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[0095]

[0096]

[0097]

[0098]

[0099]
[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

[0106]

A%, A¥qort e Bdw sEgelx gdel ek, aPw, o] WEYLY TH YW, HEd TE
ol AEn mjERs Fo o Aolojw ®rh. MeA TEL 18 PEL AUsAR, B4 54& @
98 49 A EYAme] $5E P97t 7] WEel, o[A% Gxmel Wb PEA] Ag Weat 9l
o.

B ool se] ATME WAold v A4H AuE BASES HAS Fystn, of Ahel A6 o)A
A48 49e BYATE Pl AF BW, UG AAY LEAN Yol Azel} £E EA, of
o 7 A4 2] B BA g B4 L AER A9 BA 5L F 5 Ao 2en, A7) mEys
A ATHE HAE B A Fo TESL 9 FE Ak

oo Wy axbe, AF 7)) 5o wEelERAE udHsh) olgurt. wWielss R ApldelA o
B EA RA AL PN B0 AgH T, AF A A, A, e A, AEA Ad, ¥4
T E A ol AREEH. 53], A" ZA AA, 2 FoAME HFE FAEHL ' Had AFYH 29
waloEe] B we] W 2xt wpEAs ol&H, FH) AR wgolw AP wlolEE AT S
o]

P

[ Alel]

olal, HAldE

o 2 Aol 9l

s, 0T 81, PspUy

o2, 2-t-FEyd 3 g(F& 65%), UFEEE 50 mleF Wt 15 mle] £ &98 A4 7|F 3 0
Tz Asla, gEFzz2de 10 nlol &1 dZEdWdYrFELHZnlo]= 3.3 ¢& H3sgit. o] &g
|AE A2olA 2A17F wgkgk & & 50 nlE FUstL, HEFEREHE 50 nl® FESUTY. #U1FE E 50
ml2 28] AAsta, vtadgor A 5, FEAA Aolx A wWEe 10 mlE 7}sbar, 108wy
& 5, onsigicl. wmE &gk 30 mlE vhekar, 308 wWHE § ol WEF AFRE F, -HEE-7-t-

2E9l 2.3 ¢& AT,

Oheo®, 1-HRR-7T-t-5g93 2.3 g(3i& 79.2%), ALREN 1.1 g, MMEFE 3.8 g, HEHFEIR
FHEAOIE 0.58 g, oMAEAREEHE 12 ngdt tMEEFo = 30 mle] EF &4 A4 7] 3, 130TA
A7 ZFd sttt Ao g Wzhe T B 30 mlE F¢sta, tERade 50 nl2 FE39. §1F
S & 20 ml2 23] AAstaL, Sintadlgoer Ax F, SEAZY. HepgbAd Zd AzviEagoel] o)
AAtAL, A Axed §, 7-t-FE-1-wd 9 1.5 g& AU

2 715 8, 0CE
ool &9 &

o}

28la, tE R 5 nld &3AIX HMAEWddRFEHREulol= 1.7 g& A3}et

= 7155 = 20 ml=
=]

S ARA 2417 wket & E 20 mlE FYotaL, tEFEEWE 20 nlE FE3F3T
ZRIA AT, Aol mA HEeE 10 ml S sbeba, wA WX s

z
2 dqsta, AE AR T, 1-HZR-7-t-FE-3-HdFd 1.9 ¢& Y}

Lo, 1-HER-7-t-5d-3-Hd9A 1.9 g, -VIYIEEAN 0.57 g, oPHENZTFF 10 mg, EFHLES
A 24 mg, 2 N GAHIEF 584 4.4 nio} OulEA gt 23 mlo] &3 §4& A2 7F 3, FF oA 54
F rdmgtaldeh, Lo WZg FOB 40 nlE FYsta, st wWEe 40 nl2 AR 5, e
7HA AzutE e o9& AHAsta, ¥ AR F, Gl A 1.4 g& AT}

o 171 =

ol el H-NMR 4 A= vhg3 ol ArlelA deojxl & A Aol sigh= [1]19] Zlo] gl

ok
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[0107]

[0108]

[0109]
[0110]

[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]
[0119]

[0120]

[0121]

SES5 10-1195655
1H—NMR(CDC13(d=ppm))21.61(5, 9H), 7.30-8.81(m, 16H).
EH, o] HFE [11& 29 4 LS olgse] 1x10° Padl &8 &, oF 230CelA +8 BAZ B

A g ) ZHs%iH AREEERTE. HPLC £X(&4 9d 254 mmol 2] WA %)= 3t AAl Hol 99.4%, %
3} BA 37} 99.6% %},

el 2
shete [10]9] 944
5

A 150 g, t-FEE2To|= 75.52 g} TS ZWE 742 ml <]
gdZulE 98.9 g& 7Felitt. o] &3 gAS AL A7+ & =
Jek 1100 ml2 FZadch. 4715 2 750 nl2 33 AAsha, FAladgor Ax, U7 & ve
o AAC o8 AAsty, oFegdet. WAF A% T o-t-Feud 272 (358 79.2%)2 A

=)

Loz, 2-t-FEud 77,15 g(gHE 79.2%), BIELDS =2F 1380 mlo] &3 &
HERasloln = 123 g& 7heHith. o] &9 %0“& 30°CoA oF 8AIRE wNkeE & o
2 WeheE AAs &, EF4d 1500 ml2 AAAS e, dF Az F, 1,3-vn
S A9 1:}
g= T M.

ggoz 1,3-tHaR-7-t-FE7d 20.0 g, -FE2EAIREL 16.52 g, HA(EFddza)gIZzady
F 0.034 g, M-BRIUYEF F€H 106 ml9} 1,2-Hu]EA]l& 240 mlo] &3 &4 AL 757 3, &7 3ol
A oF 5AIZF ZFd ket 0 507k Wzbel itk B 240 nlE Feta, AEF uAS o9 T uAE B
125 mlZ 23], W22 125 ml 2 131] AAsAT. AF AR F A 1z 2
g 2 g& Utetar, ofF 168 wukek &, TS AHsiGitt. dojzl oJds
a1, 9k IAZE wakek & ekl e 1ERd &, 7-t-5FE-1,3-4]

l

i

o, 7—t—ﬁr%—1,S—Hl¢(4—§iiﬂlé)§4EHJ 7.0 g, 3-VYHREAL 5.4 g, HlA(HulA oA =) debE
0.34 g, ENEZIALEA ﬂEa} FLRHHYCE 0.26 g, 1.27 I-A22E 5894 53 ml9} 1,4-054¢

