Me |[H |H |Cl |H O
1424 |[MelCl Me |[H |H |H H ESESE=-R=
14.25 |[MelCl |Me |H |[H [Me |H = E Agh
14,26 (Me|Cl IMe |H |H |[F H =& A28
1427 {(Me|Cl {(Me {H [H |CI H Ay &8
1428 MelCl [Me H |H |H H CH:2
1429 [Mel|Cl [Me |H |[H [Me [H CH>
14.30 Me|C! |[Me [H |H |F H CHo2
1431 [Me|Cl [Me |H |H [CI [H CHo
14.32 [MeiCl |[Me |[H |H |H H (@]
14.33 [Me|Cl Me |[H |H |Me |H O
14.34 (MelCl Me |H [H |F H (@]
14.35 [Me|Cl [Me |H (H |CI |[H O
1436 [Et [F [Me |H |H |H H Ay 28
1437 |[Et [F Me |H |H [Me (H =& 28
1438 [Et |[F [Me [H |H |F H =8 28
1439 [Et |[F |[Me |H [H ICI H =& Ast
1440 |[Et [F [Me |[H |H |Br |H =®™ 28
14.41 [Et |ICl Me |H |H |H H =& A
1442 |[Et ICY Me |H |H [Me |H E A
1443 |Et (Cl Me |H |H [F H =& A
14.44 [Et {Cl [Me (H {H |CI |H =& A8t
1445 |kt [CI [Me [H |[H {Br (H =& Z2s8
1446 |[Et F [Me |H |H IH H CH2
1447 Et [F IMe [H |[H |[Me [H CH2
1448 |[Et |F |[Me |H |[H |F H CH2
1449 [Et [F |Me |H |H |Cl H CH2z
1450 |[Et [F Me |H |H |Br |H CHa2
1451 |[Et |[Cl Me |H |H |H H CH>
1452 |[Et {Cl [Me (H |H |Me [H CHa>
1453 |Et |Cl |Me |H |H [F H CHs

114.54 {Et |Cl (Me [H |H |CI H CHa>
1455 |Et |Cl Me |H |H [Br [H CHa2
1456 |[Et [F [Me |H [H [H H (@)
1457 |[Et [F Me |H |H |[Me |H O

ster= [RT[RPRT RT[RFR® [R™ [A =el= dlolel
HS mp/ 23| &/ s

14.58 [Et [F [Me |H |H IF 1O

1459 [Et [F [Me |[H |H |G |H |O

14.60 [Et [F [Me |H |H |Br |® |O

1461 |[Et |ICI [Me |[H |H [H |H |O

14.62 I[Et [CI [Me |[H [H |Me [H |O

14.63 |[Et |ICl [Me |H [H [F|H (O

14.64 [Et |CI [Me |H |H |CI _|H |O

14.65 |Et |ICI [Me |H |H |Br |1 O

theo] % 15 3}8H4 a, Ia-1, Ib, Ic, Ic-1, Id, Id-1, Ie, Ie-1, Ik, In

AREEE BHek Vol TA oS dAHer ARd Aot

oMol wjdL ZhAlv (S, (2RS))o]tt.

pud
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S=506 10-1213248

F 15

a2 R® IR” [REIRT RV A ERESEENE]
HS mp/ 23| 8/2d
154 |H |H jJH H H |=zy s

152 H H H Me [H [==zZ& |Hcrg oA

153 |H |H H |F H [=2& 28 |HCIY 0Al (a)

154 [H [H H Jc |H =22z

155 [H H |H [Br [H =& Z&

156 |H [Me [H [Me [H [=&Z&

157 |H [H [Me [Me [H [=&Z& |b)

158 H [H [H [Me [Me [H&ZE )

158 H H [F Me [H [===zsa |d)

1510 [H H [l |cl W T=zzs

541 [H H H H H |[CH,

6.2 H H H [Me |H |CH> HCI & DAl mp>260T (e)
513 H |H [H |F H |CH:

1514 H |H [H [CI H |[CH;

1515 [H |H [H [Br [|H [CH»

1516 [H [Me [H [Me [H [CH» HCI & O mp 254-268°C (f)
1517 [H |H [Me [Me [H |[CH,

1518 |[H |H [H [Me [Me [CH.

