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S0CLA BT RIECEARE - FLREEH > BHME
AMEAFEEERRE AT EEERTBRZHEKY -

[0261] ¥ M A ASEHE B EMEEAKRY P K2 5B
K g FTIRE > HERM 2 WEEE E 2 ME - 5
MEEEZRTREMPESERER 2 5 EKBE N E T
e P2 M EMR B A ZEGCR - B Bl £ G & K
KECORE REATAEERELZ2VPEAFHER2EE
BTl EEH BRI EZRF S FBHKT U

N

7B0421 55 95 H - 3 119 H(EEBHRHE)
108122840 F G A0202 1083373099-0



1801619

Pt < PR B - HREMm B 2ok 28 S HIAM B E 2k

2ottt -

[ i 1)
(02621 LT - Il 2 % i 1) R b i ) % 0 3% 4030 00 A
G0 BARHURGZINASERASHEEE -
[ 0263]
[543 B 1 : (L& P No.1-1.7 B35

&% No.1-1

OH:!
CH3

[ 0264]
(HH g 1-AZ 3

B PUSH R A A (b #2(16.8g ~ 126mmol) ~ & L ¥
120.0g » /KA T » (kWA £ MW (23.4¢g ~ 120mmol) »
3-MOEANEE A R (16.8g ~ 126mmol) » f£ %= m & E 1)K
% o B K E R A KK G HE AT O K Ay B - DLUEE TR K
EFABEIRE > LAEBE MMEREEEEZ M
B2 1-A(32.4g - L E81%) -

[ 0265]

7B0421 5696 H - 3 119 H(EEBHERHE)
108122840 F G A0202 1083373099-0
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THE1—A

KOH:;

[ 0266]
()T E g 1-Bx 8l iE

U SE BRI A &b $E(17.4g ~ 131mmol) ~ =& L ¥
90.0g > K2 T » KPR A HHEAEI-A20.7g ~ 62.2mmol) »

SR T BE B R (15.0g ~ 65.3mmol) o f£ = T K E 1/ By

% > R FER A KK F AT HKEE - UBEF 38| K
P ARBEIRE - LAER% MWEX=aBEE 2T HE
8 1.B(27.0g ~ LT 9I0%) -

Tﬂ

[ 0267]
T —B
Br 0 o)
N
N oms
[ 0268]

(3)F R 1-Cz B iE

WA H E#1-B(30.0g ~ 62.2mmol) ~ - H 7 (54.2¢g) -
BB (27.1g) ~ B B2 8 (17.2g ~ 124.4mmol)g > f£ % m [ &
3NEF e BIE T HEERE  FRERLBARRKR > MINER=
oA Z AR 1-C(27.1g ~ LF 100%) -

[ 0269]

7B0421 5697 H o 3 119 H(EEBHRHE)
108122840 F G A0202 1083373099-0



1801619

1;;5
s
[ 0270]

(H)F [E g 1-D 2 8liE

¥ VU SH OBE R A R fE A 1-C(27.1g ~ 62.2mmol) ~ I Uk
81.3g fEE R M N ETER - MEI12/NKFKIER - &
EBER - MALBELE - 128K ILBHFER - ETHKS
e KEARREIR > LBER® - mEER=EEHKRZF
5 4% 1-D(28.9g ~ UL T 95%) -

[ 0271]
g 1D
L o ]
omN
|\t.‘.H3
[ 0272]

()T R 1-EZ 2 iE

B MU S R A [E A2 1-D(8.73g ~ 17.8mmol) + DMF
30.0g » AESTC THEHILE K A3S%EEE4.0g - oo B BE £ T
B B5(3.87g > 37.5mmol) » fE=En T R EI12/NE - AL EE
LB MK EER > KAERAKEIR > RBHE®K > WHE
T E AR 1-E(9.0g ~ LR 9T%) -

[ 0273]

7B0421 5598 H - 3 119 H(EEBHERHE)