, shol A ofF 8AIZF Zhduntelity. Heow
FUsta, EF4 300 mlZ %%6}915}. f71%5s YsHER F&9 100 nl= 23] AAstaL, %&ﬂ}:uﬂﬁz
2 A%, AN T, Agyrd 29 a2etEag e o8] AT, SHAA doz g3 uAE E
ol 50 ml, WEE 50 ml= AR F, odsigint. A Axd §, w44 7.2

A o] HNR B4 Avhs gt gel, AvlelA ol wawa dgol Sd% (1012 Zle] el

TH—NMR (CDClg (d=ppm) ) :1.61 (9H, s), 7.43 (2H, dd, J = 4.6
Hz, 7.8 Hz), 7.77-7.85 (8H, m), 7.99-8.02 (3H, m), 8.07 (2H, d, J =
9.5Hz), 8.24 (2H, d, J=19.5Hz), 8.24 (2H, s), 8.65 (2H, dd, J = 1.1
Hz, 4.9 Hz), 9.00 (2H, d, J = 1.9 Hz),

3, o] e (1012 & it HZE o] 1x10° Pael §4el s, o 200CoIM %3 AAE At v}

, 3 o] &
A g oz A2 ARSI HPLC £X(F54 9F 254 mmol M o] WA %)= w3t AAl Ho] 99.8%, %
3} AA T} 99.9% .
g 3

2-t-5F-g9 A 120 g(F& 79.2%), HEZHS|=ZF 3000 mle] £3F Ao, Ax 757 3F, N-HEES20]
"= 69.66 g& 7Faklth. o] i?ﬂ /NS 30CAA of 3A3F wwRkgk F sFekal, we2S 500 ml 7hebaL,
oF 1A17F wHket & osigint. dojR mAlel At 500 mlE s4skar, oF 1A ket & o 73l

AF Azxdd & 1-122-7-t-ReEgd 106.9 g& AU}

thgor, 1-HER-7-t-FEud 106.9 g, 4-F2RIHIREA 54.5 g, HA(EHLEE~I)YEF2EZSdF
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[0122]

[0123]

[0124]

[0125]

[0126]

[0127]

[0128]
[0129]

[0130]

[0131]

S=50] 10-1195655

0.223 g, M-ERXIIEFH £ 350 ml¢} 1,2-tlHEA]o e 1586 mlo] £33 &MS AL 7)F 35, 3F slolA

o T [¢)
oF S5AIRE ZFd kel ég‘% 2 Pzt & & 640 ml% FYsta, EFd 1170 ml2 FE890. #7115
S B 640 ml 2 23] AAFsta, abrladlgoR Az, FEA F, 5541 270 ml, W©E 1350 mlE 7shaL,

oF 2A1ZF kel & o sgiey. XWE iz 3 7—t_T e—l—(4—§iiﬁﬂé)ﬂeﬂ 105.16 g& ¥Ar}.

2, 7T-t-FE-1-4-2229d) 9 100.6 g, HEZS| == 1638 ml 2]

g0 =3 &9 44 715 3,
N-HEZR&Aoln= 535 g& 7[8At). o] &3 M8 30CoAA oF 5A17F wwtsk & w33, wEkS 984
mlE 7Fetar, oF 1A1ZF kel & of9shgi O*ovl A @Ak 539 mlE 7bskal, oF 1AF b aket
F oagenr. Ay AxRd F -HRR-7-t-YE-3-4-F22H49)9A 112.0 g& 215}.

ggog 1-BRER-7-t-RE-3-4-F22dd)dd 10.0 g, 4-2-FdId)BENIUYZ Yo E2HE 6.9
g, HA(Egddz2~a)ZetFuE2go)= 0.016 g, 1.5 N-EXFIESR 89 33 nlet 1,2-tjWE Aol g 112
ml® &3 &N& AA 7|5 st B StollA o SAZF T uksigith. Ao WA% & & 223 nlE
Y3tar, ol EAAY 236 mlE %%é Aok, #71F5S FSUEF 58N 640 nlZ 23] MAs L, I Jﬂ}lLﬂ
How Ax, %g}/\m T, 2-XE2IE 200 mlE 7Fskar, oF 2417 wwkek $ 0 of¥Eeith. A AT §F
1-(4-(2-T D) d)-3-(U-F 229 d)-7-t-FE I3 10.5 g& dAT}.

o2, 1-(4-2-9dD)Hd)-3-(4-F22HL)-7-t-FEH & 6.5 g, 3-FARE2A 1.68 g, v~ (HulZ g
dlopME)ZetE 0.143 g, EYASEIAEAAMHEHREFLEZHYCOIE 0.11 g, 1.27 M-2E 89 17
ml¢F 1,4-5154F 63 mlo] &3 &85 A& 71F &, &7 stolA oF 6AF 7t untelgint. Ao w J7hs
T, 8 34 alE F982, oAEAE 70 ml2 FEIUT. F715S GIUEF +89 34 nlZ 23] HW 3}
3, abuladlgor AxR, SEAZ B ol EAlE 18 ml, AL 72 mlE Fslar, oF 2A|7F mHtek & of
Fatgivt. AepA 2 ﬂiﬂ}i_ﬂﬂﬂﬂl o] AAG 5, SEAA dojxl 7FFA A, OM]E*JOH% 40
nlZ ANZAAE Pola, o73te] dojxl nAE ¥ A2 &, WA AA 4.1 g& A

Qojr Ewel HMR ¥4 Avkis thed gob, AlelA Qojn wa Aol sgE [107]9 Aol
A=A

TH—NMR (CDClg (d=ppm) ) :1.60 (9H, s), 7.23-7.31 (IH, m), 7.
43 (1H, ddd, J = 1.1 Hz, 4.9 Hz, 7.8 Hz), 7.77-7.90 (8H, m), 7.98-8.1
1 (4H, m), 8.16-8.29 (6H, m), 8.65 (1H, dd, J = 1.6 Hz, 4.6 Hz), 8.76
(1H, dt, J =0.5 Hz, 4.6 Hz), 9.00 (1H, dd, J = 0.5 Hz, 2.2 Hz),

w3k, o] I}EE [107]S oY M HEE ol%fs}o% 1x10° Pas] <} 3F, ¢F 300CoA 53t AAZS st
U 23 Az g2 AFRERAT. HPLC % (S3 33 254 mmoll A9 WA %)= 531 AA do] 99.4%,

