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L l£$L<Dil LJ X&Z> o 

[0043] ( I - 1 ) Alts £?£ L < tf 'J is>tM£tzlt?T V-JUtMX 

(1-2) Y It, ff!L<li/fU>Ss -CH (CH3) -£tzlt~C (C 

H3) 2-Trfey, £y&?£L<[£^U>STrfo<g)o 
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(1-3) RUts & y 

(1-4) R2lt SIKtttert x - ;uS^fr (£ 5 IIS 

L< (£6M^S<7)5T#j^^ff!^SS^ &Tfrb£3H : /\P 

CT-g/^ii/S, /NPCT-e/MiH, tKn^vCT-e^yu 

^;us, Ci-eTJ^^is&ft&lSisTS Sfrb&ii LTiliR^ft'g) 1 ~3i@ 

"7 x — yUSN JilT^ b ̂ -§>11 : MP *ftsJ&-Fs C-I_67 

/NPCT-SJJI/^JI/S, t ^P + yCT^/WS, C I-BTJIS 

^^ySfc^Oyy/ Sfrb&ii LTjSiR£ft<§> 1 ~ 2{@(7)STriS^M^^ 

&3lMi&Tfrb£3ll : /\nfr>m?-s c, 

-§~7 JU-^FJUSN /\P C -i-67</U-^rJUSN t K P ̂ r V C -i _ 6 TJU-^FJUSN Ci_6 

Ji^+ySfc^O'y// Sfrb&ii 1 ~ 2{@(7)STriS^M 

<fcy$f£L<l*t e r t-7?Jl> 

SN 7xZ^S, 3-7"J;US, 3-^X-;USN &<§> IM££LT(7) a) ~d 

) : 

[0044] [-fk9] 

c) u/ d) 

R8 R81 

w3 

frb&£fffrbMiR£ft<§>STffo<§> (i£4\ 

R6a, R5bs R6CN R6d^J;^R6e[^0e) ~g) ; 

e) R6aN R6\ R6cN R6dfSJ:ZSR6e(D^I(D 1 0(7)S[£/\P C 

T-e/il/^Jl/Ss M P C -i-eT^U-^rJUS, t K P V C 1 _ 6 T^U-^FJUSN Ci_ 

67i^^yStL<liy7yStfey, 4o<7)S[£7Kl!Jl^, 

f) R6aN R6\ R6cN R6dtSJ:ZSR6e(Dl^(D 2 ofl)Stt, L 

rN /\py>l;fs CT-S/^^S, /\P t KPJFVC 

CT^/i^+ySt L< Iiv7/STrfey, ^-(7)^(7)3o 

(7)S(i7K^Jl?L, 
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g) R6% R6\ R6cN R6d£>£t£R6e(7)ft(7)3 0(7)S[£N -tft-^ftS&S: L 

Xs *\U?^m=i-s C t KP^VC 

L< [iv7/^-(7)^(7)2 0 

(7)S(i7K^Jl W b & <5 b iliR £ ft <§> STr y„ 

R7aN R7\ R7cfccfct/R7d(iJaT(7) h) i ) : 

h) R7aN R7\ R7cfc£t/R7dtf)fl(7) 1 CT-67 

/NPCT-SJJI/^JI/S, t ̂ P + yCT^/WS, CT-S?;!/ 

=i^vSt L< Iiv7/STrfoy, ^(7)^(7)3 0(7)S[i7K^Jl^, 

i) R7aN R7\ R7cfc£t/R7d(7)fi(7)2 0(7)S[£N fftfftftSLt, /\ 

C^e/i^iUs /NPC^e/iWS, tF'P + yC^s? 

;u^;uSN c^e/i^+ySt L< I£v7/STrfoy, 2 o©Stt 

7K^J1^ 

frb&£flfrbMIR£ft£STrfoy^ 

R8 % R8\ fc£t/R8c(£JaT(7) j ) fc£t/k) : 

j) R8% R8bfc£T$R8c(Dfo(D 1 0(7)S[£N /\P^>J1^, C^g/i^ 

s /\P C1-67il/^r/l'S< t KP y C T _67Jl';)F'ibS< C -i _67JU^I vS 

£ L< I£v7/STrfey, ^(7)^(7)2 0(7)S[i7K^Jl^, 

k) R8% R8bfc£t/R8c(7)fi(7)2 0(7)S[£N fftfftftSLt, /\P^> 

C^s/i^iUs /NPC^g/iWS, tF'P + yC^s/W 

S, c^s/i^+ySt L< Iiv7/STrfey, 

frb&£flfrbMIR£ft£STrfoy^ 

R9afc£t£R9b(t w5^-C R9c = Tffo<§>iin\ R 9 a N R9bfc£t£R9c 

(Dfa(D 1 0(7)S^\ /\P^>J!^ CT-SJ^I/S, /NPCT-gJil/^l/S 

, tKP+yC^g/mS, c^g/i^ + yStKliy/ySt-fey 

s ^(7)^(7)2 0(7)S^7K^Jl^Trfey, w57^l!Jl^Tffo<g>ii^ R9afc£ 

t/R9b(7)l*|(7) 1 0(7)S^\ /\P^>J1^ /NPC^g/Jb 

^;uSN t^p+yC^g/WS, c^g/i^+yStKliy/ZS 
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VfoVs o ^bl:$fSL<lit e r t-^;u 

S£ tzIt ? x - ;USTTfo& o 
(1-5) R3(i, L < N yyMI^Ts h'jyj^ 

• >^;uSN > h^FvS, x h^vS£fc(£ h 'J ^;U7hn> h^vSTrfoy 

, £y&?£L<(£i£l!J^ > hJpvS, xh^v 

h 'J 7JUl-n* h^vSTrfey, £ bl-£F£ L < ItikMI^^F-^tzlt 

* h^vSTrfey, mzft^L <lt* h^vSTrfo^o 

(1-6) RN(i, $?^L< (i7K^Jl^^fr(i>T;uSTrfey, £y&?£L< 

(i7K^Jl^Trfe-g>o 

[0045] (i) , ^tzit^omm^mztm^H^ikou^L^m 
mmrnt Lxit, (i -1) ~ (i -6) izsEi^^L^m^sM^ 
t>-£fr b &£T?fo£ o 

[0046] HJMI*§1 

*#§^(7)&?£ LTIi, 

Y^M^U>STrfey ; 

A^K>if>IS^f-(it°y v>iSTrfey ; 

R17^7K^J!^Trfoy ; 

R2^7i -;US£ tz It 5 MiS0^#j^lt^iSSTr fo y ; 

R3AM h^vS£fc(£x h^vSTrfoy ; 

RN^7K^Jl^Trfe-g)0 

[0047] Lx\t, 

o 

6- (6-> h^riy- 2 -y JI-JU- 1 H->f > K—;U- 3->f ;U> =f)\y) 

tf'J ls>-2-jjjU7ti>M (HWH-1) N 3- (6->h+V-2-7 

X-;U-1 H--r> K-;u-3--r;u^^;u) WI4-2) N 

3- (6-y hJFV-2-T7h?i>-3--r;u- 1 H--r> K-;U-3-

-<;u^;u) £E#& WI4-1 2) N 6- (6-ih+v-2-7i 

-;u-1 H--r> K-;u-3--r;u^^;u) tfy v>-2(H 
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WiiM 4 — 34) N 6- (6-> hJFV-23->T;U-1 H-

4> K—;u-3-4T;U) t0|j v>-2(HWJ1 1-1 

) N 6- [2- (3-^;U7hn^x-;u) -6hJpv-1 H--r>K— 

;u-3t0|jv>-2(HWJ1 1-5) , 6-

(2 — 3->r;u-6-y h^v-1 H--T> K—;u-3--r;u>^ 

;u) t°'j>>-2-^;^>ii (iin 1-10) , 6 - [2 — (4 — "7 

;u7hn^x-;u) - 6-> h^v- 1 H-4 > K—;u- 3-4)1* T;u] t° 

'J V > — 2 — ;U7« >ii (HW1J1 1-13) , 3- (2-7^^-3-4 

;u-6-> h^v-1 H--r> K-;u-3--r;u^^;u) (HJfeflJ 

1 1-15) N 6- (6-y hJFV- 2 -T7h^x>- 2 -4)\s- 1 H ~4 

> K-;u- 3 -4)1*^)1) tf'j v>- 2 (HWJ1 1-17 

) , 6- [6-y hJFV-2- (5-yT;UT7h^x>-3--r;U) -1 H 

-4^ K-;u-3t0|j v>- 2 (HWJ1 1-

20) N 6- [2- (3-^PP^x-;U) -6-y hJPV-1 H--r>K 

-;u-3--r;u^^;u] t°'j v>- 2 (HJfeflJ 1 1-21) N 

6- (6-y h + y-2-f7V-ib-5-^Jb-1 H--r>K—;u-3-

-<;u^;u) t°'j>>-2-^;^>ii (HJfeflJ i 1-24) N 6- [6-

* hJFV-2- (3-y h + y7i-JW -1 H-4> K—;u-3--r;u> 

T;u] t°'J >>-2-^;^ >ii WJ1 1-34) N 6 - [ 2 — (3, 

4 - v?;U7|-p —;u) -6-y hJFV-1 H-4> ̂ -JU-3-4JU^ 

T;U] t°'J>>-2-^;^>ii WJ1 6-2) N 6- C6-y hjpv 

-2- (3, 4, 5 - h 'J yjuj-n -?JL —;u) - 1 H-4 > K—;u- 3 ->r 

t0|jv>-2(HWJ1 6-6) , 2-^;U7hP-

3- (6-y hJFV-2-^x-;u-1 H--r> K—J\s- 3-4 

sm#ii WI1 6-9) , 6- (6-y h + y-5->fjb-2-7i 

-;u- 1 H-4> K-;u-3->r;u>T;u) t0|j v>-2(H 

«|J 1 6-12) N 6- (5-^PP-6—> hJFV-2-^x-;u-1 H 

--r> K-;u-3--r;u^;u) t0|j v>-2-^;U/-tt,>ii (HWJ1 6-
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1 3) N 6- (5-^;U7hD-6-> h + V-2-71 —)l/ — 1 H--T>K 

—;u-3--r;uy^;u) tf'jv>-2(HWJ1 6-1 6) , 

2-7;U7hn-5- (6-y hJpv-2-?x-;u- 1 H--r> K-;u-3 

->f;u^;u) smwii (H«J 1 6-1 8) N 6- (6-y h^v-5-

> T;u-23--T;u- 1 H-4> K—;u-3T;U) 

t0|J v>-2 (HWJ1 6-2 4) N 6- (5-^;U7hP-6 

-y h^v-2>-3-4)\y-1 H--T>K—;u-3--r;u^^ 

;u) t°'jv>-2(HMJ16-2 8) > 6- (5-^PP-

6-y h^v-2-^7h^x>-3--r;u-1 H—K—;u-3--r;u> 

T;u) t°'jv>-2-^;U7K>ii (HJf&fli] i 6-29) N 6 - (6-ih4 

v-2- (4-7;U7hp ?x-;u) - 1 H-4 > K—;u- 3-4)1* 

t°'J >>-2-^;^ >ii WJ1 6-6 0) , 6- (6-Ih + y-2 

-^7f-?x>-3-4)1- 1 H--r> K—;u-3--r;u^^;u) t0|jv>-

2-^;U7ft,>ii (ill?! 16-6 1) , 6- (6-X hJpv-5 -7MU 

- 2-^7h^x>-3-4)1- 1 H--T> K—;u-3--r;u^^;u) t0|jv 

>-2-^;U/1t,>ii (H«J 1 6-7 9) N 6- (6—x h+v-5-^f 

)i- 1 H--r> K—;u-3--r;u^^;u) t0|jv>-2-^ 

(H«'J 16-8 4) , 6- C 2 — (4-77U7(-P7x-;u) -6 

-y h^v-5-^^;u-i H--r> K—;u-3--r;u^^;u] t0|jv>-

2-^yUTlOlt (Mil 6-8 5) \ 6- (6-Ih + V-5-yfjl/-

2-^7h^x>-3-4)i- 1 H—K—;u-3--r;u^^;u) t0|jv> 

- 2 --h;U7f<>li (Hifefli] 16-93) o 

[0048] nmwM2 

LTI*. 

R1^7K^Jl^TrfelJ ; 

R -;uSTrfey ; 
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h^vSTr&i-J ; 

[0049] Lx\t, 

& o 

6- (6-y h^riy- 2 -y JI-JU- 1 H > K—3 =f)\y) 

t°'J is>-2-jjjU7ti >i| (HWIJ4-1) N 3- (6->h+V-2-7 

x-;u-i H--r> K-;u-3--r;u^;u) WI4-2) N 

2-^;U7|-p-3- (6-y hJFV-2-^X-;u-1 H--r>K—;u-3 

--r;u^^;u) (HJfeflJ 1 6-9) , 6- (6-> h^v-5-y 

=f)\y- 2-^x-;u-i H--r> K—;u-3 —-r;u^;u) t0|jv>-2-

(HWJ1 6-12) N 6- (5-<?••-6-> hJFV-2-

?x-;u-i H-4> K—;u-3--r;u^^;u) t°'j v>-2 

(HWJ1 6-13) , 6- (5-^;U7hP-6-> h^V-2-^x-;U 

-1H--f>F-jl/-3-^Jl//fjb) t0|j v>-2(ili 

1 6-1 6) „ 2-7JUl-n- 5- (6-y hJFV-2-^x-;u-1 H-

-<> K-;u-3--r;u^^;u) (H«J 1 6-1 8) „ 

[0050] HJMI*§3 

LXlts 

R1^7K^Jl^Trfey ; 

R2^M^^X -;uSTr&<-J ; 

R3AM h^vSTrfeU ; 

RN7^7K^J!^Trfo<g>0 

[0051] Lx\t, 

& o 

6- [2- (3-?;U7hP?x-;u) -6hJpv- 1 H--r>K—;u-

3--r;u^^;u] t°'jv>-2(H«J 1 1-5) , 6- C2 
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— (4-?;U7hP in-;u) - 6hJpv- 1 H-4 > K—;u- 3-4)1 

tf'J >>-2-^;^ >ii (H«|J1 1-13) , 6 - [ 2 — (3 

-^••?i-;u) -6-> h^v-1 H -4 > K—;u— 3-4)1* 

t°'J >>-2-^^/1^>ii WJ1 1-21) N 6- C6-y hJPV-2 

- (3-y hJFV^x-;u) -1 H-^>F-Jb-3--fJ^fib] t° 'J v 

>-2(H»|J1 1-34) N 6 - [2- (3, 4-v^;U7h 

• ?i-;u) -6-> h^v-1 H--r> K—;u-3--r;u^^;u] t0|jv 

>-2-^;U7tt,>ii WJ1 6-2) N 6- C6-y hJFV-2- (3, 

4, 5 — h 'J 7JU1-D 7J: —JU) - 1 H-^> F-Jb-3-fJ^fib] t° 

<j v>-2 (H«iJi 6-6) , 6- [2- (5-^;U7hPt° 

!jv>-3--r;u) -6-> h^v-i H--T> K—;u-3--r;u^^;u] 

£°'Jis>-2-t)Jl,7n>m WI1 6-1 1) , 6- [ 2 — (4-?;U7h 

• ̂ x-;u) -6-> h+y-5->f;b-i H--r> K—;u-3--r;u> 

t° 'J v> - 2 -tUlsTti^m (HWiJ 16-85) o 

[0052] nmmmi 
*mmm<D%i£L^nMWMt LTI*. 

YAM^U>STf&y ; 

R2Lttd;i>5y: 

R3AM h^vSTr&y ; 

RNA^K^Jl^Trfe-g>o 

[0053] LX\t, bft 

o 

3- (6-> hJFV-2-^7h^x>-3-4)l~ 1 H->r> K-ju-s-

'fyiM^u) WI4-1 2) N 6- (6-y h^v-2-^7f-

^x>-3--r;u-i H--T> K—;u-3--r;u^^;u) t°yv>-2-^ 

)ls<$yM WI1 1-1) , 6- (2-77>-3-^b-6->hJFV 
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t0|j v>-2(ili 

1 1-10) , 3- (2 3-4 Jl- 6~* hJFV- 1 H~4> K 

-Jls-3-4Jls*^Jls) WI1 1-15) , 6- (6-> h^F-

v-2-^7h^x>-2-4)1- 1 H--T> K—;u-3--r;u^^;u) t0|j 

v>-2-^;U7tt,>ii WJ1 1-17) N 6- [6-> h+V-2- ( 

5-y^;u^7r?i>-3--r;u) -1 H-4> K—;u—3 

t°'J v>-2(HWJ1 1-2 0) , 6- (6-y hJFV-5 

-y T;u- 2-^7h^x>-3-4)\y- 1 H~4> K—;u- 3-4 )\s*^)\s 

) t0|J V>-2 -^UTt^ii (HWJ1 6-2 4) N 6- (5-^;U7hP-

6-> h^v-2>-3-4JI- 1 H--T>K—;u-3--r;u> 

T;u) t0|J V>-2(H»IJ 1 6-28) , 6- (5-^PP 

-6-y hJFV-2-^7h^x>-3-4)\y- 1 H - -< > K—;U~ 3 - -T )l 

yfib) t°'J >>-2-^^/1^ >ii WJ1 6-2 9) „ 

[0054] HJMI*§5 

*mmm<D%i£L^nMWMt LTI*. 
Y; 

R2 LT & £ ̂  6 fliSSTr fo lJ ; 

R3AM h^vSTr&i-J ; 

RNA^K^Jl^Trfe-g>o 

[0055] LTI*. bft 

o 

6- (6-> hJFV-2 - t°'J v>-3-4)l~ 1 H—-T> K—;U-3--T 

;IM^;U) t°'j>>-2-^;^>ii WJ1 1-11) ,6 - [2- ( 

5-^;U7hP t0|j v>-3--r;u) - 6 -y h^v-1 H--T>K—;u-3 

t0|jv>-2-hji,7£>® (H«J 1 6-1 1) , 6- (6 

-> h+y - 5 - / f Jb- 2 - e 'J y> - 3 - jl/- 1 H--r>K—;U-3 
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t°'ji>y-2-tu\s7$(HJfeflJ i 6-6 6) „ 

[0056] HJMI*§6 
LTI*. 

Y; 

•, 
R3^/\P^>Jl^Tr&l'J ; 

RN^7K^Jl^Trfe-g)0 

[0057] LTI*. bft 

^) o 

6- (6-^PP-2-7i-^-1 H--(>F-Jl/-3-^j^fJl/) t° 

U (HWJ4-1 7) N 6- (6-^PP-5->h 

^v-2-^x-;u-i H--r> K—;u-3--r;iM^;u) t0|jv>-2-

(il|1 6-2 3) N 6- (6-^PP-5-^;U7hP-2-

^7h^x>-3-4)1- 1 H--T> K—;u-3--r;u^^;u) t0|jv>-2 

WJ1 6-5 2) N 6- (6-{7PP-5->fJb-2-

?i-;u-i H--r> K—;u-3--r;u^^;u) t0|j v>-2 

(HWJ1 6-59) , 6- (6-^PP-5 —> h^V-2-^7h^x> 

-3->r;u-i H--T> K—;u-3--r;u^^;u) t0|j v>-2-^;u/-tt,> 

St (HWJ1 6-8 6) , 6- (6-^PP-5-/fjb-2-ft7x> 

-3->r;u-i H--T> K—;u-3--r;u^^;u) t0|j v>-2-^;u/-tt,> 

Si (HWJ1 6-92) N 6- (6-^PP-2-77>-3--fJb-5-

* h^v-1 H-4> K-;u-3->r;u>T;u) t0|j v>-2 

(HJfeflJ 16-105) o 

[0058] nmmm7 
*mmm<D%i£L^nMWMt LTI*. 
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R2A^V7°Pt>S, -T7^;US, s e c -^T;US£fc(£ t e r \ —~J 

T;uSTrfey ; 
R3AM h^vS£fcl£x h^vSTrfeU ; 

RNA^7K^Jl^Trfe-g)o 

[0059] Lx\t, 

& o 

6- (2 - t e r t - 7'TJ\y~ 5 - ̂  • • - 6 - * h^V~ 1 H--T> K~ 

;u-3t°'jv>-2(HJfefl] i 6 - 8 9) , 6 

- (2 - t e r t -^;U-5-?;U7|-p-6-y h^V~ 1 H~4> K~ 

;u-3->f;iMT;u) t0|jv>-2(iMn 6-97) N 6 
- (2 - t e r t h^V-5-y^;U- 1 H~4> K—;u 

-3->T;IMT;U) t0|jv>-2(iMn 6-9 8) N 6-

( 2 — s e c-^;U-5-^PP-6-y h^V~ 1 H->f > K~ JU~ 3 

--f;iM^;u) t0|jv>-2(H«|J1 6-10 7) N 6- ( 

5-^PP-2--r 7?°p t°;U-6-> hJFV-1 H--r> K—;U-3--r 

J^f^) t0|j v>-2(H«|J1 6-109) , 6- (5-

^;U7|-P-2->r V7°p t°;u-6-> h^v-i H--T> K—;u-3--r;u 

> T;u) t° 'j V> - 2 (HJfeflJ 18-1) o 

[0060] HJMI*§8 

*mmm(Dft£L^nMWMt LTI*. 
YAMTU>STrfey ; 

V>iSTrfey ; 
R1 ; 

R2A*t e r t-^;US, 7 



9 ) - 9 s (39 — 9 I Ijfli) 

L- (1f=x£ a_£ir£- 17) -Z-1f^n 

£•£<*-9] -9 s (8-9l[i«|£) (Al-k 

KI^-e-lKHO-H L -1f= x£-z-/|f^ • £.•£<*-9) -9 
o (g, 

s¥ian [9900] 

"^aiiflWNd 

: fi cp a • £ • Cf <->7 8 y 

= ri ̂ asi^inwi^gm 9 vi ? ̂  an j^swei-.^ mmmm 
^a)giMQvi^^an^^s^tB ssic=x£vi:f 

• ri^aa</jri^¥J^¥S</Kv>yv 

^lan jnmwm^n $ii(D\\%mm* 
0 I itigSKH [2900] 

: *D-Mr£ ri H X x 

S<^H * rn ^sic^ s±gf^£ 

= fi^asi/^icz^o^iid 

: fi^aS'CI^^A 
s¥ian ?iiiivii $«a)fiKO)M¥* 

6§m5?ifi [L900] 

: *D-Mr£ ri H X N 

Z£SZ90/0I0Z<IfA13d 93 £l9£T0m0l OAV 
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[0112] rTSPS^ttj tits WM&fts 

'M'£tzlt:f$j(Dtztf)lz{1£.ffi-f -g>(7)A^?^ Ll\ 

[0113] rgj^Etfcj tLtii, SEtfiifiiL (flSJ± 

'\m^m, mm, 
) , fc<fctfi8i!5fc*Q:l (^E^P1:/LM, ^E£P:H£T, mwttiaHLXtas 

H£ft<g>i£[£N SEtMilL 1^111^ ;S-n14® 
is, 

l*:*m<DtMz&m?&0)1)W&Ll\ <fcy$f£L<li, JSESJifiiL mm 
i^, MBIMJ^ tj]iet4S^^^fr(i^ic^Pl:/L3iTfe-g)o £tz, *%VRO) 

its® (I) £fc[£^(7)^H^[Zi*Fll£ft£^[£N o A B sOfeM^tzlt 
^mzizmzift£Li\ 

[0114] (i) stziztomm^mztmzH&ikowms &tzits 
%\ 

[0115] *mw<Dik£® (I) EP,|§ft 

mumawpta< t=b 1 =bx$ 
& o 

[0116] (i) stziztomm^mztmzH&iktmft^frvx 
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SL 663—yo 
S^^/,C\(A "r^s6^C-J- sC^{s^0C. s<<vd • <- s< 

H s£ian? rn^-p^<zL^j [61io] 

x£ *</$_f.x£fi;£ X n v5^ s«^i£t$5> s< 
N<riVo^i=io^ s¥ian? r^<rii=^j [suo] 

°Q 

$ % m 2vt $ mi -i w&mm comco •* fi * s* s*i- u c co •* ?j a vi <* zj w$ 
qj^Ww s-+$ 
^[«^tmri®a)±rcr¥]avicz][i^^^^^}a#c^°^ [m0] 

° § c? a^c. c. T/^giH¥i 

zk s^Mi^{ sHlaad ££ 
^ri-»9 H Y-czgi SH^-P^<ZL^ s^<rii=^ s¥i>n$±$ ° 

Y-CZ< ri XYV SH ^-pZ-0 siilXOO SH * 
-c^ZX'd N YrpZd N^-pZl» SH*-P$<zv 

llH-9 ^USSK fi 2KH < X s^£®&l I A d id ± sH^-pZvavo s 

S-Q^IH£LH s-c^ fi H -A 
s^ccT/|^giH ^^^Stas®^2k *-¥^n£ir*A-^ 
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*^Hil/J—^*x<ri 
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[0121] rs a— >J tLXtts TF-505 

[0122] rpDERl^j tLXlt, WU, /<J\sTi-? J J\ss 

-iWU, 7/<J-7-rJUs UK—369003, T-0 1 5 6, AKP-002 

[0123] ry-t?iFju=i t LTIi, yXf^sx 

v;u, Z — 3 3 8 , 'J/Uf^5X BGC-20-12 

5 9, 5 >, -T h^'J K, N P - 6 1 , S P H - 1 2 8 6, h;Hz 

u>, z T- 1 mzmi&ztftxz&o 
[0124] rts^i47tx;u=E>j tLtli, fXhn/>, 7h^i?>Kn>, tf;b;u£ 

5 h\ BMS-64 1 9 8 8, CB-03-01, CH-4892789, 

Z>)\s$ 5 h\ MDV-31 00, — ;U£ 5 h\ TAK-700, YM-58 

0H^lfSZ<b^T*#-5o 

[0125] tLtli, ̂ P7V/X 7U;uxxhU 

J — If & Z t ftX # § o 

[0126] TLH-RHTtP^J <t LTIi, AEZS-108, OizL'J >, fX 

• U1;^, zr-tri^'j>, txhb'JX 'J ZL—-Ju u'J >, ;uhnt°>, 

? T L 'J >, h 'J ?° h L 'J >, AEZS-01 9, -thPU'J^X, L 

IJ^X, 17^'J^X, PTD-6 3 4, T 

A K — 3 8 5 , TAK—448, TAK-6 8 3f$flfS 

o 

[0127] r-zL —PJf->|fi^2£j tLtli, KRP-103, 7?°Lt:£>h, 

A V — 6 0 8 , ̂ 7t°£>h, C P - 1 2 2 7 2 1 , DNK-333, Z> f 

X7?°Lt°£> h, L Y-6 8 6 0 1 7, t°£> h, 7h;UKt°^> h, 

• TA—5 5 3 8, T-2 3 2 8, A Z D 

-2624, Z — 5 0 1 , 1 144814, MEN- 1 559 6, MEN-

1 1420, SAR—1 0277 9, SAR- 1 0 2 2 7 9, ^ l/fi £ > 

h, SSR-2 4 1 5 8 6|^flf§:^^^§„ 
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[0128] r#9HJJ^j tLXlts fx:E7°bvX VA-1 064 8 3i^flf§ 

[0129] tLXlt, 7APvt°>, v;U"vt° 

>, 7°Pt^iJ>N PD-299685, 7-t? 

;u-vt°>, A\iU-vt°>, K/Ohn— ;u, ^ut"vex 

CYC—38 1 , v;U^7ifA, X,1x-i;t0>N 7 7XvJk 7iPvt°> 

N tfp/'vsyu, ^fX7vt°>, 7vyt°x u;u^-vt° 

>, P>!JvX T-VtfX MEM—1 0 0 3, -^;Uvt°>N -?iv 

t°>, -;U/<vt°>N -^Evtfx -7;Uvt°>, SB-751 6 8 9, H 

YM—58483, V=l / £ -< & d t t)<X$ £ „ 

[0130] rspytUitg^^^j ^LTIi, 

o 

[0131] tLtli, -f5775>, ^P;^7S>, 75 h'J 

'J 

[0132] rKf1-v^njgfs^j t LTIi, -=i^>v;u, N I P — 1 4 1 , NS-

4591, NS-1 643, K^X h, V7X/^V K, I C A - 1 0 5 

6 6 5, =/+vvik t°^-vv;u, ^IJVP— ;u, VRX-6 9 8i^f 

[f<g>^<!:^T^<g>o 

[0133] r-j- h 'j ̂ Af^^i/^p — j <t LTii, ^?0|J v;u, KP^^P> 

, 7°P/Oiy>, SUN — N807 5, SMP-986, 

1 01 4802, 552-02, A-803467, vK 

XX t°>, F — 1 5 8 4 5, T'U^-T-K, 7tNX7I 

-h-r>, K, UT^Oe/^-r >, M-5 8 3 7 3 

, t7VV>, ^'jxeuvx NW— 3 5 0 9, 7^X;b 

t°;uv^-r-K, t°;u>y— ;u, ^P/OI;>, NW-IO 

2 9, Pt°/ii]0, "7> <§> n £tfX^£)o 

[0134] THIOP^^-J tLtli, 7;U;b?£v>, K,-Kx 

^<7XfX iz^'JvX fXP7^y>, X/Ufx X7bf 
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'Jv>, Xt°tXfX GSK-8 3 5 7 2 6, 

V>, P^£v>, N 

BI-7 5043, R e N - 1 8 6 9, xJU? V>, UCB-3544 

0, v>, YM-34448 4, y7i>th*75X ^P;U?i~ 

[0135] ri?p tLtli, UCB-46331, 424 

8 8 7, AD-3 3 7, BGC-20- 1 2 59, BMS-505 1 3 0, 

y^P7°7A, fX^>777JFV>, DOV- 1 02 6 7 

7, DOV-2 1 6 3 0 3, DOV-2 1 9 47, faP^-tf>, IXV 

^P77A, F — 2 6 9 5 , F — 982 1 4 — TA, 7JU 

I DN — 549 1, >, NS-23 

59, NSD-644, /"\P^i?^>, PF-1 84298, SD-726 

, SEP — 225289, SEP-2 2 7 1 6 2, SEP-228425, 

SEP — 228432, i?;U h^'J>, xV 7 i h 

77 h-ik h^x/K>, UCB-4 6 3 3 1 , ̂ >777 + V>, 

K>, WAY-4 2 6, WF-51 6 & Z t tfX& & „ 

[0136] ry ;UX tf^y >J <b LTIi, AD-3 3 7, xXH 

>7^7 + i/X DOV- 1 02 6 7 7, DOV-2 1 6 3 0 3, DOV-

21 9 4 7, faP^-tfX F — 2 6 9 5 , F-9821 4 —TA, 5;U 

tv^7>, NS — 2359, NSD-644, PF-1 84298, SD 

-726, SEP — 225289, SEP-2271 62, SEP-228 

425, SEP — 228432, >v>, h77h* 

, DDP-225, LY-2 2 1 6 6 8 4, 5 X N R I - 1 9 3 

, K—;U, WA Y - 2 5 6 8 0 5, WAY-2 6 0 

0 2 

[0137] r K-/-V5 tLX It, DOV-1 02677, DO 

V—2 1 6303, DOV-21 947, I D N - 5 4 9 1 , NS-235 
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9 , NSD-6 44, SEP — 225289, SEP-2 2 8 4 2 5, SE 

P — 228432, y^h7?>, xV 7 i h77h"Jk ^7V 

0^0Pt07h>, NS-271 oo, 

[0138] r G A B A 7 =T—X h J t LTIi, iXx/t°^P>, -Ox 

-f ?°P X / ̂  =1 <7 P >, SEP — 22544 1, 7^>7°Pi!- h, J«? P 

?i>, AZD-7325, BL-1 020, ^'Pf V7A, DP-VPA 

, ̂ Pf/U F\ 7°P7°7t-jk h, x/t°^P>, EVT-2 

0 1, AZD-3043, ft+VPX N S - 1 1 3 9 4, 7)\si\>? P 

i>, AZD-3355, GS-39783, ADX-7 1 4 4 1 , A D X 

- 7 1 9 4 

[0139] rTRPV1p|p^j tLtli, ̂ ]7°^V>, Uv^7i7 h^v>, 

DE-096, GRC-621 1, AMG-8562, JTS-653, S 

B—7 05498, A — 4256 1 9, A-7 8 4 1 6 8, ABT-102 

, AMG-628, AZD- 1 3 8 6, JNJ-1 720321 2, NGD 

-8243, PF — 3864086, SAR- 1 1 5 7 4 0, SB-782 

4 4 

[0140] rx> K-tr<b LTIi, SB-234551, ACT-064 

9 9 2, 7h7t>^>, 7fMz>£>, 

, K*lz>£>, S-01 39, T A—0 2 0 1 , T B 

C - 3 7 1 1 , VTti'x^ BMS — 509701, PS-433540 

[0141] T5-H T1A7>^^-X hj tLXlt, xXt°>KP-Jk L=r/£> 

, ;u^v K>, E-2110, REC —0206, SB—64991 5, W 

A Y — 4 2 6 , WF-51 6 -5 - t & „ 

[0142] r^Tzr-XH tLtli, CM—2 2 3 6, 7J\,=E#7 4-J\,s 5 K K 

'J>s =E?7'f=JU&$&l-f6Z£rfV£60 

[0143] t°7h-r K7^-X hj tLtli, =EJ\s£&s TRK-130, DPI 



WO 2011/013623 45 PCT/JP2010/062532 

— 12 5, DPI—3290, ?x>£ —;U, L I F-3 0 1 , P^S K 

, 5 K, U57i>^-ik F-ik WY-1 6 

2 2 5, 7|-^v=l K>, P T I — 2 0 2 , P T I — 7 2 1 , ADL-574 

7, ADL-5859, D P I - 2 2 1 , DP 1-3 5 3, I P P - 1 0 2 

199, S N — 1 1, ADL—10-0101, A D L - 1 0 - 0 1 16, 

7VTK'J>, CR-6 6 5, CR-8 4 5, 

V>, XEN — 0548, 

W- 21 2393, ZP-120, ? x & Z t tfX £ & 0 

[0144] r p 2X7>^-X hj <!: LTIi, A-740003, AZ-1 1657 

312, AZD-9056, GSK- 1 48 2 1 60, GSK-31 481 

AW£^iiZ>zttfX$Z>0 

[0145] rcoxia^^j tLXlts ST-6 7 9, 7Xt°g 

>, -Ju A?x:h^, f^X^h?°P?x>, 7;kbWP7iX FYO 

-7 5 0, ^^P7i>, *T h "7° P "7 x >, *r h P 7 7 ̂  , 'j37iP> 

, P;uy^v^A, P^V?°P?x>, LT-NS00 1 , v^P^x^ 

, i7x,/7^, h>, TT^^PVX t°P^v;b 

A, 7 7^P7I>, X7°P7I>, fy^y^A, P ? x >it, 

h;U^x^-Aii, +f;U h?°P?x>, 644784, ABT-963, 7y 

ZLU5>SI, 77°^^^^, -tzU^+y^, vSn^rvO, xh'J^ + y 

O, ;U5^=i^vO, ^P^v^A, -/xg K, /"VU=I^ 

vO, RO-2 6-2 1 9 8, 

[0146] TaT^-Xhj tLXlts ANAVEX-2 7 - 1 0 4 1 , PRS-0 

13, SA —4503, ANAVEX —2 —73, V>, AN AVE 

X — 7 — 1 037, ANAVEX—1 —4 1 <g> d <!: jb<T? ^ <g> „ 

[0147] TAX^D 'J yyd-X hj tLtli, AC-2 6 0 5 8 4, 

MCD-386, NGX-267, NGX-2 9 2, >'J>, t° P ^ 

[0148] *mW(Dik£® (I) 
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*mm*s WD 
~5) : 

2) mimmmtLx, m-ist^mmz^^mmisi^s 
3) mimmmtLx, 
4) mimmmtLx, m-ist^m^iz^hm^hmNixoiSi^s £tz\t 
5) mimmmtLx, m#&i8Lj3-m&iz&&mi3:&mr$x<Di8L5-
frbMJR£ft£Hftfr 1 £tzs 4) £tzl£5) 0<fc? 
fcsins<&i!£ij<t o) <t± 
SB (7) ̂ £lj <t (7) ̂ -^Jl J? [3 O ̂  T [c $IJ |5| ̂  ft 4 ̂  0 

[0149] £tzs *mw<Dik£® (i) £fc[i*02£g^ft[ci^£ft3£[i, 1® 
^I^fr[i^ftJa±(7)±SH^iJ<!: & zt{z&i)s ± 

xz&o stzits IMI^ m&\z\%mt&m^tim^x^(D\%mwL%:m>i> 
sittzVs & 

& M $IJ (D g |J ft m £ 0 3$ £ tz (i 15 M £ i± £ C <t A1< T? # £ o 

[0150] *mW(Dik£® (I) (7)ffl;£-ffl» 

[0151] *#§iE(7)isiii[£N ±&#i£tzi*M>m#iizs mnztzitimn (^^ w 
, *$MI*U HJ]§I*U ST, MI*U i^y, s^-rac^x-#*) 
o 

[0152] 

(1) mm® 
*E&S rau itMs m*.& 
s J&A (M6 0 k g k?&) 1 HSfcySEteO. 01~ 

10 0 0mg(DSIt\ 3M£P&-^(7)ii£N J&A 1 S^fr yfflWaO. 00 1 

~3oomgo5®it\ -iasf=[iisii][c^[tT3Si:is-^-rsc<b^T*#s 
o *%v%(D4k£® ( i) £fc[£^(7)^iI^[zl^!i:£ft£i&(7)J&-^M 
Its E p Ctait&zktfxz&o 
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[0159] ##0I] 1 -1 &T0## 

m 1 - 2~ 1 - 3 &mtzo 1 iZ^Ltzo 

[0160] [^1] 

Ref. No. Strc Physical data 

1 -2 
fr' 

F 

1 H-NMR (CDCI3) S ppm:8.45-8.25 (1H, br), 

8.15-8.10 (1H, m), 7,85-7.75 (1H, m), 

6.85-6.75 (1H, m) 

1 -3 o
 

"'i
ft 

o
 

1 H-NMR (CDCI3) d ppm:8.40-8.15 (2H, m), 

7.75 (1H, d, J=8.5Hz), 7.00 (1H, dd, J=8.5, 

2.4Hz) 

[0161] (##0l]2-1) 

2-^x-;u-6- h 'J ^;U7hny hJpv- 1 H--r> K—;u 

[0162] Dffc15] 

[0163] N- (2-OP^E-5- h'J?;U7|-py ;U) -2, 2, 2-

h 'J yjU^-DT-ji h75K (0. 5 1 3 g) 0T-tr h - h 'j;u (1 Om L) 

tfx ( h >J 71 - ;u*X y 4 » (I I) v^P'Jh' (3 

0. 7mg) N 3 0-fbil (16. 6 m g ) h 'J X^;U7 5 > (0. 5 

1 m L) %U\7LS 0 P»JtT, 1 2 0°CTM O^PHI*!# 

Ltza <J OA (O. 5 0 3 g) £ 

an*., f^i^T'f^pwtT, 1 2O°CTM oftmnnLtzo SRjt 
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h 6IL, 

J\sfc&Tj>mwki&7k$:1)nz-tz0 L, h 'J OATr 

SfcJilU mi±T;mmLtz0 !#bftfc*l£j£#!]£7 5 / y°n t°;Mbvij 

i7A^P7h^77^- TrftMU 
(o. 2 3 3 g) %mtz0 

[0164] 1 H-NMR (CDC13) 8 ppm: 8.50-8.35 (1H, br), 7.70-7.55 (3H, m), 7.50-7. 

30 (3H, m), 7.05-6.95 (1H, m), 6.85-6.80 (1H, m) 

[0165] h 'J yjuj-ny-fz hY-'J ##$J2-1 <ti^*§ 

l:LT, £lT(7)###ij2-2~2-3£!#fc0 -ft b(7)fi;i£^fc£t/#!]t£fit 

2 IZTK Ltzc 

[0166] [||2] 

Ref. No. Strc Physical data 

2-2 

U
-

1 H-NMR (CDCI3) <5 ppm:8.05-7.80 (1H, 

br), 7.45-7.35 (1H, m), 7.05-6.95 (1H, m), 

6.90-6.75 (1H, m), 6.25-6.20 (1H, m), 1.38 

(9H, s) 

2-3 

Cl^a 
N~f 
H \ , 

N=/ 

1 H-NMR (CDCI3) <5 ppm:9.00-8.90 (1H, 

m), 8.65-8.40 (2H, m), 8.00-7.85 (1H, m), 

7.55 (1H, d, J=8.5Hz), 7.50-7.30 (2H, m), 

7.12 (1H, dd, J=8.5, 1.8Hz), 6.90-6.80 (1H, 

m) 

MS(ESI, m/z) = 229 (M+H)+ 

[0167] (##$J3-1) 

tert-^;b= (5->h^V-2-/fib7i-iW — h 

[0168] [-fk16] 
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[0169] 1ST, 5-y h + y-2-yf^7-'J > (2. 7 4g) ©fh^th' 

n y > (80mL) "jjjtliv — t e r t — ( 4 . 8 0 g ) $• 

JJP*., b°azxmmnmm%tLtz0 

il^Lfco h^77-f — ( 

}§tij}§i£ ; ^*-9-TrftMU ̂ SUb^ (4. OOg) £ 

fflZo 

[0170] 1 H-NMR (CDC13) 8 ppm: 7.65-7.45 (1H, m), 7.02 (1H, d, J=8.4Hz), 6.55 

(1H, dd, J=8. 4, 2. 7Hz), 6. 27(1 H, br s), 3. 80 (3H, s), 2.17 (3H, s), 1 

.53 (9H, s) 

[0171] *h£-f<5 2##0iJ 3- 1 <t|H]4i[cLT, 

JMT(7)##0iJ 3-2-3-6 &mtzo Cft 3 [Z 

^ Lfro 

[0172] 
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[H3] 

Ref. No. Strc Physical data 

3-2 
NH 

O^O 

1 H-NMR (CDCI3) 8 ppm:7.75-7.65 (1H, m), 

7.05 (1H, d, J=7.7Hz), 6.83 (1H, dd, J=7.7, 

1.7Hz), 6.23 (1H, brs), 2.61 (2H, q, J=7.6Hz), 

2.21 (3H, s), 1.53 (9H, s), 1.22 (3H, t, 

J=7.6Hz) 

3-3 
CI ^ NH 

O^O 

1 H-NMR (CDCI3) 8 ppm:8.05-7.85 (1H, m), 

7.04 (1H, d, J=8.1Hz), 6.94 (1H, dd, J=8.1, 

2.1Hz), 6.26 (1H, br s), 2.20 (3H, s), 1.53 (9H, 

s) 

3-4 
NH 

0^0 

1 H-NMR (CDCI3) 8 ppm:7.75-7.60 (1H, m), 

7.05-6.95 (1H, m), 6.85-6.75 (1H, m), 6.23 

(1H, br s), 2.31 (3H, s), 2.20 (3H, s), 1.52 (9H, 

s) 

3-5 
"O ^ NH 

0^0 

1 H-NMR (CDCI3) <5 ppm:7.65-7.45 (1H, m), 

7.00 (1H, d, J=8.3Hz), 6.54 (1H, dd, J=8.3, 

2.6Hz), 6.25 (1H, br s), 4.02 (2H, q, J=7.0Hz), 

2.16 (3H, s), 1.52 (9H, s), 1.38 (3H, t, 

J=7.0Hz) 

3-6 
O "O 

1 H-NMR (CDCI3) 8 ppm;7.80-7.60 (1H, m), 

7.06 (1H, d, J=7.8Hz), 6.87 (1H, dd, J=7.8, 

1.8Hz), 6.23 (1H, s), 2.95-2.80 (1H, m), 2.21 

(3H, s), 1.53 (9H, s), 1.24 (6H, d, J=6.9Hz) 

[0173] (##0l]4-1) 

t e r t - 7^)1= [5-> h^V~2- ( 2-7^ V - 2 - 7 i " jHf 

;U) tiJWt-?— h 
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[0174] Dffc17] 

[0175] t e r t(5-> h + y-2->fjb 

^x~;U) h (3. 8 7 g) ®f h7tF~P77> (7 0mL) 

CC&TIOitJtLT, s e c(1 

. 0 4 m o I / L n3 1. 3 6mL) 

£ 1 ^<7);g;i££l*];^-4 8°C[Z$tf#LT2 0^1*1 

#Lf=0 flS£-4 (TC&TiaitJtLT, h^V-N-> 

T;UH>X7 5 K (2. 6 9 g) fl)f h7th'P77> (32mL) 

1 5ftf3fr\iXl)U7ltz0 Ztomfe&s P»3S-4 0°CJaT[3$tf#LT2 Oflfil] 
*i#u ^bi:i;ui:t 1 B#PB12o#mmLtz0 7K;^T, ^(DM£mz2 
mo I /LfaMZfinz-s froSpft^iSlct5:9fHftl#U i&i^ifiix 

T;u£Jjn*.fco 7kfc<fctffi&ft&^7k[::TJilI&8fc& L, 
te7K^ii7^^v^7ATr^Lfro ;JHU±T;^££^£ Ltza 

p-7 h^77-f- (jgajjgJg : ^^-ifiix^ 

;u) , #a^7 5y z>°n PT — (Sgaj 
[zrftMU (2. 49g) 

tz o 
[0176] 1 H-NMR (CDC13) (5 ppm: 8.10-8.00 (2H, m), 7.90-7.70 (1H, br), 7.65-7. 