108122840 FH YR A0202 1083373099-0
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1 —E
o}
Qg

; <
\
1 ol N § o
N

I\CHs

[0274])
(6){t & ¥ No.1-12 #i&

¥ VO SR L A fE RS 1-E(9.24g ~ 17.9mmol) -~ Z
Z B 300g - KA T > K KF E T L B %A (1.54g -
19.7mmol) ~ = Z E B (1.99¢ ~ 19.7mmol) - £ ZE B T 18 ## 1
INEFTR 0 MABE T RBKIETHAKTEE - KEHAKES
R EBEME ZEALYVBEH(ZABILE/CK
=3/10) » i WFEEP No.1-1(2.1g ~ YL TR21%) - HHFZ
fE& ¥ No.1-1Z NMRE B B )R A [F 1] -

[ 0275])
(Bl 2 - (& No.1-72 Bl iE ]
& #No. 1-7
“30\0 o o CHs
\!
Silas el
HsC N O)/\CH3
kCH3
[ 0276])

(HF ERE1-7-AZ BliE

froal S FHEBI-AMER Z3-BECENBERSE
FERTHMENBER  HESTHELI-BREHRAZERAE
Rk 3 B & & LLSL o LM R DLUER BUAE B LA B 2 U5 TR T B

7B0421 5699 H - 3 119 H(EEBHRHE)

108122840 FH YR A0202 1083373099-0
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TR EAA&EL-T-A-

[ 0277]
AR 1-7-A

“CH;,

[ 0278]

(2)F e 1-7-BZ B &

WA FEEE1-7-A(9.1g ~ 20.0mmol) ~ B {5 (30.0g) -
OB OE bR B (3.2g ~ 60.0mmol) v R 7 AE = Jm Al [E FF A 0 H
B2 (L #9(3.2¢ ~ 60.0mmol) - fEE'm N RES/NEFR > WAL
B L Bs ~ 8 XKW ETH K HEE - KEIRAEE
& ELEBULEE_SKEWEBEHNE  MWHREFHEBI-T-
B -

[ 0279]

TRipe1-7-8
HsC, CH;

[ 0280]
&P No.1-72 B iE

br 7 R AR 1-D& E B R A8 1-7-BLLAN - At (& DA
ESEHIMEE R 2 AR &E{EEYNo.1-7 -

[ 0281]

7B0421 55100 K - 3 119 H(EEHREE)

108122840 FH YR A0202 1083373099-0
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[ 35 3 (L& % No.1-14.2 8 3%
L E&¥NO1-14

(o282] By R ETHEI-ARMERNZ3-BCEE
NEREFNFELEAEZA DA - HAh (5 LL#2LE 1
ME A mMGEEYNo.1-14 - K T 2 {E& ¥ No.1-
147 NMREIE R R [FR 1] -

[ 0283]

(%0 B4 ¢ {5 & PINo.1-707 i
{t&No. 1-70

H3C cH
HaC 3
g 0 o CHs
o\,J CH, O O )/\
CHs
CH3

[0284)] Br Y R ETHBEI-ARRERZ3- B E
NEEREFERISS-ZHECEZA AU - HAh (5 LLH
BEPIIMEEZ G AMNEEEYN.1-70 - K HfF &
P)No.1-70 Z NMRE #E B R A [ 1] -

[ 0285]

(83 015 © (L& ¥ No.1-71.2 B i

7B0421 5101 H > 3 119 H(EEHREE)
108122840 F G A0202 1083373099-0
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L& ¥No1-71
H3C
C
Ha o//l\CH3

r 1 e B o B AR 1-DE B (£ A 2 WE W 2 B Ok BE L
S o HoAth R DLBL LS B LM [E] 2 5 A T LS B & P No. -
1o FMHEZILEYNo. 1-TIZ NMRE B E R [F 1] -

[ 0286])
[BE )6 : (L& ¥ No.1-72 7 Bl & ]
1t&¥aNo. 1-72
H3C o
)\CH?,
CH3

() A8 1-72-A 2 8l 3E

i A {E & ¥ 1-B(5.75g ~ 11.9mmol) ~ THF(17.2g) - B
F AR AK(17.2g) ~ 48%E AL KB R (1.1g) » fE=EHE T
K24/ - LB BB ETZE > KE3IREA KE
% LARMEWEFHERILI-72-A -

[ 0287])
FiRRE 1-72-A
Hi¢ ©
o @
CH3
[ 0288])
7B0421 5102 H - 3 119 H(EHRHE)