%3} AA 37} 99.9%

]
ox,

o

stghe (9119 94

FHRE-7-t-5E-3-(4-F 229 ) 9.4 g, 4-vaEEN 4.58 g, v|A (B Ay FehaH IR

°|= 0.015 g, -VAUEF £&H 23 mle 1,2-tIW S Al 105 1] &3 &84S A4 7R 8, &F 3ol

Aok 4zt Zhdatelglty, Ao ® WA £, = 141 mlE F]leta, EF

AHEF 78 14l nl= 2ﬁ AAsta, abmtadlges Az, A
d

4

s T EFd 33 ml, A 132
mlE 7Fekar, oF 2AZF wkek & ofFegitt. FE A 5, 1-(4-¥]Fd)-3- (4—%_&;)1]14_) 7-t-F-d 37
10.5 g& 4Au.

o, 1-(4-¥9d)-3-(4-F 229 D) -7-t-F- 27 10.0 g, SYEHEREY 2.6 g,
=l g dlolM &) ZekF 0.22 g, EEW%E@‘J AX~AHEREFLERYCIE 0.17 g, 1.27 M-1iHbd
F 2N 26 ml 1,4-t5Ak 110 mle] &3 §948 AA 71/ 8F, &F stellA oF A2 ZFE sty A
Log Wztsk T &2 30 mlE FYI, EFA 100 nlE FE3PY. FUES JAFUEF 8N 30 nlE 2
3] AAsta, Fieltadlges Ax, SUAZ F, 254 32 nl, A 96 mlE 7Fsta, oF 2AI7F NkgE &
ARttt AEgta 24 ELEH}EZFHHM ofsf] AAZ 5, SEAA Aozl @A IAE FF<A 29 mlo
L A7]aL, wlekE 87 mlE 7hshar, oF 2A1%F wgkgl - ojdeigitt. dojd nAE HF Hdxg -, uiAl



[0132]

[0133]

[0134]

[0135]
[0136]

[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

[0143]
[0144]

[0145]

SS=S0dl 10-1195655

Aol o] H-NR 24 Adbs w53t ol, A7lelA ol wia AA o] sighe [91191 2ol A AT

TH—NMR (CDCl; (d=ppm) ) :1.60 (9H, s), 7.35-7.46 (2H, m), 7.
51 (2H, t, J = 7.0 Hz), 7.70-7.85 (8H, m), 7.98-8.08 (4H, m), 8.22-8.
30 (6H, m), 8.65 (1H, dd, J =1.6 Hz, 4.6 Hz), 9.00 (1H, d, J=1.9H

w3, o] B [01]1€ 29 Ak WX o]gato] 1x10° Pad] ¥ &, o 270ClA 53 FAS Faha 1}
uks) s } ZH%E/H Abgsleit. HPLC £%(S3 33 254 mol A e WA %)= 53 AA do] 99.8%, %
~]

el 5

shetE [6319] A

-2 R-7-(-32Eg5d 7.08 g, 4-HHAIREA 4.57 g, v (A dolNE)ZeF 0.075 g, M-EXIEF
TN 23 ml< 1,2-tH|EAIdE 105 mle &3 &A& dA 7|7 3F, FF SlolA oF 641 7 w3l
Aoz Yzsk & &5 177 nlE FYstaL, EF< 200 ml=2 FE3AY. 7715 FIJUEF #%0" 177 ml
2 23] AAsta, A avEe R 74 , A7l &, WEE 52 mlE bskar, ofF 2A17F wksl & o389l
o JF AR &, 1-(4-9]9d)-7-t- T%uml 8.65 g& A}t

oggoz, 1-(4-v9dd)-7-t-Fd7 A 8.65 g, HEZHS| EZF 126 mle] &3 &qo, A& 7]/ 3f, N-H
ZRAeHE 4.1 g& 7tk o] 3 &84S 30ToA ¢F A1z ket $ s%3skar, WekE 126 nlE
Z¥sbar, oF 1AIZF wwksk % o ekt O*OW oA HES|=2FH 30 nlS 7Feta, 71E g3 &
wekE 180 mlE 7hsbar, ¢F 1A1ZF Rkt & o ielgitt.  AEstA Z§ AZnfE e 93 éﬂﬁ& <,

=
Weg 126 ml= AAgsta, 3 Axdd

SUAA oz A
8.8 g& AU},

i

tgor 1-HaR-3-4-vFdd)-7-t-FE92 4.33 g, 4-(2-7 L d)HEAT S o|EAEHZ 2.76
g, Ha(gddgdoelAE)ZeE 0.035 g, 1.5 M-8R ESR +89 60 mlet 1,2-tuSAog 44 mlo] &%
SNS AA 7)F s, R SHA oF 6A13F rEundtslglt). A2ow Wk & & 120 mlE
=
=

= =
dl 140 mlZ FZF33At. 7152 FSHEF 789 120 ml= 23] AAgstaL, Fidviadae

1l =
A7l F, AeigbAa 23 g2velEage o) A SEAA dojzl dEa uAE EFA 30 mlol
7t gaAZ 5, A 150 mlE stekar, oF 24z ﬂt&ff& oyt dold nAE AF AxI T,
WA AA 355 g AYT).