40 (4H, m), 7.09 (1H, d, J=8.5Hz), 6.59 (1H, dd, J=8.5, 2.6Hz), 4.19 

(2H, s), 3.79 (3H, s), 

1.53 (9H, s) 

[0177] ftj&f <§> t e r \--JJ-)\,= (2 - — hl&Ifa 
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##0] 4- 1 <t|H]4i[ZLT, &T0##0>] 4 - 2 ~ 4 - 1 1 

0 -tl b(Dffi&rf,fc £ 4 fc £ t/ 5 [Z 7* L 0 

[0178] [H4] 

Ref. No. Strc Physical data 

4-2 ,or 
1 0A0 

* 

1 H-NMR (CDCI3) d ppm:7.65-7.50 (2H, m), 

7.02 (1H, d, J=8.4Hz), 6.60 (1H, dd, J=8.4, 

2.7Hz), 3.80 (3H, s), 3.58 (2H, s), 2.41 (2H, d, 

J=6.9Hz), 2.25-2.05 (1H, m), 1.52 (9H, s), 

0.88 (6H, d, J=6.6Hz) 

4-3 
1 0^0 

-"N 

1 H-NMR (CDCI3) 8 ppm:7.78 (1H, br s), 

7.55-7.40 (1H, m), 7.01 (1H, d, J=8.4Hz), 6.59 

(1H, dd, J=8.4, 2.7Hz), 3.80 (3H, s), 3.65 (2H, 

s), 2.70-2.55 (1H, m), 1.80-1.35 (11H, m), 

1.09 (3H, d, J=7.0Hz), 0.82 (3H, t, J=7.5Hz) 

4-4 O^^NH 
1 oAo 

1 H-NMR (CDCI3) 5 ppm:7.72 (1H, br s), 

7.55-7.40 (1H, m), 7.02 (1H, d, J=8.4Hz), 6.59 

(1H, dd, J=8.4, 2.7Hz), 3.80 (3H, s), 3.66 (2H, 

s), 2.85-2.70 (1H, m), 1.52 (9H, s), 1.13 (6H, 

d, J=7.0Hz) 

4-5 

o^X}s 

0"^^NH 
1 o^o 

1 H-NMR (CDCI3) <5 ppm:8.23 (1H, dd, 

J=2.9, 1.2Hz), 7.96 (1H, brs), 7.56 (1H, dd, 

J=5.2, 1.2Hz), 7.55-7.45 (1H, m), 7.35 (1H, 

dd, J=5.2, 2.9Hz), 7.08 (1H, d, J=8.5Hz), 6.59 

(1H, dd, J=8.5, 2.7Hz), 4.08 (2H, s), 3.79 (3H, 

s), 1.53 (9H,s) 

4-6 O^^NH 

' cA, 
A 

1 H-NMR (CDC13) 8 ppm:8.06 (1H, br s), 

7.60-7.30 (1H, m), 6.98 (1H, d, J=8.5Hz), 6.57 

(1H, dd, J=8.5, 2.7Hz), 3.80 (3H, s), 3.72 (2H, 

s), 1.52 (9H, s), 1.22 (9H,s) 

[0179] 
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[H5] 

Ref. No. Strc Physical data 

4-7 

yO 
0^0 

4-

1 H-NMR (CDCI3) 8 ppm:8.15-8.00 (2H, m), 

7.75-7.45 (5H, m), 7.15-7.05 (1H, m), 

6.95-6.85 (1H, m), 4.24 (2H, s), 2.62 (2H, q, 

J=7.6Hz), 1.52 (9H, s), 1.21 (3H, t, J=7.6Hz) 

4-8 

°^r^> 

' oAo 
A 

1 H-NMR (CDCI3) 8 pptn:8.05-7.45 (2H, m), 

7.10-6.75 (2H, m), 3.76 (2H, s), 2.70-2.50 (2H, 

m), 1.60-1.10 (21H, m) 

4-9 

O^X 

CI^^ANH 
cAo 
A 

1 H-NMR (CDCI3) 8 ppm:8.20-7.80 (2H, m), 

7.10-6.95 (2H, m), 3.76 (2H, s), 1.52 (9H, s), 

1.23 (9H, s) 

4-10 

0^0 

1 H-NMR (CDCI3) <5 ppm:7.88 (1H, brs), 

7.65-7.50 (1H, m), 7.00-6.95 (1H, m), 

6.90-6.80 (1H, m), 3.76 (2H, s), 2.32 (3H, s), 

1.52 (9H, s), 1.23 (9H, s) 

4-1 1 

< o\ +-

1 H-NMR (CDCI3) 8 ppm:8.10-8.00 (2H, m), 

7.77 (1H, br s), 7.65-7.40 (4H, m), 7.08 (1H, d, 

J=8.5Hz), 6.58 (1H, dd, J=8.5, 2.6Hz), 4.18 

(2H, s), 4.02 (2H, q, J=7.0Hz), 1.52 (9H, s), 

1.37 (3H, t, J=7.0Hz) 

[0180] (##0|J5-1) 

6-> h^v-2-7i —;u- 1 ;u 

[0181] Dffc18] 
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[0182] t e r t [5-> h^V-2- (2-7|-^V-2 -7X-/H 

=f)\A ;b;uA>—h (1 7 0mg) co h U (o. 8 

0 m L) (2. 0 m L) Ltz 0 ;JlEJ± 

TM^SSLfco &ivt% 

Si7K^^-h lJr>A7K^^^P^fr0 -€-0*r8IJi£#Si]U ;JiEJ±T;I^Lfr0 

!#b/ ?"• PT h^7-f-

(&tti&& : CtilL, (8 0. 1 m 

g) 

[0183] 1 H-NMR (CDC13) 8 ppm: 8.30-8.10 (1H, br), 7.65-7.35 (5H, m), 6.91 (1 

H, d, J=2.0Hz), 6.85-6.70 (2H, m), 3.87 (3H, s) 

[0184] fch£-f3>r ##$] 5 - 1 <t LT\ JMT(7)##0iJ 5 - 2 

-5—1 0£!#fco -ftb(7)fi;i£^fc£t/M£ffi£a6fc£t/7[Z;^Lfco 
[0185] 
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[H6] 

Ref. No. Strc Physical data 

5-2 
N"l H I 

1 H-NMR (CDCI3) 8 ppm: 

7.80-7.60 (1H, br), 7.39 (1H, d, J=8.6Hz), 

6.83 (1H, d, J=2.3Hz), 6.74 (1H, dd, J=8.6, 

2.3Hz), 6.15 (1H, s), 3.84 (3H, s), 2.58 (2H, 

d, J=7.2Hz), 1.95 (1H, m), 0.97 (6H, d, 

J=6.6Hz) 

5-3 
H I 

1 H-NMR (CDCI3) <5 ppm:7.90-7.65 (1H, 

br), 7.40 (1H, d, J=8.6Hz), 6.83 (1H, d, 

J=2.3Hz), 6.74 (1H, dd, J=8.6, 2.3Hz), 

6.20-6.10 (1H, m), 3.83 (3H, s), 3.10-2.95 

(1H, m), 1.34 (6H, d, J=7.0Hz) 

5-4 J 
H | 

1 H-NMR (CDCI3) 8 ppm:7.85-7.65 (1H, 

br), 7.40 (1H, d, J=8.6Hz), 6.84 (1H, d, 

J=2.2Hz), 6.74 (1H, dd, J=8.6, 2.2Hz), 

6.20-6.10 (1H, m), 3.84 (3H, s), 2.90-2.70 

(1H, m), 1.80-1.55 (2H, m), 1.32 (3H, d, 

J=7.0Hz), 0.91 (3H, t, J=7.4Hz) 

5-5 
H I 

1 H-NMR (CDCI3) 8 ppm:8.00-7.65 (1H, 

br), 7.40 (1H, d, J=8.6Hz), 6.84 (1H, d, 

J=2.2Hz), 6.74 (1H, dd, J=8.6, 2.2Hz), 

6.20-6.10 (1H, m), 3.83 (3H, s), 1.37 (9H, s) 

5-6 » Xj 

1 H-NMR (CDCI3) 8 ppm:8.40-8.10 (1H, 

br), 7.70-7.40 (5H, m), 7.35-7.20 (2H, m), 

7.05-6.95 (1H, m), 6.85-6.75 (1H, m), 2.77 

(2H, q, J=7.6Hz), 1.30 (3H, t, J=7.6Hz) 

[0186] 
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mi] 

Ref. No. Strc Physical data 

5-7 

CO 

2
1
 

o
 

/ 1 H-NMR (CDCI3) 5 ppm:8.20-7.95 (1H, 

br), 7.47 (1H, d, J=8.6Hz), 7.45-7.30 (3H, m), 

6.88 (1H, d, J=2.3Hz), 6.79 (1H, dd, J=8.6, 

2.3Hz), 6.65-6.60 (1H, m), 3.86 (3H, s) 

5-8 

c,xx 
H \ 

1 H-NMR (CDCI3) 8 ppm:8.10-7.80 (1H, 

br), 7.45-7.25 (2H, m), 7.03 (1H, dd, J=8.4, 

1.8Hz), 6.25-6.20 (1H, m), 1.38 (9H, s) 

5-9 
N-^ H v_ 

1 H-NMR (CDCI3) <5 ppm:7.81 (1H, br s), 

7.41 (1H, d, J=8.0Hz), 7.15-6.85 (2H, m), 

6.25-6.15 (1H, m), 2.44 (3H, s), 1.38 (9H, s) 

5-10 N-^ H v_ 

1 H-NMR (CDCI3) 8 ppm:7.43 (1H, d, 

J=8.0Hz), 7.20-6.85 (2H, m), 6.25-6.15 (1H, 

m), 2.73 (2H, q, J=7.6Hz), 1.38 (9H, s), 1.27 

(3H, t, J=7.6Hz) 

[0187] (##0iJ6-1) 

>fib=6- [2- (2— t e r \ h ̂  5 / - 4 - > h 

^v?i—;u) -3-7|-^v-3-?i —;U^°P t°;u] t0|jv>-2-^;u 

[0188] Dffc19] 
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[0189] 7K#T, t e r t [5-> h^V-2- (2-7^y-2-? 

izjufjb) 7I-J1/) h (2. 3 9 g) (7) N, 

/MA7 5 K ( 5 0 m L) j§?ft[Z7';U=r>^fX#fflSiT[CT7K^'fk-f h >J 0 

A 5 5%, 3 2 1 m g) 

SimT^[3T3 Oti-mmLtzo 1ST, >^;U = 6 -£••> 

V>-2( 1 . 3 7 g ) (7) N , N-v>fMWl/A7 5 K (1 

5m L) jg$£7;Udk>tfX#fflaT[CT5#rHWtTJjn*, ^(7);!^^^ 

^S(CT7;U=T>^fX#fflSiT3B#rBlit#Lf=0 JSf&jl^&ClTk^JjPa., & 

*.N ^(7)^ilJl$-^iJ Lfro 

, £t7K^ii7^v^ATf^*tU ;JlEJ±T;I^Lfro !#b 

5/ ?°P eyMbv'J^^U^^A^ p-7 h^77-f- (igtiJSIJg : 

[zrfffMU (3. 2 7g) %mtz0 

[0190] MS (ESI, m/z) : 491(M+H) + 

[0191] ##0iJ6-1 <t|H]4i[zLT, £IT(D##0IJ 6 - 2 

~ 6 - 6 &mtzo Cft 8 [Z^ Lfro 

[0192] 
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[H8] 

Ref. No. Strc Physical data 

6-2 
X-^OY° 

o^o 
A 

MS(ESI, m/z) : 495 (M+H)+ 

6-3 AAH -° 
r <A> 

A 

MS(ESI, m/z) : 489 (M+H)+ 

MS(ESI, m/z) : 487 (M-H)-

6 — 4 kcAAH -° 
cAo 
A 

MS(ESI, m/z): 505 (M+H)+ 

6-5 ^NH "° 

<Ao 
A 

1 H-NMR (CDCI3) <5 ppm:8.05-7.15 (10H, m), 

7.10-7.00 (1H, m), 6.80-6.75 (1H, m), 5.59 (1H, 

dd, J=10.0, 5.1Hz), 4.03 (3H, s), 3.72 (1H, dd, 

J=15.8, 5.1Hz), 3.58 (1H, dd, J=15.8, 10.1Hz), 

2.19 (3H, s), 1.61 (9H, s) 

6-6 
fC^Or0 

<Ao 
A 

1 H-NMR (CDCI3) d ppm:8.20-6.75 (7H, m), 

5.20-5.10 (1H, m), 4.05 (3H, s), 3.50-3.35 (2H, 

m), 2.23 (3H, s), 1.54 (9H, s), 1.03 (9H, s) 

[0193] (##0|J7) 

2, 2, 2-h'J^;U7hP-N- (5-> h^v-2-

T-tr h75 K 

[0194] 
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Hfc20] 

U Mil 

^0 
F 

[0195] iST, 2, 2, 2- h 'jyjlsj-n-N- (2 —3—K—5—> h + 

X-;u) 7-feh7 5 K ( 5 0 0 m g ) N x^-;u h >J (15 7 

mg) h'JX^;U7 5 > (0. 4 0 3 m L ) (7)7i? h - h >J ( 

8. 0 m L ) |Z tfX ( h'j7x ~ jU/fcX 7 J » /"v^v^A (I I) i><? • 

'J K (2 5 m g ) £>£1/3^-ft II (1 4 m g) 

^mmmnLtzo Jx.!fcM£mzm*Wkik7k$:1]nz-, if six 

Lfro PT 

: [ZTftMU (3 6 1mg) 

[0196] 1 H-NMR (CDC13) 8 ppm: 9.00-8.80 (1H, br), 8.00 (1H, d, J=2.5Hz), 7.3 

9 (1H, d, J=8.7Hz), 6.70 (1H, dd, J=8.7, 2.5Hz), 3.85 (3H, s), 0.28 ( 

9H, s) 

[0197] (##0|J8) 

N- (2—X^-;U—5—> h^V?x~;U) -2, 2, 2 - h'J ?;U7|-P 

7^L h7 5 K 

[0198] Dffc21] 

[0199] fSTs 2, 2, 2- h 'J^;U7hP-N- ( 5 - * h^F- V-2 - h 'J * =? 

jby^-ii'Xf z;i/7 x —;U) "7i?h"75K (3 6 Omg) ©f h7t F~P 

^0 
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(2. Om L) ( 1 . Omo 

l/L Th7th'P77>M, 1. 3 7mL) 

0 oralis# Lfeo £;MJ±T;Iffi Ltz0 

y>i)7A^P7h^7^- (J§aj}§i£ : [:ti 

IL, ̂ SUb^ (2 1 Omg) %mtzo 

[0200] 1 H-NMR (CDC13) 8 ppm: 8.90-8.65 (1H, br), 8.01 (1H, d, J=2.5Hz), 7.4 

3 (1H, d, J 

=8.7Hz), 6.73 (1H, dd, J=8.7, 2.5Hz), 3.85 (3H, s), 3.53 (1H, s) 

[0201] (##0|J9-1) 

6-> hJpv-2- f7V—JU-4-4JU- 1 H--T>K—;u 

[0202] N- (2—lfiJb-5->h ̂ v?i~;U) -2, 2, 2 - h 'J ?;U7|-

• 7-tr h7 5 K ( 2 0 9 m g) N 4-^n=E^yV—jU (0. 1 1 5 m L) 

h > (0. 2 9 8mL) 07-tZ h-(5. 0 

m L) [ZtfX ( h 'J 7 i - ;U/fxX 7 4 » /^v^A (I I ) y^P'jF ( 

1 8mg) £>£1/3^11 (1 Omg) £}JP*.N •£( 

ItTs 1 2 0°CT*1 Oflfiljjf# Lfro 

St^'J^A ( 2 9 7 m g ) £JjP*, P&EBItT, 1 2 0 

°CTr 1 0^1*1# Lfc0 iSKx^^tttiJ 

Lfro ;jHU±T;Ifts Lfc0 

p-7 h^77-f- (igtiJSIJg : 

^>-ifiix^;u) [zrftMU ^M-fb^ (6 0. Omg) %%tz0 

hyux—^ $-^9 [c^Lfro 

[0203] ##019-1 &T0##0i]9-

2£!#fc0 hyUx—£ £^9 [C^Lfro 

[0204] 
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[H9] 

Ref. No. Strc Physical data 

9-1 

\ o
 

=
f(

i 
C

O
-^

 

1 H-NMR (CDCI3) 5 

ppm:9.05-8.85 (1H, br), 8.83 (1H, 

d, J=2.0Hz), 7.55-7.45 (2H, m), 

6.89 (1H, d, J=2.0Hz), 6.85-6.75 

(2H, m), 3.87 (3H, s) 

MS(ESI, m/z) = 231 (M+H)+ 

9-2 H )==, 
S^N 

1 H-NMR (CDCI3) <5 ppm:8.72 

(1H s), 8.35-8.15 (1H, br), 8.00 

(1H, s), 7.48 (1H, d, J=8.7Hz), 

6.95-6.85 (1H, m), 6.81 (1H, dd, 

J=8.7, 2.2Hz), 6.75-6.65 (1H, m), 

3.86 (3H, s) 

MS(ESI, m/z) = 231 (M+H)+ 

[0205] (##0iJ 10-1) 

X^;u=6- [ (6-o • •- 2 - tf'J V>-3-4)\y- 1 H--f>K—;U 

-3->r;u) t0|jv>-2h 

[0206] iSTs 6-^PP-2-t°'J v>-3--r;U- 1 H-4> K—;u (6 2 

. 6 m g) 6-/1x;u5;ut0|j v>-2h ( 

49. 2mg) (2. 7mL) HiSCl, 8~v7+fev 

[5. 4. 0] —7—X> (0. 0 0 4 m L) ^(T);! 

^°p eyMbv'J^^U^^A^P 

7h^77^- (;gai;^£ : £/-;u) [:til 

LN (8 4. 1 m g) 

hJUx—££^1 oiz^Lfcc 

[0207] £tii#§#!]SC£ffll\ ##0|J 10-1 <t|H]4i[z LT\ JMT(7)##0ij 1 

0-2-1 0-3&mtzo hJl/f-^^il 0 

(CTK Ltzo 

[0208] 
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moi 
Ref. No. Strc Physical Data 

10-1 

1Q "9 NJ^O Tr~u ' 

1 H-NMR (CDCI3) 5 ppm:9.00-8.90 

(1H, m), 8.70-8.60 (1H, m), 8.47 

(1H, s), 8.20-8.00 (2H, m), 7.80-7.65 

(1H, m), 7.45-7.30 (3H, m), 7.09 

(1H, d, J=8.5Hz), 6.93 (1H, dd, 

J=8,5, 1.8Hz), 6.08 (1H, s), 4.50 

(2H, q, J=7.2Hz), 1.47 (3H, t, 

J=7.2Hz) 

10-2 

Oyv 0 
Tj H^N>O 

s^>N 

1 H-NMR (CDCI3) <5 ppm:8.86(1H, 

s), 8.24 (1H, s), 8.15 (1H,s), 

8.10-8.00 (1H, m), 7.80-7.65 (1H, 

m), 7.40-7.30 (1H, m), 7.13 (1H,d, 

J=8.8Hz), 6.83 (1H, d, J=2.2Hz), 

6.64 (1H, dd, J=8.8, 2.2Hz), 6.22 

(1H, s), 4.50 (2H, q, J=7.2Hz), 3.80 

(3H, s), 1.48 (3H,t, J=7.2Hz) 

10-3 

I 
O 

XA A N ° 
N-^^S-^"^P H A a 

1 H-NMR (CDCI3) 8 ppm:8.18(1H, 

br s), 8.13 (1H, s), 7.70-7.60 (2H, 

m), 7.55-7.35 (4H, m), 6.86 (1H, d, 

J=2.3Hz), 6.72 (1H, dd, J=8.7, 

2.3Hz), 6.34 (1H, d, J=2.9Hz), 4.40 

(2H, q, J=7.2Hz), 3.83 (3H, s), 3.41 

(1H, d, J=2.9Hz), 1.39 (3H, t, 

J=7.2Hz) 

[0209] (##0iJ 11-1) 

[0210] 1ST, JL>-3-t)J\,7nyM (0. 5 0 0 g ) ©f h 

7tF~P77> ( 1 0 m L) ;§;^[Z2-^PP-4, 6-v> hJFv- 1 , 

3, 5-h'J7v>(0. 7 3 8 g) (1. 2 

0 m L) %1)U TLtzo N, K 

P+V^75> (0. 3 7 6 g) %ft\7Ltz0 ^(7);!^^$- 2 30#Pel 
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ffiWLtzo ^&Ji£#StL 

tzo 7Kil$-vx^;ux-7L;H3Tttai L, ^Mm&£-Ltz0 Mtbtz^MM 

&m%wkik7kizxykmk, MJETSSLtza 

!#b?°P PT h^7-f-

TrftMU ^SUb^ (0. 6 2 6 g 

) zmtzo 
hJUx—££^1 1 Ci^Lfco 

[0211] ##0ij 1 1 -1 tmmzLXs &T<&##0n 
1 -2^mtzo h;Ux—5!^i1 1 [c^Lfro 

[0212] [^11] 

Ref. No. Strc Physical data 

1 1-1 

I 0 

Vtj_ 
1 H-NMR (CDCI3) <5 ppm:7.81 (1H, d, 

J=1.4Hz), 7.25-7.15 (1H, m), 3.66 (3H, s), 

3.34 (3H, s), 2.48 (3H, d, J=1.1Hz) 

1 1 -2 
\ O^N 

1 H-NMR (CDCI3) d ppm:8.22 (1H, d, 

J=0.8Hz), 7.93 (1H, d, J=0.8Hz), 3.78 (3H, 

s), 3.40 (3H, s) 

[0213] (##0'J 1 2) 

[0214] [<fb22] 

o 

[0215] 5-y^;UT'^>-2-^;U7tt,-;u^p 'J K (0. 5 7 3 g) <!: 

N, o-v^f^t KP^W5> (O. 4 2 6 g) (Di&'fb^ 

U> (1 5 m L) V> (O. 6 7 O m L) 7);£;$£ 
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mm^Mzx#i&Ltz0 

BE?£ LN (0. 6 7 0 g) 1t%tzo 

[0216] 1 H-NMR (CDC13) 8 ppm: 7.05 (1H, d, J=3.4Hz), 6.15-6.05 (1H, m), 3.75 

(3H, s), 3.34 (3H, s), 2.39 (3H, s) 

[0217] (##0|J1 3-1) 

t e r t - 7^)1= [5-> h^F* V~ 2 - ( 2-7^ V - 2 -^7 x >-3 

->f;U-i^;U) -?3L-;u] h 

[0218] SimT, -4 3°Cl:tt e r t-^;U = (5-y h^V 

-2">fJl/7i-Jb) h (0. 5 9 6 g) ©f h7tF~P77 

> ( 6 . 0 m L) s e c — ~3 J-)\/x) J-*1?( 1 . 0 7 m o I / L 

n>->>/? 4. 7 m L ) £ 5 ̂ PeWtTiiliT L 

fr0 |H];^[3T^(7);I^^^3 O^Pflftl^U 5 -> 

x>- 3 h^V^^;U7 5 K (0. 4 30 g) 0jh7tK 

• (4. 0 m L) ;£;$£;HjTLfco 5°Cl:t 3 05} 

Tils m^izTwsmmnLtzo 7K#T, t(D&fc:^mz^mo 
n\7Ls yifjn-xyncrttai Lfro ^(7)7Kil$-vx^;Ux—xyncrtt 
au ^«IJi^-Lf=0 &S7Kfttii 

;JiEJ±T;I^Lfr0 5 / ?°P t°;U 

) CiTfffMU aSHb^to (0. 4 2 4 g) %mtz0 

hyux—££^1 2[z^Lfr0 

[0219] ##0IJ 13-1 tmmizLx, \>j.To^mi 
3-2-1 3-2 3&mtz0 hJl/f-^^il 

2—16 (ZTK Ltzo 

[0220] 
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mm 
Ref. No. Strc Physical data 

13-1 

0,0 
fy 0 , 

I H 

1 H-NMR (CDCI3) 5 ppm:8.22 (1H, dd, 

J=2.7, 1.1Hz), 8.00-7.80 (1H, br), 

7.65-7.40 (2H, m), 7.35 (1H, dd, J=5.2, 

2.7Hz), 7.08 (1H, d, J=8.5Hz), 6.59 (1H, 

dd, J=8.5, 2.7Hz), 4.08 (2H, s), 3.79 (3H, 

s), 1.53 (9H, s) 

13-2 

A
 ̂

 o
—

 

1 H-NMR (CDCI3) 5 ppm:7.95-7.20 

(6H, m), 7.08 (1H, d, J=8.5Hz), 6.61 (1H, 

dd, J=8.5, 2.7Hz), 4.17 (2H, s), 3.79 (3H, 

s), 1.52 (9H, s) 

13-3 fV ° i 
0XANA0J< 
I H 

1 H-NMR (CDCI3) 6 ppm:7.80-7.70 

(1H, m), 7.65-7.20 (5H, m), 6.99 (1H, d, 

J=8.5Hz), 6.58 (1H, dd, J=8.5, 2.7Hz), 

4.13 (2H, s), 3.80 (3H, s), 2.42 (3H, s), 

1.52 (9H, s) 

13-4 
if^T 0 I „XXBx0^ 

I H 

1 H-NMR (CDCI3) 5 ppm:7.95-7.70 

(3H, m), 7.55-7.30 (3H, m), 7.08 (1H, d, 

J=8.5Hz), 6.59 (1H, dd, J=8.5, 2.7Hz), 

4,18 (2H, s), 3.79 (3H, s), 2.42 (3H, s), 

1.53 (9H, s) 

13-5 

0JOsiA0J< 
I H 

1 H-NMR (CDCI3) S ppm:8.05-7.80 

(3H, m), 7.55-7.40 (1H, m), 7.35-7.20 

(2H, m), 7.08 (1H, d, J=8.5Hz), 6.58 (1H, 

dd, J=8.5, 2.7Hz), 4.16 (2H, s), 3.79 (3H, 

s), 2.42 (3H, s), 1.53 (9H, s) 

[0221] 
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[S13] 

Ref. No. Strc Physical data 

13-6 ifr 0 i 
I H 

1 H-NMR (CDCI3) <5 ppm:9.35-9.25 

(1H, m), 8.85-8.75 (1H, m), 8.35-8.25 

(1H, m), 7.60-7.35 (3H, m), 7.10 (1H, d, 

J=8.5Hz), 6.62 (1H, dd, J=8.5, 2.7Hz), 

4.21 (2H, s), 3.79 (3H, s), 1.52 (9H, s) 

13-7 XX i u 
I H 

1 H-NMR (CDCI3) <5 ppm:8.15-8.00 

(2H, m), 7.80-7.60 (1H, m), 7.55-7.40 

(1H, m), 7.20-7.10 (2H, m), 7.07 (1H, d, 

J=8.5Hz), 6.60 (1H, dd, J=8,5, 2.7Hz), 

4.16 (2H, s), 3.79 (3H, s), 1.52 (9H, s) 

13-8 

oXi 

I H 

1 H-NMR (CDCI3) <5 ppm:7.90-7.75 

(1H, m), 7.65-7.50 (2H, m), 7.43 (1H, br 

s), 7.30-7.15 (2H, m), 7.09 (1H, d, 

J=8.5Hz), 6.59 (1H, dd, J=8.5, 2.7Hz), 

4.25-4.20 (2H, m), 3.79 (3H, s), 1,52 (9H, 
s) 

13-9 

OyC° 
Yr 0 i 

I H 

1 H-NMR (CDCI3) d ppm:8.20-8.10 

(1H, m), 8.10-7.90 (1H, br), 7.55-7.40 

(2H, m), 7.05 (1H, d, J=8.5Hz), 6.85-6.75 

(1H, m), 6.59 (1H, dd, J=8.5, 2.7Hz), 3.93 

(2H, s), 3.79 (3H, s), 1.53 (9H, s) 

13-10 

°^° 
ff^Y 0 i 

I H 

1 H-NMR (CDCI3) <5 ppm:8.05-7.40 

(2H, m), 7.28 (1H, d, J=2.1Hz), 7.04 (1H, 

d, J=8.5Hz), 6.76 (1H, d, J=2.1Hz), 6.59 

(1H, dd, J=8.5, 2.7Hz), 3.92 (2H, s), 3.79 

(3H,s), 2.59 (3H, s), 1.53 (9H, s) 

[0222] 
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[S14] 

Ref. No. Strc Physical data 

13-1 1 fPr ° i 
I H 

1 H-NMR (CDCI3) <5 ppm:8.20-8.00 

(1H, br), 7.90 (1H, dd, J=3.9, 1.1Hz), 7.71 

(1H, dd, J=5.0, 1.1Hz), 7.55-7.45 (1H, 

m), 7.18 (1H, dd, J=5.0, 3.9Hz), 7.11 (1H, 

d, J=8.5Hz), 6.59 (1H, dd, J=8.5, 2.7Hz), 

4.09 (2H, s), 3.79 (3H, s), 1.53 (9H, s) 

13-12 rr °cli 
I H 

1 H-NMR (CDCI3) d ppm:7.60-7.20 

(6H, m), 6.97 (1H, d, J=8.5Hz), 6.58 (1H, 

dd, J=8.5, 2.7Hz), 4.18 (2H, s), 3.80 (3H, 

s), 1.52 (9H, s) 

13-13 
fi^T 0 I 

I H 

1 H-NMR (CDCI3) 6 ppm:8.10-7.90 

(2H, m), 7.55-7.45 (1H, m), 7.30-7.20 

(1H, m), 7.07 (1H, d, J=8.5Hz), 6.58 (1H, 

dd, J=8.5, 2.7Hz), 4.02 (2H, s), 3.79 (3H, 

s), 2.48 (3H, d, J=1.1Hz), 1.53 (9H, s) 

13-14 
<vXXcl 

iTi 0 i 
0XANA0J< 
I H 

1 H-NMR (CDCI3) <5 ppm:8.10-7.95 

(2H, m), 7.70-7.35 (4H, m), 7.08 (1H, d, 

J=8.5Hz), 6.61 (1H, dd, J=8.5, 2.7Hz), 

4.17 (2H, s), 3.79 (3H, s), 1.52 (9H, s) 

13-15 

fY* 

iT^r 0 i 
0XANA0J< 
I H 

1 H-NMR (CDCI3) <5 ppm:8.05-7.95 

(2H, m), 7.75-7.55 (1H, br), 7.50-7.40 

(3H, m), 7.07 (1H, d, J=8.5Hz), 6.60 (1H, 

dd, J=8.5, 2.7Hz), 4.16 (2H, s), 3.79 (3H, 

s), 1.52 (9H, s) 

[0223] 
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[H15] 

Ref. No. Strc Physical data 

13-16 

o 

fi 0 1 
0XANA0J< 
1 H 

1 H-NMR (CDCI3) <5 ppm:8.40-8.10 

(1H, br), 7.60-7.20 (2H, m), 7.11 (1H, d, 

J=8.5Hz), 6.57 (1H, dd, J=8.5, 2.7Hz), 

6.25-6.15 (1H, m), 3.96 (2H, s), 3.79 (3H, 

s), 2.42 (3H, s), 1.53 (9H,s) 

13-17 

rN o-.X> 
fTr 0 i 

0XANA0ic 
1 H 

1 H-NMR (CDCI3) 8 ppm;8.06 (1H, s), 

7.89 (1H, s), 7.65-7.40 (2H, m), 7.12 (1H, 

d, J=8.5Hz), 6.61 (1H, dd, J=8.5, 2.7Hz), 

4.04 (2H, s), 3.80 (3H, s), 1.53 (9H, s) 

13-18 
ojO 

[f^T 0 I 

1 H 

1 H-NMR (CDCI3) 8 ppm:8.15-8.00 

(2H, m), 7.80-7.40 (5H, m), 7.12 (1H, d, 

J=8.0Hz), 6.91 (1H, dd, J=8.0, 1.7Hz), 

4.24 (2H, s), 3.00-2.80 (1H, m), 1.52 (9H, 

s), 1.23 (6H,d, J=6.9Hz) 

13-19 

oycv 
Xw< 
1 H 

1 H-NMR (CDCI3) 8 ppm:8.26 (1H, s), 

7.80-7.45 (2H, m), 7.09 (1H, d, J=8.5Hz), 

6.90-6.80 (1H, m), 6.57 (1H, dd, J=8.5, 

2.7Hz), 4.02 (2H, s), 3.79 (3H, s), 2.55 

(3H, s), 1.53 (9H, s) 

13-20 

Oydo 
fT^T 0 I 

1 H 

1 H-NMR (CDCI3) <5 ppm:7.95-7.75 

(1H, br), 7.70-7.65 (1H, m), 7.60-7.35 

(3H, m), 7.20-7.10 (1H, m), 7.09 (1H, d, 

J=8.5Hz), 6.59 (1H, dd, J=8.5, 2.7Hz), 

4.17 (2H, s), 3.85 (3H, s), 3.79 (3H, s), 

1.53 (9H,s) 

[0224] 



WO 2011/013623 70 PCT/JP2010/062532 

mm 
Ref. No. Strc Physical data 

13-21 1A o 
0 NH I 

1 o^o-kr 

1 H-NMR (CDCI3) 8 ppm:8.25-7.80 

(2H, m), 7.75-6.90 (4H, m), 6.61 (1H, dd, 

J=8.5, 2.7Hz), 4.15 (2H, s), 3.80 (3H, s), 

1.52 (9H, s) 

13-22 

rf~N o^Xv>-

XXX > (T^S 0^ 
1 H 

1 H-NMR (CDCI3) 8 ppm;8.36 (1H, s), 

8.00-7.40 (2H, m), 7.10 (1H, d, J=8.5Hz), 

6.60 (1H, dd, J=8.5, 2.7Hz), 4.06 (2H, s), 

3.79 (3H, s), 2.76 (3H, s), 1.53 (9H, s) 

13-23 

(WXX^F 
^ J FF Xili O-^^N 0^ 

1 H 

1 H-NMR (CDCI3) 8 ppm:8.35-8.15 

(2H, m), 7.90-7.80 (1H, m), 7.70-7.35 

(3H, m), 7.09 (1H, d, J=8.5Hz), 6.62 (1H, 

dd, J=8.5, 2.7Hz), 4.22 (2H, s), 3.80 (3H, 

s), 1.52 (9H, s) 

[0225] (##0IJ 14-1) 

X^;u= 6- [2- (2— t e r \ JUT 5 ̂  -4->h 

^v?i—;u) - 3-7|-^y-3 3->f;u?0p t°;u] tf'jv 

>- 2 — h 

[0226] t e r t-^fjl/= [5-y h+V-2-(2-t^V-2-ft 

?i>-3--T;u-X^;u) -;u] h (0. 3 8 7 g) (7) N , 

N-v^fjl/MA7 5 K (5. 5 m L) X#HI*iT[::T 

7KHHt:>- h'J (^$5 5%, 4 9. Omg) |H]^T, "t<D 

3 oflfiijjf# Lfro 7K;^T, f©;I^il:xfji,= 6-^7PP>f 

;ut°'jv> (O. 2 2 2 g) %U\7LS ^(7);I^^^|H]^T2 O^PB^ 
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6 mr$mnLtza y=E~o 
Ltza LN £81 

n^^-Lfro Mtsbtz^mm%mwki&7kizx}kft'&, h >j 
Xt&mL, ;JlEJ±T;I^Lfro v 'J t> ?JUjj ? • -? h 
^7^- (;§ai^S : [zrffrMU ( 
0. 4 2 5 g) 

hJUx—££^1 7[z^Lfr0 

[0227] ##0|J1 4-1 JMT(7)##0|J1 

4 — 2—1 4-2 4£t#fc0 h;Ux — 5!^i1 

7-2 2[Z^Lfr0 

[0228] 
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[H17] 

Ref. No. Strc Physical data 

14-1 
jOC^ N VO 

I A 
0 0 

1 H-NMR (CDCI3) <5 ppm:8.19(1H, 

s), 8.10 (1H, dd, J=2.9, 1.1Hz), 

7.95-7.85 (1H, m), 7.70-7.55 (1H, m), 

7.49 (1H, dd, J=5.1, 1.1Hz), 7.25-7.20 

(1H, m), 7.18 (1H, dd, J=5.1, 2.9Hz), 

7.15-7.05 (2H, m), 6.55 (1H, dd, J=8.7, 

2.7Hz, 1H), 5.41 (1H, dd, J=9.6, 

5.5Hz), 4.60-4.40 (2H, m), 3.80-3.60 

(4H, m), 3.49 (dd, J=15.8, 9.6Hz, 1H), 

1.58 (9H, s), 1.44 (3H, t, J=7.2Hz) 

MS(ESI, m/z) = 511 (M+H)+ 

14-2 

F 

oJU 
N VO 

O^^NH £ 
' 0-^0 °-

•V 
MS(ESI, m/z) = 523 (M+H)+ 

14-3 

o
 o— 

MS(ESI, m/z) = 505 (M+H)+ 

14-4 
N>0 

O^^NH £ 
1 o^o 

4-

MS(ESI, m/z) = 505 (M+H)+ 

[0229] 
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[H18] 

Ref. No. Strc Physical data 

14-5 MS(ESI, m/z) = 505 (M+H)+ 

14-6 MS(ESI, m/z) = 495 (M+H)+ 

14-7 MS(ESI, m/z) = 492 (M+H)+ 

14-8 

1 H-NMR (CDCI3) 8 ppm:8.25-6.80 

(10H, m), 6.53 (1H, dd, J=8.7, 2.7Hz), 

5.51 (1H, dd, >10.1, 5.3Hz), 4.03 (3H, 

s), 3.75-3.60 (4H, m), 3.54 (1H, dd, 

J=15.9, 10.1Hz), 1.65-1.55 (9H, m) 

MS(ESI, m/z) = 509 (M+H)+ 

[0230] 
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mm 
Ref. No. Strc Physical data 

14-9 MS(ESI, m/z) = 509 (M+H)+ 

•14-10 MS(ESI, m/z) = 478 (M-H)-

14-11 MS(ESI, m/z) = 495 (M+H)+ 

14-12 

1 H-NMR (CDCI3) S ppm:8.09(1H, 

s), 7.95-7.85 (1H, m), 7.72 (1H, dd, 

J=3.9, 1.1Hz), 7.70-7.60 (1H, m), 7.54 

(1H, dd, J =4.9, 1.1Hz), 7.25-7.05 (3H, 

m), 7.00 (1H, dd, J=4.9, 3.9Hz), 6.55 

(1H, dd, J=8.7, 2.7Hz), 5.43 (1H, dd, 

J=10.0, 5.4Hz), 4.03 (3H, s), 3.75-3.65 

(4H, m), 3.54 (1H, dd, J=15.8, 10.0Hz), 

1.65-1.55 (9H, m) 

MS(ESI, m/z) = 497 (M+H)+ 

[0231] 
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[H20] 

Ref. No. Strc Physical data 

14-13 MS(ESI, m/z) = 525 (M+H)+ 

14-14 

1 H-NMR (CDCI3) <5 ppm:8.08(1H, 

s), 7.95-7.80 (2H, m), 7.70-7.55 (1H, 

m), 7.25-7.00 (4H, m), 6.54 (1H, dd, 

J=8.8, 2.7Hz), 5.34 (1H, dd, J=10.0, 

5.4Hz), 4.04 (3H, s), 3.70 (3H, s), 3.65 

(1H, dd, J=15.7, 5.4Hz), 3.50 (1H, dd, 

J=15.7, 10.0Hz), 2.45-2.35 (3H, m), 

1.58 (9H, s) 
MS(ESI, m/z) = 511 (M+H)+ 

14-15 MS(ESI, m/z) = 525 (M+H)+ 

14-16 

1 H-NMR (CDCI3) <5 ppm:8.20-6.90 

(10H, m), 6.53 (1H, dd, J=8.7, 2.7Hz), 

5.51 (1H, dd, J=9.9, 5.3Hz), 4.10 (3H, 

s), 3.75-3.65 (4H, m), 3.50 (1H, dd, 

J=15.7, 9.9Hz), 1.59 (9H, s) 

MS(ESI, m/z) = 525 (M+H)+ 

[0232] 
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[H21] 

Ref. No. Strc Physical data 

14-17 

1 H-NMR (CDCI3) 8 ppm:8.11 (1H, s), 

7.95-7.85 (1H, m), 7.70-7.55 (1H, m), 

7.25-7.10 (4H, m), 6.55 (1H, dd, J=8.7, 

2.8Hz), 6.15-6.00 (1H, m), 5.24 (1H, dd, 

J=9.9, 5.8Hz), 4.02 (3H, s), 3.75-3.45 (5H, m), 

2.33 (3H, s), 1.57 (9H, s) 

MS(ESI, m/z) = 496 (M+H)+ 

14-18 

1 H-NMR (CDCI3) 8 ppm:8.10-7.85 (3H, m), 

7.76 (1H, s), 7.70-7.60 (1H, m), 7.30-7.20 

(1H, m), 7.15-7.00 (2H, m), 6.58 (1H, dd, 

J=8.7, 2.8Hz), 5.38 (1H, dd, J=10.2, 5.2Hz), 

4.03 (3H, s), 3.85-3.65 (4H, m), 3.54 (1H, dd, 

J=16.4, 10.2Hz), 1.59 (9H, s) 

MS(ESI, m/z) = 482 (M+H)+ 

14-19 

1 H-NMR (CDCI3) 8 ppm:8.00-7.85 (4H, m), 

7.70-7.55 (1H, m), 7.50-7.20 (5H, m), 7.09 

(1H, d, J=8.1 Hz), 6.84 (1H, dd, J=8.1, 1.8Hz), 

5.60 (1H, dd, J=9.6, 5.5Hz), 4.02 (3H, s), 3.73 

(1H, dd, J=15.8, 5.5Hz), 3.55 (1H, dd, J=15.8, 

9.6Hz), 2.85-2.70 (1H, m), 1.59 (9H, s), 1.13 

(6H, d, J=6.9Hz) 
MS(ESI, m/z) = 503 (M+H)+ 

14-20 

1 H-NMR (CDCI3) 8 ppm:8.09 (1H, s), 

7.95-7.85 (1H, m), 7.70-7.50 (2H, m), 

7.25-7.15 (1H, m), 7.13 (1H, d, J=8.7Hz), 

7.10-7.00 (1H, m), 6.75-6.60 (1H, m), 6.54 

(1H, dd, J=8.7, 2.2Hz), 5.37 (1H, dd, J=10.3, 

5.3Hz), 4.05 (3H, s), 3.70 (3H, s), 3.66 (1H, 

dd, J=15.9, 5.3Hz), 3.56 (1H, dd, J=15.9, 

10.3Hz), 2.45 (3H, s), 1.59 (9H, s) 

MS(ESl, m/z) = 511 (M+H)+ 

[0233] 
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wcm 
Ref. No. Strc Physical data 

14-21 MS(ESI, m/z) = 519 (M+H)+ 

14-22 MS(ESI, m/z) = 543 (M+H)+ 

14-23 

1 H-NMR (CDCI3) 8 ppm:8.21 (1H, 

s), 8.00-7.85 (2H, m), 7.70-7.60 (1H, 

m), 7.25-7.05 (3H, m), 6.56 (1H, dd, 

J=8.7, 2.7Hz), 5.32 (1H, dd, J=10.0, 

5.4Hz), 4.03 (3H, s), 3.80-3.65 (4H, 
m), 3.51 (1H, dd, J=15.7, 10.0Hz), 2.67 

(3H, s) 

MS(ESI, m/z) = 512 (M+H)+ 

14-24 

F, ,F 
-F 

n IJ 

W 
^^NH 

0^0 
—o 

MS(ESI, m/z) = 559 (M+H)+ 

[0234] (##0|J15) 

x^;u=3- (6-> h^v-2 - t°'J v>-3-4)1- 1 Jl 
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- 3h 

[0235] [-fb23] 

[0236] 1ST. 2, 2, 2- h(2 —3—K—5—> 

X-JU) Tiz h7 5 K ( 2 0 0 m g ) , 3 'J v> (65. 2 m 

g) (0. 1 6 1 m L) (DTiZ h- h 'J;U (8. 0 

mL) tfX ( h 'J 7 x " ;U/1sX 7 -f » /^v^A (I I) •'J 

K (1 2mg) fc £1/3^11 ( 7 m g) 

XiitT, St&igtfLfco (2 4 Omg) 

*>£#1^=3-3 — Kg,t#li (0. 106mL) £?JP;LN 

$— ii'fb^^x#simT5o°azxm&mnLtz0 •m^x^Ltzfe, 
Ltza ^0)£$lJi£it7K 

MJEETitlSLtza mbMz%%.t)? 