108122840 FH YR A0202 1083373099-0
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)& ¥ No.1-72 2 Bl

Htg o RS B L[E & 5 fF LS B & % No.1-72 -
BMHEZIE&YNo.1-T2Z NMRE BB Rt & 1] -

[ 0289]
[BEH 7 (L& ¥ No.1-73 2 BLiE |

{£&¥No. 1-73

0]
OHO Q /N\o)\cm
SR v
N

CHs

[ 0290]
(HF RS 1-73-A 2 BliE

frr R ETRHEIBEAERNIBAZEFNRECK
e Ak R CLLAN o HoAil & LB E B UM [F] 2 A T BT
BB 1-73-A -

[ 0291]

TR 1-73-A

X
k(:H3
[ 0292]
()F E #E1-73-B 2 #l 3
B At fE 8% 1-73-A(11.9g ~ 39.0mmol) ~ — & H &
(50g) > KA T » & NIIE (6.8g ~ 42.9mmol) - ff = )&
RIEI/NEZEZ > AR MW EFEE1-73-B -

7B0421 55103 H - 3 119 H(EEHREE)

108122840 FH YR A0202 1083373099-0
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[ 0293]
Hfeigs 1-73-B
Br O

o

Y
Lo
[ 0294]
() B 1-73-C> Bl &
A R 8% 1-73-B(5.9g - 15.6mmol) ~ THF(12.0g) -
HE 22 K (12.0g) ~ 48% 5 & L 8 KB R (1.92) » 1£ = |
TRIE24NE - THIMIBETEN > KEIRAHRE
% LAREmME G T A L-73-C -
[ 0295]

g 1-73-C

CHs

[ 0296]
(4 A8 1-73-D 2 B iE
r 7 R B P AR 1-ARE BT (R 2 £ OB IR MR i o
HAg1-73-C> HK3- MO BN AR E F ¥ E A D
Sh o HA R LB R R 1-AZ Bs M E i 2 U7 & EE T
A 1-73-D -
[ 0297]

7B0421 55104 H > 119 H(EEHREE)

108122840 FH YR A0202 1083373099-0
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TR 1-73-0

N
N

CH,

[ 0298]
(SH)E &Y No.1-73 2 Bl

Pr 7R of R A% 1-D E B [H A2 1-73-DRLAN - H A (&
LLER B3 B 1A | 2 5051 HLE (& ¥ No.1-73 -

[ 0299]

[BlE B8 - {(E &Y No.1-74 2 Bl iE ]
1L &¥No. 1-74
CHg

|
N \
= o N-o
HaC
t 6*@%

CHs

[ 0300]
(HF RS 1-74-A 2 BLiE

LB g 1-7- B2 HIEBEMEEZ AR Z R E
Vo MEERETHEHEL-74-A & H > {E& ¥ No.1-72 o [
#2 1-7-B > B {L & ¥ No.1-74 2 1 [H & 1-74-AfR LU [ 2 &
BEHARHEEZERBY > UWHEH _SEVRBEHETEL

53 B -
[ 0301])
7B0421 55105 H » 3 119 H(EHHRHE)

108122840 FH YR A0202 1083373099-0
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g 1-74-A

CHs

o o o CHs3
(3
HsC
N

CHs

[0302]
()& ¥ No.1-74 2 Bl

Hg Ry FEEL-DEERKS EREL-T4-ALL I
HoAh fx LB 2LE B [E 2 5 AT IS B & ¥ No.1-74 -

[ 0303]
(B 619 : (L& ¥ No.1-75] 2 Bl iE
{£&¥No. 1-75
HiC, CHa
Xl O
) Q O o
CH3
[ 0304]
(D R AE1-75-A #l &
fiRgpe 1-75-A
Br. O Q
HaC 7 N
kcu~|3

br 7 R RS I-BE A Z2-08 BT B AR B F R 2-
ST ER AR DL o HA R LU E Z U5 A T LS B R RS L-
75-A -
[ 0305]

7B0421 55106 H - 3 119 H(EHREE)
108122840 F G A0202 1083373099-0
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() fE #8 1-75-B 2 B iE

EP FEE% 1 _75"8
CHs
W

CH3

WA EE-75-A(10.0g ~ 20.7mmol) ~ N fi (30.0g) ~
—OH A BE S50% K A R (5.6g ~ 62.2mol) ~ bR BE ¥ (4.3g »
31.1mmol) » WAEZE ) FNEHINE - KIER > BRALEL

Bs » BT K > WH#ITHKSE - KEBHEREIR > &
BRI E S R EE1-75-B ¢
[ 0306]

(3)F R A& 1-75-C .~ &3

HrfgE 1-75-C

HSC\N/Cgs Q .