Qo Ere] HNR B4 Aabi theat o, AvloA dejxl wa Ao = [63]9) Ro] ALt

TH—NMR (CDCl; (d=ppm) ) :1.60 (9H, s), 7.22-7.31 (IH, m), 7.
36-7.44 (1H, m), 7.51 (2H, t, J = 6.7 Hz), 7.70-7.90 (10H, m), 8.04 (
2H, t, J=2.4Hz), 807 (IH d J=22Hz), 816-8.30 (6H, m), 8.76
(1H, d, J =4.9 Hz),

2 olgatol 110" Pas) 442 3, oF 260TAM 53 HAE Wekm

HPLC +=%(54 3¢ 254 mmoll A9 AA %)+ 53 AA Heol 99.8%, <+

[H

w3, o] T [63]S o9 Ak #
A 22b AuEA ARt
3l AA 37} 99.9% %t}

1,3-t B2 R-7-t-Re 3 15.0 g, 4-(2-T A d ) HEAT L ZH o) Eo| AH 2 22.3 g,
HA(EgddEam)ZgEr)EE2go]= 0.25 g, 1.5 F-ERYES 89 107 nlst 1,2-v#H S Aol gk 180 ml
o] &3t &S AL 7|F 3, R P oF 6A17F FFEuRkEGITE. ARo=® WAs & F 151 mlE Y
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[0146]

[0147]

[0148]

[0149]
[0150]

[0151]

[0152]

[0153]

[0154]

[0155]
[0156]

[0157]

[0158]

[0159]

S=S0dl 10-1195655

< E= 33 MAASa, sbtadEeR Ax, AN T, &

i, ok 50 ook, Aegbd ZAEl gEetEa]e o3
S 5, TEAA Oéom %‘A‘ AAE EF 57 mlo| &aiA7|aL, wlErE 171 ml S 7p8har, ofF 241k w
3, oy, dojxl nAE AF AFS T, WAl AR 18.25 g AU

BEe MR 24 Ads o3 ol A7l Aol WA Aol sheke [10610 Zle]

"TH—NMR (CDCly (d=ppm) ) :1.59 (9H, s), 7.17-7.31 (2H, m), 7.
68-7.89 (8H, m), 8.05 (2H, d, J =9.2 Hz), 8.05 (1H, s), 8.13-8.28 (8
H m), 876 (2H, d, J =5.1Hz),

A= o] f3le] 1x10° Paol oFel &, oF 200Ceo|A 23 AAZ ety
LA g A g EA ARESEith. HPLC SR=(5A 3 254 moll A o] WA %)= 3t AAl ol 99.8%,
23} AA T} 99.9% ).

1

EF, o] RFE (1061 29 A PLF o

s
ox

q

7
3}3HE [144]9) 34

1,3-tjpzr-7-t-Fegd 2.0 g, 4-2-FA=Fdid)RENT U AH 23,5 g, HA(EFAdEAa)gE=
23F 34 ng, 2 M HAHUEF 589 11 ale} 1,2-tdEA gt 24 nLe] 3 &9 A4 77 8, &7/ 3
oA 5AIZF FrE kst Aeow Yzd & B 50 mLE FYstar, AL shollA 1Az wRksigitk. A&

& wAS ozhstel, MEE 10 ool AASAL. Qeld wAT Al azehEadsd o8 AAE
F, BT 30 nlE AARSD, OBt Pold WAE AF AxF F, WA P2 2.2 g2 ATk
ol el MR R4 At that gob, ATIA ol WA Rwe] 3R (14419 Ao] HAHgl
oh.

TH—NMR (CDC |4 (d=ppm) ) :1.60 (9H, s), 7.57 (2H, t, J = 6.8
Hz), 7.77 (2H, dt, J= 1.4 Hz, 8.4 Hz), 7.88 (6H, d, J=8.4 Hz), 7.9
9-8.11 (5H, m), 8.21-8.33 (7H, m), 8.25 (IH, s), 8.39 (4H, d, J = 8.4
Hz) .

o] SR (14415 99 S BEEF olgstel 1x10° Pasl el 3, 320CNN 3 AAE Wsku LA
g% S ARZA NEHGT. WO EXEY A 25 wAde ARBE, 2% 24 ) 0.5%, &%
ape

EFLAU-2-UREAS o] &3k o]9lell= A 49 FAT WHow FA

9,9 g =4
of Gaua ARe gtk ol Buel HMR B4 A Do ol 4764 dell wgua A
[ 7

"TH—NMR (CDCl; (d=ppm) ) : 1.58 (3H, s), 1.59 (3H, s), 1.60 (
9H, s), 7.35-7.51 (4H, m), 7.66 (1H, dd, J = 1.6 Hz, 7.8 Hz), 7.73-7.
92 (7TH, m), 7.98-8.08 (4H, m), 8.20-8.30 (4H, m), 8.65 (1H, dd, J =1
.6 Hz, 49 Hz), 9.00 (1H, d. J =1.9 Hz),

w3, o BHE (9312 99 B HILEF o 8ol 1x10° Padl 4 B, o 260CAA F3 AT Wk 1}

3 o]-&
%% 22t AERA ARSI, HPLC % (23 34 254 nmoll 9] WA %)= 531 AA o] 99.5%, =
JA 7} 99.7% Tk
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[0160]
[0161]

[0162]

[0163]

[0164]

[0165]

[0166]

[0167]
[0168]

[0169]

[0170]

[0171]

[0172]
[0173]

[0174]

SS=S0dl 10-1195655

g4 9

33tE [67]19) A

1-BRR-7-t-Fg-3-(4-F 229 d) v 10.0 g, 9,9-tiHEZEF 2 dl-2-UH EAL 5.86 g,
H 2~ (Egddy2a)deFrEaaoel= 0.016 g, 1.5 S} EF $89 33 nl9 1,2-tIdEA o 112 ml
o] 23 895 Ax 7F sk, R StolA 3AZF FEumkegith. Aeow WA & 0E 223 nlE
Fdotar, EF4 236 nl= FEIIHY. A715S FGIUEF 58 640 nl=2 23] MAS A, bnladEo
2 Az, SUAR &, 2-2RE 50 nlE Zhshal, 2R wwkek § ofupeigieh. A Axd ¥, 1-(4-2F R

2 ESE
299d)-3-(9,9-tWEd EFF o d-2-2)-7-t-Fd 3 9.5 g& AU}

ggoz, 1-4-F2=294)-3-(9,9-guEdZF e al-2-2)-7-t-Feydll 4 g, ¥A(IYZYo|E)HRE 1.81
g, SMAIEAZE 1.2 g, v=(guldgdolyE)ZetE 72 mg, S-Phos 225 mg¥} 1,4-Y]=4F 24 mle] &3 &
< Ax 71F &, &F shelA 4z pdanteidnh. deow W7he & 1,4-tS4k 6 mlol &A1 2-B
2RIZH 932 mg, 5 M AWAZEE 5894 6 nlE 7Ista, da 715 3F, &5 stolA 4A3F 7P unkeksitt.
Aeor Wztad & B 30 nlE FYsta, EFA 100 nlE FE3T. 12 S dSUEF F89 30 nlE
23] AAsIAL, $Amtavlgor AR, FEAY 5, AFA 29 azvEadgd] o8] AAEdvh. T
I ogsma A4 1] g& At}