M7A^P7h^77^- : ^JF"^>-MX^;U) [crifflM 

U ( 1 2 8 m g ) £!#fc0 

[0237] 1 H-NMR (CDC13) <5 ppm: 9.00-6.70 (12H, m), 4.32 (2H, q, J=7.2Hz), 3.8 

9 (3H, s), 1.36 (3H, t, J=7.2Hz) 

MS (ESI, m/z) = 401 (M+H) + 

[0238] (##$] 1 6 ) 

(2-?x~JU-1 H--f > K—;u- 6-4 )V) 

[0239] Mb24] 
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[0240] (#£$8 0%, 9 6. Omg) 0 

Th7tF~P77> (5. 0 m L ) 2 -7i —JU- 1 H~4> K— 

;i/-6-^MOifl)f t h'P77> (5. 0 m L) -£0 

5#fH], &l^^T2B#p01}f#Lfco flOfrT, J5J£;I 

^[^KffHt'J^ATJUS _^A (#£$8 0%, 4 8. Omg) £})•*. 

, 2 B#PB1N #av£5 0oCT*5B#rB1, ^l:i;STllII 

ffLtz0 mo l/L^Wlz 

lfiix^;UTrttai Lfro TkJf^ift&x^UzTttaj U 

Lfro h 

&7KM7 v ̂  ATJ^'Jt L% lETliLfco 

fi/lJ^^7A^P7^77'T- (igtiJSIJg : 

) [zTfiMu (121 m g) £!#fc0 

[0241] 1 H-NMR (CDC13) (5 ppm: 8.45-8.25 (1H, br), 7.75-7.55 (3H, m), 7.50-7. 

30 (4H, m), 7.13 (1H, dd, J=8.2, 1.4Hz), 6.85-6.80 (1H, m), 4.80 (2H, 

s) 

[0242] (##0IJ 1 7 ) 

2-?i-;u- 1 H-4> K—;u-6--r;u^^;u=7i?^— h 

[0243] [<fc25] 

[0244] iSTs (2-^x-;u-1 H--T> K—;u-6--r;u) ;u (2 

O. Omg) N t0|Jv> (O. 0 5 8 m L) (Di&lt* ̂  Ls> (0. 5 m L) 

;^[3to7Kifii (0. 0 3 4 m L) £2JP•€-0;I^^2B#rBllS#Lf=o 

J5JS;I^[C0. 5m o l/l_i£ii£}jp*.N ifiix^;UTrttaiLfro 

il]1^5%^ii7K^^- h fSfP#±^7KT?;5t;f &7KM 

-??>v^ATr^*tU ;JiEJ±T;I^Lfr0 tJtrJUt) 
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7A^P7h^77-f- [zrftMU 

o s. 7mg) 

[0245] 1 H-NMR (CDC13) 8 ppm: 8.39 (1H, s), 7.75-7.55 (3H, m), 7.55-7.30 (4H 

, m), 7.13 (1H, dd, J=8. 1, 1.3Hz), 6.85-6.80 (1H, m), 5.22 (2H, s), 2 

.11 (3H, s) 

MS (ESI, m/z) = 266 (M+H) + 

[0246] (##0IJ 1 8 ) 

x^;u=6- (6-Til h + TJU— 2 — T7 i —;U— 1 H--T> K—;U-

3 ->r;u>T;u) t0|j v>- 2 h 

[0247] [>fb26] 

[0248] 2-7X-J1/-1 H—f>F— 

(8 7. Omg) <tx^;u= 6-/1x;u5;ut0|j V>-2h 

(64. 8mg) (3. 3 m L ) &>§$[:: h >J X^;U > 

(0. 1 5 7 m L) h U ^;U7hPifii (0. 0 3 8ml_) £JI&Jjn*. 

, ̂ -(7);i^^^iH]^TTr2B#rBiN 

5/ ?°P P7 h^^y-r— (igttiigm •. ^+f-> 

-|fiix^;u) [zrftMU (6 6. 9 m g) %mtzo 

[0249] 1 H-NMR (CDC13) (5 ppm: 8.24 (1H, s), 8.00-7.85 (1H, m), 7.70-7.55 (3H 

, m), 7.50-7.30 (5H, m), 7.20-7.10 (1H, m), 7.08 (1H, dd, J=8.2, 1.4H 

z), 5.21 (2H, s), 4.57 (2H, s), 4.51 (2H, q, J=7. 1 Hz), 2.10 (3H, s), 

1.47 (3H, t, J=7. 1 Hz) 

MS (ESI, m/z) = 429 (M+H) + 
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[0250] (##$] 1 9 ) 

4 — v-^7 • "7°• t°;u- 1-3 — K — 2 — — 

[0251] 4-v^P^P t°;U-2-" hP7-'J> (1. 2 3 g) 

Si ( 5 . 0 m L ) h 'J ^ A ( 5 2 2 m g ) (7)7K ( 5 . 0 

m L) VlMPLtzo ^(D:M^^3 0/AmmLtzo 

'J^A (2. 2 8 g) (7)7K ( 1 Om L) L 

tzo f©;I^l^f;UT3 oflfiik 6 O°CT? 1 . smmiftLtzo 
tz&, J£Jfc;I£#!][::ifiix^;u£}jp*.N ^(D^mm^AmLtzo to 

J1£1 0%^7h^ii^- h tS?P^7KTrJii^;f L, £t7Kfttii 

-??>V^7AX&mks ;JiEJ±T;I^Lfr0 vu 

7A^7P7h^77^- TrftM U a 

M-fbn-^ (1 . 6 6 g) %mtz0 

hJUx—££^5 8[z^Lfro 

[0252] (##0l]2O) 

5 - P 7°p t°;u- 2 - 3 — K7 - 'J > 

[0253] fSTs 4 - P ?°P t°;U- 1 -3— K-2-" h P^>if> ( 1 . 6 

5 g) N ikim (III) 7V7K?P^ (77. 2 m g) N (27. 4 m 

g, wet) (7)>^y-;u (2 o m L ) &>§$[::1 KT V>-7K?P^ (0. 

8 3 m L) £?JP*.fc0 0°CX^mnnLtzo 

tzik, t K^V>-7K*P^ (O. 2 8 m L) £JjP*.fc0 -£0;I 
£#D£7 O°CTr2B#r01ll#Lfro J5 J£ 7'T 

h (^ftmi) 6IL, ^(7)6;S^;JlEJ±T;I^Lfro 31 

^[Z7K$-^PH., ifiix^;UTrttaiLfro ^(T)£il]i$-^P#^7KTr;7fe;f U 

£S7K^iiT^v^ATf^*t^ ;JHU±T;I^U (1 • 4 1 g) 

%mtz0 

hyux—^ $-^5 8 [z^Lfro 

[0254] (##$] 2 1 ) 

3 — x h^v-4-^;U7|-P7 -1J > 
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[0255] 7K#T, 2-x h^V-1 -^;U7hP-4-" (2. 25g 

) fl)f h7t F'P77> (2 5 m L) -x£/—;U (2 5 m L) 1 0 

%/"v^ A — (6 7 5mgN wet) -?'0il;la$j$'7K^#X 

#simT, h (^ttmi) zm 
U 3;&£;jHU±T;IlfsU aSHb^to (2. Olg) ^ 

fflZo 

hyux—^ $-^5 8 [z^Lfro 

[0256] (##0|J 2 2-1) 

2 -7P^-4-/f^- 5 - h 'J 7JUl-n* ̂ JUT— >J > 

[0257] 4->fJb-3- h 'J > ( 7 0 1 m g ) (7) 

i^b>TU> (1 3 m L ) h^~ n-^T;U7>^E-^A h'J 

P 5 K ( 1 . 9 3 g) &1)U1 . 5B#PB1*l#Lfco 

h 'J Ltz 

o ^(7)Jl$-;JiEJ±T;I^LTaM'fb^^ (2. 1 9g) 

hyux—^ $-^5 8 [z^Lfro 

[0258] <g>tii#§#!]SC£ffll\ ##0|J2 2- 1 <t|H]4i[ZLTJaT(7)##0ij2 2 

_2~2 2-4 &mtz0 8[Z^L tza 

[0259] (##$] 2 3 ) 

##0J1 -1 <t|H]4i[3LTJaT(7)##0ij 

23-1-23-1 8 &mtz o 9-6 1 

|3TK Lfio 

[0260] (##0J 2 4) 

*fj£-f<g> h 'J -JMUTil h7-'J ##0iJ2-1 <t|^*§ 

[CLTJaT(7)##0ij2 4- 1 -2 4-4 9^%tza Ztl 

1M£a6 1 -6 8[Z^Lfr0 

[0261] (##0|J2 5-1) 

5-yfJb-2-7i-Jb- 1 H--r> K—;u- 6 —jf—Jl> 

[0262] 6-y hJFv-5->fJb-2-7i-jl/-1H-Oh-Jl/ ( 
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1 9 7 m g) (D^i (4. 2mL) (Imo 

l/L ikittTlsymfos 3. 3 m L) ZffiTLtzo 

, 2 OtWfeK 1 mmtftLtzo J5f5;I^$7K^(c^o< <-J;i 

L\/£„ h 'J ^A7K;&$fccfcUTOtxT;u£tt]H. 

x TkJi^ift&x^MzTttaiLs 

c -€-0>Jf ^a&tt&^kfcTgfc&U ^7K^St^- S 'J OAVfrm&s MET;! 

ISLfco PT Y*}=j-?4— (Jtai5§ 

® : ^^-gfitX^/U) T^g^U USHb^ifel (1 8 0 m g) %%tz0 

HUx—$ £^6 9 IZ^Lfco 

[0263] ttJfc-f ##$J 2 5- 1 t |Sl4i(c LTJii.T0###<J 2 5 

-2~2 5-4&mz0 9[z^Ltz0 

[0264] (##$J 2 6-1) 

2 - t e r t -T^JU- 6 -X h^V- 1 H~4 > K—JU 

[0265] "M)mTs 2 - t e r t - ̂ fjb- 1 H - O Hb- 6 - t-ib (13 3 

mg) 'J^A (1 1 7mg) CO N, N - V^^UT^UAT 5 K (3 

. OmL) SjSjfclca^bXTJU (0. 0 8 5 m L) £})•*., 

immWLtz0 J5J£;g^!folc?kfc£tfi^i^;i,£})na., £4iJi£^i]Lfc 
o 7KJf£fFltx^;HCTtt£iJU £8tJI££—Liz0 ^£>J1£7K, tS*P:t^ 

TklCTJHg&Sfe# U SSETM^SSLfc 

o P7 — ^ 

^>-fFl£x^;u) "CiffiMU ^lUb^ifei (7 4. 5mg) 

HUT1—$ £^6 9 [z^Lfco 

[0266] #j£"f ##0J2 6- 1 <!:|5llilcLrJaT(7)##0iJ2 6 

-2-2 6- 4 zmtz0 9C:^Ltz0 

[0267] (##0j 2 7 ) 

6-v7JbtP> h^v- 2-7JL—JI- 1 H--r>K—;U 

[0268] iSTs 2-7x-;U-1 H--r> K—;U-6-7h—;u (2 5 Omg) 0 

N, N—vy^;U7fr;UA7 5 K (2. 0 m L) }®}&lZ? P • v^yi^Pgtlt 
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•f h 'J ^ A ( 1 8 2 m g ) N h 'J ^A (47. 8 m g ) N 7K ( 0 . 

0 2 4 m L ) 1 2 5°C[:t6. 5 Lfr „ Jifcjft 

&s ZtDM-SWllZt • • h 'J^A (3 6 4mg) N 7KiHk 

th'J^A (95. 6mg)N7K(0. 047mL) £})• 

1 2 5°C[zr$tMl#Ltzo J£J£;I£#D[::7Kfc£t/if 

iix^;u^^p^.N -€-0£8IJi£#Si]U ;JiEJ±T;I^Lfr0 

fi/lJ^^7A^P7^77'T- (jgajjgJg : 

) TrfffMU aSHk^to (7. 2 m g) 
h;i/f-$^i7 0l:fvLfco 

[0269] (##$] 2 8 ) 

3- (6-y h^v- 1 H-4> K—;u-2--r;u) ^>X7 5 K 

[0270] fjUT, 6—> h^rV—1 H— •< > K—JU (5 0 Omg) „ 

A (I I) (76. 1 m g) fccfctJTOHzv^A (1. 76g) fl)N, N-

yyfJl/7izh7 5 K (1. 7mL) I;iil:3-3 -K^>X7 5 K (1 

. 05g) 1 3 0°C[ZT7;U=r>^fX#fflSiT2 OB# 

mHt# Lfc0 J£j£;I£#3£ifiix^;u[zT#)|RLfco 
h (^ft^ll) 61L, Lfco 

MJ±T;I^ Lfc0 v 'J t) tfJUti 7A^P7h^77^- : 

£/ — ;u) TrftMLfco 

•^>-v-r V?°P t°;ux-x;K7);l^^S^^^N •€-088jg&£^ST 1 5 

M'fkn"^ (1 6 9 m g ) 1t%tzo 

h;i/f-$^i7 0l:fvLfco 

[0271] (##0|J2 9) 

3- (6-> h^v-1 H-4> K—;u-2--r;u) hu;u 

[0272] 3- (6-y hJFv-1 H--r> K—;U-2--r;U) ^>X7 5 

K (1 OOmg) (Di&lkJ^Ls^ (1. OmL) -f h7th'P77> (1 

. Om L) h'J ;̂U7hPifiito7K^ (o. o 
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6 8 m L) N (0. 1 1 7mL) 

mi:t5. 5mmmnLtz0 isct, 
it7K#D (0. 0 1 6mL) 5 Ltza 

;1l£^[C|f|£x^;Ufc£t/2mo l/Li&i 

o zomziK ts?p#^7K[3TJi^;f L, 

s ItJET^Lfco • 7^7^ 

- (&tti&$g : £/-;u) TrftMU ^M-fb^ 

(44. 1 m g ) it%tzo 

fcfc\ hJbf-^17 OIZ^Lfro 

[0273] (##0ij 3 0-1) 

2 - t e r t -^;U-5, 6-^fJl/- 1 H--T> K—JU 

[0274] SISfET, 3, 4-yyfil/7-lJ> (1. 2 0g) 0)x£/-;u (3. 0 

mL) 1 -^P^E-3, 3-y>fjb-2-^;> (0. 4 0 5m 

L) £5#fc^l::4 0[z#[tT}jn?Lfco Lfc0 

Xlfc^Ltziks mi^il:2mo l/Li£l££}j[]*.N &l^Tr7Kfc£tJTO£ 
x^;u^^n^N ^(D^mm&ftmLtzo mm-k^Kizxm^ 
;$U &7KM7v^1+xmmk, lETliLfco 
£7 5/ ~ju eyMbv'J^^u^^A^ PT — 
f"> —ifl|x^;u) TrffiMU (3 8. Img) &mtzo 

fcfc\ hJl/f-^^i7 Olz^Lfro 
[0275] ##$J3 0 - 1 <!:|H]*i[::LTmT(7)##0iJ3 0 

-2-3 o-3%mtz0 oiz^Ltco 
[0276] (##$] 3 1 ) 

##$JI 0-1 tw\mizLxuT(D0%m3 ^ 
-1-31 -4 o&mtz0 zti^com^fs^xsm±i$.^^71 - 7 sic^ 
Ltzo 

[0277] (##0IJ 3 2 ) 
##0IJ1 1 -1 <b^[zLTmT0##0>J3 2 
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- 1 ~3 2-2 &mtz0 C*lb0$£^fc<fctf!ferl4fit£a7 9lZ7T^Ltz0 

[0278] (##$] 3 3 ) 

##$n 2-1 tmizLxinTo^ms 3 
- 1 ~3 3-3 %%tz0 9iZ7T,Ltz0 

[0279] (##0IJ3 4) 
N-> h+V- N - > f 3 - 7°P t°Jl/^<>X7 5 K 

[0280] 3-7'J JU— N — > h + V- N — > f 5 K (340 

mg) (Df h7t KP77> ( 1 0. 5 m L) 1 0%/'v^vr^A — ^ 

m (55. 3 m g N wet) ZlNTL, 

WLtzo f«;M^7^ h (^ftmi) 6IL, 6 

;&£;jHU±T;Ilfs Lfco !# bftfcll £/$#!]£ v 'J * ^P7h ? ̂  7 

<<- (j^ai^S : TrftMU ^M-fb^ (3 5 5m 

g) zmtzo 

hyux—^ $-^7 9 [z^Lfro 

[0281] (##0iJ3 5) 

5 - • ?0p t°;u- 2 -> ̂ ;U7— U > 

[0282] fSTs 5-^P;E-2-yfJl/7-'J > (3 7 2mg) N v^P?°Pt° 

;U/K p >ii-7jan^ ( 2 7 0 m g ) N h'Jv^P ̂  7 -f > (56 
. Omg) N 'J^St^'J^A (1. 4 9 g) (7)h;ux> (8. OmL) -7K 

(O. 4 m L) (II) (22. 4mg) &1)U Z_s 

^(7);I^^£7;U^>^X#SimT 1 O 0°CX6mmmLtzo 
[37Kfcxcfct;ifiix^;u$-^PH.N ^(D^mm^AmLtzo ykm^wt^Mz 
TtttiiU £$!ji££-Lfco "tom&mtwkikyklzxykft U £t7Kfttii^ 

;JlEJ±T;I^Lfro v 'J * fJl't) 7 

A{7P7h^77^- (;§ai^^ : ^^^>-ifiix^;u) TrftMU 
-fb^^ (2 5 6mg) 

hJUT—£ £^7 9 izjjkLtzo 
[0283] (##0iJ 3 6 ) 
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T(7)##0iJ 36-1-36-4 %%tz0 8 

0 IZTK Lfio 

[0284] (##$] 3 7 ) 

t e r t -^^;U= [5-V^P?°P t°;U-2- (2-t KP^V~3, 3 

71-Jl/) h 

[0285] 7;U=f>tfX#IITS t e r (5-y^P7°Pt°ib-2-

h ( 4 9 5 m g ) ©f h7tF~P77> (7. 

OmL) ;§;^[Z-4 0°CTf s e c - 'J =? ^ A;£;$ ( 1 . 0 3 m o I / 

L n Ds\*+)->:,g}fcs 4. 7 OmL) £^o<<-J}jP Z_tz 

o 4 0°CTr 1 5^1*1# Ltzo ^(D:M^Mz h 'J > 

h7il/ft K (|i£Jt9 0%N 0. 3 2 m L) ©f h7tF~P77> (1. 0 

m L) Ltz0 ^(D:M^^~ 4 0°CT? 1 5flfiik 1 M*! 

#Lfr0 ^tlmo I/Li&itfc£t/ifiix^;u 

ZliU^0]1$-7K, ̂P#^7KTrJl^;5fe;f U it 

7K^itT^v^ATf^*t^ lETliLfco 

^7A^P7h^77^- TrUM 

LN ( 5 4 4 m g ) 

hyux—^$-^8 oiz^Lfro 

[0286] (##0|J 3 8 ) 

1- (2-75/-4-v^P7°Pt>7i-^) -3, 3-y>fjl/^ 

>- 2 -7h-;u 

[0287] fSTs tert-^= [ 5 - P 7°P t°;U- 2 - (2-tKP^F 

V-3, 3-y^fJb^fiW ^x-;u] h (5 4 Omg) 0)iM. 

(5. OmL) h'J ̂ ;U7hPifii (1. OmL) %U\7Ltz 

o 2 B#p01*l# Lfro &j£;fti=r^£ 5 %mi£7Ki§t- h 'J r>A7K;^ 

^-(7);I^^[zifiix^;u$-^]PH.N ^(7)£ilJl$-^iJ Lfco t 

(Dm&mft-kikfcxfoftLs MJ±T;I^L 
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( 3 5 1 m g ) 

hyux—^$-^8 oiz^Lfro 

[0288] (##0|J 3 9 ) 

2 - t e r t 6 - • ~P°U t°)U~ 1 H~4> K~Jl> 

[0289] fSTs 1- (2-75/-4-y^P7°P —JU) -3, 3-v 

>-2-7|-—;u ( 3 5 0 m g ) N 2--Jn=E-A , 3, 5 - h'J 

(o. 2 6 9 m L) 'J (4 1 3mg) (7) N 

, N-v^fJl/MA7 5 K ( 1 OmL) SgjSjftlZx h^X h >J -JU 

/IxXT'^ >/^v^A (0) (8 6. 6 m g ) ^ (7) ;!£#!]£ 7 ;U^ 

>^X#SimTi 5 0°CTr 5B#PB1*l#Lfco J£J£;I£#D[::7Kfc£t/ifiix^ 
;u£Jjn*., ^(7)£ilJl$-^iJLfro ^(7)Jl$-^P#^7KTr^;f U il7Kfttii 

Ml±T}m$iE Ltzo 

7A^P7h^77^- (;§ai^^ : TrUMLN ^ 

(2 8 6mg) 

hJUx — ££^8 OIZ^Lfro 

[0290] (##0ij 4 0 ) 

t e r \--JJ-)\,= (2->fJl/7i-Jb) ^;UA> — hl&Ifa 

##0iJ4- 1 <t|H]4i[ZLTJaT(7)##0ij4 0- 1 -40-3 1 ^1 

tzo 1 ~8 5[Z^Lfr0 

[0291] (##0IJ4 1) 

##0|J5-1 <t|H]4i[ZLTJaT(7)##0ij4 1 -1 

~4 1 -5 &mtz0 6lZ7T^Ltz0 

[0292] (##$] 4 2 ) 

x^;u= 2—^7 • • - 3-yfJl/^>y7- h 

[0293] 7K#T, 2• •- 3(1 4 7 m g ) (7)x£/-;U ( 

4. 3 m L) ;§;^[Z7;U^>^X#SimT[3T;I^ii (O. 4 3mL) £})• 

TLtzo ^0;fb^^£ 6 0#PelM;jfL Ltz0 JSJ^;I^^£;JlEJ±T;I^ U 

i|x^;ufc^t;^P^ii7K^^- h 'J £4iji£#5:iJ Lfc0 



WO 2011/013623 89 PCT/JP2010/062532 

*r«Ui££—L/=„ ^0ii$-^#±^7Kicr 

HJ ;JHU±T^£Ltz0 %hMz%^±m^ 

v'J JD^UJD^A^ p-7 h^77-f- (}§tiJ}§® : ^t^-ifiix^u) 

TrUML, (1 8 2 m g ) 

HUx—$£^8 6IZ^Lfio 

[0294] (##$] 4 3 ) 

X^;u= 3 T;u- 2 -£ • pH^yr— h 

[0295] i;UI:t, lfjl/=2-^PP-3-^fJ^>,;7-h (166mg) 

0fh7^PP>^> (4. 2 m L) mfelz N - • =E Z It < Si-f 5 K (1 

4 9 m g ) tm Si-fb^OWyU (#£$7 5%, 13. Omg) £})P z_s ^ 

<Di!£#!]£ 3 0#PB1S;jfL Lfro J£J£;I£#D£MI±T;IIS 

Lfro !#bftfc$i£j£#D£vU JD^UJD^A^PT h^7-f- (jgaj&Jg 

: TrftMU ^M-fb^ (i 5 3mg) &%tz0 

[0296] (##0iJ 4 4) 

##0iJ6-1 <t|H]4i[CLTJaT(7)##0ij4 4- 1 

-4 4-2 O&mtzo Cftb0$£^fc<fctf!ferl4fit£^8 7-9 OlZjjkLtz 

o 

[0297] (###] 4 5) 

^lz7)\s*M\Mt 5 K£El> 

, ##0|J6-11IRIDICLTJMT(7)##0IJ45-1-45-9&mtz0 zti 

(Dm&Jlfc9 1 ~9 2lZ7T^Ltz0 

[0298] (##0iJ 4 6 ) 

^lz7)\s*M\Mt LX*il&?&-?n 5 

, ^bl:3^bt h WJx&fctiaMt LTflP*., ##0iJ6- 1 drlMlcLT 

JMT(7)##0iJ 46-1-46-5 Cft b0$£^fc<fctf&Tl4fiS£a 

9 3 (ZTK Lfio 

[0299] (##$] 4 7-1) 
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5-?;U7|-p-2--r 7?°p t°;U-6-> hJFV-1 ;u 

[0300] ##$j3 o -1 

[0301] 1 H-NMR (CDC13) d ppm: 7.81 (1H, s), 7.20 (1H, d, J=11.6Hz), 6.89 (1H 

, d, J=7. 1 Hz), 6.14 (1H, s), 3.90 (3H, s), 3.15-2.95 (1H, m), 1.34 (6 

H, d, J=6.7Hz) 

[0302] (##0iJ 4 7-2) 

2-4 vfu t°;u- 6 h+y-5->f;b-i H-f> 

[0303] ##0iJ3 0 - 1 

[0304] 1 H-NMR (CDC13) d ppm: 7.73 (1H, s), 7.25 (1H, s), 6.78 (1H, s), 6.09 

(1H, s), 3.84 (3H, s), 3.10-2.95 (1H, m), 2.28 (3H, s), 1.33 (6H, d, 

J=6. 9Hz) 

[0305] (H«ij 1 - 1 ) 

>fjl/=6- (6-> h^riy- 2 -y JI-JU- 1 H > K—3 )l 

>fil/) t0|J v>-2 h 

[0306] [4k21] 

[0307] >fjl/=6- [2- (2—t e r \ h^y^M-il/75 / - 4- ̂  

;u) - 3-7|-^v-3-;u^°p t°;u] t0|Jv>-2-^ 

;U7tt>V^— h ( 3 . 2 7 g ) CO h U ^U^PM (1 OmL) 

(2 5 m L) Lfeo @ 

.0 



WO 2011/013623 91 PCT/JP2010/062532 

AT-ffcJSL ;JiEJ±T;I^Lfr0 v U 
(J§aj}§i£ : [zrftMU 

(1. 4 9 g) %mtz0 

[0308] 1 H-NMR (CDC13) 8 ppm: 8.10 (1H, br s), 8.00-7.90 (1H, m) 7.65-7.15 ( 

8H, m), 6.92 (1H, d, J=2.2Hz), 6.74 (1H, dd, J=8.7, 2.2Hz), 4.56 (2H, 

s), 4.04 (3H, s), 3.86 (3H, s) 

[0309] ttfe't&'r HJfeflJ 1 - 1 tmUlzLX, JMT(7)ll«iJ 1 -2 
~1 -6 &mtz0 3lZ7*Ltz0 

[0310] 
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[H23] 

Ex. No. Strc Physical data 

1 -2 

0 
C|v% 4 TJXJ)~N / 1 H-NMR (CDCI3) 8 ppm:8.25 (1H, br s), 

8.00-7.90 (1H, m), 7.70-7.25 (8H, m), 

7.10-7.00 (1H, m), 7.03 (1H, dd, J=8.5, 

1.8Hz), 4.54 (2H, s), 4.04(3H, s) 

1 -3 
VwNv^n 

1 H-NMR (CDCI3) 8 ppm:8.10 (1H, brs), 

8.00-7.90 (1H, m), 7.65-7.15 (9H, m), 

7.00-6.90 (1H, m), 4.57 (2H, s), 4.05 (3H, s), 

2.76 (2H, q, J=7.6Hz), 1.29 (3H, t, J=7.6Hz) 

1 -4 

r" /**\P 
°XXj-" p 

1 H-NMR (CDCI3) <5 ppm:8.15 (1H, brs), 

8.00-7.90 (1H, m), 7.65-7.10 (8H, m), 6.89 

(1H, d, J=2.1 Hz), 6.73 (1H, dd, J=8.7, 2.1Hz), 

4.54 (2H, s), 4.15-3.95 (5H, m), 1.43 (3H, t, 

J=7.0Hz) 

1 -5 T^YV~V 
1 H-NMR (CDCI3) 8 ppm:8.09 (1H, br s), 

8.00-7.90 (1H, m), 7.65-7.50 (3H, m), 

7.45-7.15 (6H, m), 6.95-6.85 (1H, m), 4.57 

(2H, s), 4.04 (3H, s), 2.47 (3H, s), 

1 -6 
,I\L JK \ V| o 

H V- ^ ' 

1 H-NMR (CDCI3) 8 ppm:7.95-7.85 (2H, m), 

7.60-7.50 (1H, m), 7.20-7.00 (3H, m), 

6.90-6.80 (1H, m), 4.58 (2H, s), 4.04 (3H, s), 

2.44 (3H, s), 1.40 (9H, s) 

[0311] (HWJ2-1) 

>fji/=3- (6-> 2-yji-ji- 1 H--r> K—;u-3--r;u 

yfib) H>x/7-h 

[0312] 
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Hb28] 

[0313] h'Jx^;Uv^> (0. 2 0 4mL) t h 'J 7 M • Ifii (0. 

0 4 9 m L) <Di&'( 1 . 5 m L) 6 h^V~ 2-7 

x — JU — 1 H — -f > K—JU (95. Omg) <t ^ J?:"i/U= m — T\\)\S 5 >/ U > V 

T— h (7 6. 9 m g) (1. 8ml_) *_tz „ 

5B#PB1*1#U 

[Z2mo I /L7KSi'fb^- h 'J #a^7k£Jjn*.*:0 

8IJi£#Si]U ;JiEJ±T;I^Lfr0 5 / ?"• t°;Mbv >J 

P7h^77^- (jgtii^S : ^^-ifiix^U) TrU 

IL, (1 1 1mg) %mtz0 

[0314] 1 H-NMR (CDC13) 8 ppm: 8.05-7.80 (3H, m), 7.55-7.15 (8H, m), 6.90 (1H 

, d, J=2.2Hz), 6.72 (1H, dd, J=8.7, 2.2Hz), 4.28 (2H, s), 3.88 (3H, s 

), 3.85 (3H, s) 

[0315] H«J2- 1 tmmizLX, 

mm2 - 2~2 - 2 6 zmtz0 24-28 

ICTK Lfio 

[0316] 
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[H24] 

Ex. No. Strc Physical data 

2-2 

0 

LJl / ^ /° 
N-/ 
H 

1 H-NMR (CDCI3) 5 ppm:8.19 (1H, br s), 

7.95-7.80 (2H, m), 7.55-7.20 (9H, m), 7.01 (1H, 

dd, J=8.5, 1 8Hz), 4.28 (2H, s), 3.88 (3H, s) 

2-3 

/=\ ° 
1 H-NMR (CDCI3) 8 ppm:8.16 (1H, br s), 

8.00-7.80 (2H, m) 7.55-7.20 (8H, m), 7.15-7.05 

(1H, m), 6.85-6.75 (1H, m), 4.29 (2H, s), 3.88 

(3H, s) 

2-4 

° 1 H-NMR (CDCI3) d ppm:8.10-7.80 (3H, m), 

7.55-7.15 (8H, m), 6.95-6.85 (1H, m), 6.72 (1H, 

dd, J=8.6, 2.1Hz), 4.28 (2H, s), 4.07 (2H, q, 

J=7.0Hz), 3.88 (3H, s), 1.44 (2H, t, J=7.0Hz) 

2-5 

°CL 
it ° 

1 H-NMR (CDCI3) <5 ppm:8.08 (1H, br s), 

7.55-7.30 (6H, m), 7.07 (1H, d, J=3.5Hz), 6.91 

(1H, d, J=2.2Hz), 6.79 (1H, dd, J=8.7, 2.2Hz), 

6.05-5.95 (1H, m), 4.24 (2H, s), 3.89 (3H, s), 

3.86 (3H, s) 

2-6 

O 

H~\—, 

1 H-NMR (CDCI3) d ppm:8.06 (1H, br s), 

8.00-7.80 (2H, m), 7.55-7.15 (9H, m), 6.95-6.85 

(1H, m), 4.29 (2H, s), 3.87 (3H, s), 2.45 (3H, s) 

[0317] 
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[H25] 

Ex. No. Strc Physical data 

2-7 

I «=\ P 
0 M XJL / ^ °" 

H~"C 

1 H-NMR (CDCI3) 5 ppm:8.00-7.60 (3H, m), 

7.40-7.05 (3H, m), 6.85-6.75 (1H, m), 6.65 (1H, 

dd, J=8.6, 2.2Hz), 4.07 (2H, s), 3.88 (3H, s), 

3.81 (3H, s), 2.70-2.45 (2H, m), 2.00-1.85 (1H, 

m), 0.93 (6H, d, J=6.6Hz) 

2-8 

O
" 

—
o 1 H-NMR (CDCI3) <5 ppm:8.00-7.75 (3H, m), 

7.40-7.10 (3H, m), 6.90-6.60 (2H, m), 4.09 (2H, 

s), 3.88 (3H, s), 3.82 (3H, s), 3.05-2.85 (1H, m), 

1.75-1.50 (2H, m), 1.27 (3H, d, J=7.1Hz), 0.83 

(3H, t, J=7.4Hz) 

2-9 

I 
°̂

° 

—
 O

 

1 H-NMR (CDCI3) <5 ppm: ppm:8.00-7.65 (3H, 

m), 7.40-7.10 (3H, m), 6.90-6.80 (1H, m), 

6.75-6.60 (1H, m), 4.10 (2H, s), 3.88 (3H, s), 

3.82 (3H, s), 3.35-3.15 (1H, m), 1.29 (6H, d, 

J=7.0Hz) 

2-10 

O
 —

 

T
jr
O

 ° 

1 H-NMR (CDCI3) <5 ppm:8.00-7.75 (3H, m), 

7.45-6.60 (5H, m), 4.30 (2H, s), 3.88 (3H, s), 

3.82 (3H, s), 1.41 (9H, s) 

2-11 

o—
 

<0
vT

X 
-o

^
o
 

1 H-NMR (CDCI3) <5 ppm:8.03 (1H, br s), 

8.00-7.80 (2H, m) 7.45-7.20 (6H, m), 6.89 (1H, 

d, J=2.2Hz), 6.73 (1H, dd, J=8.7, 2.2Hz), 4.29 

(2H, s), 3.88 (3H, s), 3.85 (3H, s) 

[0318] 
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[H26] 

Ex. No. Strc Physical data 

2-12 

LA 
N-f —' I 
H \ 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, brs), 

7.55-7.40 (6H, m), 7.25-6.90 (3H, m), 6.05-5.90 

(1H, m), 4.25 (2H, s), 3.89 (3H, s), 2.47 (3H, s) 

2-13 

0 

Xjv / ^ /° 
H~\_ 

1 H-NMR (CDCI3) <5 ppm:8.05-7.80 (3H, m), 

7.45-7.20 (3H, m), 7.13 (1H, d, J=8.5Hz), 6.95 

(1H, dd, J=8.5, 1.8Hz), 4.31 (2H, s), 3.88 (3H, 

s), 1.42 (9H, s) 

2-14 

VY
^\ 

—
o 

1 H-NMR (CDCI3) 8 ppm:7.90-7.75 (2H, m), 

7.50-7.20 (8H, m), 6.82 (1H, d, J=2.2Hz), 6.73 

(1H, dd, J=8.6, 2.2Hz), 4.07 (2H, s), 3.88 (3H, 

s), 3.87 (3H, s), 3.59 (3H, s) 

2-15 

clY^i ,? Li yy\j ? 
N-f ' 
H ^ 

1 H-NMR (CDCI3) 8 ppm:8.14 (1H, brs), 

7.55-7.35 (7H, m), 7.15-7.00 (2H, m), 5.98 (1H, 

d, J=3.3Hz), 4.24 (2H, s), 3.89 (3H, s) 

2-16 

CIY^ j? y J 
vy^iT p 

1 H-NMR (CDCI3) 8 ppm:7.97 (1H, brs), 

7.35-7.20 (2H, m), 7.05-6.95 (2H, m), 5.81 (1H, 

d, J=3.4Hz), 4.28 (2H, s), 3.88 (3H, s), 1.44 

(9H, s) 

[0319] 
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[H27] 

Ex. No. Strc Physical data 

2-17 N-f i 

1 H-NMR (CDCI3) d ppm:8.10-7.80 (3H, m), 

7.55-7.20 (9H, m), 6.95-6.90 (1H, m), 4.29 (2H, 

s), 3.88 (3H, s), 2.76 (2H, q, J=7.6Hz), 1.29 

(3H, t, J=7.6Hz) 

2-18 

FF 

F 1 1 H-NMR (CDCI3) 8 ppm:8.37 (1H, br s), 

8.00-7.65 (3H, m), 7.55-7.20 (9H, m), 4.32 (2H, 

s), 3.88 (3H, s) 

2-19 

V
 

O
 

\
)
 

)=
o

 
—

o 

1 H-NMR (CDCI3) 8 ppm:8.24 (1H, br s), 

8.00-7.80 (2H, m), 7.55-7.20 (9H, m), 7.00-6.90 

(1H, m), 4.29 (2H, s), 3.88 (3H, s) 

2-20 

0 

TXy /0 
1 H-NMR (CDCI3) 8 ppm:8.05-7.90 (2H, m), 

7.65-7.50 (1H, m), 7.33 (1H, d, J=1.7Hz), 7.16 

(1H, d, J=8.5Hz), 7.05-6.90 (2H, m), 4.57 (2H, 

s), 4.04 (3H, s), 1.14 (9H ,s) 

2-21 
N~\ 1 

H V— 

MS(ESI, m/z): 350 (M+H)+ 

[0320] 
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[H28] 

Ex. No. Strc Physical data 

2-22 A-T VTT o 
HV- ^ ' 

1 H-NMR (CDCI3) 5 ppm:8.00-7.85 (2H, m), 

7.60-7.50 (1H, m), 7.20-7.15 (2H, m), 7.10-7.00 

(1H, m), 6.95-6.85 (1H, m), 4.59 (2H, s), 4.04 

(3H, s), 2.73 (2H, q, J=7.6Hz), 1.40 (9H, s), 

1.27 (3H, t, J=7.6Hz) 

2-23 

H V- ^ ' 

1 H-NMR (CDCI3) <5 ppm:7.90-7.75 (3H, m), 

7.35-7.20 (1H, m), 7.15-7.10 (2H, m), 6.85-6.80 

(1H, m), 4.32 (2H, s), 3.88 (3H, s), 2.43 (3H, s), 

1.41 (9H, s) 

2-24 N-f 
H V-

1 H-NMR (CDCI3) <5 ppm:7.83 (1H, br s), 

7.30-7.20 (1H, m), 7.15-6.85 (3H, m), 5.82 (1H, 

d, J=3.5Hz), 4.29 (2H, s), 3.88 (3H, s), 2.44 

(3H, s), 1.43 (9H, s) 

2-25 [rOO^ 
1 H-NMR (CDCI3) 8 ppm:8.05-7.75 (3H, m), 

7.15-7.10(1H, m), 7.05-6.95 (1H, m), 6.80-6.70 

(1H, m), 4.32 (2H, s), 3.88 (3H, s), 1.42 (9H, s) 