1519 H |H [F IMe [H [CH.

1520 |H |H |cI |cl H ICH;

[0584]
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S=506 10-1213248

2R R” [RF IR® R™ JA ERE=REE
g4 mp/ 23 &/ g

15.21 |H H H H H (@)

1522 H H |H [Me [H (o) HCI & X mp>260T (g)

15.23 |H H H F H O

15.24 H H H Cl H O

15.25 |H H H Br H O

15.26 |H Me |H Me (H O

15.27 |H H Me |[Me |[H O

15.28 [H H H Me |Me |O

15.29 |H H F Me [H O

15.30 |H H Cl 1A H O

15.31 |Me |H H H H =& AE

16.32 |Me |H H Me [H Ay Ze

15.33 |Me [H H F H =y Zat

15.34 {Me |H H Cl H Ay ZE

15.35 [Me |H H Br H AT Z2eh

15.36 |Me (Me |H Me ([H =& Z2g

15.37 |Me |H Me |[Me |[H =& 28

15.38 (Me |H H Me [Me |=& Z2E&

15.39 |(Me |H F Me H A A2

15.40 Me |H Cl |Ci H =& 28

15.41 |[Me |H H H H CH-

15.42 Me [H H Me |H CH.

15.43 Me {H H F H CH>

15.44 [Me [H H Ci H CH-

15.45 |[Me |H H Br H CH,

15.46 |Me |Me |H Me IH CH>

15.47 (Me |H Me [Me [H CH.

15.48 |Me |H H Me Me |CH.

15.49 |Me |H F Me H CH.

15.60 ({Me |H Cl |Cl H CHs

15.51 [|Me |H H H H O

15.52 (Me |H H Me H O

15.53 (Me (H H F H O

15.54 |[Me [H H Cl H O

15.55 {Me |H H Br H O

15.56 |Me |Me |H Me H O

15.57 Me |H Me |[Me |H O

15.58 |[Me |H H Me Me |O

15.59 [Me |H F Me H O

15.60 [Me |H Cl |ClI H (@]

15,61 [H |H |H [Et [H =& Za [HCI 2 DAl mp>260T (h)
[0585] 15.62 H F H H H O HCI & O A ()

se2[R® [R” [R¥ |RT JR™ ]A ERTEEEIE]

HS mp/ 23| &/2 8

15.63 [H [Me Me |H H |O HCI & DX mp> 241-245°C(j)

1564 H [H |H [OMe |[H == zs [HCIS o
[0586]
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SEE53d 10-1213248
[0587] F) % 159 FuHs (a) WA K):

(a) 1H-NMR (DMSO0) 8.8 (br, 3H), 7.5 (m, 1H), 7.3 (m, 1H), 7.1 (m, 1H), 4.7 (m, 1H),
3.0 (m, 1H), 2.8 (m, 1H), 2.5 (m, 1H), 2.0 (m, 1H);
(b) 7.14 (s, 1H), 6.98 (s, 1H), 4.30 (t, 1H), 2.87 (ddd, 1H), 2.72 (m, 1H), 2.45 (m, 1H),
2.25 (s, 3H), 2.24 (s, 3H), 1.62 (m, 1H);
(c)7.03 (d, 1H), 6.99 (d, 1H), 4.50 (dd, 1H), 3.12 (m, 1H), 2.79
(ddd, 1H), 2.38 (m, 1H), 2.30 (s, 3H), 2.25 (s, 3H), 1.8 (m, 1H);
(d) 7.12 (d, 1H), 6.83 (d, 1H), 4.30 t, 1H), 2.90 (ddd, 1H), 2.75 (m, 1H), 2.50 (m,
1H), 2.24 (s, 3H), 1.64 (m, 1H);
(e) (DMSO0) 8.5 (br, 3H), 7.4 (s, 1H), 7.1 (m, 2H), 4.3 (t, 1H), 2.7 (m, 2H), 2.25 (s,
3H), 2.1-1.6 (m, 4H);
(f) (DMSO) 8.4 (br, 3H), 7.15 (s, 1H), 6.95 (s, 1H), 4.3 (br, 1H), 2.5 (m, 2H), 2.25 (s,
3H), 2.15 (s, 3H), 2.0-1.6 (m, 4H);
() (DMSO) 8.8 (br, 3H), 7.4 (d, 1H), 7.05 (dd, 1H), 6.75 (d, 1H), 4.4 (br, 1H), 4.2 (m,
2H), 2.25 (s, 3H), 2.3-2.0 (m, 2H);
(h) (DMSO) 8.6 (br, 3H), 7.5 (s, 1H), 7.2 (dd, 2H), 4.7 (t, 1H), 3.0 (m, 1H), 2.8 (m,
1H), 2.6 (g, 2H), 2.5 (m, 1H), 2.0 (m, 1H), 1.2 (t, 3H);
(i) (DMSO) 8.9 (br, 3H), 7.4 (d, 1H), 7.2 (m, 1H), 6.95 (m, 1H), 4.5 (t, 1H), 4.3 (m,
2H), 2.4-2.1 (m, 2H;
(i) (DMSO) 8.7 (br, 3H), 7.3 (d, 1H), 6.75 (d, 1H), 4.4 (t, 1H), 4.3 (m, 2H), 2.2 (s, 3H),