HiC

kc:H3

B A d RS 8% 1-75-B(8.3g - 18.6mmol) ~ 7 B 2 B
(30.0g) ~ HE F X # /K (30.0g) ~ T AR (3.5g » 20.5mmol) »
48% & A AL #9 (1.7g ~ 20.5mmol) » £ =i F & E3/NE -
et » MALBEE LB - B+ C8®K > WWETHKDEE - K
AEEIR  LAEKEE _SAEWBEML NG+ E
B1-75-C -

[ 0307]

(HIE&E Y No.1-752 8l i&

7B0421 55107 H > 3 119 H(EHREE)

108122840 FH YR A0202 1083373099-0
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br T PR A 1-DEE oo B AR 1-75-CLUSN - H AR (R
LLER 838 F) 1A | 2 5 & 1 BLE (B & ¥ No.1-75 -

[ 0308])
[BLE 10 : {L& P No.1-76 2 Bl & ]
{t&¥No. 1-76
O O )\CHa
CH3
[ 0309])
(HF E#1-76-A 2 Bl iE
FRges 1-76-A
o}
CPCD
\CH3

Ry HH PEREI-BEMNZ2-RERETHRAREFRKEA
LB B LA - HAL R LA R Z 5 AR EEL-76-
A

[0310]
)& ¥ No.1-76 2 Bl &

Pr 7R of R A% 1-DE B B E A2 1-76-A LA o H A (&
LLEL B35 B LM [R) 2 5 A T IS {E & %I No.1-76 - K L5 Z
{E& P No.1-T6 Z NMRE # & R it [F 1] -

[0311]

(B3 f 11 : (L& 9 No.2-1 2 B i

7B0421 55108 i - 3 119 H(ZHHREE)
108122840 F G A0202 1083373099-0
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{£&PNo. 2-1
CeHis

Q N
N-O,
& ] 2 )’ CH3
N N 0

(o

HC
gjcm

[0312])
(D g 2-C B iE

¥ VU SH O A o A AS 2-A(12.7g ~ 47.4mmol) ~ o7
#22-B(10.5g ~ 43.1mol) ~ B # (11.9g ~ 86.3mmol) ~ — H
2 BE f% (dimethylformacetamide)60.0g > £ & & A | # 17T
mEERI2/NEE - 2Al2=EREE > WAREFXXBRK - 28
LWg > H£60C THETH K HEE - B A HEE MR Z60C L [H
T KE3R » RAIZE=ER%E > BEDEMEY -
T AR 2-C(8.5g ~ WILRST%) -

[ 0313])
FHERE2—-A hEgz—8 FHE@E2-C
C7H1s
Cl
CyHys
Q CHs ch

CH3

[ 0314])

(L& ¥ No.2-1 2 8l
0 SE RO R g A R R B8 2-C(4.35g ~ 9.16mmol) -

7B0421 55109 H - 3 119 H(EEHREE)
108122840 F G A0202 1083373099-0
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DMF(40.0g) > /K= T & # I [3 B /& T 35% %3 B (2.00g) ~ &z
B B 2T A PR (1.98 ~ 10.1mol) » #£40C T | H30/NEf - IR
EE TR BEK - LB LB 0 BEATH KB > KR E
3 - A k2 THAKER T L8 A (51g -
19.2mmol) ~ = £ £ (1.95g ~ 19.2mmol) » £ = m I & 1
AINRF TR AN 0 EE T3 R K o 1T O K oy HE I UK R A e 3
R LEBH®E ZFE_ALYVEBEEH(LEBILE/CK
=2/10)1 K J (L& ¥ No.2-1(2.1g + L F45%) - H# N5 Z (k&
EYINo.2-1 Z NMRE B B s ¥ [ 1] -