2-26 

1 H-NMR (CDCI3) <5 ppm:8.44 (1H, br s), 

7.95-7.70 (3H, m), 7.55-7.20 (9H, m), 4.31 (2H, 

s), 3.88 (3H, s) 

[0321] (HWJ3-1) 

>fJl/=3- (6-£PP - 1 1 H-4> K—;U 

-3--r;u^^;u) 
[0322] 
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Hb29] 

[0323] fSTs >fil/=3- (6-^PP-2-7i-Jl/- 1 H~4> K— 

h (1 1 2mg) CO N, N-v^^U/txjl/A7 

5 K ( 1 5 m L ) h 'J ^ A 5 5%, 13. 6 m g ) 

£7;uzT>X#HimT[Z•rJpx., X#HI 

tTO. 5B#P01*l#Lfco 1ST, (0. 030 

mD it. ^(D:M^^,M}^zx7)^yisxnm%TmminLtz0 

J£j£;I£#Dl::7Kfc£t/ifiix^;u£}jp*.N U 7Kfc£t/t& 

?P^7K[3TJl^;f^, £S7K^iiT^v^ATf^*tU 

£ Lfco / 7°P PT 

7 CtilL, ̂ SUb^ (4 

1 . 2 m g ) &mtz0 

[0324] 1 H-NMR (CDC13) 8 ppm: 7.85-7.75 (2H, m), 7.50-7.20 (9H, m), 7.03 (1 

H, dd, J=8.4, 1. 8Hz), 4.07 (2H, s), 3.87 (3H, s), 3.59 (3H, s) 

[0325] H«J3- 1 tmmizLX, 
mm3 - 2~3 -12 %mtz0 zti29-31 
(CTK Ltzo 

[0326] 
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[H29] 

Ex. No. Strc Physical data 

3-2 

( 

—
 o

 

1 H-NMR (CDCI3) 6 ppm:7.95-7.85 (1H, m), 

7.65-7.55 (1H, m), 7.50-7.25 (6H, m), 7.20-7.15 

(1H, m), 6.83 (1H, d, J=2.2Hz), 6.74 (1H, d, 

J=8.6, 2.2Hz), 4.35 (2H, s), 4.01 (3H, s), 3.89 

(3H, s), 3.60 (3H, s) 

3-3 

0 
C|N^S. r ° 1 H-NMR (CDCI3) 5 ppm:7.95-7.85 (1H, m), 

7.65-7.55 (1H, m), 7.50-7.30 (7H, m), 7.15-7.05 

(1H, m), 7.03 (1H, dd, J=8.5, 1.8Hz), 4.33 

(2H, s), 4.01 (3H, s), 3.61 (3H, s) 

3-4 

/=\ ° 
-r, OA 1 H-NMR (CDCI3) 6 ppm:7.85-7.75 (2H, m), 

7.30-7.15 (4H, m), 6.98 (1H, dd, J=8.4, 1.8Hz), 

4.39 (2H, s), 3.89 (3H, s), 3.87 (3H, s), 1.50 

(9H, s) 

3-5 

°'Y^ J? 
ry^ui ? 
/N \ 

1 H-NMR (CDCI3) <5 ppm:7.55-7.30 (7H, m), 

7.09 (1H, dd, J=8.5, 1.6Hz), 7.03 (1H, d, 

J=3.4Hz), 5.94 (1H, d, J=3.4Hz), 4.04 (2H, s), 

3.86 (3H, s), 3.59 (3H, s) 

[0327] 
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[H30] 

Ex. No. Strc Physical data 

3-6 

CIY^| 9 
p 

/N V 

1 H-NMR (CDCI3) 8 ppm:7.35-7.20 (1H, m), 

7.05-6.95 (2H, m), 5.76 (1H, d, J=3.3Hz), 4.35 

(2H, s), 3.88 (3H, s), 3.87 (3H, s), 1.53 (9H, s) 

3-7 Vy^rV^o 
I 

1 H-NMR (CDCI3) 8 ppm:7.90-7.75 (2H, m), 

7.50-7.15 (9H, m), 7.00-6.90 (1H, m), 4.10-4.05 

(2H, m), 3.87 (3H, s), 3.62(3H, s), 2.79 (2H, q, 

J=7.6Hz), 1.31 (3H, t, J=7.6Hz) 

3-8 
Vyv^/o 

1 H-NMR (CDCI3) 8 ppm:7.95-7.85 (1H, m), 

7.65-7.55 (1H, m), 7.50-7.30 (6H, m), 7.20-7.10 

(2H, m), 7.00-6.90 (1H, m), 4.36 (2H, s), 4.02 

(3H, s), 3.63 (3H, s), 2.80 (2H, q, J=7.6Hz), 

1.31 (3H, t, J=7.6Hz) 

3-9 

Fp 

/NA?CJ i 
1 H-NMR (CDCI3) (5 ppm:7.90-7.60 (3H, m), 

7.55-7.20 (9H, m), 4.15-4.05 (2H, s), 3.87 (3H, 

s), 3.68 (3H, s) 

[0328] 
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[H31] 

Ex. No. Strc Physical data 

3-10 

F 

I 
1 H-NMR (CDCI3) <5 ppm:7.90-7.75 (2H, m), 

7.55-7.15 (9H, m), 7.00-6.90 (1H, m), 4.08 (2H, 

s), 3.86 (3H, s), 3.62 (3H, s) 

3-11 
TjrvV^o 

1 

1 H-NMR (CDCI3) <5 ppm:7.95-7.85 (1H, m), 

7.65-7.55 (1H, m), 7.50-7.25 (6H, m), 7.20-7.10 

(2H, m), 6.95-6.85 (1H, m), 4.36 (2H, s), 4.02 

(3H, s), 3.62 (3H, s), 2.51 (3H, s) 

3-12 

o^
, 

°̂ ( r̂
\ o

 

1 H-NMR (CDCI3) <5 ppm:7.95-7.85 (1H, m), 

7.65-7.55 (1H, m), 7.50-7.10 (7H, m), 6.84 (1H, 

d, J=2.2Hz), 6.74 (1H, dd, J=8.7, 2.2Hz), 4.35 

(2H, s), 4.11 (2H, q, J=7.0Hz), 4.01 (3H, s), 

3.59 (3H, S), 1.45 (3H, t, =7.0Hz) 

[0329] (HWJ4-1) 

6- (6-> 2-7i-ib- 1 H-4> K—;u-3 

t° 'J v > — 2 — JD >ii 

[0330] [<ffc30] 

[0331] fSTs >fib=6- (6-^ hJFv-2-7i-il/-1H-OF-ib 

-3--r;u^^;u) tf'j v>-2h (0. 42 7 g) 
£ / —JU (3. OmL) - j h7t h'P77^ (1- 5mL) jUji&IZ 2 m o 
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I / L7kmti- h 'J ( 1 . 4 3 m L) £2JPZ.S Ztomfet: 6 5°C 

ct 1 mmmnLtzo f©i^ii:2mo I/L^SI 

(0. 4 0 5 g) &mtzo 

[0332] 1 H-NMR (DMS0-d6) (5 ppm: 11.18 (1H, br s), 7.90-7.70 (4H, m), 7.50-7. 

25 (5H, m), 6.87 (1H, d, J=2. 1 Hz), 6.62 (1H, dd, J=8.7, 2.1Hz), 4.38 

(2H, s), 3.77 (3H, s) 

MS (ESI, m/z) : 359 (M+H) + 

[0333] H«J4- 1 tmmizLX, JMT(7)ll«iJ4-

2-4-4 4&mtz0 2-4 OlZjjkLtz 

o 

[0334] 
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mm 
Ex. No. Strc Physical data 

4-2 

' f^\J? °lf2X °H 

H O 

1 H-NMR (DMSO-d6) d 

ppm:13.00-12.70 (1H, br), 11.19 (1H, s), 

7.80-7.70 (2H, m), 7.60-7.25 (7H, m), 7.21 

(1H, d, J=8.7Hz), 6.89 (1H, d, J=2.2Hz), 

6.62 (1H, dd, J=8.7, 2.2Hz), 4.26 (2H, s), 

3.78 (3H, s) 

4-3 

0 CINQO"^°H 

so 
1 H-NMR (DMSO-d6) 8 ppm:12.86 (1H, 

s), 11.57 (1H, s), 7.80-7.30 (11H, m), 6.98 

(1H, dd, J=8.5, 1.9Hz), 4.30 (2H, s) 

4-4 

° 
FNTL OH 

Ho 

1 H-NMR (DMSO-d6) <5 

ppm:12.95-12.80 (1H, br), 11.50 (1H, br 

s), 7.80-7.20 (10H, m), 7.14 (1H, dd, 

J=10.0, 2.3Hz), 6.90-6.75 (1H, m), 4.29 

(2H, s) 

4-5 

r" ^ P °XX P"^0H 

"o 

1 H-NMR (DMSO-d6) 8 ppm: 

12.82 (1H, s), 11.15 (1H, S), 7.80-7.70 

(2H, m), 7.60-7.25 (7H, m), 7.19 (1H, d, 

J=8.6Hz), 6.90-6.85 (1H, m), 6.65-6.55 

(1H, m), 4.26 (2H, s), 4.03 (2H, q, 

J=7.0Hz), 1.35 (3H, t, J=7.0Hz) 

4-6 

°n ^ 
OH 

N/ A 

1 H-NMR (CDCI3) <5 ppm: 

8.08 (1H, brs), 7.55-7.30 (6H, m), 

7.21 (1H, d, J=3.5Hz), 6.91 (1H, d, 

J=2.2Hz), 6.80 (1H, dd, J=8.7, 2.2Hz), 

6.05 (1H, d, J=3.5Hz), 4.27 (2H, s), 3.87 

(3H, s) 

[0335] 
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[H33] 

Ex. No. Strc Physical data 

4-7 

r^P 
Yjl OH 

Bo 

1 H-NMR (DMSO-d6) 8 ppm:12.85 (1H, br s), 

11.20 (1H, s), 7.80-7.65 (2H, m), 7.60-7.30 (7H, 

m), 7.25-7.15 (2H, m), 6.79 (1H, dd, J=8.1, 

1.1 Hz), 4.27 (2H, s), 2.39 (3H, s) 

4-8 

' /=svi) °XX °H 1 H-NMR (CDCI3) S ppm:8.05-7.85 (2H, m), 

7.70 (1H, brs), 7.45-7.25 (2H, m), 7.16 (1H, d, 

J=8.6Hz), 6.83 (1H, d, J=2.2Hz), 6.68 (1H, dd, 

J=8.6, 2.2Hz), 4.09 (2H, s), 3.82 (3H, s), 2.60 (2H, 

d, J=7.4Hz), 2.00-1.85 (1H, m), 0.94 (6H, d, 

J=6.7Hz) 

4-9 

X
 

o 
° 

-
o
 

1 H-NMR (CDCI3) S ppm:8.05-7.85 (2H, m), 

7.70 (1H, brs), 7.45-7.25 (2H, m), 7.19 (1H, d, 

J=8.7Hz), 6.85 (1H, d, J=2.2Hz), 6.69 (1H, dd, 

J=8.7, 2.2Hz), 4.11 (2H, s), 3.83 (3H, s), 

3.05-2.90 (1H, m), 1.80-1.50 (2H, m), 1.28 (3H, d, 

J=7.0Hz), 0.83 (3H, t, J=7.4Hz) 

4-10 

1 

^ 0H 

H~^ 

1 H-NMR (CDCI3) 8 ppm:8.05-7.85 (2H, m), 

7.76 (1H, brs), 7.45-7.25 (2H, m), 7.20 (1H, d, 

J=8.6Hz), 6.85 (1H, d, J=2.2Hz), 6.69 (1H, dd, 

J=8.6, 2.2Hz), 4.11 (2H, s), 3.82 (3H, s), 

3.30-3.15 (1H, m), 1.30 (6H, d, J=7.0Hz) 

4-11 

1 r=s\J °XX / 0H 

H~V-

1 H-NMR (DMSO-d6) 8 ppm:13.00-12.60 (1H, 

br), 10.44 (1H, s), 7.75-7.60 (2H, m), 7.40-7.30 

(2H, m), 7.07 (1H, d, J=8.6Hz), 6.84 (1H, d, 

J=2.3Hz), 6.53 (1H, dd, J=8.6, 2.3Hz), 4.24 (2H, 

s), 3.73 (3H, s), 1.35 (9H, s) 

[0336] 
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[H34] 

Ex. No. Strc Physical data 

4-12 

°XX 0H 

s 

1 H-NMR (DMSO-d6) 8 ppm:12.84 (1H, 

s), 11.14 (1H, s), 7.75-7.55 (4H, m), 

7.50-7.30 (3H, m), 7.25 (1H, d, J=8.6Hz), 

6.86 (1H, d, J=2.2Hz), 6.62 (1H, dd, J=8.6, 

2.2Hz), 4.30 (2H, s), 3.78 (3H, s) 

4-13 

O LA Tr\f OH 
N—\ 
H 

1 H-NMR (CDCI3) <5 ppm:8.04 (1H, br s), 

7.55-7.30 (6H, m), 7.25-7.15 (2H, m), 

7.00-6.90 (1H, m), 6.04 (1H, d, J=3.5Hz), 

4.28 (2H, s), 2.48 (3H, s) 

4-14 

0 

XX VN 0H 
1 H-NMR (DMSO-d6) 8 ppm:7.85-7.75 

(2H, m), 7.65-7.40 (5H, m), 7.35-7.20 (2H, 

m), 7.02 (1H, d, J=2.2Hz), 6.64 (1H, dd, 

J=8.6, 2.2Hz), 4.13 (2H, s), 3.80 (3H, s), 

3.58 (3H, s) 

MS(ESI, m/z): 373 (M+H)+ 

4-15 

0 c|v^ c X Jl 0H 

"AT 

1 H-NMR (DMSO-d6) 8 ppm:12.81 (1H, 

s), 10.78 (1H, s), 7.75-7.60 (2H, m), 

7.45-7.25 (3H, m), 7.20 (1H, d, J=8.4Hz), 

6.87 (1H, dd, J=8.4, 1.9Hz), 4.28 (2H, s), 

1.36 (9H, s) 

4-16 

0 

XJI OH 1 H-NMR (CDCI3) <5 ppm:7.95-7.80 (2H, 

m), 7.50-7.20 (8H, m), 6.83 (1H, d, 

J=2.2Hz), 6.74 (1H, dd, J=8.7, 2.2Hz), 

4.09 (2H, s), 3.89 (3H, s), 3.59 (3H, s) 

[0337] 
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[H35] 

Ex. No. Strc Physical data 

4-17 

0 

XX V 0H 
1 H-NMR (DMSO-d6) <5 

ppm:13.30-12.90 (1H, br), 11.54 (1H, s), 

7.90-7.75 (4H, m), 7.55-7.30 (6H, m), 6.98 

(1H, dd, J=8.5, 1.9Hz), 4.38 (2H, s) 

MS(ESI, m/z) : 363 (M+H)+ 

4-18 

_ 0 
civ% CY^ ¥ jl \J OH 1 H-NMR (DMSO-d6) 8 ppm:12.82 (1H, 

s), 7.75-7.25 (11H, m), 7.02 (1H, dd, 

J=8.5, 1 8Hz), 4.05 (2H, s), 3.61 (3H, s) 

4-19 

0 
Cl\^. [tr^ XX y OH 

1 H-NMR (DMSO-d6) <5 

ppm:13.40-12.70 (1H, br), 7.90-7.75 (2H, 

m), 7.70-7.40 (7H, m), 7.35-7.25 (1H, m), 

7.01 (1H, dd, J=8.4, 1.8Hz), 4.15 (2H, s), 

3.60 (3H, s) 

MS(ESI, m/z) : 377 (M+H)+ 

4-20 

0 

V, OH 1 H-NMR (CDCI3) 8 ppm:7.95-7.80 (2H, 

m), 7.35-7.20 (4H, m), 6.99 (1H, dd, J=8.4, 

1 8Hz), 4.40 (2H, s), 3.90 (3H, s), 1.50 

(9H, s) 

4-21 

c'T!i o? S*y^£j OH 
H \ 

1 H-NMR (DMSO-d6) 8 ppm:12.86 (1H, 

s), 11.57 (1H, s), 7.70-7.35 (7H, m), 7.09 

(1H, d, J=3.3Hz), 7.02 (1H, dd, J=8.5, 

1.8Hz), 6.23 (1H, d, J=3.3Hz), 4.24 (2H, s) 

[0338] 
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[H36] 

Ex. No. Strc Physical data 

4-22 

clsT^ 9 
Yyu 0H 

H \ 

1 H-NMR (DMSO-d6) 5 

ppm:12.90-12.70 (1H, br), 10.78 (1H, s), 

7.37 (1H, d, J=8.5Hz), 7.35-7.25 (1H, m), 

7.05 (1H, d, J=3.3Hz), 6.95-6.85 (1H, m), 

6.06 (1H, d, J=3.3Hz), 4.24 (2H, s), 1.41 

(9H, s) 

4-23 VTT^0H 
H o 

1 H-NMR (DMSO-d6) 5 ppm:12.82 (1H, 

brs), 11.19 (1H, s), 7.80-7.70 (2H, m), 

7.60-7.15 (9H, m), 6.85-6.75 (1H, m), 4.27 

(2H, s), 2.68 (2H, q, J=7.6Hz), 1.22 (3H, t, 

J=7.6Hz) 

4-24 

CIY^1 o 
Y/U OH 
/N K 

1 H-NMR (DMSO-d6) <5 ppm:12.82 (1H, 

br s), 7.70-7.45 (7H, m), 7.15-7.00 (2H, 

m), 6.18 (1H, d, J=3.3Hz), 4.02 (2H, s), 

3.60 (3H, s) 

4-25 

Clsn oj? vy^tj OH 
1 H-NMR (DMSO-d6) <5 

ppm:13.00-12.70 (1H, br), 7.51 (1H, d, 

J=1.8Hz), 7.48 (1H, d, J=8.5Hz), 7.04 (1H, 

d, J=3.4Hz), 6.99 (1H, dd, J=8.5, 1.8Hz), 

5.99 (1H, d, J=3.4Hz), 4.32 (2H, s), 3.87 

(3H, s), 1.52 (9H, s) 

4-26 /N~\ 

1 H-NMR (DMSO-d6) <5 

ppm:13.05-12.70 (1H, br), 7.75-7.20 (11H, 

m), 6.90-6.80 (1H, m), 4.03 (2H, s), 3.59 

(3H, s), 2.80-2.65 (2H, m), 1.30-1.20 (3H, 

m) 

MS(ESI, m/z) : 370 (M+H)+ 

[0339] 
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[H37] 

Ex. No. Strc Physical data 

4-27 
N A. YVV Y^OH 

N—\ II J 
H /I 

1 H-NMR (DMSO-d6) 8 ppm:11.20 (1H, 

s), 7.90-7.70 (4H, m), 7.55-7.15 (6H, m), 

6.90-6.80 (1H, m), 4.36 (2H, s), 2.68 (2H, 

q, J=7.6Hz), 1.21 (3H, t, J=7.6Hz) 

MS(ESI, m/z) : 357 (M+H)+ 

4-28 
Tpr Y°H 

1 H-NMR (DMSO-d6) 5 ppm:7.90-7.20 

(10H, m), 6.90-6.80 (1H, m), 4.14 (2H, s), 

3.59 (3H, s), 2.75-2.65 (2H, m), 1.23 (3H, 

t, J=7.6Hz) 

MS(ESI, m/z) : 371 (M+H)+ 

4-29 

FF 

F XI 9 
0H 

H o 
1 H-NMR (DMSO-d6) 8 

ppm:13.00-12.70 (1H, br), 11.87 (1H, s), 

7.85-7.20 (12H, m), 4.34 (2H, s), 

4-30 

FF 

rXL I 
0H 

1 H-NMR (DMSO-d6) 8 

ppm:13.00-12.70 (1H, br), 7.95-7.20(12H, 

m), 4.10 (2H, s), 3.70 (3H, s) 

4-31 

Fvo^. 

Xrtj°H 
H o 

1 H-NMR (CDCI3) 8 ppm:8.25 (1H, br s), 

8.05-7.85 (2H, m), 7.60-7.20 (9H, m), 

7.00-6.90 (1H, m), 4.31 (2H, s) 

[0340] 
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[H38] 

Ex. No. Strc Physical data 

4-32 YTXJ 0H 1 H-NMR (CDCI3) 5 ppm:7.95-7.85 (2H, 

m), 7.55-7.15 (9H, m), 7.00-6.90 (1H, m), 

4.09 (2H, s), 3.62 (3H, s) 

4-33 

0 

XX r 0H 
1 H-NMR (DMSO-d6) 8 

ppm:13.50-12.60 (1H, br), 10.80 (1H, s), 

7.90-7.70 (2H, m), 7.40-7.25 (2H, m), 

7.10-7.00 (1H, m), 6.90 (1H, dd, J=8.4, 

1.8Hz), 4.41 (2H, s), 1.38 (9H, s) 

MS(ESI, m/z) : 343 (M+H)+ 

4-34 

,-v 0 r°v^ 
I |Tj VN OH 

H 0> 

1 H-NMR (DMSO-d6) <5 

ppm:13.30-12.90 (1H, br), 11.15 (1H, s), 

7.90-7.70 (4H, m), 7.50-7.25 (5H, m), 6.86 

(1H, d, J=2.1 Hz), 6.61 (1H, dd, J=8.7, 

2.1Hz), 4.35 (2H, s), 4.02 (2H, q, 

J=6.9Hz), 1.34 (3H, t, J=6.9Hz) 

MS(ESI, m/z) : 373 (M+H)+ 

4-35 inYo» 
1 H-NMR (DMSO-d6) 8 ppm:11.19 (1H, 

s), 7.90-7.70 (4H, m), 7.55-7.15 (6H, m), 

6.85-6.75 (1H, m), 4.36 (2H, s), 2.38 (3H, 

s) 

MS(ESI, m/z) : 343 (M+H)+ 

4-36 "9^(y^oH 
1 H-NMR (DMSO-d6) 8 ppm:7.85-7.70 

(2H, m), 7.65-7.40 (5H, m), 7.35-7.20 (3H, 

m), 6.90-6.80 (1H, m), 4.14 (2H, s), 3.58 

(3H, s), 2.42 (3H, s) 

MS(ESI, m/z) : 357 (M+H)+ 

[0341] 
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[H39] 

Ex. No. Strc Physical data 

4-37 
TWV^°H 

H \ 

1 H-NMR (DMSO-d6) <5 ppm:12.79 (1H, 

s), 10.44 (1H, s), 7.75-7.65 (2H, m), 

7.45-7.30 (2H, m), 7.20-7.05 (2H, m), 

6.80-6.70 (1H, m), 4.25 (2H, s), 2.64 (2H, 

q, J=7.6Hz), 1.36 (9H, s), 1.19 (3H, t, 

J=7.6Hz) 

4-38 

_ 0 
fV r \j\ r 0H 

1 H-NMR (DMSO-d6) (5 ppm:7.85-7.75 

(2H, m), 7.65-7.40 (5H, m), 7.35-7.20 (2H, 

m), 7.00 (1H, d, J=1.9Hz), 6.64 (1H, dd, 

J=8.6, 1.9Hz), 4.13 (2H, s), 4.07 (2H, q, 

J=7.0Hz), 3.56 (3H, s), 1.35 (3H, t, 

J=7.0Hz) 

MS(ESI, m/z) : 387 (M+H)+ 

4-39 
^ N YVVVOH 

H \ 

1 H-NMR (DMSO-d6) <5 ppm:10.46 (1H, 

s), 7.85-7.70 (2H, m), 7.20-7.00 (3H, m), 

6.80-6.70 (1H, m), 4.38 (2H, s), 2.64 (2H, 

q, J=7.6Hz), 1.37 (9H, s), 1.19 (3H, t, 

J=7.6Hz) 

MS(ESI, m/z) : 337 (M+H)+ 

4-40 
TYYVOH 
N-^ 

1 H-NMR (DMSO-d6) d 

ppm:13.00-12.50 (1H, br), 10.42 (1H, s), 

7.75-7.60 (2H, m), 7.40-7.30 (2H, m), 

7.15-7.05 (2H, m), 6.75-6.65 (1H, m), 4.25 

(2H, s), 2.35 (3H, s), 1.35 (9H, s) 

4-41 
N .X YTYVOH 

H 

1 H-NMR (DMS0-d6) <5 ppm:10.45 (1H, 

s), 7.85-7.70 (2H, m), 7.20-7.00 (3H, m), 

6.75-6.65 (1H, m), 4.38 (2H, s), 2.35 (3H, 

s), 1.36 (9H, s) 

MS(ESI, m/z) : 323 (M+H)+ 

[0342] 
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[H40] 

Ex. No. Strc Physical data 

4-42 
^W°H 1 H-NMR (DMSO-d6) <5 

ppm:12.90-12.60 (1H, br), 10.43 (1H, s), 

7.22 (1H, d, J=8.1 Hz), 7.15-6.95 (2H, m), 

6.80-6.70 (1H, m), 6.02 (1H, d, J=3.4Hz), 

4.21 (2H, s), 2.35 (3H, s), 1.40 (9H, s) 

4-43 

1 H-NMR (DMSO-d6) 8 ppm:12.81 (1H, 

brs), 10.71 (1H, s), 7.80-7.60 (2H, m), 

7.45-7.30 (2H, m), 7.25-7.00 (2H, m), 

6.80-6.65 (1H, m), 4.27 (2H, s), 1.36 (9H, 

s) 

4-44 

pJ Vx V=^°H 
1 H-NMR (DMSO-d6) 8 

ppm:12.95-12.75 (1H, br), 12.01 (1H, s), 

7.90-7.25 (12H, m), 4.34 (2H, s) 

[0343] (HWj 5 - 1 ) 

x^;u=6- (6-> 2 3~4 )l~ 1 H--T>K— 

;u- 3 t0|j v>- 2 h 

[0344] iSTs x^;u=6- C 2 — (2 — t e r t - 7 5 / -

4-y h^v^i -;u) - 3-7|-^y- 3 3 -4 t°;u] 

t°'J v>-2 -^;U7tt>v^- h (0. 4 1 1 g) (4. 0 

mL) h IJ yj^nmm (0. 8 OmL) %1)\\ 7LS 1 B#PB1 

jf#Lfc:0 7K;^T, «lS;^il:imo I /L7KiHb:h h 'J ^A7k&& 

&ix\z.s *<Dm&m&mnLtz0 *»TM&&:*-HJ^A 
V&1§k£-&tz&s MJ±T;I^Lfro 5 / -Ju t°;Mbv 

lJ^^7A^P7h^77'T- (igtiJSIJg : ^^-ifiix^u) [Z 

till, aSi-fb^ (0. 1 8 9g) &ffizo 

hyux—^$-^4 1 [z^Lfco 
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[0345] H«J5- 1 drlMdLT, 5 - 2 

~5-2 4%mtz0 hJl/f-^^i4 1~46 

(CTK Ltzo 

[0346] [H41] 

Ex. No. Strc Physical data 

5-1 

I °Y% 1 

s 

1 H-NMR (CDCI3) <5 ppm:8.05 (1H, s), 

7.90-7.85 (1H, m), 7.70-7.55 (2H, m), 

7.45-7.20 (4H, m), 6.89 (1H, d, J=2.2Hz), 

6.76 (1H, dd, J=8.8, 2.2Hz), 4.52 (2H, s), 

4.51 (2H, q, J=7.1Hz), 3.85 (3H, s), 1.48 

(3H, t, J=7.1 Hz) 

5-2 

1 H-NMR (CDCI3) <5 ppm:8.06 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.55 (1H, m), 

7.45-7.15 (5H, m), 7.10-6.95 (1H, m), 6.91 

(1H, d, J=2.2Hz), 6.76 (1H, dd, J=8.7, 

2.2Hz), 4.53 (2H, s), 4.51 (2H, q, 

J=7.2Hz), 3.86 (3H, s), 1.46 (3H, t, 

J=7.2Hz) 

5-3 
iA^N=r° 

1 H-NMR (CDCI3) 8 ppm:8.00-7.80 (2H, 

m), 7.65-7.50 (1H, m), 7.40-7.05 (6H, m), 

6.89 (1H, d, J=2.2Hz), 6.73 (1H, dd, J=8.7, 

2.2Hz), 4.29 (2H, s), 4.01 (3H, s), 3.85 

(3H, s), 2.26 (3H, s) 

5-4 

o—
 

fv
) 

^
y
o

 1 H-NMR (CDCI3) 8 ppm:8.07 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.55 (1H, m), 

7.45-7.05 (6H, m), 6.91 (1H, d, J=2.2Hz), 

6.73 (1H, dd, J=8.7, 2.2Hz), 4.56 (2H, s), 

4.04 (3H, s), 3.85 (3H, s), 2.37 (3H, s) 

[0347] 
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[H42] 

Ex. No. Strc Physical data 

5-5 

o—
 

jz ^•
o 

1 H-NMR (CDCI3) 8 ppm:8.05 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.55 (1H, m), 

7.50-7.10 (6H, m), 6.91 (1H, d, J=2.2Hz), 

6.73 (1H, dd, J=8.7, 2.2Hz), 4.54 (2H, s), 

4.04 (3H, s), 3.85 (3H, s), 2.38 (3H, s) 

5-6 

V*1 % 
/ 

0 

1 H-NMR (CDCI3) 5 ppm:8.15-7.85 (3H, 

m), 7.70-7.45 (2H, m), 7.37 (1H, d, 

J=8.7Hz), 7.30-7.20 (1H, m), 6.87 (1H, d, 

J=2.2Hz), 6.76 (1H, dd, J=8.7, 2.2Hz), 

6.70-6.65 (1H, m), 4.50 (2H, q, J=7.1Hz), 

4.45 (2H, S), 3.84 (3H, s), 1.47 (3H, t, 

J=7.1 Hz) 

5-7 

°Y^i % 
1 H-NMR (CDCI3) (5 ppm:8.90-8.75 (1H, 

m), 8.60-8.50 (1H, m), 8.34 (1H, s), 

8.05-7.85 (2H, m), 7.70-7.55 (1H, m), 

7.40-7.15 (3H, m), 6.92 (1H, d, J=2.2Hz), 

6.77 (1H, dd, J=8.7, 2.2Hz), 4.51 (2H, s), 

4.03 (3H, S), 3.86 (3H, s) 

5-8 

°Y^i 
\y_\j 

F 

1 H-NMR (CDCI3) 8 ppm:8.03 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.45 (3H, m), 

7.35-7.05 (4H, m), 6.91 (1H, d, J=2.2Hz), 

6.75 (1H, dd, J=8.7, 2.2Hz), 4.50 (2H, s), 

4.04 (3H, s), 3.86 (3H, s) 

[0348] 
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[H43] 

Ex. No. Strc Physical data 

5-9 

o—
 

^
 'Z

. 

--
O

 

1 H-NMR (CDCI3) 8 ppm:8.34 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.45 (3H, m), 

7.40-7.05 (4H, m), 6.92 (1H, d, J=2.2Hz), 

6.73 (1H, dd, J=8.7, 2.2Hz), 4.50 (2H, s), 

4.04 (3H, S), 3.86 (3H, s) 

5-10 

o—
 

°C
X)

 o 
1 H-NMR (CDCI3) <5 ppm:8.00-7.80 (3H, 

m), 7.65-7.45 (2H, m), 7.40-7.20 (3H, m), 

6.88 (1H, d, J=2.2Hz), 6.72 (1H, dd, J=8.7, 

2.2Hz), 6.65-6.55 (1H, m), 4.23 (2H, s), 

3.88 (3H, s), 3.84 (3H, s) 

5-11 

°Y^i % 

o 

1 H-NMR (CDCI3) 8 ppm:8.00-7.80 (2H, 

m), 7.65-7.55 (1H, m), 7.33 (1H, d, 

J=1.9Hz), 7.21 (1H, d, J=8.7Hz), 7.20-7.10 

(1H, m), 6.88 (1H, d, J=2.2Hz), 6.71 (1H, 

dd, J=8.7, 2.3Hz), 6.44 (1H, d, J=1.9Hz), 

4.37 (2H, s), 4.03 (3H, s), 3.84 (3H, s), 

2.33 (3H, s) 

5-12 

o—
 

jy
j 

r
 ~-

o 

1 H-NMR (CDCI3) <5 ppm:8.09 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.55 (1H, m), 

7.35-7.05 (5H, m), 6.89 (1H, d, J=2.2Hz), 

6.74 (1H, dd, J=8.7, 2.2Hz), 4.61 (2H, s), 

4.05 (3H, s), 3.85 (3H, s) 

[0349] 
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[H44] 

Ex. No. Strc Physical data 

5-13 

o—
 

r*
 -

z. 

^
o
 

1 H-NMR (CDCI3) S ppm:8.16 (1H, s), 

7.95-7.85 (1H, m), 7.65-7.40 (3H, m), 

7.35-7.15 (4H, m), 6.91 (1H, d, J=2.2Hz), 

6.74 (1H, dd, J=8.7, 2.2Hz), 4.38 (2H, s), 

4.02 (3H, S), 3.85 (3H, s) 

5-14 

1 H-NMR (CDCI3) S ppm:8.03 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.55 (1H, m), 

7.35-7.15 (3H, m), 7.05-6.95 (1H, m), 6.88 

(1H, d, J=2.2Hz), 6.74 (1H, dd, J=8.7, 

2.2Hz), 4.54 (2H, s), 4.05 (3H, s), 3.85 

(3H, s), 2.50 (3H, d, J=0.9Hz) 

5-15 
v^i % yN/'^ 

f>c| 

1 H-NMR (CDCI3) <5 ppm:8.10 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.50 (2H, m), 

7.45-7.10 (5H, m), 6.90 (1H, d, J=2.2Hz), 

6.75 (1H, dd, J=8.7, 2.2Hz), 4.53 (2H, s), 

4.04 (3H, s), 3.86 (3H, s) 

5-16 

^ % 

CI 

1 H-NMR (CDCI3) 8 ppm:8.08 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.35 (5H, m), 7.29 

(1H, d, J=8.8Hz), 7.25-7.15 (1H, m), 6.90 

(1H, d, J=2.2Hz), 6.75 (1H, dd, J=8.8, 

2.2Hz), 4.51 (2H, s), 4.04 (3H, s), 3.85 

(3H, s) 

[0350] 
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[H45] 

Ex. No. Strc Physical data 

5-17 

fC
±L 

—
o 1 H-NMR (CDCI3) <5 ppm:8.39 (1H, s), 

8.00-7.90 (1H, m), 7.65-7.50 (1H, m), 

7.34(1 H, d, J=8.7Hz), 7.20-7.10 (1H, m), 

6.88 (1H, d, J=2.2Hz), 6.75 (1H, dd, J=8.7, 

2.2Hz), 6.39 (1H, d, J=3.3Hz), 6.03 (1H, 

dd, J=3.3, 1.0Hz), 4.57 (2H, s), 4.05 (3H, 

s), 3.85 (3H, s), 2.34 (3H, s) 

5-18 

o—
 1 H-NMR (CDCI3) 8 ppm:8.32 (1H, s), 

8.00-7.85 (2H, m), 7.70-7.55 (1H, m), 7.42 

(1H, d, J=8.8Hz), 7.34 (1H, s), 7.20-7.10 

(1H, m), 6.90 (1H, d, J=2.2Hz), 6.80 (1H, 

dd, J=8.8, 2.2Hz), 4.57 (2H, s), 4.06 (3H, 

s), 3.87 (3H, s) 

5-19 

1 H-NMR (CDCI3) 8 ppm:8.12 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.15 (9H, m), 6.98 

(1H, dd, J=8.2, 1.3Hz), 4.57 (2H, s), 4.05 

(3H, s), 3.10-2.90 (1H, m), 1.31 (6H, d, 

J=6.9Hz) 

5-20 

o—
 

x
f\

J
 

M
 

)=
0
 

—
0 

1 H-NMR (CDCI3) <5 ppm:8.03 (1H, s), 

8.00-7.90 (1H, m), 7.65-7.55 (1H, m), 

7.35-7.10 (2H, m), 6.97 (1H, d, J=3.4Hz), 

6.87 (1H, d, J=2.2Hz), 6.85-6.65 (2H, m), 

4.59 (2H, s), 4.05 (3H, s), 3.85 (3H, s), 

2.49 (3H, s) 

[0351] 
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[H46] 

Ex. No. Strc Physical data 

| 
1 H-NMR (CDCI3) <5 ppm:8.10 (1H, s), ° 

\ 0 8.00-7.90 (1H, m), 7.70-7.55 (1H, m), 

5 -21 N-
H y~\ 

0 
1 

7.40-7.00 (5H, m), 6.92 (1H, d, J=2.2Hz), 

6.90-6.80 (1H, m), 6.74 (1H, dd, J=8.7, y~\ 
2.2Hz), 4.56 (2H, s), 4.04 (3H, s), 3.86 

0 (3H, s), 3.77 (3H, s) 

I 
1 H-NMR (CDCI3) <5 ppm:8.01 (1H, s), 

0 
0 8.00-7.90 (1H, m), 7.75-7.60 (2H, m), 

5 -22 
Kf 

N-
H XX? 

\~V- ci 
F 

0 
1 

7.50-7.40 (1H, m), 7.31 (1H, d, J=8.7Hz), 

7.25-7.15 (2H, m), 6.95 (1H, d, J=2.2Hz), 

6.76 (1H, dd, J=8.7, 2.2Hz), 4.48 (2H, s), 

4.04 (3H, S), 3.86 (3H, s) 

| rv 1 
0 1 H-NMR (CDCI3) <5 ppm:8.28 (1H, s), 

CL rv 1 0 
/ 

8.00-7.90 (1H, m), 7.74 (1H, s), 7.65-7.55 

5 -23 V 
N 
H 

0 
/ 

(1H, m), 7.30 (1H, d, J=8.7Hz), 7.15-7.05 

(1H, m), 6.86 (1H, d, J=2.2Hz), 6.74 (1H, 

S^N dd, J=8.7, 2.2Hz), 4.53 (2H, s), 4.04 (3H, S^N 
s), 3.84 (3H, s), 2.71 (3H, s) 

| rv 1 \=N 

0 1 H-NMR (CDCI3) 8 ppm:8.23 (1H, s), °> rv 1 \=N 0 
/ 

8.00-7.90 (1H, m), 7.85-7.45 (5H, m), 7.31 

5 -24 V 
N-
H LL 

LL 

0 
/ 

(1H, d, J=8.7Hz), 7.25-7.15 (1H, m), 6.91 

(1H, d, J=2.2Hz), 6.76 (1H, dd, J=8.7, 

2.2Hz), 4.52 (2H, s), 4.03 (3H, s), 3.85 

(3H, s) 

[0352] (HWj 6 - 1 ) 

6- (6-7;U7|-p-2-7i —;u- 1 H--r> K—;u-3--r;u 
yfib) tf'j v>-2 h 

[0353] 7K;^T, 6-7;U7|-p-2-7I-;u- 1 H--r> K—;u (8 8. 9 m g 
) , >T;U= 6-/1x;u5;ut0|j v>-2h (7 6. 5g) 

h (0. 2 00mL) (2. OmL) 

h 'J ^;U7hPifii (O. 0 4 9ml_) ZffiTLtzo 



[QS80] 

8 Pfifsp L P 

H °-mzo i - 9~z-9mw 
M(o±n ^anriiitai? L-9f«n mzoi 

°-+n¥z)Lpmz$-^K^ ^YtiTW&wiWKDty&iffln \<*# 
°-mz (Sujs £D w&wmm 'nMftia-i w^mnz-^-fi-iF 

^ : Sf&fflSO —ytL£=£*\ iin^Y4¥^¥ri<^H^ • £ 

^SRi^c.#* 0:nigOl ̂ ff&SLY^ CH -AHWffif snfi£#3 

Sf^0-2r sim3$CTY£rH «i)fn/ i 

QUJLri^i^^ L±^avi2ff SLB^SI:I 

scsc90/otoz:jr/i3d 6U £Z9£lO/llO£ OAV 
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[H47] 

Ex. No. Strc Physical data 

6-1 

O
 LL 

1 H-NMR (CDCI3) 5 ppm:8.20 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.25 (7H, m), 

7.20-7.05 (2H, m), 6.90-6.75 (1H, m), 4.55 

(2H, s), 4.04 (3H, s) 

6-2 

j\F r=KJ 
4. ff n 

Vv~ 
1 H-NMR (CDCI3) 8 ppm:8.41 (1H, s), 

8.00-7.90 (1H, m), 7.75-7.10 (10H, m), 

4.57 (2H, s), 4.51 (2H, q, J=7.2Hz), 1.47 

(3H, t, J=7.2Hz) 

6-3 

v ri xxy^0 1 H-NMR (CDCI3) 8 ppm:8.49 (1H, s), 

8.00-7.90 (1H, m), 7.80-7.10 (10H, m), 

4.54 (2H, s), 4.50 (2H, q, J=7.2Hz), 1.46 

(3H, t, J=7.2Hz) 

6-4 

o
 

u.
-̂

—
 

LL 1 H-NMR (CDCI3) 8 ppm:8.28 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.55 (3H, m), 

7.50-7.25 (5H, m), 7.20-7.10 (1H, m), 

7.00-6.90 (1H, m), 4.55 (2H, s), 4.51 (2H, 

q, J=7.2Hz), 1.47 (3H, t, J=7.2Hz) 

6-5 

i\ 
Z 

C
/̂ 

—
O

 1 H-NMR (CDCI3) 8 ppm:8.00-7.85 (2H, 

m), 7.65-7.50 (1H, m), 7.15 (1H, d, 

J=8.7Hz), 7.10-7.00 (1H, m), 6.86 (1H, d, 

J=2.2Hz), 6.68 (1H, dd, J=8.7, 2.2Hz), 4.57 

(2H, s), 4.51 (2H, q, J=7.2Hz), 3.83 (3H, s), 

1.46 (3H, t, J=7.2Hz), 1.40 (9H, s) 

[0356] 
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[H48] 

Ex. No. Strc Physical data 

6-6 

1 /^vJ3 °n>^° 
s 

1 H-NMR (CDCI3) 5 ppm:9.08 (1H, s), 

8.83 (1H, d, J=1.9Hz), 8.04 (1H, d, 

J=1.9Hz), 8.00-7.90 (1H, m), 7.70-7.55 

(1H, m), 7.52 (1H, d, J=8.7Hz), 7.40-7.25 

(1H, m), 6.90 (1H, d, J=2.2Hz), 6.82 (1H, 

dd, J=8.7, 2.2Hz), 4.61 (2H, s), 4.51 (2H, q, 

J=7.2Hz), 3.87 (3H, s), 1.48 (3H, t, 

J=7.2Hz) 

6-7 

0 
Cl\^. / H LA /° 

S 

1 H-NMR (CDCI3) <5 ppm:8.19 (1H, s), 

7.95-7.80 (2H, m), 7.42 (1H, dd, J=5.0, 

2.9Hz), 7.36 (1H, d, J=1.8Hz), 7.35-7.20 

(5H, m), 7.02 (1H, dd, J=8.5, 1.8Hz), 4.29 

(2H, s), 3.88 (3H, s) 

6-8 

O 
/ \—K X1J-HJ 

1 H-NMR (CDCI3) <5 ppm:8.30 (1H, s), 

8.00-7.90 (1H, m), 7.73 (1H, dd, J=3.0, 

1.4Hz), 7.70-7.55 (1H, m), 7.42 (1H, dd, 

J=5.1, 3.0Hz), 7.45-7.30 (3H, m), 7.25-7.15 

(1H, m), 7.05 (1H, dd, J=8.4, 1.8Hz), 

4.55-4.45 (4H, m), 1.47 (3H, t, J=7.1Hz) 

6-9 

0 
Cl\^. ftr-^ Vl VO 

F 

1 H-NMR (CDCI3) 8 ppm:8.26 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.50 (3H, m), 7.34 

(1H, d, J=1.8Hz), 7.34 (1H, d, J=8.5Hz), 

7.25-7.05 (3H, m), 7.04 (1H, dd, J=8.5, 

1.8Hz), 4.55-4.40 (4H, m), 1.46 (3H, t, 

J=7.1 Hz) 

6-10 

0 

Xjl /° 

F 

1 H-NMR (CDCI3) <5 ppm:8.18 (1H, s), 

7.95-7.80 (2H, m), 7.50-7.40 (2H, m), 7.37 

(1H, d, J=1.8Hz), 7.35-7.05 (5H, m), 7.02 

(1H, dd, J=8.5, 1.8Hz), 4.23 (2H, s), 3.88 

(3H, s) 

[0357] (HWj 7) 
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x^;u=3- (6-> h^v-2 - t0|J v>-31 H--T>K—;U 

-3--r;u^^;u) ^>x/7-h 

[0359] x^;u= 3 - ( 6 h^v-2 - t° 'J v>-3->f;U- 1 H -

-<> K—;u-3-^;UTK-;U) ^>x/7-h (o. i2g) ©jh^t^p 

77> (1. 5m L) -x^y — ;u ( 1 . 5mL) ;» 1 0%/^V^A 

— (1 2 5 m g N we t) &1]UZ.S 

*t£it#u ^IM?4 0°cx8mmmLtzo h (3® 
mi) 6IL, ^(7)6;S£;JlEJ±T;I^Lfro S^lc^b 

(3 m L) mfa&liUZ-s h'JX^;Uv^> (0. 1 

0 5 m L ) h >J yj^nmm (0. 2 7 7 m L ) "t<DM 

^^•M^izxmumnLtzo ?"• eyMbv'j^;^ 
7A^P7h^7Y- (;£tii^£ : [ctilL, 

(4 1. 8 m g ) 

[0360] 1 H-NMR (CDC13) 8 ppm: 8.85-8.70 (1H, m), 8.65-8.50 (1H, m), 8.10 (1H 

, s), 8.00-7.70 (3H, m), 7.40-7.20 (4H, m), 6.93 (1H, d, J=2.2Hz), 6. 