Qo ¥urel H-MR B4 At thew gol, AvldlA Qelzl waula Ade] HE (6719 Aeo| Il
At

TH—NMR (CDCl, (d=ppm) ) :1.58 (6H, s), 1.60 (9H, s), 7.26-T.
31 (H, m), 7.31-7.43 (2H, m, 7.46-7.51 (1H, m), 7.67 (1H, dd, J= 1.
4 Hz, 7.6 Hz), 7.72-7.92 (JH, m), 8.01-8.08 (3H, m), 8.17-8.30 (6H, m
), 8.76 (1H, d, J = 4.6 Hz),

w3, o] BEE [67]S 9o #a WL o] gate] 1x10 Paol ¢+¥l &, oF 260CHAM %3 AAZ At 1}
A %% 22 As2A ARSI, HPLC £%(574 98 254 mmoll A9 WA %)= 53k A o] 99.4%, &
3} A F7F 99.8% k.

3l vk o g drAlglo] dskwial A=)

i o

o 3-FEURELE o] §3F olslol Gl 45 B
1
H

Q)
=
NR B4 Ashe Tt gob, A7elA Lol waual Ao e [86]9)

TH—NMR (CDCl; (d=ppm) ) :1.60 (9H, s), 7.38-7.72 (1H, m), 7.
51 (2H, t, J=6.2 Hz), 7.61 (IH, t, J =8.4 Hz), 7.69-7.90 (7H, m),
7.91-7.96 (4H, m), 8.02-8.09 (4H, m), 8.18 (1H, d, J = 8.6 Hz), 8.21-
8.32 (4H, m), 8.44 (IH, d, J =1.6 Hz), 9.33 (IH, d, J= 2.2 H2),

w3, o] BT [86] 29 A WILEZ o]8ato] 1x10° Padl ¢ F, oF 300TNA +3 FAS HFahi 1}
A dg aAF AR2A ARESATE. HPLC £%(5A 3 254 mol A9 WA %)= 538t AA ol 99.6%, &
3} 4 3

AA F7}F 99.7% L}
A 11
33HE [120]9] A4
PR EN dialel] 3-FEHREAS o] &3 olffol= FAd 29 U WHoR FASte] WA AAS
Aok, dolxl el H-MR EA A thed ol AVl dojxl WAl Ago] shgE [120]9) Ao
Sl At
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[0175]

[0176]

[0177]
[0178]

[0179]

[0180]

[0181]

[0182]
[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

oin
J
Jm
9!

10-1195655

TH—NMR (CDClg (d=ppm) ) :1.60 (9H, s), 7.61 (2H, dt, J = 0.8
Hz, 7.0 Hz), 7.75 (2H, t, J = 6.8 Hz), 7.82-7.96 (10H, m), 8.07 (1H,
s), 8.08 2H, d, J=9.5Hz), 8.19 (2H, d, J = 7.8 Hz), 8.22-8.30 (4
H o m), 8.44 (2H, d, J = 4.9 Hz), 9.33 (2H, d, J = 2.4 H2),

T, o HE [1201¢ 9 1k FuF o) g }o% 110" Paol 42 3, of HTA 3t A Yo
A w2 AReA ALY HPLC £R(54 9 254 molA el @H%)E $3 A do] 99.7%,
<3t A F7F 99.8% A

lkl

]
ox,
2

| 12

sk (17719 4

4-(-Te g ) e R o B sH 2 Aol 3-(2-5 2 W) B e Aka
ool= el 63 AT Pow s FFgu A4e ATt o

&3 2o}, A71oA Qolzl wapua Aol

TH—NMR (CDCl; (d=ppm) ) :1.59 (9H, s), 7.21-7.28 (2H, m), 7.

63-7.85 (8H, m), 8.07 (4H, dd, J = 9.5Hz, 18.6 Hz), 8.12 (IH, dt, J =
1.6 Hz, 7.6 Hz), 8.20-8.30 (6H, m), 8.71 (2H, d, J=4.9 HZ),

B2 o] f3le] 1x10° Paol oFel &, oF 240CelA =3 AAZ ety
WA 9 24 Amed ASSnh. HLC #E(54 9H4 254 molde WA%)E F3 4A Aol 99.7%,
23} AA T} 99.9% A},

1

=9, o] HFE (177]€ 99 ¥ YLE o

ot
ox

o 13

S3HE [111]9) 34

1-(4-(2-9 ) d)-3-(4-F 229 d)-7-t-FEdgzd0 3.0 g, 4-2-¥gdud)BE U g o|EdAHE
1.78 g, v (A dotAE) ZetE 66 mg, ETA SR A ETE IEE}—EL?&EEEH °]E 50 mg, 1.27 M-<1
AE 2 7.6 mleF 1,4-9=4F 20 mle] £F §9& Ha VR 3k, 5 StelA 3AI3F ZFEunkeksitt.
Aoz Wztst & Herg 40 mlE FYst, sy, o xﬂe aToﬂ 40 ml2 ANA4E PshaL,

of3}sto] deojxl iiﬂ% e Az §, S04 44 3.2 g&

pad

TH—NMR (CDCl, (d=ppm) ) :1.60 (9H, s), 7.22-7.31 (H, m), 7.
73-7.92 (12H, m), 8.02-8.10 (3H, m), 8.11-8.30 (8H, m), 8.75 (2H, t,
J=59H),