[0588] 2.3-2.1 (m, 2H), 2.0 (s, 3H).

[0589] thEe] 3% 162 shebA If, If-1, Ig, Ig-1, Ij, Ij-1 % ILS] 3HES Axst7] s AHeHE= 5438H4) Va9l
TOA opl S AAF ez AHd Aol
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¥ 16
Er—— 7 L g 0
gtﬁ.z.;;lg R® |IR" |R® [R® IR™ IA =21= HolH
161 [Me H [H H [H [HE 28 |HCI Y 07 (a)
16.2 [Me |[H [H [Me |[H [X& Z& [HCI & Al (b).
16.3 Me |H H F H H Ag
16.4 Me |H H Cl H A Zg
16.5 Me H H Br H NAE He
16.6 Me [Me [H |Me |H A Agt
16.7 [(Me [H Me (Me [H A At
16.8 [Me [H H [Me |Me [Z& 28
16.9 [Me |H F Me [H Ay Agt
16.10 |Me |H |CI |CI |H AN Ag
16.11 Me H |H [|H [H [CH, HCI & D&l mp 246-247°C (c)
16.12 |Me |H H Me |H CH_
16.13 |Me |H H F H |CH2
16.14 [Me |H H C! |H CH.
16.15 (Me [H H [Br |H CH2
16.16 |Me |Me {H [Me |[H |CH.
16.17 Me |[H |Me [Me [H |[CH>
16.18 |Me |H H Me |Me {CH:
16.19 |Me |H F Me |H CH2
16.20 |Me |H Cl |[Cl |H CH>
16.21 Me H H [H H |O HCI & Xl
16.22 |Me |H H Me H (O
16.23 |Me [H H F H O
16.24 |Me (H H |Cl (H O
16.25 (Me |H H Br |H O
16.26 Me |Me |H Me (H O
16.27 Me |H Me {Me [H O
16.28 {Me |H H Me |[Me |O
16.29 |Me |H F Me |H O
[0590] 16.30 Me |H Ccl |Cl H (0]
[0591] ) ¥ 169 ZaW3E (a) WA (¢):
(a) (DMSO) 8.8 (br, 3H), 7.7 (d, 1H), 7.3 (m, 3H), 4.3 (br, 1H), 3.2 (m, 1H), 2.5 (m,
2H), 1.2 (d, 3H);
(b) (DMSO) 8.8 (br, 3H), 7.4 (s, 1H), 7.15 (m, 2H), 4.2 (br, 1H), 3.2 (m, 1H), 2.5 (m,
2H), 2.3 (s, 3H), 1.2 (d, 3H),
(c) (DMSO) 8.5 (br, 3H), 7.6 (dd, 1H), 7.2 (m, 3H), 4.1 (br, 1H), 2.8 (m, 1H), 2.2 (m,
[0592] 1H), 2.0 (m, 1H), 1.5 (m, 1H), 1.1 (d, 3H).
[0593] o5 ® 172 348k Th, Th-1, Ti, Ti-1 ¥ In9 3IHES Axs7] Y8 28-S e 3824 Vbl F7HA] ofvl