75 (1H, dd, J=8. 7, 2.2Hz), 4.35 (2H, q, J=7. 1 Hz), 4.28 (2H, s), 3.86 

(3H, s), 1.37 (3H, t, J=7. 1 Hz) 

MS (ESI, m/z) = 387 (M+H) + 

[0361] (HWJ8-1) 

x^;u=6- (6-^PP-2-t0|Jy>-3-^il/-1 H--T>K—Jl-

3-4)1*^)1) tf'J v>- 2 h 

[0362] iSTs x^;u=6- [ ( 6-0 • • — 2 — t° 'J v>— 3-4 Jl- 1 H — 

4 > K—;u- 3 --T;u) tF'p+y^fjH t0|j v>-2 

[0358] Dfb31] 

N— 
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h (7 2. Omg) (1. 5 m L) h 'J 

(0. 0 3 4m L) h U ^;U7hPifii (0. 1 6 3ml_) £JI&Jjn*. 

, i L tza tf;Mb V 'J ^r;u 

i7A^P7h^77^- (;§ai^^ : CtilL 

s (4 9. 5m g) ^:%tz0 

hyux—^ $-^4 9 [z^Lfro 

[0363] m-f<g>7;u=i-;u£ffll\ HWIJ8-1 <t|H]4i[ZLT, JaT(7)HWij8 

-2£t#fco h;Ux—^^i4 9[Z^Lfro 

[0364] [H49] 

Ex. No. Strc Physical data 

8-1 

Cl_ 0 

N=/ 

1 H-NMR (DMSO-d6) <5 ppm:11.68 (1H, 

s), 9.10-9.00 (1H, m), 8.65-8.55 (1H, m), 

8.50-8.40 (1H, m), 7.95-7.80 (2H, m), 

7.65-7.50 (3H, m), 7.41 (1H, d, J=1.9Hz), 

7.02 (1H, dd, J=8.6, 1.9Hz), 4.40-4.25 

(4H, m), 1.33 (3H, t, J=7.1Hz) 

MS(ESI, m/z) = 392 (M+H)+ 

8-2 

I °Y^l °K 

S^N 

1 H-NMR (CDCI3) d ppm:8.78 (1H, s), 

8.14 (1H, s), 8.11 (1H, s), 8.00-7.90 (1H, 

m), 7.70-7.55 (1H, m), 7.38 (1H, d, 

J=8.7Hz), 7.20-7.10 (1H, m), 6.88 (1H, d, 

J=2.2Hz), 6.77 (1H, dd, J=8.7, 2.2Hz), 

4.54 (2H, s), 4.51 (2H, q, J=7.1Hz), 3.85 

(3H, s), 1.47 (3H, t, J=7.1 Hz) 

MS(ESI, m/z) = 394 (M+H)+ 

[0365] (HWIJ9) 

x^;u=2- (6-> hJFy-2-7i-Jl/-1 H--T > K—JU- 3-4 Jl> 

>^;u) T7x/-;u-4-^;U/-tt>v^-h 

[0366] 
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Hb32] 

[0367] iSTs x^;u=2- (th'P+v- (6—> h^r v—2 — 77 i —JU—1 

H--r> K-;u-3->r;u) h ( 

6 9. Omg) (1. 7 m L) h 'J (0 

. 1 3 5ml_) £7;U^>tfX#HimT}JP*.fco 7K#T, ^(D)I^ICTKP 

> h >J 7JlsJ-'J K • ifJU-fJUgft (0. 1 0 7 m L) 

Lfro t(Di0#fHk iSl:tl 5^1*1# Lfco J£J£;I 

h lJr>A7K^;S$-^PH.fro U ^-(7) 

il££t7K^ii^ ;JiEJ±T;I^Lfr0 

5/ ?°P eyMbv'J^^u^^A^ PT h^^y-r— (igttiigm •. ^+f-> 

-|fiix^;u) [zrftMU ^M-fb^ (17. Omg) 

[0368] 1 H-NMR (CDC13) ppm:8. 13 (1H, br s), 7.99 (1H, s), 7.60-7.30 (6H, m), 

6.93 (1H, d, J=2. 1 Hz), 6.79 (1H, dd, J=8.7, 2.1Hz), 4.61 (2H, s), 4.4 

5 (2H, q, J=7.2Hz), 3.87 (3H, s), 1.43 (3H, t, J=7.2Hz) 

MS (ESI, m/z) = 393 (M+H) + 

[0369] (IH10) 

6- (6-t KPJFV>fJl/-2-7i-Jl/- 1 H~4> K—;U- 3~4 Jl> 

yfib) tf'j v>- 2 

[0370] [<fb33] 

OH 
O 



[9Z.C0] 

°=n*-l L Q~0 

°-i%^ 80-L l~2-l 

L [MHO)±rcr ^anriiiisi? L - L L »n [g^eo] 
°-n^:ios|^$-4fH \<¥# 

°-m 
£ (3 L L I 0) Cfli^qUi^ (1^17 L) 

li^fi/ i ° ̂  i s±w o:/i¥ 

i§±OT>3^i:3^a>ar sty,-+n$%(2-^'w °-inmmmza-io0o 
9^^^0)ar (n LU 17 L) H I ° ̂  

L:)Ig! (1^8 • L ) If— /£x- (1 wg ' £ ) <^£1=1^3^^(0 

(§^8 L 0) H — 2-</J f,oq (1/'^1/'>-S -1f— 

K>-H i-f>-e-<i£^-2-<^H )f-9) -9 =ir^x [t7Z.eo] 

IK^irc^- 2 -</$ ri 0q (ic^io-
-e-f-K>-H L -1f>-S2-<^H — 9 ) -9 

( L - I I 111) [£A£0] 

+ (H+IAI)69£ = (Z/LU ' | S3) SIAI 

(s 'HZ) 

88 '(w 'H2) 09 17-09 17 '(m 'HD 01 9-91 S '(m 'HD 98 9-96 9 '(m 'H 

9) 92 7.-99 7. ' (m 'HI?) 0/. 7.-06 7. ' (s 'HD 62 LL :wdd 9 (81000) ^lAIN-HL [2Z.C0] 
o-mz (§uji7 'ip) mzimm 

0 2 sn (l^LS ' 0 ) |i^f 1 / I o UJ 2 s^-± 

-xwzw-mu o^nummm^o0o e 
^^MCO-5- (l^LS 0) ^S^Y^CH I ouj 

2-]$S* (~i WQ o) ir— / £x- (nujL) <4:£a#Hq4H ^o> (3 

^0 9 9) H — 2-</$ fioq (ir^*,/ir>-e-/ir—.H < 

>-H L -1f=x£-2 ZJ-Z-9) - 9 =1^x s±^ [LZ.C0] 

Z££Z90/0I0Z<IfAL3d 931- CZ9CI0/II0Z OAV 
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[H50] 

Ex. No. Strc Physical data 

1 1 -1 

II 

TVY Y^OH 
N—K U J 
H N. 

V-s 

1 H-NMR (DMSO-d6) 8 

ppm:13.40-12.80 (1H, br), 11.12 (1H, s), 

8.08 (1H, dd, J=2.9, 1.1 Hz), 7.90-7.75 

(2H, m), 7.66 (1H, dd, J=5.0, 2.9Hz), 7.57 

(1H, dd, J=5.0, 1.1Hz), 7.41 (1H, d, 

J=8.6Hz), 7.40-7.30 (1H, m), 6.85 (1H, d, 

J=2.2Hz), 6.64 (1H, dd, J=8.6, 2.2Hz), 

4.37 (2H, s), 3.77 (3H, s) 

MS (ESI, m/z) = 365 (M+H)+ 

1 1 -2 
Tf v i^OH 

H \ 

1 H-NMR (DMSO-d6) 8 

ppm:13.50-12.50 (1H, br), 11.47 (1H, s), 

7.90-7.75 (4H, m), 7.55-7.30 (5H, m), 7.12 

(1H, dd, J=10.0, 2.2Hz), 6.90-6.75 (1H, 

m), 4.38 (2H, s) 

MS (ESI, m/z) = 347 (M+H)+ 

1 1 -3 

J. 
H^\ 

1 H-NMR (DMSO-d6) 8 ppm:11.86 (1H, 

s), 7.95-7.30 (10H, m), 7.26 (1H, dd, 

J=8.5, 1.2Hz), 4.42 (2H, s) 

MS(ESI, m/z) = 397 (M+H)+ 

1 1 -4 

N^V^i 
ITT^ 

1 H-NMR (DMSO-d6) 8 ppm:11.99 (1H, 

s), 7.95-7.75 (5H, m), 7.64 (1H, d, 

J=8.3Hz), 7.60-7.35 (4H, m), 7.31 (1H, dd, 

J=8.3, 1.2Hz), 4.41 (2H, s) 

MS(ESI, m/z) = 354 (M+H)+ 

1 1 -5 

X
 

o
 

o
=

^ O
" f\

L
 —

o 1 H-NMR (DMSO-d6) 8 ppm:11.26 (1H, 

s), 7.90-7.30 (7H, m), 7.25-7.10 (1H, m), 

6.86 (1H, d, J=2.2Hz), 6.65 (1H, dd, J=8.7, 

2.2Hz), 4.36 (2H, s), 3.77 (3H, s) 

MS (ESI, m/z) = 377 (M+H)+ 

[0377] 
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[H51] 

Ex. No. Strc Physical data 

1 1 -6 

\Q 

T> ^N-5>fAoH 
N-K H ^ \ 

1 H-NMR (DMSO-d6) d ppm:10.99 (1H, 

s), 7.90-7.70 (2H, m), 7.50-7.10 (6H, m), 

6.82 (1H, d, J=2.2Hz), 6.59 (1H, dd, J=8.7, 

2.2Hz), 4.07 (2H, s), 3.75 (3H, s), 2.22 

(3H, s) 

MS(ESI, m/z) = 373 (M+H)+ 

1 1 -7 
I
 

o 

\3 z
x
 

—
o 1 H-NMR (DMSO-d6) 6 ppm:11.15 (1H, 

s), 7.90-7.75 (2H, m), 7.70-7.60 (1H, m), 

7.55-7.45 (1H, m), 7.40-7.25 (3H, m), 

7.20-7.10 (1H, m), 6.86 (1H, d, J=2.2Hz), 

6.63 (1H, dd, J=8.6, 2.2Hz) 4.35 (2H, s), 

3.77 (3H, s), 2.36 (3H, s) 

MS(ESI, m/z) = 373(M+H)+ 

1 1 -8 \ [ TT OH 
N—X H A 

1 H-NMR (DMSO-d6) d ppm:11.13 (1H, 

s), 7.90-7.75 (2H, m), 7.70-7.60 (2H, m), 

7.35-7.20 (4H, m), 6.86 (1H, d, J=2.2Hz), 

6.61 (1H, dd, J=8.8, 2.2Hz), 4.34 (2H, s), 

3.76 (3H, s), 2.34 (3H, s) 

MS(ESI, m/z) = 373(M+H)+ 

1 1 -9 

YFp 
X. 
i 0H 

H \ 

1 H-NMR (DMSO-d6) <5 

ppm:14.00-12.50 (1H, br), 11.66 (1H, s), 

7.90-7.75 (4H, m), 7.60-7.30 (6H, m), 

7.00-6.90 (1H, m), 4.39 (2H, s) 

MS (ESI, m/z) = 413 (M+H)+ 

11-10 
V*i %-nil rw^°H 

o 

1 H-NMR (DMSO-d6) d ppm:11.04 (1H, 

s), 8.45-8.35 (1H, m), 7.90-7.70 (3H, m), 

7.50-7.35 (2H, m), 7.05-6.90 (1H, m), 6.83 

(1H, d, J=2.2Hz), 6.65 (1H, dd, J=8.7, 

2.2Hz), 4.32 (2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 349(M+H)+ 

[0378] 
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[H52] 

Ex. No. Strc Physical data 

11-11 

|] N^OH 

1 H-NMR (DMSO-d6) 8 ppm:11.34 (1H, 

s), 9.05-8.25 (3H, m), 7.90-7.80 (2H, m), 

7.55-7.35 (3H, m), 6.88 (1H, d, J=2.2Hz), 

6.65 (1H, dd, J=8.7, 2.2Hz), 4.35 (2H, s), 

3.78 (3H, s) 

MS(ESI, m/z) = 360 (M+H)+ 

11-12 
X

 
o J 

J 

—
o 1 H-NMR (DMSO-d6) 8 ppm:10.45 (1H, 

s), 7.90-7.70 (2H, m), 7.15 (1H, d, 

J=8.7Hz), 7.10-7.00 (1H, m), 6.83 (1H, d, 

J=2.2Hz), 6.55 (1H, dd, J=8.7, 2.2Hz), 

4.37 (2H, s), 3.73 (3H, s), 1.36 (9H, s) 

MS(ESI, m/z) = 339 (M+H)+ 

11-13 

'°T1 i 
TfV i 0H 

H \ 

F 

1 H-NMR (DMSO-d6) <5 ppm:11.18 (1H, 

s), 7.90-7.75 (4H, m), 7.40-7.25 (4H, m), 

6.86 (1H, d, J=2.2Hz), 6.62 (1H, dd, J=8.7, 

2.2Hz), 4.31 (2H, s), 3.76 (3H, s) 

MS (ESI, m/z) = 377 (M+H)+ 

11-14 
A_,, T/if T OH 

H \ 

1 H-NMR (DMSO-d6) 8 ppm:11.15 (1H, 

s), 7.85-7.75 (3H, m), 7.50-7.20 (5H, m), 

6.87 (1H, d, J=2.2Hz), 6.61 (1H, dd, J=8.7, 

2.2Hz), 4.20 (2H, s), 3.76 (3H, s) 

MS (ESI, m/z) = 377 (M+H)+ 

11-15 

V*i % [|1 

0 

1 H-NMR (DMSO-d6) <5 

ppm:13.00-12.60 (1H, br), 11.03 (1H, s), 

8.00-7.90 (1H, m), 7.80-7.65 (3H, m), 

7.50-7.30 (2H, m), 7.25 (1H, d, J=8.7Hz), 

6.90-6.85 (1H, m), 6.84 (1H, d, J=2.2Hz), 

6.61 (1H, dd, J=8.7, 2.2Hz), 4.24 (2H, s), 

3.77 (3H, s) 

MS(ESI, m/z) = 348 (M+H)+ 

[0379] 
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[H53] 

Ex. No. Strc Physical data 

11-16 

V^i 1 

0 

1 H-NMR (DMSO-d6) 5 ppm:10.85 (1H, s), 

7.95-7.75 (2H, m), 7.61 (1H, d, J=1.9Hz), 

7.35-7.25 (1H, m), 7.21 (1H, d, J=8.7Hz), 

6.84 (1H, d, J=2.2Hz), 6.77 (1H, d, 

J=1.9Hz), 6.58 (1H, dd, J=8.7, 2.2Hz), 

4.18 (2H, s), 3.75 (3H, s), 2.34 (3H, s) 

MS(ESI, m/z) = 36 

11-17 
H \ 

1 H-NMR (DMSO-d6) 8 ppm:11.24 (1H, 

s), 7.85-7.70 (2H, m), 7.60-7.50 (2H, m), 

7.32 (1H, d, J=8.7Hz), 7.25-7.10 (2H, m), 

6.86 (1H, d, J=2.2Hz), 6.63 (1H, dd, J=8.7, 

2.2Hz), 4.43 (2H, s), 3.77 (3H, s) 

MS (ESI, m/z) = 365 (M+H)+ 

11-18 

T
. O

 

—
O

 1 H-NMR (DMSO-d6) 8 ppm:11.11 (1H, 

s), 7.85-7.70 (3H, m), 7.65-7.55 (1H, m), 

7.50-7.35 (2H, m), 7.30-7.15 (2H, m), 6.84 

(1H, d, J=2.2Hz), 6.61 (1H, dd, J=8.7, 

2.2Hz), 4.10 (2H, s), 3.75 (3H, s) 

MS(ESI, m/z) = 393(M+H)+ 

11-19 \L^^TrNY^"oH 

" A- U 
0 

1 H-NMR (DMSO-d6) 8 ppm:11.28 (1H, 

s), 9.25 (1H, d, J=1.9Hz), 8.26 (1H, d, 

J=1.9Hz), 7.85-7.70 (2H, m), 7.43 (1H, d, 

J=8.6Hz), 7.40-7.30 (1H, m), 6.89 (1H, d, 

J=2.2Hz), 6.64 (1H, dd, J=8.6, 2.2Hz), 

4.63 (2H, S), 3.77 (3H, s) 

MS(ESI, m/z) = 366(M+H)+ 

1 1 -20 

i 

LA. -NL A TY^Y Y^OH 
H \ 

1 H-NMR (DMSO-d6) 8 ppm:11.04 (1H, 

s), 7.90-7.70 (3H, m), 7.41 (1H, d, 

J=8.7Hz), 7.40-7.30 (2H, m), 6.83 (1H, d, 

J=2.2Hz), 6.64 (1H, dd, J=8.7, 2.2Hz), 

4.35 (2H, s), 3.76 (3H, s) 

MS (ESI, m/z) = 379 (M+H)+ 

[0380] 
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[H54] 

Ex. No. Strc Physical data 

1 1 -21 
Ji, Tn Y^OH 

H \ 

1 H-NMR (DMSO-d6) 6 ppm:11.27 (1H, 

s), 7.90-7.75 (4H, m), 7.55-7.30 (4H, m), 

6.86 (1H, d, J=2.2Hz), 6.65 (1H, dd, J=8.7, 

2.2Hz), 4.35 (2H, s), 3.77 (3H, s) 

MS (ESI, m/z) = 393 (M+H)+ 

1 1 -22 

V*i >• N^V^OH 

CI 

1 H-NMR (DMSO-d6) <5 ppm:11.25 (1H, 

s), 7.95-7.80 (4H, m), 7.60-7.30 (4H, m), 

6.87 (1H, d, J=2.2Hz), 6.64 (1H, dd, J=8.7, 

2.2Hz), 4.35 (2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 393 (M+H)+ 

1 1 -23 
\"V Y'VS^OH 
HL U 

1 H-NMR (DMSO-d6) 8 ppm:11.69 (1H, 

s), 9.05-8.95 (1H, m), 8.65-8.55 (1H, m), 

8.45-8.30 (1H, m), 7.90-7.80 (2H, m), 

7.60-7.35 (4H, m), 7.01 (1H, dd, J=8.5, 

1.9Hz), 4.37 (2H, s) 

MS(ESI, m/z) = 364(M+H)+ 

1 1 -24 N—K 
H \ 

Ss^N 

1 H-NMR (DMSO-d6) 8 ppm:11.39 (1H, 

s), 9.09 (1H, d, J=0.6Hz), 8.40 (1H, d, 

J=0.6Hz), 7.90-7.75 (2H, m), 7.41 (1H, d, 

J=8.7Hz), 7.35-7.20 (1H, m), 6.86 (1H, d, 

J=2.2Hz), 6.66 (1H, dd, J=8.7, 2.2Hz), 

4.39 (2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 366(M+H)+ 

1 1 -25 

X
 

o
^

° 

—
O

 

1 H-NMR (DMSO-d6) 8 ppm:11.15 (1H, 

s), 7.90-7.70 (2H, m), 7.36 (1H, d, 

J=8.7Hz), 7.30-7.20 (1H, m), 6.84 (1H, d, 

J=2.2Hz), 6.71 (1H, d, J=3.3Hz), 6.62 (1H, 

dd, J=8.7, 2.2Hz), 6.20 (1H, dd, J=3.3, 

1.0Hz), 4.43 (2H, s), 3.76 (3H, s), 2.33 

(3H, s) 

MS(ESI, m/z) = 363 (M+H)+ 

[0381] 
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[H55] 

Ex. No. Strc Physical data 

1 1 -26 
TWV^°H 

H A . 

N=/ 

1 H-NMR (DMSO-d6) <5 ppm: 12.86 (1H, 

s), 11.35 (1H, s), 8.80-8.70 (1H, m), 

8.55-8.45 (1H, m), 8.00-7.85 (1H, m), 

7.80-7.65 (2H, m), 7.55-7.30 (3H, m), 7.28 

(1H, d, J=8.8Hz), 6.90 (1H, d, J=2.2Hz), 

6.65 (1H, dd, J=8.8, 2.2Hz), 4.29 (2H, s), 

3.79 (3H, s) 

MS(ESI, m/z) = 359(M+H)+ 

1 1 -27 
,|\L A YTY Y^OH 

°^N 

1 H-NMR (DMSO-d6) S ppm: 

11.43 (1H, S), 8.49 (1H, s), 7.90-7.75 (2H, 

m), 7.72 (1H, s), 7.45 (1H, d, J=8.6Hz), 

7.40-7.25 (1H, m), 6.95-6.60 (2H, m), 4.42 

(2H, s), 3.77 (3H, s) 

MS (ESI, m/z) = 350 (M+H)+ 

1 1 -28 

s 

1 H-NMR (DMSO-d6) 8 ppm:12.85 (1H, 

s), 11.51 (1H, s), 7.80-7.65 (4H, m), 

7.50-7.30 (5H, m), 6.97 (1H, dd, J=8.5, 

1.9Hz), 4.34 (2H, s) 

MS(ESI, m/z) = 366 (M-H)-

1 1 -29 

CINV^5. 0 T ri iw^°H 

s 

1 H-NMR (DMSO-d6) <5 ppm:11.50 (1H, 

s), 8.23 (1H, dd, J=3.0, 1.3Hz), 7.95-7.75 

(2H, m), 7.71 (1H, dd, J=5.0, 3.0Hz), 7.61 

(1H, dd, J=5.0, 1.3Hz), 7.57 (1H, d, 

J=8.5Hz), 7.45-7.30 (2H, m), 7.00 (1H, dd, 

J=8.5, 1.9Hz), 4.40 (2H, s) 

MS(ESI, m/z) = 369 (M+H)+ 

1 1 -30 

0 
ci^ fy-^ XX r 0H 

F 

1 H-NMR (DMSO-d6) 8 

ppm:13.30-12.70 (1H, br), 11.55 (1H, s), 

8.00-7.75 (4H, m), 7.55-7.25 (5H, m), 6.98 

(1H, dd, J=8.5, 1.9Hz), 4.34 (2H, s) 

MS(ESI, m/z) = 381 (M+H)+ 

[0382] 
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[H56] 

Ex. No. Strc Physical data 

1 1 -31 

O 

Yji \Jf °H 

F 

1 H-NMR (DMSO-d6) 5 ppm:12.86 (1H, 

m), 11.58 (1H, m), 7.80-7.55 (4H, m), 

7.50-7.25 (6H, m), 7.05-6.95 (1H, m), 4.27 

(2H, s) 

MS(ESI, m/z) = 378 (M-H)-

1 1 -32 TVYN/OH 
HA X 

1 H-NMR (DMSO-d6) <5 ppm: 11.21 (1H, 

s), 7.90-7.70 (4H, m), 7.55-7.15 (6H, m), 

6.88 (1H, dd, J=8.4, 1.4Hz), 4.36 (2H, s), 

3.05-2.85 (1H, m), 1.24 (6H, d, J=6.9Hz) 

MS(ESI, m/z) = 371(M+H)+ 

1 1 -33 

Vl TV~Y'VAOH 

Sr 

1 H-NMR (DMSO-d6) d ppm: 

13.50-12.50 (1H, br), 11.16 (1H, s), 

7.90-7.75 (2H, m), 7.31 (1H, d, J=3.6Hz), 

7.28 (1H, d, J=8.7Hz), 7.25-7.15 (1H, m), 

6.90-6.80 (2H, m), 6.61 (1H, dd, J=8.7, 

2.2Hz,), 4.41 (2H, s), 3.76 (3H, s), 2.45 

(3H, s) 

MS (ESI, m/z) = 379 (M+H)+ 

1 1 -34 

I 

JL Tn T °H 
N-K I H A , 

—o 

1 H-NMR (DMSO-d6) d ppm: 

11.19 (1H, s), 7.90-7.75 (2H, m), 7.40-7.25 

(5H, m), 6.95-6.85 (2H, m), 6.63 (1H, dd, 

J=8.7, 2.2Hz), 4.37 (2H, s), 3.77 (3H, s), 

3.76 (3H, s) 

MS (ESI, m/z) = 389 (M+H)+ 

1 1 -35 

1 °vx i VvvY" OH 
H \ 

CI F 

1 H-NMR (DMSO-d6) <5 

ppm:13.50-12.50 (1H, br), 11.27 (1H, s), 

8.15 (1H, dd, J=2.2, 7.0Hz), 7.90-7.80 

(3H, m), 7.55-7.45 (2H, m), 7.40 (1H, d, 

J=8.6Hz), 6.85 (1H, d, J=2.2Hz), 6.65 (1H, 

dd, J=2.2, 8.6Hz), 4.31 (2H, s), 3.77 (3H, 

s) 

MS(ESI, m/z) = 411 (M+H)+ 

[0383] 
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[H57] 

Ex. No. Strc Physical data 

1 1 -36 

Oy^ f\^ OH X Jl VN 

S^N 

1 H-NMR (DMSO-d6) 8 ppm:11.32 (1H, 

s), 8.12 (1H, s), 7.90-7.70 (2H, m), 7.37 

(1H, d, J=8.8Hz), 7.30-7.20 (1H, m), 6.84 

(1H, d, J=2.2Hz), 6.64 (1H, dd, J=8.8, 

2.2Hz), 4.37 (2H, s), 3.77 (3H, s), 2.67 

(3H, s) 

MS(ESI, m/z) = 380 (M+H)+ 

1 1 -37 

v^
-w 

ft
X

 
—

o 1 H-NMR (DMSO-d6) 8 

ppm:13.20-12.80 (1H, br), 11.32 (1H, s), 

8.16 (1H, s), 7.65-7.55 (2H, m), 7.55-7.45 

(2H, m), 7.40-7.30 (2H, m), 6.90 (1H, d, 

J=2.2Hz), 6.68 (1H, dd, J=2.2, 8.8Hz), 

4.51 (2H, s), 3.79 (3H, s) 

MS(ESI, m/z) = 365 (M+H)+ 

1 1 -38 
X A / N 

^=M^F 

1 H-NMR (DMSO-d6) 8 ppm:11.39 (1H, 

s), 8.25-8.05 (2H, m), 7.90-7.80 (2H, m), 

7.75-7.60 (2H, m), 7.50-7.35 (2H, m), 6.89 

(1H, d, J=2.2Hz), 6.67 (1H, dd, J=8.7, 

2.2Hz), 4.37 (2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 427 (M+H)+ 

[0384] (®|1 2) 

<t|H]4i[cLTJaT(7)||Wij 1 2-1 

~1 2-3 4&mtz0 4-9 9lZ?jkLtz 

o 

[0385] (H«ij13) 

HWIJ2-1 <b^[zLTOT0llJf5 

^|J 1 3-1-1 3-35 &mtz o 100-

10 6 IZTK Ltzo 

[0386] (H«ij 14-1) 

x^;u=6- (5-^;U7hP-6-> h^v-2 - t0|J v>-3-4)1- 1 

H--r> K-;u-3->r;u>T;u) t0|j v>-2-^;U/tt>v^- h 
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[0387] X^;U=6- [ ( 5 - 7 M • - 6 - > h^F- v-2 - tf 'J v>-

3-4)1- 1 H~4> K—)\y~3~4)\y) th'P^fJb] t0|JV>-2 

- ~h VT?— h (81. Omg) <th'J If ( 0 . 1 2 0 m L 

) U> ( 1 . 9 m L) h'J ̂ ;U7hPlfii (0. 0 5 9ml_ 

) ^o< Vft\7Ltz0 f(?)I^i^fS[:tl 4B#rs1it#Lf=0 J5J£;I£!fei 

HJ^A7k&$£JjPa., *r«IJi£#Si] Lk0 ^(7)ji£it7K 

iiiSSth^AfgJSt, ;JiEJ±T;I^Lfr0 IMif^7 5/7°Pt°Mv 

(j§ajj§i£ : ikit*?£/-;u 

) TrftMU (7 0. 5m g) 

hJUx—££^1 0 6[z^Lfro 

[0388] mmm 14-1 tmmizLTJMT^HWIJ 1 4 
- 2 ~ 1 4-1 5 &mtzo C;|lb0$£^fc<fctf!ferl4fit£^ 1 06-1 08 

ICTK Lfro 

[0389] (HJfefllJ 15-1) 

yfjl/=6- (6-y hJFv-5-y fjb-2-7i-;i/- 1 H--r>K— 

;u- 3 ;u) t0|j v>- 2 h 

[0390] h h-h >J Jl> (0. 3 0mL) I«7 

;U^>^X#SimT[3T h !jxf Jk>7> (0. 0 6 3 m L) %1)U^-(7) 

;I^^^|H]^T5^rB1ll#Lfro ^-(7);I^^[Of;u=6- [t KPJFV 

- (6-> h^v-5-y f;u-2-?i-;u-i H--r> K—;u-3--r;u 

) yfjb] t°'J V>-2 -^;U7tt>V^- h (5 0. Omg) (7)71? h-h 

>j;u OmL) mmfaziMTL, 

Ts ;Ufc£t/7K£}JP;^ h 'J ^A£ 

^PH.fro ^tf)^Hiji£#5:iJU ^(7)Jl$-9%f7h^ii^-h lJr>A7K;^;S, IS 

?P^7K[3TJl^;f L, &S7ka&T?**>^AT*f£&&, MJ±T;I^Lfr 

o P7 

^^>-ifiixf;u) TrftML, (4 0. 9mg) 

hJUx—££^1 0 9[z^Lfro 



[S60O] 

°^u':i9s °-m%z~* L-1 

-8 L fMiia)iLwan2)i^[ai? I-PWWM 
( 8 L MMM) [*600] 

°:nr)9£ a-l%^Z~L L-L 

-L imm<D±r4i^zm^ v-zmm 
( L l [«i) [C6S0] 
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[H58] 

Ref. No. Strc physical data 

19 

1 H-NMR (CDCI3) 5 ppm:7.86 (1H, d, J=8.2Hz), 

7.54 (1H, d, J=2.1 Hz), 6.96 (1H, dd, J=8.2, 2.1Hz), 

2.00-1.85 (1H, m), 1.15-1.00 (2H, m), 0.85-0.65 

(2H, m) 

20 

1 H-NMR (CDCI3) 5 ppm:7.47 (1H, d, J=8.2Hz), 

6.48 (1H, d, J=2.1 Hz), 6.21 (1H, dd, J=8.2, 2.1Hz), 

4.15-3.85 (2H, br), 1.85-1.70 (1H, m), 1.00-0.85 

(2H, m), 0.70-0.55 (2H, m) 

21 xx., 
k 

1 H-NMR (CDCI3) 5 ppm:6.85 (1H, dd, J=11.5, 

8.6Hz), 6.31 (1H, dd, J=7.1, 2.7Hz), 6.25-6.10 (1H, 

m), 4.05 (2H, q, J=7.0Hz), 3.75-3.30 (2H, br), 1.43 

(3H, t, J=7.0Hz) 

22-1 FOO^ 
F 

1 H-NMR (CDCI3) 5 ppm:7.33 (1H, s), 7.01 (1H, s), 

4.60-3.80 (2H, br), 2.48 (3H, d, J=1.5Hz) 

22-2 

1 H-NMR (CDCI3) 5 ppm: 7.08 (1H, d, J = 9.4Hz), 

6.28 (1H, d, J = 7.0Hz), 4.40-3.20 (2H, br), 

2.05-1.90 (1H, m), 1.00-0.90 (2H, m), 0.70-0.60 

(2H, m) 

22-3 i FY^fBr 
S^*SH2 

1 H-NMR (CDCI3) 5 ppm: 7.14 (1H, d, J = 10.6Hz), 

6.39 (1H, d, J = 7.7Hz), 4.03 (2H, q, J = 7.0Hz), 

4.10-3.65 (2H, br), 1.43 (3H, t, J = 7.0Hz) 

22-4 ,pcc, 1 H-NMR (CDCI3) 6 ppm:7.17 (1H, d, J=0.5Hz), 

6.41 (1H, s), 4.00-3.90 (2H, br), 2.28 (3H, s), 

1.85-1.70 (1H, m), 0.95-0.80 (2H, m), 0.60-0.50 

(2H, m) 

[0396] 
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[H59] 

Ref. No. Strc physical data 

23-1 

FvY^V'BrO 

I H 

1 H-NMR (CDCI3) 6 ppm:8.45-8.25 (1H, br), 8.10 

(1H, d, J=8.3Hz), 7.34 (1H, d, J=10.0Hz), 3.93 (3H, 

s) 

23-2 
-°Y^rBr° 
C'^^F 

1 H-NMR (CDCI3) 6 ppm:8.33 (1H, s), 8.25-8.10 

(1H, br), 7.14 (1H, s), 3.92 (3H, s) 

23-3 iYri 
I H >F 

1 H-NMR (CDCI3) 6 ppm:8.50-8.30 (1H, br), 7.91 

(1H, s), 7.32 (1H, d, J=0.7Hz), 3.86 (3H, s), 2.19 

(3H, s) 

23-4 

"°Y^YBr° 
F^NV 

H F^F 

1 H-NMR (CDCI3) 6 ppm:8.40-8.20 (1H, br), 8.15 

(1H, d, J=12.5Hz), 7.18 (1H, d, J=8.2Hz), 3.90 (3H, 

s) 

23-5 

F H F F 

1 H-NMR (CDCI3) 5 ppm:8.58 (1H, s), 8.45-8.30 

(1H, br), 7.57 (1H, s), 2.48 (3H, d, J=1.5Hz) 

23-6 

FFYVBr° 
1 H-NMR (CDCI3) 5 ppm:8.62 (1H, d, J=6.8Hz), 

8.50-8.25 (1H, br), 7.54 (1H, d, J=9.0Hz) 

23-7 

cF'YYBr° 
r " F F 

1 H-NMR (CDCI3) 6 ppm:8.72 (1H, s), 8.50-8.35 

(1H, br), 7.81 (1H, d, J=0.5Hz) 

23-8 

F^' 0 

H p 

1 H-NMR (CDCI3) 6 ppm:8.46 (1H, d, J=7.1Hz), 

8.40-8.20 (1H, br), 7.45 (1H, d, J=7.9Hz) 

[0397] 
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[H60] 

Ref. No. Strc physical data 

23-9 

r^VBrO 

F H 

1 H-NMR (CDCI3) 6 ppm:8.66 (1H, dd, J=1.6Hz), 

8.60-8.40 (1H, br), 7.76 (1H, d, J=8.4Hz), 7.39 (1H, 

dd, J=8.4, 1.6Hz) 

23-10 
" F F 

1 H-NMR (CDCI3) 6 ppm:8.25-8.05 (1H, br), 7.95 

(1H, s), 7.59 (1H, s), 2.26 (3H, s), 2.22 (3H, s) 

23-11 
FYYBr0 

" F F 

1 H-NMR (CDCI3) 5 ppm:8.40-8.20 (1H, br), 8.14 

(1H, d, J=7.3Hz), 7.29 (1H, d, J=8.6Hz), 2.28 (3H, 

d, J=2.0Hz) 

23-12 
YYBr° 

H >F 

1 H-NMR (CDCI3) 6 ppm:8.45-8.25 (2H, m), 7.48 

(1H, s), 2.36 (3H, s) 

23-13 
H F^F 

1 H-NMR (CDCI3) 6 ppm: 8.35-8.15 (1H, br), 7.91 

(1H, d, J = 2.9Hz), 7.66 (1H, d, J = 8.8Hz), 6.59 

(1H, dd, J = 8.8, 2.9Hz), 4.05 (2H, q, J = 7.0Hz), 

1.42 (3H, t, J = 7.0Hz) 

23-14 

1 H-NMR (CDCI3) 5 ppm: 8.35-8.10 (1H, br), 7.95 

(1H, d, J = 2.1Hz), 7.67 (1H, d, J = 8.3Hz), 6.69 

(1H, dd, J = 8.3, 2.1Hz), 1.95-1.80 (1H, m), 

1.10-0.95 (2H, m), 0.80-0.65 (2H, m) 

23-15 

FY^fBr° 
v K[F 

1 H-NMR (CDCI3) 6 ppm: 8.40-8.10 (1H, br), 7.84 

(1H, d, J = 7.2Hz), 7.28 (1H, d, J = 9.1Hz), 

2.15-2.00 (1H, m), 1.10-0.95 (2H, m), 0.85-0.70 

(2H, m) 

[0398] 
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[H61] 

Ref. No. Strc physical data 

23-16 

FV^VBro 1 H-NMR (CDCI3) 5 ppm: 8.45-8.20 (1H, br), 

8.07 (1H, d, J = 8.2Hz), 7.33 (1H, d, J = 10.0Hz), 

4.14 (2H, q, J = 7.0Hz), 1.47 (3H, t, J = 7.0Hz) 

23-17 TXBrl 
H F F 

1 H-NMR (CDCI3) 5 ppm:8.50-8.30 (1H, br), 8.10 

(1H, d, J=11.0Hz), 7.43 (1H, d, J=7.4Hz), 2.27 

(1H, d, J=1.8Hz) 

23-18 
F F 

1 H-NMR (CDCI3) 5 ppm:8.40-8.25 (1H, br), 7.89 

(1H, s), 7.36 (1H, d, J=0.5Hz), 2.39 (3H, s), 

1.90-1.75 (1H, m), 1.05-0.90 (2H, m), 0.75-0.60 

(2H, m) 

24-1 

I H 

1 H-NMR (CDCI3) 5 ppm:8.30-8.15 (1H, br), 

7.65-7.55 (2H, m), 7.50-7.40 (2H, m), 7.35-7.20 

(2H, m), 6.97 (1H, d, J=7.3Hz), 6.73 (1H, dd, 

J=2.1, 0.7Hz), 3.94 (3H, s) 

24-2 OXX^AJ 
1 H-NMR (CDCI3) 5 ppm:8.45-8.25 (1H, br), 7.47 

(1H, d, J=8.7Hz), 7.44 (1H, d, J=1.8, 0.5Hz), 

6.87 (1H, d, J=2.2Hz), 6.77 (1H, dd, J=8.7, 

2.2Hz), 6.67 (1H, dd, J=2.1, 0.8Hz), 6.56 (1H, 

dd, J=3.4, 0.5Hz), 6.49 (1H, dd, J=3.4, 1.8Hz), 

3.86 (3H, s) 

24-3 

1 H-NMR (CDCI3) 5 ppm:8.35-8.15 (1H, br), 

7.70-7.60 (2H, m), 7.50-7.25 (4H, m), 7.12 (1H, 

s), 6.74 (1H, dd, J=2.0, 0.8Hz), 3.94 (3H, s) 

24-4 oXjQ^s 
I H 

1 H-NMR (CDCI3) 5 ppm:8.15-7.95 (1H, br), 

7.45-7.25 (4H, m), 6.83 (1H, s), 6.57 (1H, d, 

J=1.8Hz), 3.87 (3H, s), 2.30 (3H, s) 

[0399] 
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mm 
Ref. No. Strc physical data 

24-5 0Xxy^Os 
I H 

1 H-NMR (CDCI3) 5 ppm:8.25-8.05 (1H, br), 

7.45-7.30 (3H, m), 7.28 (1H, d, J=11,4Hz), 6.94 

(1H, d, J=7.0Hz), 6.60 (1H, d, J=1.9Hz), 3.93 

(3H, s) 

24-6 

1 H-NMR (CDCI3) 5 ppm:8.35-8.15 (1H, br), 

7.70-7.55 (2H, m), 7.50-7.25 (3H, m), 7.20-7.10 

(2H, m), 6.74 (1H, dd, J=2.1, 0.6Hz), 3.94 (3H, s) 

24-7 | H N 

1 H-NMR (CDCI3) 5 ppm:8.95-8.90 (1H, m), 

8.60-8.50 (1H, m), 8.45-8.30 (1H, br), 7.95-7.85 

(1H, m), 7.40-7.25 (2H, m), 6.99 (1H, d, 

J=7.1 Hz), 6.80 (1H, dd, J=2.2, 0.7Hz), 3.95 (3H, 

s) 