[ 0315])
(803 f 12 © (&% No.3-12 &l
fe&¥No. 31

CH3

[0316]) B /i BB TR I-AR BT (EH 2 £ E iR g
BEK _REANRME > HRH3-BCEWNBAZRSFNRFRE
S Hit BB BEEBEIMEE 2 HZEAMRNELEEY
No.3-1 - K HF Z (L&Y No.3-1Z NMRE B E R L [ 1] -

[0317]

[B13% 13 @ (£ & % No.4-71 813

{£&¥No. 4-1

CHa
i’
CHy

aites vl ol

7B0421 110 5 > 3 119 H(EEHREE)

108122840 FH YR A0202 1083373099-0
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(0318) [ 7 % B0 35 of ] A8 1-ABS B (5 F 2 2 3 o
w0 ELHG 3T TR VAR 2R 0 R AR LS
3 5 DA BB 3 ) LA ) 2 05 T LS (B & Y No.4-T1 o i
18 2 {4 ¥5No.4-71.2 NMREL# B % 5 [% 1] ¢

[0319]

[BE P14 (B & Y No.4-72 7 BliE ]
{e&¥No. 4-72

H;C

[0320])
(HF RS 4-72-A 2 BLE

A &AL SR (309.56g ~ 71.7mmol) ~ & £ {% (30.0g) >
KA T o R A (3.97g ~ 23.9mmol) ~ ¥ ff B &
(7.97g ~ 49.0mmol) - {£ % J/ T X [E 1/NIF 18 - & K ERE
ANE KK - BIE o EEN HY o B+ CH]oK - BB
7% 731 HL1S & [E 88 4-72-A -

[0321]
iR 4-72-A
HaC CHs
A
[ 0322]
7B0421 B H o 119 HEHRHE)

108122840 FH YR A0202 1083373099-0
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(2)F 8 4-72-BZ Bl iE
HININGEZ T ERES-72-A> BETHFREE2-CZL &K
M [E 2 35 1F B $ B 42 4-72-B -

[0323]
R 4-72-B

[ 0324]
)& ¥ No.4-72 2 BliE

B85 {b & ¥ No.2-1 .2 3 fF [F] B #h 2 17 1t iU sk & P
No.4-72 < i B 1§ Z {k & ¥ No.4-72 2 NMRE & & '~ J? [ &
1] -

[ 0325]

[ 3 § 15 ¢ (L& ¥ No.6-1.2 % i
{E&¥No. 6-1

o¢l\CH3

[0326]) Pr 7V i BB TR L-AR BT (EH 2 & E iR g
BEREEEE > HE3-BCOCEWNBRARE Fl¥iEE&ED
b HML B LM E 2 05 A IR E(E &Y No.6-1 -

[ 0327]

7B0421 3112 5 > 119 H(EEHRESE)

108122840 FH YR A0202 1083373099-0
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[X1]
L2 /ppm(Z &N - ETE)
9.70(s,1H) . 8.98(s,1H) . 8.73(d,1H) . 8.34(d,1H) . 7.48(d,1H) .
{t&%No.1-1 | 7.46(d,1H) | 4.42(q,2H) . 3.74(m,4H) . 2.84(d,2H) . 2.68(m,4H) .

2.30(s,3H). 1.80-1.05(m,20H)

&% No.1-14

9.60(s,1H) . 8.76(d,1H) . 8.72(s,1H) . 8.10(d,1H) . 7.82(d,2H) .
7.40-7.50(m,5H) . 4.42(q,2H) . 3.68(m,4H). 2.65(m,4H). 2.01(s,3H).
1.50(t,3H). 1.41(s,6 H)

{E&¥No.1-70

9.67(s,1H) . 8.92(s,1H) . 8.75(d,1H) . 8.27(d,1H) . 7.47(d,1H) .
7.45(d,1H) | 4.43(q,2H) . 3.74(m,4H) . 3.50(m,1H) . 2.67(d,4H) .
2.30(s,3H). 1.93(q, 1H). 1.55-1.35(m,13H). 0.95(s,9H)