Tg, o] FgFEE [111]2 od 3 H2E o) & }0% 1}10° Pa®] g+ &, o 300°C°ﬂ*1 =3t AAE Yt
A gk Az g2 AT, HPLC (54 3 254 mmoll A9 WAE %)= 53 AAl do] 99.4%,
%3 AA 37} 99.9% %

lkl

2 1

AerE 150 nm FHAAZ fr2] 1A LrtEA(F) X, 11Q/0, 238 FH)E 3846 m= H s}
it Ao V1w AR IEFU6" (FEY, FESA ) AR)E 15EF 2
A, 2EFR AAsT. o) 71w AAE AFs] A 1A -2 ARsta, Ay FE Y
A el A, #A e FEFEsF 5x10° Pa olst7t | WA wiZlS ATk, Ad stdue] oaA, -4
A Y ASEA, 72 ZERAMIS 10 m, AF FF AEZA, 4,4 -¥]2(N-(1-2ZE)-N-# o] i)
AdS 50 nn e, vgow W} g, TAE JuEA FgE (H-1)S, EHE Q84 33
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[0190]

[0191]
[0192]

[0193]

[0194]
[0195]

[0196]

S=5S0dl 10-1195655

B (O-D& =3 w575 FFe0] RS sl 0 me) AR SHHATG. G, AR (1% muA
SHEESIDE 2H0 22, A4 5550 27 SE0 11005 m/s:0.05 nm/s>i 20 nmA A
FAska A3

teow, E3eES 0.5 m %iﬁs_ T, &FUES 1000 nm SHE] SO she], 4 5X5 me] A
Z.ﬂ;( 5 A o g 22HE 10 mA/ar2 A

S2E A, BHE AR, A2 £EF224 % 14 AT AARE o] &T oelde, AAl 13 FUsHA 3t
of dg 25 AFEGtt. AdeE & 1o YERIth. =9, 2 1 %, 28-12 s7]el YERE gh§tEolt).

(2E—1)

vlald] 1 WA 6

F2E AR, ERE AR, Ax 5 ARZA £ 1 7)AS AEE o] &3 o, A 13 FUsHA
gto] g 2xE AlAsklth. A & 1ol JeERilth. =3 % 1 F, E-1, B2 s7]el vehiie 3§
Bolt},

_31_



SS=50ol 10-1195655

(E—1)
(E—2)
[0197]
F 1
24 A= AR £53 3 |gm o
PR SRS ewa | avs | =uases | s Sq%ag " T
AE AR -
Ax 4 34 | 3gel1) 3l F Al 5.0 4.8
ANdz A4 | FEE[1) ag A 42 49
AN 43 34 | 3¢e(s3) 23eE Al 5.0 4.9
anda 34 | S¢=[53] & Al 4.1 50
AAel5 34 | sw2se) 3l F A 5.5 44
A6 34 | B%E(56] R A 5.0 47
ANd 7 34 | gel1] 2E—1 Al 5.7 4.2
AAdg | H=1 | D—1 34 | 3%E[63] 2E—1 Al 56 4.3
AXdlg 34 | 3%=(s6] 2E—1 A 5.9 40
RELE A3 E-1 23 E Al 3.2 6.4
Hid 2 A4 E~1 2E—1 A 34 6.2
) 3 34 E—1 A Al 2.5 18
H] 4 34 E-2 €3 E A 3.8 5.6
H o5 24 E-2 2E—1 Al 3.9 55
REL T A4 E-2 2 A 30 5.8
[0198]
[0199] AAd 10 WA 20
[0200] 2E A5, EYME A5, AA FEToEZA & 24 7|AS AEE o] 8 oo, HAAld 17 YA 3t
Zstolck. Axe # 20 YERAY. ®=e, F 2 F, H-2 WA H-8, D-2 WiA D-102 3}7]
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o & )
aS el

(H—2)

[0201]
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[0202]

[0203]

[0204]

[0205]

S=<=5l 10-1195655

/
= /

N--Ih~0__cH,
o J

O CHj

(D—10)
22
¢ A= AR £ 2 B o

- Ahad AL I 2y

FEE ) =R5 laya | swe | cuysgs | 85 | o | V)

AR A= = =
Axd10 D-2 | A4 Al 5.9 4.2
ANd11]| H=1 | D—-3 | 34 Al 5.8 4.1

g2 1] 2E—1

AN 12 D—4 | A Al 5.7 42
AX13| H—2 | D-5 | A4 Al 7.2 49
AN 14 D-6 | =4 Al 7.3 45

H-3
Axo]15 D-7 | =4 | #g=(1] 2E—1 A 7.2 45
AAN16| H—4 | D—8 | =4 A 113 5.0
AN17| H-5 ] AN 5.0 4.6
Axol1g| H—6 | D=9 | HA A 6.2 45

32 [1] 2E—1

ANd1e| H-7 EE A 6.0 45
AxNd20| H-8 | D—10 | =4 Al 10.1 5.1

A 21
IT0 F% =98 165 mm HAAZ f2 71(Aentba(F) Az, 11Q/0, 23HE)S 3846 m=z As}
i, oA AT, dol JwE AV ZIFAE"(FEF, FEEA PHHF) AR 1583 289 A

o
ASn WA, 2erz ARSI, o ARe 248 AGay) 476l 1 -2 Adew, AF 2% &

A el AAsa, A e AFEs 5x10° Pa olskrt @ wzbA wilskich. AR Adwel osa, ¢4
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[0206]

[0207]

[0208]

[0209]

[0210]

[0211]

SS=S0dl 10-1195655

4E 7 AREA, 1,4,5,8,9, 12-FA A EG AL ANAANAZRUELDS 10 mn, HF FF XHEEH 4,4'-7
2(N-(1-vzZg)-N-gl o)A d S 50 nm S35, oo =, % Ao, T2E ANu2A 3etE
(H-1)&, EHE Aa=2A 33E (D-2)5 53 ¥%57F 5 TF%° H%EF &9 40 mo T77ﬂ S2aaict.
o, SE (119 =uA 38 (2E-1: JFEA=E)S %&L %EH] 1:1(=0.05 nm/s:0.05 nm/s) & &
ek F&, A FEFoEAM 10 me FAR HEEAd.

ggo®, gEAEYES 1 m 23 3, ntadsst & < T £Tv7F vkl 2=10:1(=0.5
mm/s:0.05 nm/s) 2.2 100 nm F&3te] S22 st Zt¥ 5x5 me| AAE AFEATt. 7|4 LEE BT
Ae 4 Bzl e BUE gAR e | 2% 2AE 10 mA/afZ AF F5 v, 75 HS 3.9V,
QI A%z} TE 6.2%9 LES A @Fo] dojAr),