24-8 

\Q 
1 H-NMR (CDCI3) 5 ppm:8.90-8.60 (1H, br), 

7.85-7.70 (1H, m), 7.45 (1H, d, J=0.7Hz), 

7.35-7.10 (4H, m), 6.86 (1H, d, J=2.1Hz), 3.95 

(3H, s) 

24-9 

1 H-NMR (CDCI3) 5 ppm:8.55-8.30 (1H, br), 

7.75-7.60 (3H, m), 7.55-7.30 (4H, m), 6.80 (1H, 

d, J=2.1, 0.8Hz), 2.56 (3H, d, J=0.9Hz) 

24-10 
1 H-NMR (CDCI3) 5 ppm:8.70-8.45 (1H, br), 

7.80-6.75 (8H, m) 

24-1 1 

1 H-NMR (CDCI3) 5 ppm:8.80-8.45 (1H, br), 

7.75-7.60 (4H, m), 7.55-7.35 (3H, m), 6.86 (1H, 

dd, J=2.1, 0.8Hz) 

24-12 
H 

1 H-NMR (CDCI3) 5 ppm:8.40-8.20 (1H, br), 

7.70-7.60 (2H, m), 7.50-7.30 (5H, m), 6.76 (1H, 

dd, J=2.2, 0.9Hz) 

[0400] 
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[H63] 

Ref. No. Strc physical data 

24-13 

1 H-NMR (CDCI3) 6 ppm:8.60-8.40 (1H, br), 

7.70-7.60 (2H, m), 7.51 (1H, dd, J=2.8, 1.5Hz), 

7.50-7.40 (2H, m), 7.34 (1H, dd, J=8.4, 1.2Hz), 

6.75 (1H, dd, J=2.1, 0.8Hz) 

24-14 XX)^Os 1 H-NMR (CDCI3) 5 ppm:8.10-7.90 (1H, br), 

7.45-7.30 (4H, m), 7.15 (1H, s), 6.59 (1H, dd, 

J=2.1, 0.8Hz), 2.36 (3H, s), 2.34 (3H, s) 

24-15 CXJQ-CI 
1 H-NMR (CDCI3) 6 ppm:8.30-8.10 (1H, br), 

7.50-7.35 (4H, m), 7.32 (1H, d, J=9.6Hz), 6.64 

(1H, dd, J=2.1, 0.9Hz) 

24-16 

1 H-NMR (CDCI3) 6 ppm: 8.35-8.05 (1H, br), 

7.70-7.60 (2H, m), 7.50-7.40 (2H, m), 7.35-7.25 

(1H, m), 7.21 (1H, d, J=10.3Hz), 7.16 (1H, d, 

J=6.3Hz), 6.74 (1H, dd, J=2.1, 0.8Hz), 2.38 (3H, 

d, J=2.1 Hz) 

24-17 

1 H-NMR (CDCI3) 5 ppm: 8.25-8.00 (1H, br), 

7.65-7.55 (2H, m), 7.25-7.05 (4H, m), 6.67 (1H, 

dd, J=2.1, 0.7Hz), 2.38 (3H, d, J=2.0Hz) 

24-18 

1 H-NMR (CDCI3) 5 ppm:9.10-8.75 (2H, m), 

8.70-8.55 (1H, m), 8.05-7.90 (1H, m), 7.80-7.65 

(2H, m), 7.50-7.35 (2H, m), 6.95 (1H, dd, J=2.2, 

0.8Hz) 

24-19 

1 H-NMR (CDCI3) 6 ppm: 8.25-7.90 (1H, br), 

7.45-7.35 (3H, m), 7.19 (1H, d, J=10.5Hz), 7.13 

(1H, d, J=6.3Hz), 6.62 (1H, dd, J=2.2, 0.8Hz), 

2.38 (3H, d, J=1.9Hz) 

[0401] 
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[H64] 

Ref. No. Strc physical data 

24-20 
H 

1 H-NMR (CDCI3) 5 ppm: 8.95-8.90 (1H, m), 

8.60-8.50 (1H, m), 8.45-8.20 (1H, br), 7.95-7.85 

(1H, m), 7.40-7.30 (1H, m), 7.24 (1H, d, 

J=10.2Hz), 7.19 (1H, d, J=6.4Hz), 6.81 (1H, dd, 

J=2.1, 0.7Hz), 2.39 (3H, d, J=2.0HZ) 

24-21 

1 H-NMR (CDCI3) 5 ppm:8.30-8.15 (1H, br), 

7.70-7.60 (2H, m), 7.50-7.30 (5H, m), 6.73 (1H, 

dd, J=2.1, 0.9Hz), 2.45 (3H, s) 

24-22 ^^ 
k H 

1 H-NMR (CDCI3) 5 ppm: 8.20-8.00 (1H, br), 

7.65-7.50 (2H, m), 7.48 (1H, d, J=8.7Hz), 

7.20-7.15 (2H, m), 6.89 (1H, d, J=2.2Hz), 6.79 

(1H, dd, J=8.7, 2.2Hz), 6.68 (1H, d, J=2.0Hz), 

4.08 (2H, q, J=7.0Hz), 1.45 (3H, t, J=7.0Hz) 

24-23 0XX)~Os 
k H 

1 H-NMR (CDCI3) 5 ppm: 8.20-7.95 (1H, br), 

7.50-7.30 (4H, m), 6.87 (1H, d, J=2.2Hz), 6.78 

(1H, dd, J=8.8, 2.2Hz), 6.62 (1H, dd, J=2.0, 

0.9Hz), 4.08 (2H, q, J=7.0Hz), 1.45 (3H, t, 

J=7.0Hz) 

24-24 T&o-
1 H-NMR (CDCI3) 5 ppm: 8.25-8.00 (1H, br), 

7.65-7.55 (2H, m), 7.49 (1H, d, J=8.2Hz), 

7.20-7.05 (3H, m), 6.88 (1H, dd, J=8.2, 1.5Hz), 

6.69 (1H, dd, J=2.1, 0.9Hz), 2.10-1.95 (1H, m), 

1.05-0.90 (2H, m), 0.80-0.65 (2H, m) 

24-25 1^ H IN 

1 H-NMR (CDCI3) 5 ppm: 8.95-8.85 (1H, m), 

8.60-8.45 (1H, m), 8.40-8.20 (1H, br), 7.95-7.85 

(1H, m), 7.51 (1H, d, J=8.7Hz), 7.40-7.30 (1H, 

m), 6.91 (1H, d, J=2.1 Hz), 6.85-6.75 (2H, m), 

4.09 (2H, q, J=7.0Hz), 1.46 (3H, t, J=7.0Hz) 

[0402] 
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[H65] 

Ref. No. Strc physical data 

24-26 

1 H-NMR (CDCI3) 5 ppm: 8.20-7.95 (1H, br), 

7.48 (1H, d, J=8.2Hz), 7.45-7.30 (3H, m), 

7.15-7.05 (1H, m), 6.87 (1H, dd, J=8.2, 1.5Hz), 

6.70-6.60 (1H, m), 2.10-1.95 (1H, m), 1.05-0.90 

(2H, m), 0.80-0.65 (2H, m) 

24-27 

1 H-NMR (CDCI3) 5 ppm:8.95-8.85 (1H, m), 

8.55-8.45 (1H, m), 8.30-8.15 (1H, br), 7.95-7.85 

(1H, m), 7.40-7.30 (2H, m), 6.87 (1H, s), 6.77 

(1H, dd, J=2.1, 0.8Hz), 3.89 (3H, s), 2.31 (3H, d, 

J=0.5Hz) 

24-28 

1 H-NMR (CDCI3) 5 ppm: 9.00-8.90 (1H, m), 

8.60-8.55 (1H, m), 8.45-8.25 (1H, br), 7.95-7.85 

(1H, m), 7.53 (1H, d, J=8.3Hz), 7.40-7.30 (1H, 

m), 7.20-7.10 (1H, m), 6.91 (1H, dd, J=8.3, 

1.5Hz), 6.84 (1H, dd, J=2.1, 0.8Hz), 2.10-1.95 

(1H, m), 1.05-0.90 (2H, m), 

24-29 

1 H-NMR (CDCI3) 5 ppm: 8.30-8.10 (1H, br), 

7.70-7.55 (2H, m), 7.50-7.25(3H, m), 7.22 (1H, d, 

J=10.9Hz), 6.94 (1H, d, J=6.3Hz), 6.74 (1H, dd, 

J=2.2, 0.9Hz), 2.25-2.10 (1H, m), 1.05-0.90 (2H, 

m), 0.80-0.65 (2H, m) 

24-30 

1 H-NMR (CDCI3) 5 ppm:9.00-8.90 (1H, m), 

8.60-8.50 (1H, m), 8.40-8.30 (1H, br), 8.00-7.85 

(1H, m), 7.55-7.35 (3H, m), 6.85-6.75 (1H, m), 

2.46 (3H, s) 

24-31 

1 H-NMR (CDCI3) 5 ppm: 8.25-8.00 (1H, br), 

7.65-7.50 (2H, m), 7.25-7.05 (3H, m), 6.93 (1H, 

d, J=6.2Hz), 6.63 (1H, d, J=2.2, 0.8Hz), 

2.25-2.10 (1H, m), 1.05-0.90 (2H, m), 0.80-0.65 

(2H, m) 

[0403] 
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mm 
Ref. No. Strc physical data 

24-32 Mr® 
1 H-NMR (CDCI3) 6 ppm: 8.20-7.95 (1H, br), 

7.45-7.35 (3H, m), 7.20 (1H, d, J=10.8Hz), 6.91 

(1H, d, J=6.2Hz), 6.65-6.55 (1H, m), 2.25-2.10 

(1H, m), 1.05-0.90 (2H, m), 0.80-0.65 (2H, m) 

24-33 

1 H-NMR (CDCI3) 6 ppm: 8.95-8.90 (1H, m), 

8.60-8.50 (1H, m), 8.45-8.25 (1H, br), 7.95-7.85 

(1H, m), 7.40-7.30 (1H, m), 7.24 (1H, d, 

J=10.7Hz), 6.96 (1H, d, J=6.2Hz), 6.81 (1H, dd, 

J=2.2, 0.8Hz), 2.25-2.10 (1H, m), 1.10-0.90 (2H, 

m), 0.80-0.65 (2H, m) 

24-34 k H 

1H-NMR (CDCI3) 6 ppm: 8.35-8.10 (1H, br), 

7.65-7.55 (2H, m), 7.50-7.40 (2H, m), 7.35-7.25 

(2H, m), 6.97 (1H, d, J=7.0Hz), 6.72 (1H, dd, 

J=2.2, 0.7Hz), 4.14 (2H, q, J=7.0Hz), 1.50 (3H, t, 

J=7.0Hz) 

24-35 XXi)~0 
k H 

1 H-NMR (CDCI3) 6 ppm: 8.20-8.00 (1H, br), 

7.45-7.30 (3H, m), 7.26 (1H, d, J=11.6Hz), 6.94 

(1H, d, J=7.1 Hz), 6.60 (1H, d, J=2.1Hz), 4.13 

(2H, q, J=7.0Hz), 1.49 (3H, t, J=7.0Hz) 

24-36 k H 

1 H-NMR (CDCI3) 5 ppm: 8.25-8.05 (1H, br), 

7.65-7.50 (2H, m), 7.35-7.25 (1H, m), 7.20-7.05 

(2H, m), 6.95 (1H, d, J=7.1Hz), 6.65 (1H, d, 

J=2.2Hz), 4.13 (2H, q, J=7.0Hz), 1.49 (3H, t, 

J=7.0Hz) 

24-37 0XX>^} 
1 H-NMR (CDCI3) 6 ppm: 8.95-8.85 (1H, m), 

8.60-8.50 (1H, m), 8.45-8.30 (1H, br), 7.95-7.85 

(1H, m), 7.40-7.25 (2H, m), 6.98 (1H, d, 

J=7.0Hz), 6.79 (1H, d, J=2.2Hz), 4.14 (2H, q, 

J=7.0Hz), 1.50 (3H, t, J=7.0Hz) 

[0404] 
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mm 
Ref. No. Strc physical data 

24-38 

1 H-NMR (CDCI3) 6 ppm:8.35-8.15 (1H, br), 

7.70-7.55 (2H, m), 7.50-7.40 (2H, m), 7.37 (1H, 

d, J=7.6Hz), 7.35-7.25 (1H, m), 7.05 (1H, d, 

J=10.5Hz), 6.73 (1H, dd, J=2.3, 0.9Hz), 2.36 

(3H, dd, J=2.2, 0.6Hz) 

24-39 
I H 

1 H-NMR (CDCI3) 5 ppm:8.20-8.00 (1H, br), 

7.65-7.50 (2H, m), 7.34 (1H, s), 7.20-7.05 (2H, 

m), 6.84 (1H, s), 6.63 (1H, d, J=2.0Hz), 3.88 (3H, 

s), 2.30 (3H, s) 

24-40 
clXXM?s 

H 

1 H-NMR (CDCI3) 5 ppm:8.20-8.05 (1H, br), 

7.45-7.35 (4H, m), 7.10 (1H, s), 6.62 (1H, dd, 

J=2.2, 0.9Hz), 3.94 (3H, s) 

24-41 

\ 

C,XX^} MS(ESI, m/z) = 259 (M+H)+ 

24-42 

1 H-NMR (CDCI3) 6 ppm:8.30-8.10 (1H, br), 

7.55-7.45 (1H, m), 7.40-7.30 (1H, m), 7.25-7.15 

(2H, m), 7.12 (1H, s), 6.95-6.80 (2H, m), 6.77 

(1H, dd, J=2.2, 0.9Hz), 3.88 (3H, s), 2.10-1.95 

(1H, m), 1.05-0.90 (2H, m), 0.80-0.75 (2H, m) 

24-43 
h H 

1 H-NMR (CDCI3) 6 ppm:8.20-8.05 (1H, br), 

7.50-7.30 (4H, m), 7.03 (1H, d, J=10.2Hz), 6.60 

(1H, dd, J=2.2, 0.9Hz), 2.35 (3H, dd, J=2.2, 

0.6Hz) 

24-44 Q 
1 H 

1 H-NMR (CDCI3) 6 ppm:8.95-8.90 (1H, m), 

8.60-8.50 (1H, m), 8.45-8.25 (1H, br), 7.95-7.85 

(1H, m), 7.45-7.30 (2H, m), 7.08 (1H, d, 

J=10.1Hz), 6.80 (1H, dd, J=2.2, 0.9Hz), 2.37 

(3H, dd, J=2.2, 0.7Hz) 

[0405] 
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mm 
Ref. No. Strc physical data 

24-45 cXXV-Q 
H 

1 H-NMR (CDCI3) 5 ppm:8.20-8.05 (1H, br), 

7.45-7.35 (5H, m), 6.60 (1H, dd, J=2.1, 

0.8,Hz), 2.45 (3H, d, J=0.5Hz) 

24-46 .Xx>-Q 
H 

1 H-NMR (CDCI3) 5 ppm:8.95 (1H, s), 

8.65-8.40 (2H, m), 8.00-7.85 (1H, m), 

7.50-7.30 (3H, m), 6.84 (1H, d, J=1.6Hz) 

24-47 

1 H-NMR (CDCI3) 5 ppm:8.25-8.05 (1H, br), 

7.70-7.55 (2H, m), 7.50-7.20 (4H, m), 7.08 

(1H, s), 6.72 (1H, dd, J=2.1, 0.9Hz), 2.51 (3H, 

s), 2.05-1.90 (1H, m), 1.05-0.90 (2H, m), 

0.75-0.60 (2H, m) 

24-48 

1 H-NMR (CDCI3) 5 ppm:8.95-8.85 (1H, m), 

8.60-8.45 (1H, m), 8.30-8.15 (1H, br), 

7.95-7.85 (1H, m), 7.41 (1H, s), 7.40-7.30 (1H, 

m), 7.10 (1H, s), 6.79 (1H, dd, J=2.1, 0.9Hz), 

2.52 (3H, dd, J=0.5Hz), 2.05-1.90 (1H, m), 

1.05-0.90 (2H, m), 0.75-0.60 (2H, m) 

24-49 

1 H-NMR (CDCI3) 5 ppm:8.20-8.05 (1H, br), 

7.45-7.30 (4H, m), 7.06 (1H, s), 6.59 (1H, dd, 

J=2.1, 0.9Hz), 2.50 (3H, d, J=0.5Hz), 2.05-1.90 

(1H, m), 1.00-0.90 (2H, m), 0.70-0.60 (2H, m) 

[0406] 
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mm 
Ref. No. Strc physical data 

25-1 

1 H-NMR (CDCI3) 5 ppm:8.12 (1H, s), 

7.65-7.50 (2H, m), 7.50-7.20 (4H, m), 6.84 

(1H, s), 6.70 (1H, dd, J=2.1, 0.8Hz), 4.61 (1H, 

s), 2.35 (3H, s) 

25-2 

1 H-NMR (CDCI3) 5 ppm:8.05-7.95 (1H, br), 

7.45-7.25 (4H, m), 6.82 (1H, s), 6.57 (1H, dd, 

J=2.0, 0.8Hz), 4.60 (1H, s), 2.34 (3H, s) 

25-3 

1 H-NMR (CDCI3) 5 ppm:8.10-8.00 (1H, s), 

7.65-7.50 (2H, m), 7.33 (1H, s), 7.20-7.05 (2H, 

m), 6.84 (1H, s), 6.62 (1H, dd, J=2.1, 0.7Hz), 

4.63 (1H, s), 2.35 (3H, s) 

25-4 HO^^-N \ 
H 

1 H-NMR (CDCI3) 5 ppm:7.90-7.70 (1H, br), 

7.36 (1H, d, J=8.4Hz), 6.79 (1H, d, J=2.2Hz), 

6.62 (1H, dd, J=8.4, 2.2Hz), 6.16 (1H, dd, 

J=2.3, 0.9Hz), 4.54 (1H, s), 1.37 (9H, s) 

26-1 KOH 
1 H-NMR (CDCI3) 5 ppm:7.81 (1H, s), 7.39 

(1H, d, J=8.6Hz), 6.84 (1H, d, J=2.2Hz), 6.74 

(1H, dd, J=8.6, 2.2Hz), 6.16 (1H, dd, J=2.2, 

0.9Hz), 4.06 (2H, q, J=7.0Hz), 1.43 (3H, t, 

J=7.0Hz), 1.37 (9H, s) 

26-2 

1 H-NMR (CDCI3) 5 ppm:8.14 (1H, s), 

7.65-7.55 (2H, m), 7.45-7.20 (4H, m), 6.84 

(1H, s), 6.70 (1H, dd, J=2.1, 0.8Hz), 4.07 (2H, 

q, J=7.0Hz), 2.31 (3H, s), 1.47 (3H, t, J=7.0Hz) 

26-3 iXxy^ 
H 

1 H-NMR (CDCI3) 5 ppm:8.03 (1H, s), 

7.45-7.20 (4H, m), 6.81 (1H, s), 6.56 (1H, dd, 

J=2.1, 0.6Hz), 4.06 (2H, q, J=7.0Hz), 2.30 (3H, 

d, J=0.7Hz), 1.47 (3H, t, J=7.0Hz) 

26-4 OCQ-o 
H 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, s), 

7.60-7.50 (2H, m), 7.34 (1H, s), 7.15-7.10 (2H, 

m), 6.83 (1H, s), 6.62 (1H, d, J=2.0Hz), 4.06 

(2H, q, J=7.0Hz), 2.30 (3H, d, J=0.5Hz), 1.47 

(3H, t, J=7.0Hz) 

[0407] 
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[H70] 

Ref. No. Strc physical data 

27 i H 

F F 

1 H-NMR (CDCI3) 6 ppm:8.37 (1H, s), 7.70-7.60 

(2H, m), 7.57 (1H, d, J=8.5Hz), 7.50-7.30 (3H, 

m), 7.25-7.15 (1H, m), 6.94 (1H, dd, J=8.5, 

2.1Hz), 6.81 (1H, dd, J=2.2, 0.9Hz), 6.52 (1H, t, 

J=74.8Hz) 

28 
H2N 

1 H-NMR (DMSO-d6) <5 ppm:11.46 (1H, s), 

8.35-8.25 (1H, m), 8.04 (1H, s), 7.95-7.90 (1H, 

m), 7.80-7.70 (1H, m), 7.55-7.35 (3H, m), 

6.95-6.85 (2H, m), 6.67 (1H, dd, J=8.7, 2.3Hz), 

3.79 (3H, s) 

29 

/ 

0XXM3 
1 H 

1 H-NMR (DMSO-d6) <5 ppm:11.51 (1H, s), 

8.30-8.05 (2H, m), 7.75-7.55 (2H, m), 7.44 (1H, 

d, J=8.7Hz), 7.02 (1H, d, J=2.0Hz), 6.88 (1H, d, 

J=2.2Hz), 6.69 (1H, dd, J=8.7, 2.2Hz), 3.80 (3H, 

s) 

30-1 XJO^X 
H 

1 H-NMR (CDCI3) 6 ppm:7.74 (1H, s), 7.28 (1H, 

s), 7.09 (1H, s), 6.13 (1H, dd, J=2.2, 0.9Hz), 2.34 

(3H, s), 2.32 (3H, s), 1.36 (9H, s) 

30-2 oXxyx 
i H 

1 H-NMR (CDCI3) 6 ppm:7.84 (1H, s), 7.20 (1H, 

d, J=11.8Hz), 6.90 (1H, d, J=7.2Hz), 6.15 (1H, 

dd, J=2.2, 0.7Hz), 3.90 (3H, s), 1.37 (9H, s) 

30-3 oXXb^ 
1 H 

1 H-NMR (CDCI3) 6 ppm:7.77 (1H, s), 7.25 (1H, 

s), 6.79 (1H, s), 6.10 (1H, d, J=2.1Hz), 3.84 (3H, 

s), 2.28 (3H, s), 1.36 (9H, s) 

[0408] 
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[H71] 

Ref. No. Strc physical data 

31-1 

o
^

°-

—
 o

 

1 H-NMR (CDCI3) 5 ppm:8.12 (1H, s), 8.05-7.95 

(1H, m), 7.75-7.60 (3H, m), 7.50-7.20 (4H, m), 

6.87 (1H, s), 6.78 (1H, s), 6.15 (1H, d, J=2.6Hz), 

5.27 (1H, d, J=2.6Hz), 4.04 (3H, s), 3.81 (3H, s), 

2.15-2.05 (3H, d, J=0.5Hz) 

31 -2 

I /=\ !? 

OH 

1 H-NMR (CDCI3) 5 ppm:8.34 (1H, s), 8.10-7.90 

(3H, m), 7.80-7.35 (4H, m), 7.02 (1H, d, 

J=8.8Hz), 6.81 (1H, d, J=2.2Hz), 6.62 (1H, dd, 

J=8.8, 2.2Hz), 6.10 (1H, d, J=2.5Hz), 5.00 (1H, 

d, J=2.5Hz), 4.04 (3H, s), 3.80 (3H, s) 

31 -3 

o
 —

 

M
 

\ 
/=°

 
o

 

1 H-NMR (CDCI3) 5 ppm:8.22 (1H, s), 8.10-7.95 

(1H, m), 7.75-7.65 (3H, m), 7.55-7.35 (3H, m), 

7.30-7.20 (1H, m), 6.89 (1H, d, J=7.0Hz), 6.82 

(1H, d, J=11.8Hz), 6.12 (1H, d, J=2.6Hz), 5.34 

(1H, d, J=2.6Hz), 4.50 (2H, q, J=7.1Hz), 3.86 

(3H, s), 1.48 (3H, t, J=7.1 Hz) 

31 -4 

i /=\ ,9 °Y% 
II J. >N ,u 

N-~yp OH 

1 H-NMR (CDCI3) 6 ppm:8.45 (1H, s), 8.10-7.95 

(1H, m), 7.75-7.65 (1H, m), 7.49 (1H, dd, J=1.8, 

0.7Hz), 7.40-7.30 (1H, m), 7.13 (1H, d, J=8.8Hz), 

6.79 (1H, d, J=2.3Hz), 6.73 (1H, dd, J=3.5, 

0.7Hz), 6.61 (1H, dd, J=8.8, 2.3Hz), 6.51 (1H, 

dd, J=3.5, 1 8Hz), 6.44 (1H, d, J=2.8Hz), 5.30 

(1H, d, J=2.8Hz), 4.05 (3H, s), 3.79 (3H, s) 

31 -5 

I r^=\ 0 

OH 

1 H-NMR (CDCI3) 6 ppm:8.35 (1H, s), 8.05-7.95 

(1H, m), 7.75-7.60 (3H, m), 7.50-7.20 (4H, m), 

6.80 (1H, s), 6.59 (1H, s), 6.16 (1H, d, J=3.0Hz), 

5.37 (1H, d, J=3.0Hz), 4.02 (3H, s), 3.81 (3H, s), 

3.64 (3H, s) 

[0409] 
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[H72] 

Ref. No. Strc physical data 

31 -6 

vo 0 
C|vi / V-\ oVO 

N-/^ OH 

1 H-NMR (CDCI3) 5 ppm:8.12 (1H, s), 8.05-7.95 

(1H, m), 7.80-7.65 (3H, m), 7.55-7.45 (3H, m), 

7.37 (1H, s), 7.25-7.20 (1H, m), 6.68 (1H, s), 

6.16 (1H, d, J=3.1Hz), 5.36 (1H, d, J=3.1Hz), 

4.04 (3H,s), 3.67 (3H, s) 

31 -7 
OH 

S 

1 H-NMR (CDCI3) 5 ppm:8.12 (1H, s), 8.05-7.95 

(1H, m), 7.75-7.65 (2H, m), 7.45-7.35 (3H, m), 

6.92 (1H, s), 6.73 (1H, s), 6.21 (1H, d, J=2.6Hz), 

4.99 (1H, d, J=2.6Hz), 4.03 (3H, s), 3.79 (3H, s), 

2.13 (3H, d, J=0.8Hz) 

31 -8 

O X i °H o 

T IT if ^1 0 
N A y H \ 

S 

1 H-NMR (CDCI3) 5 ppm:8.15-8.00 (2H, m), 7.82 

(1H, dd, J=3.0, 1.2Hz), 7.80-7.70 (1H, m), 

7.50-7.35 (3H, m), 6.95-6.85 (2H, m), 6.20 (1H, 

d, J=2.8Hz), 4.98 (1H, d, J=2.8Hz), 4.50 (2H, q, 

J=7.3Hz), 3.88 (3H, s), 1.48 (3H, t, J=7.3Hz) 

31 -9 

o" 

OH O 

T if iT 0 

1 H-NMR (DMSO-d6) 5 ppm:11.27 (1H, s), 

8.25-8.00 (4H, m), 7.95-7.85 (1H, m), 7.60-7.35 

(3H, m), 7.12 (1H, d, J=11.6Hz), 7.08 (1H, d, 

J=8.6Hz), 6.10-6.00 (2H, m), 3.83 (3H, s), 3.71 

(3H, s), 

31-10 

o
 —

 

CX
 v

§ 
iX

 1 H-NMR (CDCI3) 5 ppm:8.70 (1H, s), 8.19 (1H, 

s), 7.55-7.45 (2H, m), 7.40-7.25 (3H, m), 7.05 

(1H, d, J=11.7Hz), 6.62 (1H, d, J=7.3Hz), 6.31 

(1H, d, J=3.0Hz), 4.45-4.30 (2H, m), 3.79 (3H, s), 

3.22 (1H, d, J=3.0Hz), 1.34 (3H, t, J=7.3Hz) 

[0410] 
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[H73] 

Ref. No. Strc physical data 

31 -11 

I F 
""y ^ 0H 0 
V\ /L. JL-

\ /TM A 0 !-(U ̂  
N=/ 

1 H-NMR (CDCI3) 5 ppm:8.95-8.85 (1H, m), 

8.65-8.55 (1H, m), 8.32 (1H, s), 8.20-8.00 (2H, 

m), 7.80-7.70 (1H, m), 7.45-7.30 (2H, m), 

6.95-6.80 (2H, m), 6.06 (1H, s), 5.50-4.90 (1H, 

br), 4.50 (2H, q, J=7.1Hz), 3.88 (3H, s), 1.47 (3H, 

t, J=7.1 Hz) 

31 -12 
o— 

o
=

( 

w
 

o 1 H-NMR (CDCI3) 5 ppm:8.28 (1H, s), 8.05-7.95 

(1H, m), 7.85-7.65 (2H, m), 7.50-7.15 (5H, m), 

6.70 (1H, s), 6.05 (1H, d, J=3.0Hz), 5.36 (1H, d, 

J=3.0Hz), 4.04 (3H, s), 3.68 (3H, s), 

31 -13 

0 

XA V ° 
OH 

1 H-NMR (CDCI3) 6 ppm:9.17 (1H, s), 8.20-8.00 

(2H, m), 7.85-7.60 (4H, m), 7.45-7.30 (4H, m), 

7.12 (1H, d, J=8.9Hz), 6.20 (1H, s), 5.45-5.05 

(1H, br), 4.05 (3H, s) 

31 -14 / N P 
H~\ °H 

1 H-NMR (CDCI3) 6 ppm:8.10-7.95 (2H, m), 

7.80-7.60 (3H, m), 7.55-7.35 (3H, m), 7.35-7.25 

(1H, m), 7.14 (1H, s), 6.91 (1H, s), 6.15 (1H, s), 

5.35-5.20 (1H, br), 4.51 (2H, q, J=7.2Hz), 2.30 

(3H, s), 2.17 (3H, s), 1.48 (3H, t, J=7.2Hz) 

31 -15 

T OH 0 
N<Y'° 

H^\ ^ K^J 1 

1 H-NMR (CDCI3) 6 ppm:9.00-8.90 (1H, m), 8.63 

(1H, dd, J=4.9, 1.6Hz), 8.30-8.10 (2H, m), 

8.05-7.95 (1H, m), 7.75-7.65 (1H, m), 7.45-7.30 

(2H, m), 7.20-7.15 (1H, m), 7.02 (1H, d, 

J=8.1 Hz), 6.80 (1H, dd, J=8.1, 1.0Hz), 6.15-6.05 

(1H, m), 5.23 (1H, d, J=2.4 Hz), 4.04 (3H, s), 

2.41 (3H, s) 

[0411] 
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[H74] 

Ref. No. Strc physical data 

31-16 

F 0 rv< F 'Ov-TN ° 
N-V_OH 

N=/ 

1 H-NMR (CDCI3) 5 ppm:9.04 (1H, s), 8.95-8.85 

(1H, m), 8.65-8.55 (1H, m), 8.20-8.00 (2H, m), 

7.85-7.70 (1H, m), 7.60-7.20 (4H, m), 7.16 (1H, 

dd, J=8.5, 1.3Hz), 6.12 (1H, s), 5.40-5.00 (1H, 

br), 4.03 (3H, s) 

31-17 

F 

Pi OH 0 

syXJ 1 
N=/ 

1 H-NMR (CDCI3) 5 ppm:8.95-8.90 (1H, m), 

8.70-8.60 (1H, m), 8.28 (1H, s), 8.20-8.00 (2H, 

m), 7.80-7.70 (1H, m), 7.45-7.30 (2H, m), 

7.20-7.10 (1H, m), 6.77 (1H, d, J=10.5Hz), 6.06 

(1H, s), 5.30-5.05 (1H, br), 4.04 (3H, s), 2.32 

(3H, d, J=1.8Hz) 

31-18 
/ N 0 

H~V_0H 

1 H-NMR (CDCI3) 6 ppm:9.05-8.95 (1H, m), 

8.65-8.55 (1H, m), 8.18 (1H, s), 8.15-8.10 (1H, 

m), 8.05-7.95 (1H, m), 7.75-7.65 (1H, m), 

7.45-7.30 (2H, m), 7.17 (1H, s), 6.96 (1H, s), 

6.09 (1H, s), 5.40-4.90 (1H, br), 4.04 (3H, s), 

2.31 (3H, s), 2.19 (3H, s) 

31-19 

r 
X Jl OH 0 
T)\N/O svU 1 

F 

1 H-NMR (CDCI3) 5 ppm:8.10-7.95 (2H, m), 

7.80-7.65 (3H, m), 7.35-7.10 (3H, m), 6.95 (1H, 

d, J=8.7Hz), 6.84 (1H, d, J=2.2Hz), 6.60 (1H, dd, 

J=8.7, 2.2Hz), 6.08 (1H, s), 5.30-5.15 (1H, br), 

4.10-3.95 (5H, m), 1.40 (3H, t, J=7.0Hz) 

31 -20 o— 
o

=
/ 

2
 

/ 

I
 

)—
 

\-<
r 

1 H-NMR (CDCI3) 6 ppm:8.10-7.95 (2H, m), 7.76 

(1H, dd, J=2.8, 1.6Hz), 7.75-7.65 (1H, m), 

7.50-7.35 (3H, m), 7.00 (1H, d, J=8.7Hz), 6.82 

(1H, d, J=2.3Hz), 6.60 (1H, dd, J=8.7, 2.3Hz), 

6.22 (1H, d, J=2.7Hz), 5.05 (1H, d, J=2.7Hz), 

4.10-3.95 (5H, m), 1.40 (3H, t, J=7.0Hz) 

[0412] 



WO 2011/013623 153 PCT/JP2010/062532 

[H75] 

Ref. No. Strc physical data 

31 -21 

r 
T 1 OH O 

TWV-O 
H \ 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.95-8.90 (1H, m), 

8.65-8.60 (1H, m), 8.20-8.10 (2H, m), 8.05-7.95 

(1H, m), 7.75-7.65 (1H, m), 7.45-7.30 (2H, m), 

7.01 (1H, d, J=8.8Hz), 6.86 (1H, d, J=2.2Hz), 

6.63 (1H, dd, J=8.8, 2.2Hz), 6.08 (1H, s), 

5.35-5.10 (1H, br), 4.10-3.95 (5H, m), 1.41 (3H, t, 

J=7.0Hz) 

CM CM I CO 

OH O 

\ //]\ "T ° 
N-/ [1 J 1 
H \ 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.95-8.85 (1H, m), 

8.65-8.55 (1H, m), 8.17 (1H, s), 8.15-8.05 (1H, 

m), 8.05-8.00 (1H, m), 7.75-7.65 (1H, m), 

7.45-7.30 (2H, m), 6.93 (1H, s), 6.81 (1H, s), 

6.08 (1H, s), 5.60-4.80 (1H, br), 4.05 (3H, s), 

3.84 (3H, s), 2.14 (3H, d, J=0.5Hz) 

31 -23 

Y J. 0H 0 

s-yAJ 1 
N=^ 

1 H-NMR (CDCI3) 5 ppm:8.95-8.90 (1H, m), 

8.70-8.60 (1H, m), 8.22 (1H, s), 8.20-8.10 (1H, 

m), 8.05-7.95 (1H, m), 7.75-7.65 (1H, m), 

7.45-7.35 (1H, m), 7.34 (1H, d, J=8.3Hz), 

7.15-7.05 (1H, m), 7.01 (1H, d, J=8.3Hz), 6.71 

(1H, dd, J=8.3, 1.4Hz), 6.09 (1H, s), 5.35-5.15 

(1H, br), 4.04 (3H, s), 2.00-1.90 (1H, m), 

1.00-0.85 (2H, m), 0.75-0.60 (2H, m) 

31 -24 

CIv^L 
|| ^1 OH 0 

\ IT iT V o 
H~V_ ' 

H 

1 H-NMR (CDCI3) 5 ppm:8.90-8.85 (1H, m), 

8.65-8.50 (2H, m), 8.15-8.00 (2H, m), 7.80-7.70 

(1H, m), 7.40-7.30 (3H, m), 7.04 (1H, s), 6.07 

(1H, s), 5.60-4.70 (1H, br), 4.04 (3H, s), 2.28 

(3H, s) 

31 -25 

0 

VYi Q^? 
N VT°H 

1 H-NMR (CDCI3) 5 ppm:8.40-8.25 (1H, s), 

8.10-7.95 (1H, m), 7.80-7.65 (3H, m), 7.55-7.35 

(3H, m), 7.30-7.20 (1H, m), 7.13 (1H, d, 

J=2.1 Hz), 7.05 (1H, d, J=8.6Hz), 6.73 (1H, dd, 

J=8.6, 2.1Hz), 6.44 (1H, t, J=74.8Hz), 6.16 (1H, 

d, J=2.6Hz), 5.39 (1H, d, J=2.6Hz), 4.05 (3H, s) 

[0413] 
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[H76] 

Ref. No. Strc physical data 

31 -26 

A F 

Y OH 0 
1>-JYNYA0 SAXJ 1 

N=/ 

1 H-NMR (CDCI3) 5 ppm:9.00-8.85 (1H, m), 

8.70-8.60 (1H, m), 8.30-8.00 (3H, m), 7.80-7.70 

(1H, m), 7.45-7.30 (2H, m), 6.90 (1H, d, 

J=6.2Hz), 6.77 (1H, d, J=10.9Hz), 6.05 (1H, s), 

5.30-5.05 (1H, br), 4.05 (3H, s), 2.15-2.05 (1H, 

m), 1.05-0.90 (2H, m), 0.75-0.60 (2H, m) 

31 -27 

oCx 
"X OH 0 

> f 0 "ySJ 1 

1 H-NMR (CDCI3) 5 ppm:8.15-8.00 (2H, m), 

7.75-7.65 (3H, m), 7.55-7.35 (3H, m), 7.30-7.25 

(1H, m), 6.92 (1H, d, J=7.0Hz), 6.80 (1H, d, 

J=11.8Hz), 6.13 (1H, d, J=2.5Hz), 5.32 (1H, d, 

J=2.5Hz), 4.15-4.00 (5H, m), 1.45 (3H, t, 

J=7.1 Hz) 

CO
 I ro
 

00
 

F 

f 0H 0 

H~~/ \ 1 

s 

1 H-NMR (CDCI3) 5 ppm:8.15-8.00 (2H, m), 

7.80-7.70 (2H, m), 7.47 (1H, dd, J=5.1, 3.0Hz), 

7.43 (1H, dd, J=5.0, 1.3Hz), 7.40-7.35 (1H, m), 

6.89 (1H, d, J=7.1Hz), 6.84 (1H, d, J=11.8Hz), 

6.19 (1H, d, J=2.6Hz), 5.03 (1H, d, J=2.6Hz), 

4.15-4.00 (5H, m), 1.44 (3H, t, J=7.0Hz) 

O
) CM I CO 

F 

r°rS OH o 

" M 1 

F 

1 H-NMR (CDCI3) 5 ppm:8.10-8.00 (2H, m), 

7.75-7.65 (3H, m), 7.35-7.10 (3H, m), 6.91 (1H, 

d, J=7.1 Hz), 6.80 (1H, d, J=11.8Hz), 6.06 (1H, d, 

J=2.5Hz), 5.21 (1H, d, J=2.5Hz), 4.15-4.00 (5H, 

m), 1.48 (3H, t, J=7.0Hz) 

31 -30 

F 

r°vS 1 li I OH ° 
TVVV-O 
" H ' 

M 

1 H-NMR (CDCI3) 5 ppm:8.95-8.85 (1H, m), 

8.65-8.60 (1H, m), 8.28 (1H, s), 8.15-8.00 (2H, 

m), 7.80-7.70 (1H, m), 7.45-7.30 (2H, m), 6.91 

(1H, d, J=7.0Hz), 6.85 (1H, d, J=11.7Hz), 6.06 

(1H, s), 5.35-5.05 (1H, br), 4.15-4.00 (5H, m), 

1.46 (3H, t, J=7.0Hz) 

[0414] 
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mm 
Ref. No. Strc physical data 

31 -31 

111 OH ° 
if T ^ 

N~A ' H \ 

1 H-NMR (CDCI3) 6 ppm:8.05-7.95 (2H, m), 

7.75-7.60 (3H, m), 7.55-7.25 (4H, m), 6.86 (1H, 

s), 6.79 (1H, s), 6.15 (1H, s), 5.35-5.15 (1H, br), 

4.10-3.95 (5H, m), 2.12 (3H, s), 1.43 (3H, t, 

J=7.0Hz) 

31 -32 

°V1|:1 OH 0 
L^J\ J. M JL \ VY i 0 

H \ ' 

F 

1 H-NMR (CDCI3) 5 ppm:8.05-7.95 (2H, m), 

7.75-7.60 (3H, m), 7.35-7.25 (1H, m), 7.20-7.10 

(2H, m), 6.88 (1H, s), 6.79 (1H, s), 6.08 (1H, s), 

5.16 (1H, s), 4.05 (3H, s), 3.83 (3H, s), 2.12 (3H, 

s) 

CO
 I CO
 

CO
 

0"' 
CIY] OH 0 

L^L JL JL TVi T 0 

H~V ' 

S 

1 H-NMR (CDCI3) 5 ppm:8.14 (1H, s), 8.05-8.00 

(1H, m), 7.80-7.65 (2H, m), 7.46 (1H, dd, J=5.0, 

3.0Hz), 7.42 (1H, dd, J=5.0, 1.3Hz), 7.40-7.30 

(2H, m), 6.68 (1H, s), 6.22 (1H, s), 5.13 (1H, s), 

4.04 (3H, s), 3.68 (3H, s) 

31 -34 

0"^ 
C'YS OH o 

L^Jv Js. JL TVY T ° 
N—^ li^ 1 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.90-8.85 (1H, m), 

8.70-8.50 (2H, m), 8.15-8.00 (2H, m), 7.80-7.70 

(1H, m), 7.45-7.30 (3H, m), 6.69 (1H, s), 6.08 

(1H, s), 5.70-5.00 (1H, br), 4.03 (3H, s), 3.68 

(3H, s) 

31 -35 

0 FiS. P^° 
V/°H 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.90-8.70 (2H, m), 

8.60-8.50 (1H, m), 8.15-7.95 (2H, m), 7.80-7.70 

(1H, m), 7.39 (1H, d, J=7.8Hz), 7.35-7.25 (1H, 

m), 7.00-6.90 (2H, m), 6.07 (1H, s), 5.50-5.10 

(1H, br), 4.03 (3H, s), 2.18 (3H, d, J=1.9Hz) 

[0415] 
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[H78] 

Ref. No. Strc physical data 

31 -36 
lli)=N 0 °H 

S 

1 H-NMR (CDCI3) 5 ppm:8.05-7.95 (2H, m), 

7.75-7.65 (2H, m), 7.50-7.35 (3H, m), 6.92 (1H, 

s), 6.75 (1H, s), 6.21 (1H, s), 5.10-4.90 (1H, br), 

4.10-3.90 (5H, m), 2.14 (3H, s), 1.42 (3H, t, 

J=7.0Hz) 

31 -37 

F 
CIYS OH o 
VWv^o 

H~V_ ' 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.99 (1H, s), 8.90-8.80 

(1H, m), 8.65-8.50 (1H, m), 8.10-8.00 (2H, m), 

7.85-7.75 (1H, m), 7.50-7.40 (1H, m), 7.35-7.25 

(2H, m), 6.90 (1H, d, J=9.8Hz), 6.05 (1H, s), 

5.80-4.60 (1H, br), 4.03 (3H, s) 