S A H o R A Zlojt),
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¥ 17
se= RP R [R° R R" A =2|= HolH
174 [Me [H [H |H H =X 248 |HCI Y DX mp 245-260C
172 Me [H (H {Me H |ZH& 28
173 Me H H |F H (=& A5
174 Me lH H |C [H [|&A& A8
175 Me |[H |H Br H |=xmyAs
176 Me Me |[H |Me |H [|=& 2§
177 |Me |H [Me Me |H |Z=& 2§
17.8 Me H |H [Me |Me |&& 28§
179 MeH |[F [Me |H |=& A&
1710 Me |[H |CI |G |H [|H& Z&
1711 Me [H |H [H H |CH2
1712 Me H H {Me IH |[CHa
17143 Me |H |[H |F H |CH:
1714 Me H |H (Cl [H |CHz
1745 Me H H [Br |H |CH»
17.16 Me |Me H Me |H |CH2
17.17 Me H [Me [Me |H |CHa
1718 Me H [H [Me |Me |CH;
1719 Me H |[F [Me |H |CH;
1720 [Me |[H ICl {CI (H [CH2
1721 Me H H [H H (O
1722 Me [H H (Me |H |O
1723 |Me H [H |F H |O
1724 Me [H H jCI H 1O
17.25 Me |H H [Br |H O
17.26 [Me Me |H [Me [H |O
17.27 |Me |H |Me (Me [H |O
1728 Me |[H |H [Me |Me O
1729 Me |[H [F [Me |H |O
[0594] 17.30 [Me |H ICI €I |H |O
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[0595]

¥ 18%19

steral X9 ster=:

R~

a0 A0IAL,

R0l 2=2=20tM E[stE 2 B1= 18.1 LHXI 18.63] L£= HIS AIOHMI E[SHE
19.1 LHXI 19.63]01 12, R° 0| HIZ Q! Stet=22| A0 A 22 HAIE B4 XA )
i 2 etAlDl & (=, (2RS)0ICH

siete sz R R R R RT |A =2/ = glolE
WS b5 mp/ 25| 7 /9) &

181 191 ™ (T R R (¥ R [ R E< ST
18.2 19.2 H 0 B Me |H =& za
18.3 19.3 0 H H_F 0 [=& =s
18.4 19.4 ¥ T R ¥ R oY R T R EXE e
185 19.5 A B Br B n& 2ar
18.6 19.6 H |Me |H Me |H =X A&
18.7 19.7 00 |Me [Me |H _|== za
18.8 19.8 A H | Me |Me |== zal
18.9 19.9 H H F Me |H =z za
18.10 19.10 AR g jor H (=22 2
18.41 19.11 N T N ¥ R [ [ R [T
18.12 19.12 H 0 B |Me |H___|CH,
18.13 19.13 T T [ T
18.14 19.14 T R ¥ R X R [ N (e
18.15 19.15 A0 H Br _|H__|ch,
18.16 19.16 A Me B |Me |H __|CH:
1817 1947 A H [Me |Me |H __|CH,
18.18 18.18 H 1 [H Me [Me |[CH,
18.19 19.19 H W Me |H__[Ch,
18.20 19.20 Al e Sl [Ch,
18.21 19.21 A/ i H__|o