ANl 22 WA 23

24 ¥ 30 71AF ARE o] &3 ol9dE, AAd 213 FAEA
£ 3o YeRAY.

z M
e
al
ki
i
[m
e
a
rN
ﬁ>~1_‘
4

rir opx
ol
o

3ol 71A4% ARE ol&
T A

3ol vEhf . E=R, &
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[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]

S=50] 10-1195655

3 3
2% A= AR 553 3 g
ELE | EUE ) gga | swe  |=ugoawe| as 94&%:‘“* K%
LS Ar | = =
AN 21 34 | age] 2E—1 Mg/Ag 6.2 3.9
AA 22 24 29H2 [53] 2E—1 Me/Ag 6.1 40
2 A d23 24 | 3¢E(56] 2E—1 Me/Ag 64 | 3.7
"] 7 234 E-3 2E—1 Me/Ag 3.9 46
w8 | H—1 D—2 | 34 E—4 2E—1 Mg/Ag 49 45
H| o] 9 34 E—5 2E—1 Me/Ag 48 48
H @ 10 34 E—6 2E—1 Me/Ag 5.1 41
H 11 ] E—7 2E—1 Mg/Ag 46 47
Hzd 12 34 E-8 2E—-1 Mg/Ag 5.2 46
AAld 24
s2E AnzA SgE (1], A4 $53o2d Eaae-AEdsdoB)dRoF(IDE o8@ of9ld:

1, ,
AA 13 5AEA Fto] WF 2xE AT o] WP 2AE 10 mA/arE HF{F T v, 5 A
5.0V, 95 A &8 4.8%9 nas HA wgo] dojHrt.

Al 25
S2E AREA SekE (9115 o837k ol9fdlw, Al 249k wASHA st TF axE Al o]
B 245 10 m/al2 HF FEd v, s A 4.9V, R P 5E 4.9%9 nFE A gl
Ao At
A 26
SRE AREA S5 (10615 o839 olejdl=, AAldl 249k FAsA sho] HF xS AASAT. o] W
F 2AE 10 mA/ar® AF FES vk, E e 5.1V, o5 A ZE 4.6%9 nEE AN el
dojHt.
A e 27
IT0 g =32 165 nm HAAZ fre] 7| d(A ubel=(F) Az, 11Q/0, 2HEE)S 38<46 = A hs}
i, oFE Feglok. ol vIHEE AV RIRG6"(FEY, FEEA TP () AR 1583 é%ﬁ} Al
Askal UA, zegs A o] 7lde 224 AFsy] Addd 1A V-2 A, Ay SH G

A el AAstar, g e AEest 5X104 Pa o8}k =& w7k wi7]skaitt. Ag }e o efaiA, $-4
4T 79 AnRA, T ZPEAIE 10 m, 4F FF A Héiﬂ g3 (T-D& 50 mm S&3pgleh. o
o8, BF AR, TAE HREA Qﬂ% (H—l)—°—, SHE AnRA s3E (D- 1)-% =3 %7t 5 $F%
] EL‘E% skl 40 mmo] FAE FHIANG. TEow, A EFOA g (1015 20 nm S#3FSAH
ggor, 2t FE 0.5 m SHF F, FHES 1000 nn %&‘«M HFOE Stof, 7P 5x5 me] £AE
xwaam. 71A ahiE wEls FA WA wEA B gAR el o] M &4E 10 mA/ar® A
Forsdouh, e A 4.9V, R FA 58 4.6%0 1EE A wFo] dojHr

Jé FH
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J

QQ O

o 8

O
@
O

[0221] (HT—1)

[0222] Ao 28 WA 35

[0223] AR FETOEA FE 4o 7IAG ARE ol &g oo, AAd 273 FdeA st WF AAE
AZstATy. AxE F 4o Y.

[0224] A A 36

[0225] Az F5Fo2A FE [10]19 3FE [106]S EFS &, T2 58] 1:1(=0.05 nn/s:0.05 nm/s)E 20
me| FAZ TR AF3 a7 ol9ellE, HA 273 BAEA o] TF L2 AFsiATt. A3
£ % 40 YERiSlT

[0226] A Ao 37

[0227] AR FESo2A S5HE (1017 3F¢E (E-9)S £33 52, 52 £XY] 1:1(=0.05 nm/s:0.05 nm/s)E 20
me| FAZ TR} AF5e A 019401] Ao 367 FLsA st wF 2AE AT, AdE FE 40
et E3, F 4 F9 E-9& 37 YEhgE 3gEo|tt

YO
K

IN/

[0228] (E—9)

[0229] Hlxe] 13 WA 14

[0230] AR FEToEA ZE 4o 7IAG ARE ol &g oo, AAH 273 FdeA st WF AAE

Az, A3 E 49 YERNSIG
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S=50] 10-1195655

¥ 4
: €% A= A% F4%F =5 94_;,;:;} N
| SRS [ewa| sws spe | #%| o0 | V)
A 27 24 g¢E[10] 8y Al 4.6 4.9
A4 28 34 | 3#E[107] R Al 48 48
AAd) 29 34 | ggelo] e Al 46 4.9
A4 30 A4 332 [63] BrSss Al 4.5 50
A4 31 34 | 3EE[106] gy Al 47 48
A4 32 A4 | BEE[144] e Al 4.6 5.0
AAd 33| H-1 b—1 EE] 3¢E[1] A Al 4.2 5.1
A i34 34 S¢E[26] e Al 40 52
AXd 35 34 | H¥E[32] aqe Al 40 5.1
A4 36 A4 s&e[10] | sg=[106]] Al 45 6.1
AAd 37 34 S¢E[10] E—9 Al 46 5.0
e 13 34 E—1 q& Al 25 11
H o] 14 R E—2 A Al 30 5.7
[0231]
[0232] A4 38
[0233] sgte (1013 =UA sE(Estd i) e 3 55, AA #FsemA S £:24H] 1:1(=0.05 mn/s:0.05
nm/s)E 20 nme] FAE SHE] ATtk 2R ol9fel=, AAld) 273} T ste] B S Al=te)
Adrk. A= ' 59l JERNAT.
[0234] A A e 39 WA 43
[0235] Az FEFozA ® 59 AR ARE o83 olffdle, AAd 383 FASHA sl F 2AE
A Ak, A & 5l e,
[0236] AN 44
[0237] sigte (1013 =94 S9E CE-De 3% 58, A% sEFe=A SF &£=H) 1:1(=0.05 mn/s:0.05
nm/s) = 20 nme] FAR FHst] Ak, A olefell=, AAldl 383 T st w3 aAE At
Adrk. A= ' 59 JERAAT.
[0238] Ao 45 WA 49
[0239] Az eEFozA & 5 AR ARE o]&F olffdl, AAd 449k FASHA sl F 2AE
Azttt Ars & 50l el
[0240] A A 50
[0241] stgte (1013 =94 s9E CE-De 3 58, A% sEse=A SF &£=H) 7:3(=0.07 mn/s:0.03
nn/s) & 20 nm®] FAR FABte] AFEk. 2R oo, AAd 449 FAEA sto] LF AAE A6
Adrk. A= ' 59 JERAAT.
[0242] Al 51 W] 55
[0243] Az eEFoRA & 5 AR ARE ol&F olfdle, AAd 503 FAsHA sl wF 2AE
AZstodet. Ars & 50l e,
[0244] 2 A e 56
[0245] steb= (1019} =uvd sete (2B-D& B 52, A $55o2M % S:v] 3:7(=0.03 nn/s:0.07