31 -38 

A I 0 ivp;0 
N-/ OH 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.95-8.85 (1H, m), 

8.65-8.55 (1H, m), 8.20-7.95 (3H, m), 7.75-7.65 

(1H, m), 7.45-7.30 (2H, m), 7.06 (1H, s), 6.98 

(1H, s), 6.09 (1H, d, J=2.5Hz), 5.12 (1H, d, 

J=2.5Hz), 4.51 (2H, s), 4.05 (3H, s), 2.35 (3H, s), 

2.00-1.85 (1H, m), 1.00-0.85 (2H, m), 0.70-0.50 

(2H, m) 

31 -39 

^ 1 /^vi3 °uV~/° 
H~"\ 0H 

F 

1 H-NMR (CDCI3) S ppm:8.10-7.90 (2H, m), 

7.75-7.60 (3H, m), 7.35-7.25 (1H, m), 7.20-7.10 

(2H, m), 6.87 (1H, s), 6.78 (1H, s), 6.08 (1H, s), 

5.16 (1H, s), 4.10-3.95 (5H, m), 2.13 (3H, s), 

1.43 (3H, t, J=7.0Hz) 

31 -40 
OH o 

\ n iT "^r ° 
H \ ' 

s 

1 H-NMR (CDCI3) 5 ppm:8.05-7.90 (2H, m), 

7.80-7.65 (2H, m), 7.50-7.30 (3H, m), 7.09 (1H, 

s), 6.56 (1H, s), 6.23 (1H, d, J=3.1Hz), 5.08 (1H, 

d, J=3.1 Hz), 4.03 (3H, s), 3.62 (3H, s), 2.25 (3H, 

s) 

[0416] 
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[H79] 

Ref. No. Strc physical data 

32-1 

a 

tK-
F —O 

1 H-NMR (CDCI3) 5 ppm:7.50 (1H, s), 7.40-7.10 

(2H, m), 3.56 (3H, s), 3.37 (3H, s) 

32-2 

1 H-NMR (CDCI3) 5 ppm:7.37 (1H, dd, J=8.2, 

2.0Hz), 7.35-7.25 (1H, m), 7.09 (1H, dd, J=10.9, 

8.0Hz), 3.92 (3H, s), 3.56 (3H, s), 3.37 (3H, s) 

33-1 P*r 
CI 

1 H-NMR (CDCI3) 5 ppm:7.85 (1H, d, J=1.6Hz), 

7.39 (1H, d, J=1,6Hz), 3.67 (3H, s), 3.35 (3H, s) 

33-2 -tK. 
/ \ 

1 H-NMR (CDCI3) 5 ppm:7.65-7.45 (2H, m), 

7.10-6.95 (1H, m), 3.55 (3H, s), 3.36 (3H, s), 2.30 

(3H, s) 

33-3 

\ Z
-O 

1 H-NMR (CDCI3) 5 ppm:7.60-7.40 (2H, m), 

7.35-7.25 (2H, m), 3.58 (3H, s), 3.35 (3H, s), 2.69 

(2H, q, J=7.6Hz), 1.25 (3H, t, J=7.6Hz) 

34 

1 H-NMR (CDCI3) 8 ppm:7.50-7.40 (2H, m), 

7.35-7.20 (2H, m), 3.57 (3H, s), 3.35 (3H, s), 2.62 

(2H, t, J=7.6Hz), 1.75-1.55 (2H, m), 0.94 (2H, t, 

J=7.4Hz) 

35 

1 H-NMR (CDCI3) 8 ppm:6.93 (1H, d, J=7.5Hz), 

6.44 (1H, dd, J=7.5, 1.5Hz), 6.41 (1H, d, J=1.5Hz), 

3.70-3.40 (2H, br), 2.12 (3H, s), 1.85-1.70 (1H, m), 

0.95-0.80 (2H, m), 0.70-0.55 (2H, m) 

[0417] 
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[H80] 

Ref. No. Strc physical data 

36-1 VX5T1A„A; 
1 H-NMR (CDCI3) 5 ppm:7.70-7.50 (1H, br), 7.01 

(1H, d, J=7.8Hz), 6.69 (1H, dd, J=7.8, 1.7Hz), 

6.30-6.10 (1H, br), 2.19 (3H, s), 1.95-1.80 (1H, m), 

1.52 (9H, s), 0.95-0.85 (2H, m), 0.75-0.60 (2H, m) 

36-2 °JXXk 
H 

1 H-NMR (CDCI3) 5 ppm:7.80-7.60 (1H, br), 7.11 

(1H, s), 6.35-6.15 (1H, br), 3.91 (3H, s), 2.16 (3H, 

s), 1.53 (9H, s) 

36-3 

H 

1 H-NMR (CDCI3) 5 ppm:7.50-7.20 (1H, br), 6.62 

(1H, s), 6.15-5.85 (1H, br), 3.79 (3H, s), 2.22 (3H, 

s), 2.17 (3H, s), 1.51 (9H, s) 

36-4 XCXk 
H 

1 H-NMR (CDCI3) 5 ppm:7.90-7.60 (1H, br), 6.72 

(1H, s), 6.20-5.90 (1H, br), 3.86 (3H, s), 1.51 (9H, 

s) 

37 rV o 
1 H-NMR (CDCI3) 5 ppm:7.72 (1H, s), 7.48 (1H, s), 

7.00 (1H, d, J=7.9Hz), 6.74 (1H, dd, J=7.9, 1.8Hz), 

3.45-3.30 (1H, m), 2.63 (2H, d, J=6.3Hz), 1.99 (1H, 

d, J=3.8Hz), 1.95-1.80 (1H, m), 1.51 (9H, s), 1.00 

(9H, s), 0.95-0.85 (2H, m), 0.75-0.60 (2H, m) 

38 

HOv^\ 

^XH2 

1 H-NMR (CDCI3) 5 ppm:6.92 (1H, d, J=7.8Hz), 

6.49 (1H, dd, J=7.8, 1.8Hz), 6.43 (1H, d, J=1.8Hz), 

3.43 (1H, dd, J=10.2, 2.2Hz), 2.64 (1H, dd, J=14.3, 

2.2Hz), 2.55 (1H, dd, J=14.3, 10.2Hz), 1.85-1.70 

(1H, m), 1.00 (9H, s), 0.95-0.80 (2H, m), 0.70-0.55 

(2H, m) 

39 

1 H-NMR (CDCI3) <5 ppm:7.81 (1H, s), 7.40 (1H, 

d, J=8.1 Hz), 7.10-7.00 (1H, m), 6.84 (1H, dd, J=8.1, 

1.5Hz), 6.18 (1H, dd, J=2.3, 0.9Hz), 2.05-1.95 (1H, 

m), 1.37 (9H, s), 1.00-0.85 (2H, m), 0.75-0.65 (2H, 

m) 

[0418] 
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[H81] 

Ref. No. Strc physical data 

40-1 

CI 

Oy0S 

rT^r ° i 

H 

1 H-NMR (CDCI3) 5 ppm:7.97 (1H, d, J=1,7Hz), 

7.80-7.65 (1H, br), 7.50-7.40 (1H, m), 7.39 (1H, d, 

J=1.7Hz), 7.05 (1H, d, J=8.5Hz), 6.60 (1H, dd, 

J=8.5, 2.7Hz), 4.01 (2H, s), 3.79 (3H, s), 1.53 (9H, 

s) 

40-2 
OJOC 

(T^T ° i ^0XJXNX0^ 
H 

1 H-NMR (CDCI3) 5 ppm:7.95-7.80 (2H, m), 

7.60-7.20 (3H, m), 7.07 (1H, d, J=8.6Hz), 6.61 (1H, 

dd, J=8.6, 2.7Hz), 4.14 (2H, s), 3.79 (3H, s), 1.52 

(9H, s) 

40-3 
0yCC 

H 

1 H-NMR (CDCI3) 5 ppm:8.20-7.65 (3H, m), 

7.55-7.40 (1H, s), 7.20-7.00 (2H, m), 6.59 (1H, dd, 

J=8.5, 2.6Hz), 4.15 (2H, s), 3.79 (3H, s), 2.33 (3H, 

s), 1.53 (9H, s) 

40-4 

CI 

Oy^XF 
if^T 0 I 

H 

MS(ESI, m/z) = 394 (M+H)+ 

40-5 
ojor; 

if^T ° I 

H 

1 H-NMR (CDCI3) 5 ppm:7.90-7.60 (3H, m), 7.48 

(1H, s), 7.18 (1H, dd, J=10.5, 8.5Hz), 7.07 (1H, d, 

J=8.5Hz), 6.59 (1H, dd, J=8.5, 2.7Hz), 4.15 (2H, s), 

3.93 (3H, s), 3.79 (3H, s), 1.53 (9H, s) 

40-6 
ri^r ° i 

H 

1 H-NMR (CDCI3) 5 ppm:7.75-7.60 (2H, m), 

7.45-7.25 (2H, m), 7.06 (1H, d, J=8.5Hz), 6.63 (1H, 

dd, J=8.5, 2.7Hz), 4.12 (2H, s), 3.80 (3H, s), 1.52 

(9H, s) 

[0419] 
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mm 
Ref. No. Strc physical data 

40-7 
OyCAo 

(f^T 0 I 

H 

1 H-NMR (CDCI3) 5 ppm:8.00-7.35 (5H, m), 

7.20-7.05 (2H, m), 7.00 (1H, dd, J=8.3, 2.2Hz), 

4.21 (2H, s), 3.86 (3H, s), 1.53 (9H, s) 

40-8 (T^r 0 i 

1 H-NMR (CDCI3) 5 ppm: 8.10-8.00 (2H, m), 

7.80-7.45 (5H, m), 7.08 (1H, d, J=7.9Hz), 6.73 

(1H, dd, J=7.9, 1.6Hz), 4.22 (2H, s), 1.95-1.80 

(1H, m), 1.52 (9H, s), 1.00-0.85 (2H, m), 

0.75-0.60 (2H, m) 

40-9 
fi^T 0 I "O^ANA0J< 

H 

1 H-NMR (CDCI3) 5 ppm:8.00-7.70 (3H, m), 

7.55-7.35 (3H, m), 7.09 (1H, d, J=8.4Hz), 6.59 

(1H, dd, J=8.4, 2.7Hz), 4.19 (2H, s), 3.79 (3H, s), 

2.72 (2H, q, J=7.6Hz), 1.53 (9H, s), 1.27 (3H, t, 

J=7.6Hz) 

40-10 (T^T ° I 
^O-WNA0^ 

H 

MS(ESI, m/z) = 359 (M-H)-

40-11 a"YV° i 
H 

1 H-NMR (CDCI3) 5 ppm: 8.10-8.00 (2H, m), 

7.95-7.45 (5H, m), 7.18 (1H, s), 4.17 (2H, s), 

3.91 (3H, s), 1.53 (9H, s) 

40-12 

-N-. 

°jO-o 
^oXXJU 

H 

1 H-NMR (CDCI3) 5 ppm:9.00-8.90 (1H, m), 

8.55-8.45 (1H, m), 7.80-7.70 (1H, m), 7.65-7.40 

(2H, m), 7.11 (1H, d, J=8.5Hz), 6.61 (1H, dd, 

J=8.5, 2.7Hz), 4.20 (2H, s), 3.90 (3H, s), 3.79 

(3H, s), 1.53 (9H, s) 

[0420] 
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[H83] 

Ref. No. Strc physical data 

40-13 if^T ° I 

H 

1 H-NMR (CDCI3) 5 ppm:7.95-7.70 (3H, m), 

7.55-7.35 (3H, m), 7.09 (1H, d, J=8.5Hz), 6.59 (1H, 

dd, J=8.5, 2.6Hz), 4.18 (2H, s), 3.79 (3H, s), 2.66 

(2H, t, J=7.7Hz), 1.75-1.60 (2H, m), 1.53 (9H, s), 

0.95 (3H, t, J=7.4Hz) 

40-14 

°^Os 

if^T 0 I XXNA0^ 
H 

1 H-NMR (CDCI3) 5 ppm:8.23 (1H, dd, J=2.9, 

1.2Hz), 7.95-7.75 (1H, br), 7.70-7.50 (2H, m), 7.35 

(1H, dd, J=5.1, 2.9Hz), 7.08 (1H, d, J=7.7Hz), 6.85 

(1H, dd, J=7.7, 1.2Hz), 4.12 (2H, s), 2.32 (3H, s), 

1.53 (9H, s) 

40-15 if^T 0 I 

H 

1 H-NMR (CDCI3) 5 ppm:7.80-7.65 (1H, m), 

7.55-7.40 (1H, br), 7.01 (1H, d, J=8.5Hz), 6.59 (1H, 

dd, J=8.5, 2.7Hz), 3.80 (3H, s), 3.65 (2H, s), 

2.70-2.55 (1H, m), 1.80-1.65 (1H, m), 1.52 (9H, s), 

1.50-1.30 (1H, m), 1.09 (3H, d, J=7.0Hz), 0.82 (3H, 

t, J=7.5Hz) 

40-16 rf^T 0 i 

H 

1 H-NMR (CDCI3) 5 ppm:7.90-7.65 (1H, br), 

7.55-7.40 (1H, m), 7.02 (1H, d, J=8.5Hz), 6.59 (1H, 

dd, J=8.5, 2.7Hz), 3.80 (3H, s), 3.66 (2H, s), 

2.90-2.70(1 H, m),1.52 (9H, s), 1.13 (6H, d, 

J=7.0Hz) 

40-17 

°wx/ 

if^T 0 I 

H 

1 H-NMR (CDCI3) 5 ppm:7.70-7.40 (2H, m), 7.01 

(1H, d, J=8.5Hz), 6.59 (1H, dd, J=8.5, 2.7Hz), 3.80 

(3H, s), 3.58 (2H, s), 2.40 (2H, d, J=6.9Hz), 

2.25-2.05 (1H, m), 1.52 (9H, s), 0.88 (6H, d, 

J=6.7Hz) 

40-18 

0«JL 

ff^T 0 I 

H 

1 H-NMR (CDCI3) 5 ppm:7.75-7.60 (1H, br), 

7.55-7.40 (1H, br), 7.00 (1H, d, J=8.4Hz), 6.59 (1H, 

dd, J=8.4, 2.7Hz), 3.80 (3H, s), 3.63 (2H, s), 

2.60-2.45 (1H, m), 1.75-1.40 (13H, m), 0.78 (6H, t, 

J=7.4Hz) 

[0421] 
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[H84] 

Ref. No. Strc physical data 

40-19 (T^T ° i "OXANA0J< 
H 

1 H-NMR (CDCI3) 5 ppm:7.90-7.65 (1H, br), 

7.55-7.40 (1H, br), 7.02 (1H, d, J=8.5Hz), 6.58 

(1H, dd, J=8.5, 2.6Hz), 3.80 (3H, s), 3.66 (2H, s), 

3.15-2.95 (1H, m), 2.00-1.40 (17H, m) 

40-20 fT^r 0 i 

H 

1 H-NMR (CDCI3) 5 ppm:8.20-7.90 (1H, br), 

7.55-7.30 (1H, br), 6.97 (1H, d, J=8.5Hz), 6.57 

(1H, dd, J=8.5, 2.7Hz), 3.80 (3H, s), 3.69 (2H, s), 

1.67 (2H, q, J=7.6Hz), 1.52 (9H, s), 1.17 (6H, s), 

0.78 (3H, t, J=7.6Hz) 

40-21 rf^T ° I 
^oWo^ 

H 

1 H-NMR (CDCI3) 5 ppm:7.90-7.75 (1H, br), 

7.55-7.40 (1H, br), 7.02 (1H, d, J=8.4Hz), 6.56 

(1H, dd, J=8.4, 2.7Hz), 3.80 (3H, s), 3.64 (2H, s), 

2.60-2.45 (1H, m), 1.95-1.10 (19H, m) 

40-22 fi^T ° I 
sO^N^O^ 

H 

1 H-NMR (CDCI3) 5 ppm:7.65-7.40 (2H, m), 7.08 

(1H, d, J=8.4Hz), 6.61 (1H, dd, J=8.4, 2.7Hz), 

3.81 (3H, s), 3.73 (2H, s), 2.10-2.00 (1H, m), 

1.52 (9H, s), 1.15-0.85 (4H, m) 

40-23 °YT ° i 

H 

1 H-NMR (CDCI3) 5 ppm:8.10-8.00 (2H, m), 

7.70-7.30 (4H, m), 7.10-6.85 (1H, br), 6.61 (1H, 

s), 4.27 (2H, s), 3.76 (3H, s), 2.18 (3H, s), 1.48 

(9H, s) 

40-24 

H 

1 H-NMR (CDCI3) 5 ppm:7.60-7.40 (2H, m), 7.00 

(1H, d, J=8.4Hz), 6.60 (1H, dd, J=8.4, 2.7Hz), 

3.80 (3H, s), 3.59 (2H, s), 2.42 (2H, s), 1.52 (9H, 

s), 1.01 (9H, s) 

40-25 Ck J ii ° i Jj^0k 
I H 

MS(ESI, m/z) = 354 (M-H)-

[0422] 
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[H85] 

Ref. No. Strc physical data 

40-26 Clv/S. J 

0JUNA0ic 
I H 

MS (ESI, m/z) = 368 (M-H)-

40-27 

J< 
H 

1 H-NMR (CDCI3) 5 ppm:8.20-8.15 (1H, m), 

7.80-7.60 (1H, br), 7.49 (1H, dd, J=2.0, 1.5Hz), 

7.40-7.20 (1H, br), 6.81 (1H, dd, J=2.0, 0.8Hz), 

6.70 (1H, s), 4.01 (2H, s), 3.85 (3H, s), 1.50 (9H, 

s) 

40-28 XX X X 
I H X 

1 H-NMR (CDCI3) 5 ppm:7.80-7.50 (2H, m), 7.11 

(1H, s), 3.92 (3H, s), 3.56 (2H, s), 2.43 (2H, d, 

J=6.9Hz), 2.25-2.05 (1H, m), 1.52 (9H, s), 0.90 

(6H, d, J=6.7Hz) 

40-29 

°V> 
CIY^T 0 I 

I H * 

1 H-NMR (CDCI3) 5 ppm:7.90-7.70 (1H, br), 

7.65-7.50 (1H, br), 7.11 (1H, s), 3.92 (3H, s), 

3.62 (2H, s), 2.75-2.55 (1H, m), 1.80-1.60 (1H, 

m), 1.52 (9H, s), 1.50-1.35 (1H, m), 1.10 (3H, d, 

J=7.0Hz), 0.84 (3H, t, J=7.4Hz) 

40-30 J „ 
0 i 

I H 

1 H-NMR (CDCI3) 5 ppm:7.95-7.70 (1H, br), 

7.65-7.50 (1H, br), 7.11 (1H, s), 3.91 (3H, s), 

3.63 (2H, s), 2.90-2.70 (1H, m), 1.52 (9H, s), 

1.14 (6H, d, J=7.0Hz) 

40-31 
i XXNA0ic 

H 

1 H-NMR (CDCI3) 5 ppm:8.20 (1H, dd, J=2.9, 

1.2Hz), 7.60 (1H, dd, J=5.1, 1.2Hz), 7.45-7.30 

(2H, m), 7.25-7.00 (1H, br), 6.61 (1H, s), 4.15 

(2H, s), 3.77 (3H, s), 2.18 (3H, s), 1.49 (9H, s) 

[0423] 
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mm 
Ref. No. Strc physical data 

41 -1 

\ V
) 

o
 

/ 

1 H-NMR (CDCI3) 5 ppm:7.90-7.75 (1H, br), 7.40 

(1H, d, J=8.6Hz), 6.84 (1H, d, J=2.2Hz), 6.74 

(1H, dd, J=8.6, 2.2Hz), 6.16 (1H, d, J=2.1Hz), 

3.84 (3H, s), 2.90-2.70 (1H, m), 1.80-1.55 (2H, 

m), 1.32 (3H, d, J=7.0Hz), 0.91 (3H, t, J=7.4Hz) 

41 -2 
,JOC>-K 

I H 

1 H-NMR (CDCI3) 5 ppm:7.90-7.70 (1H, br), 7.40 

(1H, d, J=8.6Hz), 6.84 (1H, d, J=2.2Hz), 6.74 

(1H, dd, J=8.6, 2.2Hz), 6.16 (1H, dd, J=2.3, 

0.8Hz), 3.84 (3H, s), 1.65 (2H, q, J=7.5Hz), 1.33 

(6H, s), 0.78 (3H, t, J=7.5Hz) 

41 -3 oXX) ( 1 H-NMR (CDCI3) 5 ppm:8.00-7.80 (1H, br), 7.50 

(1H, s), 6.89 (1H, s), 6.12 (1H, dd, J=2.3, 0.8Hz), 

3.90 (3H, s), 1.37 (9H, s) 

41 -4 

CIYT> (f 1 H-NMR (CDCI3) 5 ppm:7.95-7.75 (1H, br), 7.50 

(1H, s), 6.89 (1H, s), 6.12 (1H, dd, J=2.3, 0.7Hz), 

3.91 (3H, s), 1.64 (2H, q, J=7.4Hz), 1.32 (6H, s), 

0.77 (3H, t, J=7.4Hz) 

41 -5 

1 H-NMR (CDCI3) 5 ppm:8.15-7.95 (1H, br), 

7.45-7.30 (3H, m), 7.13 (1H, s), 7.00 (1H, s), 

6.61 (1H, dd, J=2.2, 0.8Hz), 3.88 (3H, s), 2.33 

(3H, d, J=0.5Hz) 

42 

CI o 1 H-NMR (CDCI3) 5 ppm:7.60-7.50 (1H, m), 

7.40-7.30 (1H, m), 7.25-7.15 (1H, m), 4.40 (2H, 

q, J=7.2Hz), 2.43 (3H, s), 1.40 (3H, t, J=7.2Hz) 

43 

Br CI 0 sy; 1 H-NMR (CDCI3) 5 ppm:7.70 (1H, dd, J=7.8, 

1.6Hz), 7.57 (1H, dd, J=7.7, 1.6Hz), 7.35-7.25 

(1H, m), 4.64 (2H, s), 4.41 (2H, q, J=7.2Hz), 1.41 

(3H, t, J=7.2Hz) 

[0424] 
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[H87] 

[0425] 
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[H88] 

[0426] 
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mm 
Ref. No. Strc physical data 

44-11 MS(ESI, m/z) = 510 (M+H)+ 

44-1 2 MS(ESI, m/z) = 525 (M+H)+ 

44-13 

1 H-NMR (CDCI3) 6 ppm:8.80-8.70 (1H, m), 

8.40-8.30 (1H, m), 8.00-7.90 (1H, m), 7.70-7.60 

(3H, m), 7.25-7.15 (2H, m), 7.03 (1H, d, 

J=8.5Hz), 6.54 (1H, dd, J=8.5, 2.8Hz), 5.43 (1H, 

dd, J=9.3, 5.8Hz), 3.98 (3H, s), 3.82 (3H, s), 3.77 

(1H, dd, J=15.1, 5.8Hz), 3.71 (3H, s), 3.48 (1H, 

dd, J=15.1, 9.3Hz), 1.56 (9H, s) 

44-14 

1 H-NMR (CDCI3) 5 ppm:8.00-6.90 (10H, m), 

6.50 (1H, dd, J=8.6, 2.7Hz), 5.46 (1H, dd, 

J=10.2, 5.3Hz), 4.01 (3H, s), 3.80-3.40 (6H, m), 

2.57 (2H, t, J=7.6Hz), 1.70-1.55 (10H, m), 0.88 

(3H, t, J=7.4Hz) 

44-1 5 

1 H-NMR (CDCI3) 6 ppm:8.09 (1H, dd, J=2.9, 

1.2Hz), 8.04 (1H, s), 7.95-7.85 (1H, m), 

7.70-7.55 (1H, m), 7.50 (1H, dd, J=5.2, 1.2Hz), 

7.25-7.20 (1H, m), 7.18 (1H, dd, J=5.2, 2.9Hz), 

7.08 (1H, d, J=8.0Hz), 6.81 (1H, dd, J=8.0, 

1.3Hz), 5.46 (1H, dd, J=10.2, 5.1Hz), 4.05 (3H, 

s), 3.69 (1H, dd, J=16.0, 5.1Hz), 3.56 (1H, dd, 

J=16.0, 10.2Hz), 2.21 (3H, s), 1.59 (9H, s) 
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[0427] [H90] 

Ref. No. Strc physical data 

44-1 6 

C 

I 
c 

*Y&S A—o 
N'yo 

^NLH ^0 
-"S 

1 H-NMR (CDCI3) 5 ppm:8.23 (1H, s), 8.10 (1H, 

dd, J=2.9, 1.1Hz), 8.00-7.85 (1H, m), 7.70-7.60 

(1H, m), 7.51 (1H, dd, J=5.1, 1.1 Hz), 7.30-7.10 

(3H, m), 7.12 (1H, s), 5.43 (1H, dd, J=10.5, 

5.0Hz), 4.06 (3H, s), 3.81 (3H, s), 3.66 (1H, dd, 

J=16.3, 5.0Hz), 3.55 (1H, d, J=16.3, 10.5Hz), 

1.60 (9H, s) 

44-17 
0 

' <Ao rQ 

MS(ESI, m/z) = 505 (M+H)+ 

44-1 8 0 NH r 
1 A r-0 

0^0 / 

A 

1 H-NMR (CDCI3) 5 ppm:7.95-7.85 (2H, m), 

7.65-7.55 (1H, m), 7.50-7.30 (4H, m), 7.16 (1H, 

s), 7.06 (1H, s), 7.01 (1H, d, J=8.7Hz), 5.34 (1H, 

dd, J=10.3, 5.0Hz), 4.51 (2H, q, J=7.2Hz), 3.71 

(3H, s), 3.64 (1H, dd, J=15.0, 5.0Hz), 3.44 (1H, 

dd, J=15.0, 10.3Hz), 1.59 (9H, s), 1.45 (3H, t, 

J=7.2Hz) 

44-19 
N'~yz-o 

0""^0 

1 H-NMR (CDCI3) 5 ppm:8.00-7.85 (3H, m), 7.76 

(1H, s), 7.70-7.55 (1H, m), 7.50-7.20 (4H, m), 

7.11 (1H, s), 6.58 (1H, s), 5.66 (1H, dd, J=10.0, 

5.1Hz), 4.05 (3H, s), 3.75-3.55 (5H, m), 2.05 (3H, 

s), 1.60 (9H, s), 

44-20 

U0> 
AX) 
L N'NJ^O 

NH / A '° 

1 H-NMR (CDCI3) 5 ppm:8.15-7.90 (3H, m), 

7.75-7.60 (1H, m), 7.45-7.20 (3H, m), 6.73 (2H, 

s), 5.39 (1H, dd, J=10.7, 4.8Hz), 4.07 (3H, s), 

3.79 (3H, s), 3.68 (1H, dd, J=16.3, 4.8Hz), 3.57 

(1H, dd, J=16.3, 10.7Hz), 1.65-1.50 (9H, m) 

[0428] 
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mm 
Ref. No. Strc physical data 

45-1 

1 H-NMR (CDCI3) 5 ppm:8.00-6.90 (11H, m), 

6.59 (1H, dd, J=8.6, 2.6Hz), 4.74 (1H, dd, J=8.1, 

6.7Hz), 3.90 (3H, s), 3.75 (3H, s), 3.48 (1H, dd, 

J=13.7, 6.7Hz), 3.11 (1H, dd, J=13.7, 8.1Hz), 

1.52 (9H, s) 

45-2 MS(ESI, m/z) = 506 (M-H)-

45-3 

1 H-NMR (CDCI3) 5 ppm:8.00-6.80 (11H, m), 

6.55 (1H, dd, J=8.5, 2.6Hz), 4.95-4.80 (1H, m), 

4.45-4.25 (2H, m), 3.75 (3H, s), 3.53 (1H, dd, 

J=13.9 7.7Hz), 3.14 (1H, dd, J=13.9, 6.6Hz), 

1.60-1.50 (9H, m), 1.45-1.30 (3H, m) 

45-4 

1 H-NMR (CDCI3) 5 ppm:7.90-6.90 (11H, m), 

6.53 (1H, dd, J=8.7, 2.6Hz), 5.05-4.90 (1H, m), 

4.40 (2H, q, J=7.1Hz), 3.76 (3H, s), 3.66 (1H, dd, 

J=14.0, 8.1Hz), 3.18 (1H, dd, J=14.0, 6.5Hz), 

1.65-1.50 (9H, m), 1.40 (3H, t, J=7.1Hz) 

45-5 

1 H-NMR (CDCI3) 5 ppm:8.00-7.85 (2H, m), 

7.70-7.55 (1H, m), 7.25-7.15 (1H, m), 7.05 (1H, 

s), 6.94 (1H, d, J=8.6Hz), 6.60 (1H, dd, J=8.6, 

2.7Hz), 4.95 (1H, dd, J=10.5, 4.9Hz), 4.06 (3H, 

s), 3.74 (3H, s), 3.58 (1H, dd, J=16.3, 4.9Hz), 

3.36 (1H, dd, J=16.3, 10.5Hz), 2.75-2.60 (1H, 

m), 1.55 (9H, s), 1.10-0.80 (6H, m) 

[0429] 
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mm 
Ref. No. Strc physical data 

45-6 

1 H-NMR (CDCI3) 6 ppm:7.95-7.80 (2H, m), 

7.70-7.55 (1H, m), 7.25-7.15 (1H, m), 7.06 

(1H, s), 6.96 (1H, d, J=8.7Hz), 6.60 (1H, dd, 

J=8.7, 2.7Hz), 4.85-4.70 (1H, m), 4.06 (3H, s), 

3.74 (3H, s), 3.61 (1H, dd, J=16.4, 5.0Hz), 3.35 

(1H, dd, J=16.4, 10.4Hz), 2.32 (1H, dd, J=16.5, 

6.5Hz), 2.21 (1H, dd, J=16.5, 7.3Hz), 

2.15-2.00 (1H, m), 1.56 (9H, s), 0.83 (3H, d, 

J=6.7Hz), 0.71 (3H, d, J=6.7Hz) 

45-7 

1 H-NMR (CDCI3) 6 ppm:8.02 (1H, s), 

7.95-7.85 (1H, m), 7.70-7.55 (1H, m), 

7.30-7.20 (1H, m), 7.10-6.90 (2H, m), 6.59 

(1H, dd, J=8.7, 2.7Hz), 5.05-4.90 (1H, m), 4.06 

(3H, s), 3.73 (3H, s), 3.54 (1H, dd, J=16.5, 

4.9Hz), 3.43 (1H, dd, J=16.5, 10.6Hz), 

2.45-2.30 (1H, m), 1.70-1.35 (13H, m), 0.82 

(3H, t, J=7.5Hz), 0.45 (3H, t, J=7.5Hz) 

45-8 

1 H-NMR (CDCI3) 6 ppm:8.05 (1H, s), 

8.05-7.95 (1H, m), 7.75-7.60 (1H, m), 

7.30-7.00 (3H, m), 4.85-4.70 (1H, m), 4.06 

(3H, s), 3.85 (3H, s), 3.60 (1H, dd, J=16.7, 

4.8Hz), 3.34 (1H, dd, J=16.7, 10.4Hz), 2.32 

(1H, dd, J=16.5, 6.4Hz), 2.21 (1H, dd, J=16.5, 

7.3Hz), 2.15-2.00 (1H, m), 1.57 (9H, s), 0.84 

(3H, d, J=6.6Hz), 0.73 (3H, d, J=6.7Hz) 

45-9 

1H-NMR (CDCI3) 5 ppm:8.12 (1H, s), 

7.95-7.85 (1H, m), 7.70-7.60 (1H, m), 

7.30-7.20 (1H, m), 7.13 (1H, s), 7.07 (1H, d, 

J=2.2Hz), 5.05-4.90 (1H, m), 4.06 (3H, s), 3.85 

(3H, s), 3.56 (1H, dd, J=16.5, 6.3Hz), 

3.45-3.25 (1H, m), 2.75-2.55 (1H, m), 1.56 

(9H, s), 1.07 (3H, d, J=7.1Hz), 0.90 (3H, d, 

J=7.1 Hz) 
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[0430] [H93] 

Ref. No. Strc physical data 

46-1 

1 H-NMR (CDCI3) 5 ppm:8.00-7.75 (2H, m), 

7.70-7.55 (1H, m), 7.25-7.15 (1H, m), 7.04 (1H, s), 

6.95 (1H, d, J=8.7Hz), 6.60 (1H, dd, J=8.7, 2.7Hz), 

4.90 (1H, dd, J=10.6, 4.8Hz), 4.06 (3H, s), 3.74 (3H, 

s), 3.60 (1H, dd, J=16.2, 4.8Hz), 3.36 (1H, dd, 

J=16.2, 10.6Hz), 2.95-2.75 (1H, m), 2.00-1.30 (17H, 

m) 

46-2 

1 H-NMR (CDCI3) 5 ppm:8.00-7.85 (2H, m), 

7.70-7.55 (1H, m), 7.25-7.15 (1H, m), 7.03 (1H, s), 

6.94 (1H, d, J=8.6Hz), 6.59 (1H, dd, J=8.6, 2.7Hz), 

4.91 (1H, dd, J=10.7, 4.9Hz), 4.06 (3H, s), 3.74 (3H, 

s), 3.55 (1H, dd, J=16.3, 4.9Hz), 3.36 (1H, dd, 

J=16.3, 10.7Hz), 2.50-2.30 (1H, m), 2.00-1.30 (19H, 

m) 

46-3 

1 H-NMR (CDCI3) 5 ppm:7.00-7.75 (2H, m), 

7.65-7.55 (1H, m), 7.20-7.10 (1H, m), 7.09 (1H, s), 

6.95 (1H, d, J=8.6Hz), 6.62 (1H, dd, J=8.6, 2.7Hz), 

4.91 (1H, dd, J=10.7, 4.5Hz), 4.06 (3H, s), 3.74 (3H, 

s), 3.66 (1H, dd, J=16.1, 4.5Hz), 3.31 (1H, dd, 

J=16.1, 10.7Hz), 1.95-1.80 (1H, m), 1.05-0.60 (4H, 

m) 

46-4 

1 H-NMR (CDCI3) 5 ppm:7.95-7.80 (2H, m), 

7.70-7.55 (1H, m), 7.25-7.15 (1H, m), 7.04 (1H, s), 

6.95 (1H, dd, J=8.6Hz), 6.60 (1H, dd, J=8.6, 2.7Hz), 

4.77 (1H, dd, J=10.7, 4.7Hz), 4.06 (3H, s), 3.74 (3H, 

s), 3.56 (1H, dd, J=16.5, 4.7Hz), 3.35 (1H, dd, 

J=16.5, 10.7Hz), 2.36 (1H, d, J=15.7Hz), 2.18 (1H, d, 

J=15.7Hz), 1.57 (9H, s), 0.92 (9H, s) 

46-5 MS(ESI, m/z) = 505 (M+H)+ 

[0431] 
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[H94] 

Ex. No. Strc Physical data 

12-1 

Vi LA j 1 

s-^ci 

1 H-NMR (CDCI3) 5 ppm:8.07 (1H, s), 8.00-7.90 (1H, 

m), 7.70-7.60 (1H, m), 7.40-7.20 (4H, m), 6.85 (1H, 

d, J=2.2Hz), 6.76 (1H, dd, J=8.7, 2.2Hz), 4.48 (2H, 

s), 4.04 (3H, s), 3.84 (3H, s) 

12-2 

F 

1 H-NMR (DMSO-d6) 5 ppm:11.23 (1H, s), 8.35-8.20 

(1H, m), 7.95-7.85 (2H, m), 7.75-7.50 (3H, m), 7.44 

(1H, d, J=8.7Hz), 6.85 (1H, d, J=2.2Hz), 6.65 (1H, 

dd, J=8.7, 2.2Hz), 4.31 (2H, s), 3.89 (3H, s), 3.76 

(3H, s) 

12-3 

—
o 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, s), 8.00-7.90 (1H, 

m), 7.70-7.55 (1H, m), 7.45-7.15 (4H, m), 7.10-7.00 

(1H, m), 6.90 (1H, d, J=2.2Hz), 6.74 (1H, dd, J=8.6, 

2.2Hz), 4.50 (2H, s), 4.04 (3H, s), 3.85 (3H, s), 2.29 

(3H, d, J=1.8Hz) 

1 2-4 

o— 

=J~
y 

u_ 

dP
* 

o
 \ 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, s), 8.00-7.91 (1H, 

m), 7.70-7.60(1 H, m), 7.45-7.20 (4H, m), 7.10-7.00 

(1H, m), 6.88 (1H, d, J=2.2Hz), 6.77 (1H, dd, J=8.8, 

2.2Hz), 4.50 (2H, s), 4.04 (3H, s), 3.85 (3H, s) 

12-5 
ii if T 0 

H \ ' 

—O F 

1 H-NMR (CDCI3) 5 ppm:8.07 (1H, s), 8.00-7.90 (1H, 

m), 7.70-7.60 (1H, m), 7.31 (1H, d, J=8.8Hz), 

7.30-7.00 (4H, m), 6.91 (1H, d, J=2.2Hz), 6.77 (1H, 

dd, J=8.8, 2.2Hz), 4.51 (2H, s), 4.03 (3H, s), 3.86 

(3H, s), 3.81 (3H, s) 

12-6 

o—
 

" 
i 

-.
3 

°
 

1 H-NMR (CDCI3) 5 ppm:8.12 (1H, s), 8.05-7.90 (1H, 

m), 7.75-7.65 (1H, m), 7.50-7.25 (4H, m), 6.83 (1H, 

d, J=2.2Hz), 6.76 (1H, dd, J=8.7, 2.2Hz), 4.43 (2H, 

s), 4.02 (3H, s), 3.83 (3H, s) 

[0432] 
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[H95] 

Ex. No. Strc Physical data 

12-7 

c^X. 0 

JL 
11 It 1*1^ O 

H ' 

—0 

1 H-NMR (CDCI3) 5 ppm:8.26 (1H, s), 8.00-7.90 

(1H, m), 7.70-7.60 (1H, m), 7.45-7.25 (3H, m), 

7.20-7.00 (4H, m), 6.95-6.85 (1H, m), 4.55 (2H, s), 

4.03 (3H, s), 3.78 (3H, s) 

12-8 
kA^-^N.JL 

T ff if '%T 0 

H \ ' 

1 H-NMR (CDCI3) 5 ppm: 8.09 (1H, s), 8.00-7.90 

(1H, m), 7.65-7.10 (9H, m), 6.83 (1H, dd, J=8.2, 

1.4Hz), 4.56 (2H, s), 4.05 (3H, s), 2.10-1.95 (1H, 

m), 1.05-0.90 (2H, m), 0.80-0.65 (2H, m) 

12-9 

-°Y^I F O 

N-^ 1 

1 H-NMR (CDCI3) 5 ppm:8.08 (1H, s), 7.80-7.70 

(1H, m), 7.50-7.30 (5H, m), 7.23 (1H, d, J=8.7Hz), 

7.20-7.10 (1H, m), 7.05-6.90 (1H, m), 6.92 (1H, d, 

J=2.2Hz), 6.75 (1H, dd, J=8.7, 2.2Hz), 4.27 (2H, 

s), 3.95 (3H, s), 3.86 (3H, s) 

12-10 

<W
°-

—
O

 
1 H-NMR (CDCI3) 5 ppm:8.14 (1H, s), 8.00-7.90 

(1H, m), 7.65-7.55 (1H, m), 7.40-7.10 (6H, m), 6.92 

(1H, d, J=2.2Hz), 6.73 (1H, dd, J=8.7, 2.2Hz), 4.56 

(2H, s), 4.04 (3H, s), 3.85 (3H, s), 2.66 (2H, q, 

J=7.6Hz), 1.22 (3H, t, J=7.6Hz) 

12-11 

o—
 

i
 i
\
 

" C
z )=

o
 

—
o 

1 H-NMR (CDCI3) 5 ppm:8.70-8.60 (1H, m), 

8.50-8.40 (1H, m), 8.11 (1H, s), 8.10-7.95 (2H, m), 

7.75-7.60 (1H, m), 7.39 (1H, d, J=8.7Hz), 

7.35-7.20 (1H, m), 6.92 (1H, d, J=2.2Hz), 6.80 (1H, 

dd, J=8.7, 2.2Hz), 4.48 (2H, s), 4.04 (3H, s), 3.86 

(3H, s) 

12-12 

o X 

H A K^> 

1 H-NMR (CDCI3) 5 ppm: 8.15 (1H, s), 8.05-7.90 

(1H, m), 7.70-7.60 (1H, m), 7.55-7.30 (6H, m), 

7.20-7.10 (1H, m), 6.96 (1H, s), 4.50 (2H, s), 4.05 

(3H, s), 3.94 (3H, s) 

[0433] 
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[H96] 

Ex. No. Strc Physical data 

12-13 

o—
 

-° 
o

 
)=

o
 

—
o 

1 H-NMR (CDCI3) 5 ppm:8.45-8.35 (1H, m), 

8.30-8.25 (1H, m), 8.17 (1H, s), 8.00-7.90 (1H, 

m), 7.75-7.60 (1H, m), 7.50-7.45 (1H, m), 7.35 

(1H, d, J=8.8Hz), 7.30-7.20 (1H, m), 6.92 (1H, d, 

J=2.2Hz), 6.78 (1H, dd, J=8.8, 2.2Hz), 4.52 (2H, 

s), 4.03 (3H, s), 3.87 (3H, s), 3.84 (3H, s) 

12-14 

o 
°-

—
o 

1 H-NMR (CDCI3) 5 ppm:8.13 (1H, s), 8.00-7.90 

(1H, m), 7.65-7.55 (1H, m), 7.35-7.10 (6H, m), 

6.91 (1H, d, J=2.2Hz), 6.73 (1H, dd, J=8.7, 

2.2Hz), 4.56 (2H, s), 4.04 (3H, s), 3.85 (3H, s), 

2.59 (2H, t, J=7.6Hz), 1.70-1.55 (2H, m), 0.92 

(3H, t, J=7.3Hz) 

12-15 

o—
 

Cy
^/ 

-n
 

^
=

0
 

—
O

 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, s), 7.85-7.75 

(1H, m), 7.50-7.25 (6H, m), 7.21 (1H, d, 

J=8.7Hz), 6.98 (1H, dd, J=10.5, 8.5Hz), 6.91 

(1H, d, J=2.3Hz), 6.73 (1H, dd, J=8.7, 2.3Hz), 

4.23 (2H, s), 3.89 (3H, s), 3.86 (3H, s) 

12-16 

o—
 

)=
o
 

—
o 

1 H-NMR (CDCI3) 5 ppm:8.07 (1H, s), 7.77 (1H, 

s), 7.55-7.30 (6H, m), 7.21 (1H, d, J=8.7Hz), 

7.10-7.00 (1H, m), 6.92 (1H, d, J=2.2Hz), 6.74 

(1H, dd, J=8.7, 2.2Hz), 4.27 (2H, s), 3.89 (3H, s), 

3.86 (3H, s) 