18.22 19.22 AW A Me |H_ O

18.23 19.23 Ao B JF _JH o
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[0596]

sters sz R R R R R A =22I= GlolE
= = mp/ 23| &2l

18.24 19.24 H H H cl H [®)
18.25 19.25 H H H Br [H 0
18.26 19.26 H [Me [H Me [H [s]
18.27 19.27 H [H Me (Me [H O
18.28 19.28 H [H [H Me [Me |O
18.29 19.29 H H IF Me [H o
18.30 19.30 H H ja [a O
18.31 19.31 Me H [H H H EFIEE
18.32 19.32 Me [H [H Me |H ERIEERE
18.33 19.33 Me H [H F H EEEE:
18.34 19.34 Me |H [H cCl H EFIEER
18.35 19.35 Me H |H Br H =& 245t
18.36 19.36 Me [Me (H Me [H EEIEE
18.37 19.37 Me [H [Me [Me |[H =y 28t
18.38 19.38 Me H [H Me [Me (=& 28
18.39 19.39 Me [H |F Me [H EFEEE
18.40 19.40 Me [H a1 jc H EEIEE
18.41 19.41 Me H [H H H CH.
18.42 19.42 Me [H H Me |H CH,
18.43 19.43 Me [H 1H F H CH.
18.44 19.44 Me H |H Cl H CH,
18.45 19.45 Me [H [H Br [H CHa
18.46 19.46 Me [Me [H Me [H CH,
18.47 19.47 Me H [Me [Me [H CHa
18.48 19.48 Me [H [H Me [Me |[CH,
18.49 19.49 Me H |F Me [H CH,
18.50 19.50 Me H jcI |ci IH CH,
18.51 19.51 Me H [H H H [®)
18.52 19.52 Me [H [H Me |H )
18.53 19.53 Me [H [H F H [0)
18.54 19.54 Me [H [H cl H [e)
18.55 19.55 Me H [H Br |H (]
18.56 19.56 Me {Me H Me [H O
18.57 19.57 Me H [Me [Me [H O
18.58 19.58 Me [H |H Me [Me |O

18.59 19.59 Me [H |F Me |H [0)
18.60 19.60 Me H |CI [cl H [®)
18.61 19.61 H [H H Et |[H EEEE
18.62 19.62 H [F H H H o)
18.63 19.63 H |Me [Me |H H [e)
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[0597]

[0598]

statAl Xlllaol 3t & =:

a1 A 0llA,

R0l 222 0M El[atet2 2= 20.1 LKl 20.30] E£&=

[Bt&t= ®5 21.1 LK 21.30]0ICh.

ISAIOLAIE

T e e 7 L 0

9;; Eﬁ;;;f R* RTR® RTRT A =2/ 0ol
201 211 |Me [H |H [H A =& =g
202 |21.2 [Me |[H [H [Me |[H =& =gl
203 (213 [Me |[H |H |F |H |=& z=st
204 [21.4 [Me |[H |H [l |H |=& =Z&l
205 [21.5 |Me |[H |H [Br |H |=& Zigt
20.6 [21.6 [Me |Me |H [Me |H |~& Z&r
20.7 1217 [Me [H [Me |[Me |[H |=& Zat
208 [21.8 |Me |H |H |Me |Me |[m& 2t
200 [21.9 [Me |[H |F |Me |H |=Z 2ief
30.10 |21.10 [Me |H |O1 |Gl |H |=~& Zat
20.11 [21.11 [Me |H |H |H |H [CHg
20.12 [21.12 |Me |H |H |Me |H |CH»
20.13 [21.13 |Me |H |H |F |H |CHa
20.14 [21.44 |Me [H |H |l |H |CH»
20.15 [21.45 [Me |[H _|[H [Br |[H [CH.
50.16 |21.16 |Me |Me |H [Me |H |CH»
20.17 |21.47 |Me |H |Me |Me |H |CHa
20.18 [21.18 |Me |H |H |Me |Me |CHa
20.19 |21.19 |Me |H IF__|Me |H |CH.
20.20 |21.20 |Me |[H_|Cl |Cl |H |CH»
2021 2121 |Me |H |H |H |H |O
2022 12122 |Me |[H |H [Me |[H |O
2023 2123 (Me [H |0 _[F_[H |O
2024 12124 [Me |H |H_[Cl [H |O
gy p——p— 7 3 g 0

géb.ig gédig R® |[RY |IR® [R® IR"™ |A =31m §olE
20.25 [21.25 |Me |H |H |Br |H |O

20.26 [21.26 |Me |Me |H |Me |[H |O

20.27 [21.27 |Me |H |Me |Me |H |O

20.28 [21.28 [Me |H |H [Me |Me |O

20.29 [21.29 |Me [H |F_ [Me |[H |O

20.30 |21.30 |Me |H |Cl |CI |H |O
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[0599]