[0246]

[0247]

[0248]

[0249]

[0250]

nn/s) 2 20 o] FAR FHet] AT
Atk Ads E 50 UeER

AAlof 57 WA 61
A=;

R
A3}

. Ade

ofj

32

2

A A 62 WA

oin

501 Z1AIg ARE ol &% olYele, AHAAd 5637 LA
& 59 YERA
¥ 5
23 As AR £55 &5 B .
z2E | mae . . 98 | sqm | 2a | =¥ v
A= s T3 e e E9H | 25 (%)
AXd 38 34 | #¥E[10] 5.2 46
AAd 39 24 (32 [107] 5.1 45
AAd 40 A4 | d%e[91] 5.2 46
H—1| D—1 28| 1:1 Al
A 41 A4 | 3%E[63] 52 47
AXd 42 A4 | FFE[106] 5.1 45
AN 43 34 | FFE[144] 5.0 4.6
AXd 44 24 | §¥E[10] 6.1 40
AA 4 45 A4 |g¥E[107] 5.8 4.1
AXd 46 34 | #EE[91] 6.0 4.0
H-1] D—1 2E—1 | 1:1 Al
AXd 47 A4 | $FE[63] 5.8 4.1
AN 48 A4 | 3%E[106] 5.9 40
AAld 49 A4 1 g%E[144] 57 4.1
AAd 50 A4 | 3% [10] 5.7 41
AAld 51 24 |3E2[107] 5.8 41
AAd 52 A4 | F%E [91] 5.9 4.1
H—1| D-1 2E~1| 7:3 | A
AXd 53 34 | #%E [63] 58 4.1
AAd 54 34 (3¥=[106] 6.0 3.9
A4 55 B4 | SFE[144] 5.7 42
Ard 56 A4 | 8¢ [10] 6.0 41
AXd 57 A4 |8FE[107] 6.0 4.0
AA9] 58 34 | 3%&(91] 5.9 40
H—1| D—1 2E—1 | 3:7 | Al
AX 4 59 34 | 3¢E[63] 6.0 4.1
AAd 60 34 (3= [106]) 6.2 38
AAd 61 A4 | 3%E[144] 5.9 4.0

HE AR2ZA A 69 71A8 ANEE

F 6ol HERHAT.

3

pad

’
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SS=50ol 10-1195655

[0251]
* 6
TF AR AR FEF 25 | 9n a9z
= a TE AY
~= | =dE G EEET N g
| S | v 398 | gae | 75 | e v)

A 62 D—2 24 6.0 4.1
ANd63| |, D-3 24 5.9 4.0
AAo] 64 D—4 24 58 4.
AA 4 65 D—11 34 6.0 4.
AN 66| H—9 34 58 4.
ANA67 | H=10 | _4 EE 59 4.7
AAd 68| H-11 234 5.7 44
AANA 69| H—12 34 5.8 43
TAa70] H=2 5=% Ep 32E[107] | 2E—1| Al 74 %]
ANAT71] 4 D—6 = 7.4 44
AR 72 D—7 * 7.3 45
AXNG 73] H—4 D—8 = 11.3 49
AXG 74| H-5 A 52 4.5
HA) 75| H—6 D—9 EE 6.4 44
AAN 76| H=7 24 6.1 45
AN 77| H-—8 D—10 = A 10.3 4.9
A 78 D—2 FE 0 4.0
ANAT9 ]y D—3 34 0 3.9
A A4 80 D—4 FE 5.9 3.9
X9 81 D—11 A4 59 42
AN 82] H—9 FE .7 4.2
ANN83 | H-10 | o o 34 .8 4.2
AN 84| H—11 34 5.8 43
AN 85| H—12 24 . _ 5.7 42
AX 86| H—2 D-5 24 ##glon] | 28— Al 1.3 47
ANA8T | |4 D—6 = 74 4.3
AA9) 88 D—7 = 1.3 4.6
AAN 89| H—4 D—8 = 11.2 49
AN 90| H—5 A4 53 4.6
AN 91| H—6 D-9 24 6.6 44
ANg 92| H=7 EE) 6.2 45
AXG93 | H—8 [ D—10 24 10.1 5.0
A 94 D—2 FEl 6.0 4.1
ANA95 | | D—3 FE 5.9 4.0
FREEL D—4 34 5.8 4.0
A 97 D—11 A4 6. 4.0
AN 98] H—9 34 5.8 4.1
ANA99 | H—10 | _4 34 5.8 43
AAN100] H—11 34 5.7 44
AN 101] H—12 34 - _ 5.8 4.2
AN 102] H=2 B=% EF AgE[106] | 2E—1| Al 73 48
ANA163[ |, | D=6 =4 7.5 4.3
AN 104 D—7 =4 1.2 46
AN 105] H—4 D—8 5 11.2 49
AAd 106] H—5 A4 5.3 4.5
AAG 107 H—6 D—9 24 6.5 4.4
AN 108] H—7 2 4 6.2 44
AN 109] H—8 [ D—10 [ =# 10.2 49
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