{EE&%No.1-71

9.70(s,1H) . 8.93(s,1H) . 8.73(d,1H) . 8.34(d,1H) . 7.48(d,1H) .
7.45(d,1H) . 4.43(q,2H) . 2.84(d,2H) . 2.53(m.4H) . 2.30(s,3H) .
1.80-1.05(m,26H)

&Y No.1-72

9.04(s,1H) . 8.94(s,1H) . 8.33(d,1H) . 8.28(d,1H) . 7.48(m,2H) .
4.43(q,2H) . 4.35(s,1H) | 2.83(d,2H) . 2.31(s,3H) . 1.77(s,6H) .
1.75-1.00(m, 14H)

{t&%INo.1-76

9.02(s,1H) . 8.88(s,1H) . 8.39(d,1H) . 8.26(d,1H) . 7.55(s,1H) .
7.53(s,1H) . 4.47(q,2H) . 4.09(s,3H) . 2.85(m,2H) . 2.33(s,3H) .
1.75-1.00(m,14H)

8.79(d,2H) . 8.62(s,1H) . 8.54(d,1H) . 7.63(d,2H) . 7.58(d,1H) .

{L&#No.2-1 | 7.38(m,2H) ., 3.74(m,4H) . 2.81(t,2H) . 2.63(m,4H) . 2.28(s,3H) .
2.58(m,2H). 1.38(s,6H). 1.40-1.30(m,6H). 3.43(m,3H)
8.53(d,2H) . 8.03(d,2H) ., 7.42(d,2H) . 7.40(d,2H) . 3.70(q,4H) .
{LE&E¥INo.3-1 | 2.77(t,2H) . 2.58(d,4H) ., 2.26(s,3H) . 1.55(m,2H) . 1.40-1.20(m,12H).

0.87(t,3H)

&% No.4-71

8.75(d,1H) . 8.71(s,1H) . 8.29(s,1H) . 7.16(d,1H) . 7.92(d,1H) .
7.88(d,1H) | 4.03(s,2H) . 3.72(m,4H) . 2.82(t,2H) . 2.62(m,4H) .
2.29(s,3H). 1.60(m,2H) . 1.45-1.25(m,12H). 0.87(t,3H)

&P No.4-72

8.49(d,2H) . 8.16(d,2H) . 8.07(s,2H) . 7.84(d,2H) . 7.42(d,2H) .
3.67(m,4H) . 2.84(s,1H) . 2.76(t,4H) . 2.55(m,4H) . 2.20(s,6H) .
1.54(m,4H). 1.35-1.20(m,18H). 0.86(t,6 H)

[ 0328]

[E5 BH R} 70 B No. 1 2 Bl iE ]

{6 F Bk % F o> B Bl < DISPERBYK-161(12.5'8

il

{7 7 BicChemy JapanB )R EF @ H Z BB E 15 6(155 &

{7 )57 B PGMEA(72.58 & )i B & HE B M 7 8UR -

[ 0329]

7B0421

108122840

BB H > H 119 HEWRHE)

FHGTE A0202
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[ HE B 1~15 K EE g B 1~4]
FatHEkY 2 3 E

B IR2] - [R3IZAc & #H B E S KoM EE & G
I~ISREEEm Al I~42 FEHEKY - mH » Rfh Z2BEFR

~EE N
A-1: {E& % No.l1-1
A-2 : {E &% No.1-7
A-3: {E &% No.1-14
A-4: {E &% No.1-70
A-5: {E& % No.1-71
A-6 1 {(E& ¥ No.1-72
A-7: \E& % No.1-73
A-8 : {(E &% No.1-74
A-9 : {(E& % No.1-75
A-10 : {E &% No.1-76
A-11: {E& % No.2-1
A-12 : {E &% No.3-1
A-13 : {E &% No.4-71
A-14 : {E &% No.4-72
A-15: {E& ¥ No.6-1
A’-1: {E &% No.A2-9
AC-200 2-H B -1-[4- (R RR B )R AR ]-2- 15 Wbk B N e - 1
B-1 : SPC-3000( H H 8 A

Bl EEEE 55 42.7% 0 PGMEAA &)

7B0421 114 H o 3 119 H(EHRHE)
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