[0600]
[0601]

[0602]

SE53 10-1213248

£ 228123

3tatAl XlIbol 3tEHe:

&1 A0l A,

R'0| 222 0tME[SIEIS #15 22.1 L§ Xl 22.30] E£= HIS AIOHAI £

[3tEt= ®15 23.1 UKl 23.30]0ICt.

s s | s e |RP 7 B 9 T0

9;%%5 g;u*ig R® R’ |R* |R® [R™ |A =21 [0l

2214 231 Me H |H H [H (&8 =&

222 232 Me H |H Me [H [=& Zg

223 233 |Me |H H |[F [H (=& 28

224 1234 Me H H |CI [H [|=& =&

225 1235 Me H |[H IBr [H =& =&

226 (236 |Me [Me [H Me [H [=& 28

227 23,7 Me |[H |Me |Me |H HE AE

228 238 Me H |H [|Me Me |=& 2§

229 (232 Me H |[F [Me [H |H&E 28§

22.10 [23.10 [Me (H (ClI [CI [H [|=& 2§

2211 2311 Me H |H |H |H |CH;

2212 2312 [Me H |H [Me |[H |CH>»

22.13 |23.13 |Me |H H F H CH2

22.14 12314 Me |H |H |Cl |H |[CH;

22.15 |23.15 Me H |H Br [H |CH:

22.16 123.16 Me Me |[H |Me H |CH;

22.17 |23.17 (Me |H |Me [Me [H |CH:

22.18 [23.18 |Me H |H [Me (Me [CH»

22.19 2319 Me H [F |[Me (H (CH:

el | sl are |Rb 7 3 ) 10

Rén:fig gi‘ﬂ.:%g R R R R R A =221= {0l

22.20 |23.20 Me |H Cl |CI |H CH>

22.21 {23.21 |Me (H H H H O

22.22 (23.22 |Me [H H Me [H O

2223 12323 Me H H [F [H |O

22.24 [23.24 Me |H |H |CI [H |O

22.25 |23.25 |Me |H H Br |H (@)

22.26 |23.26 |[Me Me H [Me [H |O

22.27 123.27 |Me {H Me |Me |H O

22.28 [23.28 |Me |H H Me Me |O

2229 2329 Me H [F [Me [H |O

20.30 {23.30 |Me |H Cl |[CI H O
v gl te 540 geh, F2E AT me A% 240N g 448 2] A s
19 shgte we o) 9% ENPoR FolPe 5o s, AxA Tt AR 4F 2AARAE $%7)
A5 °olF fat, 7] IFES B Ax 2AEE FEUER(S, Ax 2AZE A8 AES 84
a4 we v R/me B @A ), A o) F sAHE nheh Lol ALgRTh AE 247 o
Fojgttes 2, oAdxdl BEY 22 AE A wx, 2 FA, Lolsk BHE, ¥, 7], d EE & AE K
Pol FojFS ojvj@r)
ssba) 19 SgE L o5 A(okhlME olF RFF st 19 SFtEoldu e AAHoR F2d F
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8.26, 8.34, 8.35, 8.38, 8.44, 8.48, 8.49, 8.58,8.61, 8.67, 8.68, 8.71, 8.75, 8.79,
8.90, 8.100, 8.113, 8.117, 8.148, 8.152, 8.160, 8.170, 8.183, 8.187, 8.195, 8.196,
8.197, 8.201, 8.205, 8.206, 8.209, 8.215, 8.219, 8.231, 8.233, 8.234, 8.237, 8.238,
8.239, 8.240, 8.241, 8.242, 8.243, 8.244, 8.245,8.246, 8.247, 8.248, 8.249,

8.250, 8.251, 8.252, 8.253, 8.254, 8.255, 8.256, 8.257, 9.36, 9.37, 9.66, 10.1,
10.2, 10.37, 10.38, 10.47, 10.57, 10.66, 10.67 < 10.68
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