12-17 

,NL Jl_ 
\ /f "^r O 

H \ ' 

Vs 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, s), 8.00-7.90 

(1H, m), 7.65-7.50 (2H, m), 7.41 (1H, dd, J=5.1, 

2.9Hz), 7.40-7.30 (2H, m), 7.25-7.15 (2H, m), 

6.93 (1H, dd, J=8.2, 1.0Hz), 4.56 (2H, s), 4.05 

(3H, s), 2.47 (3H, s) 

12-18 

°X^_fAo 1 H-NMR (CDCI3) 5 ppm:8.05 (1H, s), 7.90-7.70 

(2H, m), 7.55-7.30 (5H, m), 7.30-7.20 (1H, m), 

7.15-7.00 (1H, m), 6.90 (1H, d, J=2.2Hz), 6.73 

(1H, dd, J=8.7, 2.2Hz), 4.30-4.15 (4H, m), 3.85 

(3H,s), 1.28 (3H, t, J=7.1 Hz) 

[0434] 
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mm 
Ex. No. Strc Physical data 

12-19 

I 

ll 1 CI o 

aTTCO° 
1 H-NMR (CDCI3) 5 ppm:8.11 (1H, s), 7.60-7.50 (1H, 

m), 7.45-7.29 (5H, m), 7.20 (1H, d, J=8.7Hz), 

7.16-7.05 (2H, m), 6.94 (1H, d, J=2.2Hz), 6.75 (1H, 

dd, J=8.7, 2.2Hz), 4.44 (2H, q, J=7.0Hz), 4.32 (2H, 

s), 3.87 (3H, s), 1.43 (3H, t, J=7.0Hz) 

12-20 

I , 

U 1 

s 

1 H-NMR (CDCI3) 5 ppm: 8.11 (1H, s), 8.00-7.90 

(1H, m), 7.70-7.55 (2H, m), 7.48 (1H, s), 7.42 (1H, 

dd, J=5.1, 3.0Hz), 7.31 (1H, dd, J=5.1, 1.2Hz), 

7.25-7.15 (1H, m), 6.94 (1H, s), 4.49 (2H, s), 4.05 

(3H, s), 3.94 (3H, s) 

12-21 Xiw"N 
1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 7.83 

(1H, s), 7.65-7.55 (1H, m), 7.22 (1H, d, J=8.6Hz), 

7.20-7.05 (1H, m), 6.86 (1H, d, J=2.2Hz), 6.70 (1H, 

dd, J=8.6, 2.2Hz), 4.36 (2H, s), 4.04 (3H, s), 3.82 

(3H, s), 3.35-3.15 (1H, m), 1.27 (6H, d, J=7.1Hz) 

12-22 

Vs! C^°o 
XA.JTN 

1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 7.80 

(1H, s), 7.65-7.50 (1H, m), 7.18 (1H, d, J=8.6Hz), 

7.15-7.05 (1H, m), 6.84 (1H, d, J=2.2Hz), 6.69 (1H, 

dd, J=8.6, 2.2Hz), 4.35 (2H, s), 4.04 (3H, s), 3.82 

(3H, s), 2.59 (2H, d, J=7.4Hz), 2.00-1.80 (1H, m), 

0.90 (6H, d, J=6.6Hz) 

12-23 

1 H-NMR (CDCI3) 5 ppm:9.10-9.00 (1H, m), 

8.70-8.60 (1H, m), 8.20-8.05 (2H, m), 7.50-7.30 (5H, 

m), 7.21 (1H, d, J=8.7Hz), 6.90 (1H, d, J=2.2Hz), 

6.74 (1H, dd, J=8.7, 2.2Hz), 4.35 (2H, q, J=7.2Hz), 

4.28 (2H, s), 3.85 (3H, s), 1.36 (3H, t, J=7.2Hz) 

12-24 

1 °Y^i 
YWV NJ P 

H \ G 

1 H-NMR (CDCI3) 5 ppm:8.08 (1H, s), 7.55-7.25 (6H, 

m), 7.00-6.95 (1H, m), 6.93 (1H, d, J=2.2Hz), 6.77 

(1H, dd, J=8.7, 2.2Hz), 4.51 (2H, q, J=7.2Hz), 4.50 

(2H, s), 3.87 (3H, s), 1.46 (3H, t, J=7.2Hz) 

[0435] 
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[H98] 

Ex. No. Strc Physical data 

12-25 

1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 7.70 

(1H, s), 7.65-7.50 (1H, m), 7.25-7.10 (2H, m), 

6.86 (1H, d, J=2.2Hz), 6.70 (1H, dd, J=8.6, 

2.2Hz), 4.37 (2H, s), 4.04 (3H, s), 3.83 (3H, s), 

2.80-2.65 (1H, m), 1.80-1.40 (4H, m), 0.75 (6H, t, 

J=7.4Hz) 

12-26 

o 1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 7.85 

(1H, s), 7.65-7.50 (1H, m), 7.22 (1H, d, 

J=8.6Hz), 7.20-7.05 (1H, m), 6.84 (1H, d, 

J=2.2Hz), 6.70 (1H, dd, J=8.6, 2.2Hz), 4.37 (2H, 

s), 4.04 (3H, s), 3.82 (3H, s), 3.40-3.20 (1H, m), 

2.10-1.50 (8H, m) 

12-27 

1 H-NMR (CDCI3) 5 ppm:8.00-7.80 (2H, m), 

7.65-7.55 (1H, m), 7.21 (1H, d, J=8.7Hz), 

7.15-7.05 (1H, m), 6.84 (1H, d, J=2.2Hz), 6.70 

(1H, dd, J=8.7, 2.2Hz), 4.37 (2H, s), 4.04 (3H, s), 

3.82 (3H, s), 2.95-2.75 (1H, m), 1.95-1.15 (10H, 

m) 

12-28 

1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 

7.75-7.55 (2H, m), 7.25-7.05 (2H, m), 6.80 (1H, 

d, J=2.2Hz), 6.69 (1H, dd, J=8.6, 2.2Hz), 4.48 

(2H, s), 4.04 (3H, s), 3.81 (3H, s), 2.05-1.90 (1H, 

m), 1.05-0.85 (2H, m), 0.75-0.60 (2H, m) 

12-29 
xV)^0 1 H-NMR (CDCI3) 5 ppm:8.10-7.90 (2H, m), 

7.70-7.10 (8H, m), 6.78 (1H, s), 4.57 (2H, s), 

4.05 (3H, s), 3.74 (3H, s), 2.33 (3H, s) 

[0436] 
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[H99] 

Ex. No. Strc Physical data 

12-30 
Vi CH° LA j 1 

1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 

7.78 (1H, s), 7.65-7.50 (1H, m), 7.20-7.05 

(2H, m), 6.85 (1H, dd, J=2.2Hz), 6.68 (1H, 

dd, J=8.6, 2.2Hz), 4.37 (2H, s), 4.04 (3H, s), 

3.83 (3H, s), 2.62 (2H, s), 0.96 (9H, s) 

12-31 

o" 

J-L \ irY 0 

H \ ' 

O 

1 H-NMR (CDCI3) 5 ppm:8.01 (1H, s), 

8.00-7.90 (1H, m), 7.79 (1H, dd, J=1.5, 

1.0Hz), 7.70-7.60 (1H, m), 7.55-7.45 (1H, 

m), 7.39 (1H, s), 7.20-7.10 (1H, m), 6.98 

(1H, s), 6.65 (1H, dd, J=1.9, 1.0Hz), 4.48 

(2H, s), 4.05 (3H, s), 3.86 (3H, s) 

12-32 

1 Cl /—\ ° 
°A (>A lA>N ° 

1 H-NMR (CDCI3) 5 ppm:8.00-7.80 (1H, m), 

7.79 (1H, s), 7.70-7.55 (1H, m), 7.36 (1H, 

s), 7.15-7.05 (1H, m), 6.88 (1H, s), 4.31 

(2H, s), 4.05 (3H, s), 3.91 (3H, s), 2.59 (2H, 

d, J=7.4Hz), 2.00-1.80 (1H, m), 0.90 (6H, d, 

J=6.6Hz) 

12-33 

I CI x P A P~^° 1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 

7.79 (1H, s), 7.70-7.55 (1H, m), 7.39 (1H, 

s), 7.15-7.05 (1H, m), 6.90 (1H, s), 4.32 

(2H, s), 4.04 (3H, s), 3.91 (3H, s), 3.10-2.90 

(1H, m), 1.75-1.50 (2H, m), 1.25 (3H, d, 

J=7.0Hz), 0.79 (3H, t, J=7.4Hz) 

12-34 

i Cl r—\ /? m LA J 1 

1 H-NMR (CDCI3) 5 ppm:8.00-7.85 (2H, m), 

7.70-7.55 (1H, m), 7.39 (1H, s), 7.15-7.05 

(1H, m), 6.89 (1H, s), 4.31 (2H, s), 4.04 (3H, 

s), 3.89 (3H, s), 3.35-3.15 (1H, m), 1.27 

(6H, d, J=6.8Hz) 

[0437] 



WO 2011/013623 178 PCT/JP2010/062532 

[^100] 

Ex. No. Strc Physical data 

13-1 

—
o 

1 H-NMR (CDCI3) 5 ppm:8.01 (1H, s), 

8.00-7.85 (1H, m), 7.75-7.30 (8H, m), 6.90 

(1H, d, J=2.2Hz), 6.73 (1H, dd, d=8.8, 2.2Hz), 

4.90-4.75 (1H, m), 4.01 (3H, s), 3.85 (3H, s), 

1.92 (3H, d, J=6.7Hz) 

13-2 

o
 

—
o 

1 H-NMR (CDCI3) 5 ppm:8.05 (1H, s), 7.89 

(1H, d, J=1.3Hz), 7.55-7.30 (6H, m), 7.25 (1H, 

d, J=1.3Hz), 6.91 (1H, d, J=2.3Hz), 6.78 (1H, 

dd, J=8.8, 2.3Hz), 4.33 (2H, d, J=0.8Hz), 3.86 

(3H, s), 3.81 (3H, s) 

13-3 

o 
°-

—
o 1 H-NMR (CDCI3) 5 ppm:7.90-7.80 (1H, m), 

7.75 (1H, s), 7.65-7.55 (1H, m), 7.22 (1H, d, 

J=8.6Hz), 7.20-7.10 (1H, m), 6.86 (1H, d, 

J=2.2Hz), 6.70 (1H, dd, J=8.6, 2.2Hz), 4.36 

(2H, s), 4.04 (3H, s), 3.83 (3H, s), 3.05-2.90 

(1H, m), 1.75-1.50 (2H, m), 1.25 (3H, d, 

J=7.0Hz), 0.79 (3H, t, J=7.4Hz) 

13-4 

0 
Br\^. DrA Xxy-»r 1 H-NMR (CDCI3) 5 ppm:8.28 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.10 (10H, m), 4.54 

(2H, s), 4.04 (3H, s) 

13-5 

1F 1 F yv>N ° 1 H-NMR (CDCI3) 5 ppm:8.33 (1H, s), 

8.05-7.95 (1H, m), 7.75-7.35 (7H, m), 7.31 

(1H, s), 7.20-7.10 (1H, m), 4.55 (2H, s), 4.05 

(3H, s), 2.49 (3H, d, J=1.1Hz) 

13-6 

F P F O 

1 H-NMR (CDCI3) 5 ppm:8.40 (1H, s), 

8.05-7.95 (1H, m), 7.75-7.35 (7H, m), 

7.30-7.10 (2H, m), 4.50 (2H, s), 4.04 (3H, s) 

[0438] 
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[H101] 

Ex. No. Strc Physical data 

13-7 

F p Cl O ' '° 1 H-NMR (CDCI3) 5 ppm:8.43 (1H, s), 

8.05-7.95 (1H, m), 7.76 (1H, s), 7.75-7.35 (7H, 

m), 7.20-7.10 (1H, m), 4.51 (2H, s), 4.05 

(3H ,s) 

13-8 

O
 

Z
yJ

 O
 

1 H-NMR (CDCI3) 5 ppm:8.17 (1H, s), 7.97 

(1H, m), 7.75-7.35 (7H, m), 7.25-7.10 (2H, m), 

4.49 (2H, s), 4.04 (3H, s) 

13-9 
TVYMA 

F 

1 H-NMR (CDCI3) 5 ppm:8.03 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.45 (3H, m), 7.29 (1H, 

d, J=8.1 Hz), 7.25-7.05 (4H, m), 6.92 (1H, dd, 

J=8.1, 1.0Hz), 4.51 (2H, s), 4.04 (3H, s), 2.47 

(3H, s) 

13-10 

/=W° 
F'iX>o 

s 

1 H-NMR (CDCI3) 5 ppm:8.41 (1H, s), 

8.05-7.95 (1H, m), 7.72 (1H, dd, J=2.9, 1,3Hz), 

7.70-7.50 (3H, m), 7.46 (1H, dd, J=5.1, 2.9Hz), 

7.37 (1H, dd, J=5.1, 1,3Hz), 7.35-7.30 (1H, m), 

7.25-7.15 (1H, m), 4.57 (2H, s), 4.04 (3H, s) 

13-11 
yS=N o 

s 

1 H-NMR (CDCI3) 5 ppm:8.05-7.90 (2H, m), 

7.65-7.55 (1H, m), 7.51 (1H, dd, J=3.0, 1.3Hz), 

7.40 (1H, dd, J=5.1, 3.0Hz), 7.31 (1H, dd, 

J=5.1, 1.3Hz), 7.25-7.15 (3H, m), 4.54 (2H, s), 

4.05 (3H, s), 2.37 (3H, s), 2.30 (3H, s) 

13-12 

o
 

w(
Tr:

 o
 

1 H-NMR (CDCI3) 6 ppm:8.13 (1H, s), 

8.05-7.90 (1H, m), 7.70-7.60 (2H, m), 

7.50-7.35 (2H, m), 7.34 (1H, dd, J=5.0, 1,3Hz), 

7.5-7.15 (2H, m), 4.48 (2H, s), 4.04 (3H, s) 

[0439] 
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[H102] 

Ex. No. Strc Physical data 

13-13 

F 

TWl/o 
HA_U 1 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, m), 8.00-7.90 

(1H, m), 7.70-7.30 (6H, m), 7.20-7.10 (2H, m), 

7.01 (1H, d, J=10.3Hz), 4.51 (2H, s), 4.05 (3H, 

s), 2.37 (3H, d, J=2.0Hz) 

13-14 

F 

HAXJ 1 

F 

1 H-NMR (CDCI3) 5 ppm:8.10-7.90 (2H, m), 

7.70-7.50 (3H, m), 7.25-7.10 (4H, m), 7.03 (1H, 

d, J=10.3Hz), 4.45 (2H, s), 4.04 (3H, s), 2.37 

(3H, d, J=2.0Hz) 

13-15 

F 

i H Nv Kj? 

S 

1H-NMR (CDCI3) 5 ppm:8.10-7.90 (2H, m), 

7.70-7.55 (2H, m), 7.42 (1H, dd, J=5.1, 2.9Hz), 

7.33 (1H, dd, J=5.1, 1.3Hz), 7.25-7.10 (2H, m), 

7.06 (1H, d, J=10.3 Hz), 4.50 (2H, s), 4.05 (3H, 

s), 2.37 (3H, d, J=1.9Hz) 

13-16 

Cl-X f\^ N /° 1 H-NMR (CDCI3) 5 ppm:8.09 (1H, s), 

8.05-7.90(1 H, m), 7.70-7.10 (9H, m), 4.53 (2H, 

s), 4.05 (3H, s), 2.38 (3H, s) 

13-17 

O
—

 

1 H-NMR (CDCI3) 5 ppm:8.02 (1H, s), 8.00-7.90 

(1H, m), 7.70-7.45 (3H, m), 7.29 (1H, d, 

J=8.3Hz), 7.25-7.05 (4H, m), 6.84 (1H, dd, 

J=8.3, 1.4Hz), 4.50 (2H, s), 4.04 (3H, s), 

2.10-1.95 (1H, m), 1.05-0.90 (2H, m), 0.85-0.65 

(2H, m) 

13-18 
i^V vV^o 

S 

1 H-NMR (CDCI3) 5 ppm:8.05 (1H, s), 8.00-7.90 

(1H, m), 7.65-7.55 (1H, m), 7.54 (1H, dd, J=3.0, 

1.3Hz), 7.41 (1H, dd, J=5.1, 3.0Hz), 7.35-7.05 

(4H, m), 6.85 (1H, dd, J=8.2, 1.5Hz), 4.55 (2H, 

s), 4.05 (3H, s), 2.10-1.95 (1H, m), 1.05-0.90 

(2H, m), 0.80-0.65 (2H, m) 

[0440] 
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[H103] 

Ex. No. Strc Physical data 

13-19 

A F 

T> fi-V^o HAXJ 1 

1 H-NMR (CDCI3) 6 ppm:8.06 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.30 (6H, m), 

7.20-7.10 (1H, m), 7.02 (1H, d, J=10.8Hz), 

6.95 (1H, d, J=6.2Hz), 4.51 (2H, s), 4.05 (3H, 

s), 2.25-2.10 (1H, m), 1.05-0.90 (2H, m), 

0.80-0.65 (2H, m) 

13-20 

o—
 ° 1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 

7.87 (1H, s), 7.65-7.50 (1H, m), 7.14 (1H, d, 

J=8.6Hz), 7.10-7.00 (1H, m), 6.87 (1H, d, 

J=2.3Hz), 6.69 (1H, dd, J=8.6, 2.3Hz), 4.55 

(2H, s), 4.05 (3H, s), 3.84 (3H, s), 1.69 (2H, q, 

J=7.5Hz), 1.36 (6H, s), 0.71 (3H, t, J=7.5Hz) 

13-21 

A F 

TWNJO 
H~^U ' 

F 

1 H-NMR (CDCI3) 5 ppm:8.10-7.90 (2H, m), 

7.70-7.45 (3H, m), 7.25-7.05 (3H, m), 7.03 

(1H, d, J=10.8Hz), 6.94 (1H, d, J=6.2Hz), 4.45 

(2H, s), 4.04 (3H, s), 2.25-2.10 (1H, m), 

1.05-0.90 (2H, m), 0.75-0.65 (2H, m) 

13-22 

A F 

TWNA IK U i 
s 

1 H-NMR (CDCI3) 6 ppm:8.03 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.60 (1H, m), 7.59 

(1H, dd, J=3.0, 1.3Hz), 7.42 (1H, dd, J=5.1, 

3.0Hz), 7.31 (1H, dd, J=5.0, 1.3Hz), 7.25-7.15 

(1H, m), 7.07 (1H, d, J=10.7Hz), 6.92 (1H, d, 

J=6.1 Hz), 4.49 (2H, s), 4.05 (3H, s), 2.25-2.10 

(1H, m), 1.05-0.90 (2H, m), 0.80-0.65 (2H, m) 

13-23 

o
^°

-

LL 1 H-NMR (CDCI3) 5 ppm:8.16 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.25 (6H, m), 

7.20-7.10 (2H, m), 7.06 (1H, d, J=10.7Hz), 

4.53 (2H, s), 4.05 (3H, s), 2.29 (3H, d, 

J=1.9Hz) 

[0441] 



WO 2011/013623 182 PCT/JP2010/062532 

[H104] 

Ex. No. Strc Physical data 

13-24 
H-ylJ 1 

1 H-NMR (CDCI3) 5 ppm:8.08 (1H, s), 

8.00-7.90 (1H, m), 7.65-7.55 (1H, m), 

7.40-7.30 (1H, m), 7.28 (1H, d, J=8.2Hz), 

7.25-7.00 (4H, m), 6.95-6.85 (1H, m), 6.83 

(1H, dd, J=8.2, 1.4Hz), 4.57 (2H, s), 4.04 

(3H, s), 3.77 (3H, s), 2.10-1.95 (1H, m), 

1.05-0.90 (2H, m), 0.80-0.65 (2H, m) 

13-25 

1 Cl J? 

/0 

1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (2H, m), 

7.65-7.55 (1H, m), 7.28 (1H, s), 7.05-6.95 

(1H, m), 6.92 (1H, s), 4.52 (2H, s), 4.05 (3H, 

s), 3.91 (3H, s), 1.39 (9H, s) 

13-26 

| 0 F\Vp^° 
s 

1 H-NMR (CDCI3) 5 ppm:8.09 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.60 (1H, m), 7.53 

(1H, dd, J=3.0, 1.3Hz), 7.41 (1H, dd, J=5.0, 

3.0Hz), 7.40 (1H, dd, J=5.0, 1.3Hz), 

7.25-7.15 (2H, m), 7.04 (1H, d, J=10.2Hz), 

4.52 (2H, s), 4.05 (3H, s), 2.31 (3H, d, 

J=2.0Hz) 

13-27 

CI^L f\^° 
/ N p 

s 

1 H-NMR (CDCI3) 5 ppm:8.11 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.60 (1H, m), 7.57 

(1H, dd, J=3.0, 1.3 Hz), 7.42 (1H, dd, J=5.1, 

3.0Hz), 7.40 (1H, s), 7.31 (1H, d, J=5.1, 

1.3Hz), 7.29 (1H, s), 7.25-7.15 (1H, m), 

4.52 (2H, s), 4.05 (3H, s), 2.40 (3H, s) 

13-28 

1 Cl _\° 1 H-NMR (CDCI3) 5 ppm:8.00-7.85 (2H, m), 

7.65-7.55 (1H, m), 7.28 (1H, s), 7.05-6.95 

(1H, m), 6.92 (1H, s), 4.50 (2H, s), 4.05 (3H, 

s), 3.92 (3H, s),1.69 (2H, q, J=7.4Hz), 1.36 

(6H, s), 0.70 (3H, t, J=7.4Hz) 

[0442] 



WO 2011/013623 183 PCT/JP2010/062532 

[H105] 

Ex. No. Strc Physical data 

13-29 

i 0 
1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 7.85 

(1H, s), 7.65-7.50 (1H, m), 7.13 (1H, s), 7.10-7.00 

(2H, m), 4.57 (2H, s), 4.05 (3H, s), 2.34 (3H, s), 

2.25 (3H, s), 1.38 (9H, s) 

13-30 

1 I /^vJ5 

Vv" 
1 H-NMR (CDCI3) 5 ppm:8.00-7.85 (2H, m), 

7.65-7.55 (1H, m), 7.05-6.95 (1H, m), 6.94 (1H, d, 

J=11,6Hz), 6.93 (1H, d, J=7.1 Hz), 4.52 (2H, s), 

4.05 (3H, s), 3.90 (3H, s), 1.40 (9H, s) 

13-31 

1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (1H, m), 7.85 

(1H, s), 7.65-7.50 (1H, m), 7.10-6.95 (2H, m), 6.82 

(1H, s), 4.55 (2H, s), 4.05 (3H, s), 3.85 (3H, s), 

2.20 (3H, s), 1.38 (9H, s) 

13-32 

0 1 H-NMR (CDCI3) 5 ppm:8.00-7.80 (2H, m), 

7.60-7.50 (1H, m), 7.14 (1H, d, J=8.2Hz), 

7.10-7.00 (2H, m), 6.79 (1H, dd, J=8.2, 1.5Hz), 

4.57 (2H, s), 4.04 (3H, s), 2.05-1.90 (1H, m), 1.39 

(9H, s), 1.00-0.85 (2H, m), 0.75-0.65 (2H, m) 

13-33 

A 1 0 
1 H-NMR (CDCI3) 5 ppm:8.03 (1H, s), 8.00-7.90 

(1H, m), 7.70-7.15 (8H, m), 7.10 (1H, s), 4.55 (2H, 

s), 4.05 (3H, s), 2.44 (3H, s), 2.05-1.90 (1H, m), 

1.00-0.90 (2H, m), 0.70-0.60 (2H, m) 

13-34 

A | O 

xxy^'3 

s 

1 H-NMR (CDCI3) 5 ppm:8.01 (1H, s), 8.00-7.90 

(1H, m), 7.65-7.55 (1H, m), 7.51 (1H, dd, J=2.9, 

1.3Hz), 7.40 (1H, dd, J=5.1, 2.9Hz), 7.30 (1H, dd, 

J=5.1, 1.3Hz), 7.25-7.15 (2H, m), 7.07 (1H, s), 

4.54 (2H, s), 4.05 (3H, s), 2.46 (3H, s), 2.05-1.90 

(1H, m), 1.00-0.90 (2H, m), 0.70-0.60 (2H, m) 

[0443] 



WO 2011/013623 184 PCT/JP2010/062532 

[H106] 

Ex. No. Strc Physical data 

13-35 °x^xS^/0 1 H-NMR (CDCI3) 5 ppm:8.00-7.80 (2H, m), 7.65-7.50 

(1H, m), 7.12 (1H, d, J=8.6Hz), 7.10-7.00 (1H, m), 6.86 

(1H, d, J=2.2Hz), 6.68 (1H, dd, J=8.6, 2.2Hz), 4.56 (2H, 

s), 4.10-4.00 (5H, m), 1.42 (3H, t, J=7.1Hz), 1.39 (9H, s) 

14-1 

°-Jk 
N_jf J H \ ^ 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.90-8.80 (1H, m), 8.65-8.55 

(1H, m), 8.22 (1H, s), 8.10-7.90 (2H, m), 7.75-7.60 (1H, 

m), 7.40-7.30 (1H, m), 7.30-7.15 (2H, m), 7.00-6.90 (1H, 

m), 4.49 (2H, q, J=7.2Hz), 4.43 (2H, s), 3.93 (3H, s), 

1.46 (3H, t, J=7.2Hz) 

14-2 U 1 

1 H-NMR (CDCI3) 5 ppm:8.85-8.75 (1H, m), 8.65-8.55 

(1H, m), 8.16 (1H, s), 8.00-7.90 (2H, m), 7.70-7.55 (1H, 

m), 7.40-7.15 (4H, m), 6.95 (1H, dd, J=8.1, 1.1 Hz), 4.52 

(2H, s), 4.04 (3H, s), 2.48 (3H, s) 

14-3 

c
w

0
-

<
fy

j x 
u

_^
( 

LL 1 H-NMR (CDCI3) 5 ppm:8.95-8.85 (1H, m), 8.78 (1H, s), 

8.70-8.55 (1H, m), 8.10-7.90 (2H, m), 7.75-7.50 (3H, m), 

7.45-7.15 (3H, m), 4.51 (2H, s), 4.02 (3H, s) 

14-4 

F 

TV-Y^0 

HAIJ 1 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.85-8.80 (1H, m), 8.65-8.55 

(1H, m), 8.20 (1H, s), 8.05-7.90 (2H, m), 7.70-7.60 (1H, 

m), 7.40-7.30 (1H, m), 7.25-7.15 (2H, m), 7.07 (1H, d, 

J=10.2Hz), 4.46 (2H, s), 4.04 (3H, s), 2.38 (3H, d, 

J=1.8Hz) 

14-5 

/° 1 H-NMR (DMSO-d6) 5 ppm:11.22 (1H, s), 8.95-8.90 

(1H, m), 8.60-8.50 (1H, m), 8.35-8.25 (1H, m), 7.90-7.80 

(2H, m), 7.55-7.40 (2H, m), 7.29 (1H, s), 7.18 (1H, s), 

4.33 (2H, s), 3.89 (3H, s), 2.30 (3H, s), 2.25 (3H, s) 

[0444] 



WO 2011/013623 185 PCT/JP2010/062532 

[H107] 

Ex. No. Strc Physical data 

14-6 

r 
TWNA U I 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.85-8.75 (1H, m), 

8.60-8.50 (1H, m), 8.15 (1H, s), 8.00-7.85 

(2H, m), 7.70-7.60 (1H, m), 7.40-7.15 (3H, 

m), 6.92 (1H, d, J=2.2Hz), 6.77 (1H, dd, 

J=8.7, 2.2Hz), 4.51 (2H, s), 4.08 (2H, q, 

J=7.0Hz), 4.04 (3H, s), 1.45 (3H, t, 

J=7.0Hz) 

14-7 
\ /r if ° 
N~\ KA ' H A 

N=/ 

1 H-NMR (CDCI3) 6 ppm:8.85-8.75 (1H, m), 

8.60-8.50 (1H, m), 8.12 (1H, s), 8.00-7.85 

(2H, m), 7.70-7.60 (1H, m), 7.40-7.30 (1H, 

m), 7.25-7.15 (2H, m), 6.88 (1H, s), 4.50 

(2H, s), 4.05 (3H, s), 3.89 (3H, s), 2.25 (3H, 

s) 

14-8 

TWNA 
H~\_U 1 

1 H-NMR (CDCI3) 5 ppm:8.85-8.75 (1H, m), 

8.65-8.50 (1H, m), 8.17 (1H, s), 8.00-7.90 

(2H, m), 7.70-7.60 (1H, m), 7.40-7.30 (2H, 

m), 7.25-7.10 (2H, m), 6.86 (1H, dd, J=8.3, 

1.4Hz), 4.52 (2H, s), 4.04 (3H, s), 2.10-1.95 

(1H, m), 1.05-0.90 (2H, m), 0.80-0.65 (2H, 

m) 

14-9 if if *r o N~A L A ' H A . 

N=/ 

1 H-NMR (DMS0-d6) 5 ppm:11.56 (1H, s), 

9.00-8.90 (1H, m), 8.65-8.55 (1H, m), 

8.45-8.30 (1H, m), 7.95-7.80 (2H, m), 

7.60-7.45 (3H, m), 7.42 (1H, s), 4.35 (2H, 

s), 3.89 (3H, s), 2.36 (3H, s) 

14-10 

A F 

TWV^o 
H~( U ' 

1 H-NMR (CDCI3) 5 ppm:8.85-8.75 (1H, m), 

8.65-8.55 (1H, m), 8.14 (1H, s), 8.05-7.90 

(2H, m), 7.70-7.60 (1H, m), 7.45-7.30 (1H, 

m), 7.25-7.15 (1H, m), 7.08 (1H, d, 

J=10.7Hz), 6.97 (1H, d, J=6.1Hz), 4.46 (2H, 

s), 4.04 (3H, s), 2.25-2.10 (1H, m), 

1.05-0.95 (2H, m), 0.80-0.65 (2H, m) 

[0445] 



WO 2011/013623 186 PCT/JP2010/062532 

[H108] 

Ex. No. Strc Physical data 

14-11 

rVj , 
TN,V^0 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.85-8.75 (1H, m), 

8.65-8.55 (1H, m), 8.17 (1H, s), 8.05-7.90 (2H, 

m), 7.75-7.60 (1H, m), 7.40-7.30 (1H, m), 

7.25-7.10 (2H, m), 6.98 (1H, d, J=6.9Hz), 4.45 

(2H, s), 4.13 (2H, q, J=7.0Hz), 4.04 (3H, s), 

1.49 (3H, t, J=7.0Hz) 

14-12 

o" 
c|yL 

JL T tr n ° 
N~A ' H A 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.90-8.75 (1H, m), 

8.65-8.55 (1H, m), 8.31 (1H, s), 8.05-7.85 (2H, 

m), 7.75-7.60 (1H, m), 7.50-7.30 (2H, m), 

7.20-7.15 (1H, m), 6.97 (1H, s), 4.50 (2H, s), 

4.03 (3H, s), 3.84 (3H, s) 

14-13 

o 

XA_TN 

N=/ 

1 H-NMR (CDCI3) 5 ppm:8.85-8.75 (1H, m), 

8.75-8.55 (2H, m), 8.15-7.95 (2H, m), 

7.75-7.60 (1H, m), 7.40-7.30 (1H, m), 

7.25-7.15 (2H, m), 7.05 (1H, d, J=10.1Hz), 

4.48 (2H, s), 4.03 (3H, s), 2.30 (3H, d, 

J=2.0Hz) 

14-14 

F 

ayL 
\ //if 0 N~\ L J ' H A 

N=/ 

1 H-NMR (DMSO-d6) 5 ppm:11.78 (1H, s), 

9.05-8.95 (1H, m), 8.65-8.55 (1H, m), 

8.50-8.40 (1H, m), 7.95-7.85 (2H, m), 7.63 

(1H, d, J=10.3Hz), 7.60-7.50 (3H, m), 4.34 

(2H, s), 3.88 (3H, s) 

14-15 

A I o 

XA5^° 
N=/ 

1 H-NMR (CDCI3) 5 ppm:8.85-8.75 (1H, m), 

8.60-8.50 (1H, m), 8.09 (1H, s), 8.00-7.85 (2H, 

m), 7.70-7.60 (1H, m), 7.40-7.30 (1H, m), 

7.25-7.05 (3H, m), 4.51 (2H, s), 4.05 (3H, s), 

2.46 (3H, s), 2.05-1.90 (1H, m), 1.05-0.90 (2H, 

m), 0.75-0.60 (2H, m) 

[0446] 



WO 2011/013623 187 PCT/JP2010/062532 

[H109] 

Ex. No. Strc Physical data 

15-1 

o
 —

o 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.15 (7H, m), 7.13 

(1H, s), 6.87 (1H, s), 4.54 (2H, s), 4.05 (3H, 

s), 3.88 (3H, s), 2.23 (3H, s) 

15-2 

o—
 

z 
JL.

 1 H-NMR (CDCI3) 5 ppm:8.21 (1H, s), 

8.05-7.95 (2H, m), 7.90-7.80 (1H, m), 

7.75-7.45 (3H, m), 7.33 (1H, d, J=8.7Hz), 

7.30-7.20 (1H, m), 6.88 (1H, d, J=2.2Hz), 

6.77 (1H, dd, J=8.7, 2.2Hz), 4.48 (2H, s), 

4.04 (3H, s), 3.85 (3H, s) 

15-3 

If 

VI/S,NSXA T if TT ° 
N~\ J H A / 

1 H-NMR (CDCI3) 5 ppm:8.10 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.30 (6H, m), 

7.25-7.10 (2H, m), 6.97 (1H, d, J=7.0Hz), 

4.51 (2H, q, J=7.1 Hz), 4.49 (2H, s), 3.93 

(3H, s), 1.47 (3H, t, J=7.1 Hz) 

15-4 

o
 —

o 

1 H-NMR (CDCI3) 5 ppm:8.43 (1H, s), 

8.00-7.90 (1H, m), 7.65-7.55 (1H, m), 7.44 

(1H, d, J=1.7Hz), 7.36 (1H, d, J=8.7Hz), 

7.20-7.10 (1H, m), 6.89 (1H, d, J=2.2Hz), 

6.76 (1H, dd, J=8.7, 2.2Hz), 6.52 (1H, d, 

J=3.4Hz), 6.46 (1H, dd, J=3.4, 1.7Hz), 4.59 

(2H, s), 4.05 (3H, s), 3.86 (3H, s) 

15-5 

O
^

, 0
-

—
o 

1 H-NMR (CDCI3) 6 ppm:8.08 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.10 (7H, m), 6.93 

(1H, s), 6.86 (1H, s), 4.56 (2H, s), 4.04 (3H, 

s), 3.93 (3H, s), 3.81 (3H, s) 

[0447] 



WO 2011/013623 188 PCT/JP2010/062532 

[Hi 10] 

Ex. No. Strc Physical data 

15-6 

o o 1 H-NMR (CDCI3) 5 ppm:8.08 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.30 (7H, m), 

7.20-7.10 (1H, m), 6.93 (1H, s), 4.54 (2H, 

s), 4.04 (3H, s), 3.82 (3H, s) 

15-7 

o 

j ' 

s 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.55 (1H, m), 7.46 

(1H, dd, J=3.0, 1.2Hz), 7.39 (1H, dd, J=5.0, 

3.0Hz), 7.29 (1H, dd, J=5.0, 1.2Hz), 

7.25-7.15 (2H, m), 6.84 (1H, s), 4.53 (2H, 

s), 4.05 (3H, s), 3.87 (3H, s), 2.25 (3H, s) 

15-8 
\ /r if ° 
N~\ J H A ^ 

s 

1 H-NMR (CDCI3) 5 ppm:8.07 (1H, s), 

8.00-7.90 (1H, m), 7.75-7.60 (2H, m), 7.43 

(1H, d, J=5.0, 3.0Hz), 7.35 (1H, dd, J=5.0, 

1.2Hz), 7.30-7.15 (2H, m), 6.94 (1H, d, 

J=7.0Hz), 4.50 (2H, q, J=7.0Hz), 4.47 (2H, 

s), 3.92 (3H, s), 1.48 (3H, t, J=7.0Hz) 

15-9 

o'' 

T IT lT ° 
N \ ' 

1 H-NMR (CDCI3) 5 ppm:8.10 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.60 (1H, m), 

7.55-7.30 (5H, m), 7.20-7.10 (2H, m), 6.95 

(1H, d, J=8.3Hz), 4.54 (2H, s), 4.04 (3H, s), 

3.82 (3H, s) 

15-10 

Y-
O

) 

—
o 1 H-NMR (CDCI3) 5 ppm:8.18 (1H, s), 8.01 

(1H, s), 7.55-7.30 (5H, m), 7.14 (1H, d, 

J=11.3Hz), 6.98 (1H, d, J=7.0Hz), 4.56 (2H, 

s), 4.45 (2H, q, J=7.1Hz), 3.94 (3H, s), 1.43 

(3H, t, J=7.1 Hz) 

[0448] 
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[^111] 

Ex. No. Strc Physical data 

15-11 
o 

Q
 

)=
o
 

—
o 

1 H-NMR (CDCI3) 5 ppm:8.30 (1H, s), 

7.90-8.05 (1H, m), 7.70-7.60 (1H, m), 

7.55-7.30 (3H, m), 7.25-7.10 (3H, m), 6.93 

(1H, s), 4.48 (2H, s), 4.03 (3H, s), 3.81 (3H, 

s) 

15-12 

o 
°2NV^ Cr^ IQVN P 1 H-NMR (CDCI3) 5 ppm:8.67 (1H, s), 

8.40-8.30 (1H, m), 8.05-7.90 (2H, m), 

7.75-7.40 (7H, m), 7.20-7.10 (1H, m), 4.57 

(2H, s), 4.04 (3H, s) 

15-13 

1 H-NMR (CDCI3) S ppm:8.01 (1H, s), 

8.00-7.90 (1H, m), 7.65-7.10 (9H, m), 4.55 

(2H, s), 4.52 (2H, q, J=7.2Hz), 2.37 (3H, s), 

2.29 (3H, s), 1.47 (3H, t, J=7.2Hz) 

15-14 

r 
TWkAo 

i 

F 

1 H-NMR (CDCI3) 6 ppm:8.01 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.45 (3H, m), 

7.30-7.05 (4H, m), 6.89 (1H, d, J=2.2Hz), 

6.74 (1H, dd, J=8.7, 2.2Hz), 4.49 (2H, s), 

4.15-4.00 (5H, m), 1.44 (3H, t, J=7.1Hz) 

15-15 

r 
TV-YN^O 
H-y^U 1 

s 

1 H-NMR (CDCI3) 5 ppm:8.05 (1H, s), 

8.00-7.90 (1H, m), 7.70-7.55 (1H, m), 7.52 

(1H, dd, J=3.0, 1.3Hz), 7.40 (1H, dd, J=5.1, 

3.0Hz), 7.35-7.15 (3H, m), 6.88 (1H, d, 

J=2.2Hz), 6.75 (1H, dd J=8.7, 2.2Hz), 4.53 

(2H, s), 4.15-4.00 (5H, m), 1.44 (3H, t, 

J=7.0Hz) 

[0449] 
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[H112] 

Ex. No. Strc Physical data 

15-16 

0 

FYVI Qr? 
F 

1 H-NMR (CDCI3) 5 ppm:8.33 (1H, s), 8.05-7.90 

(1H, m), 7.70-7.35 (6H, m), 7.34 (1H, d, 

J=8.6Hz), 7.25-7.10 (2H, m), 6.88 (1H, dd, 

J=8.6, 2.1 Hz), 6.50 (1H, t, J=74.8Hz), 4.55 (2H, 

s), 4.04 (3H, s) 

15-17 

ON 
K U 1 

1 H-NMR (CDCI3) 5 ppm:8.08 (1H, s), 8.00-7.90 

(1H, m), 7.70-7.30 (6H, m), 7.20-7.15 (1H, m), 

7.09 (1H, d, J=11.5Hz), 6.97 (1H, d, J=6.9Hz), 

4.50 (2H, s), 4.13 (2H, q, J=7.0Hz), 4.05 (3H, s), 

1.48 (3H, t, J=7.0Hz) 

15-18 
iH U i 

s 

1 H-NMR (CDCI3) 5 ppm:8.06 (1H, s), 8.00-7.90 

(1H, m), 7.70-7.60 (1H, m), 7.56 (1H, dd, J=3.0, 

1.3Hz), 7.42 (1H, dd, J=5.1, 3.0Hz), 7.31 (1H, 

dd, J=5.1, 1.3Hz), 7.25-7.15 (1H, m), 7.14 (1H, 

d, J=11.6Hz), 6.95 (1H, d, J=7.0Hz), 4.48 (2H, 

s), 4.12 (2H, q, J=7.0Hz), 4.05 (3H, s), 1.48 (3H, 

t, J=7.0Hz) 

15-19 N-f Yi 
H \ Kj? 

F 

1 H-NMR (CDCI3) 5 ppm:8.02 (1H, s), 8.00-7.90 

(1H, m), 7.70-7.45 (3H, m), 7.25-7.05 (4H, m), 

6.96 (1H, d, J=7.0Hz), 4.44 (2H, s), 4.13 (2H, q, 

J=7.0Hz), 4.04 (3H, s), 1.48 (3H, t, J=7.0Hz) 

15-20 M
z 

—
o 

1 H-NMR (CDCI3) 5 ppm:8.02 (1H, s), 8.00-7.90 

(1H, m), 7.65-7.15 (7H, m), 7.13 (1H, s), 6.85 

(1H, s), 4.54 (2H, s), 4.15-4.00 (5H, m), 2.24 

(3H, s), 1.46 (3H, t, J=7.0Hz) 

[0450] 
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[H113] 

Ex. No. Strc Physical data 

15-21 
JL 

tr "^r o N~\ tL A ' H A 

F 

1 H-NMR (CDCI3) 5 ppm:8.05-7.90 (2H, m), 

7.70-7.60 (1H, m), 7.55-7.40 (2H, m), 

7.25-7.05 (4H, m), 6.86 (1H, s), 4.49 (2H, s), 

4.05 (3H, s), 3.88 (3H, s), 2.24 (3H, s) 

15-22 

CI"T^l o 

N~A ' H \ 

S 

1 H-NMR (CDCI3) 5 ppm:8.09 (1H, s), 

8.05-7.90 (1H, m), 7.70-7.60 (1H, m), 7.51 

(1H, dd, J=2.9, 1 3Hz), 7.43 (1H, dd, J=5.0, 

2.9Hz), 7.41 (1H, s), 7.30 (1H, dd, J=5.0, 

1.3Hz), 7.20-7.10 (1H, m), 6.95 (1H, s), 4.54 

(2H, s), 4.05 (3H, s), 3.84 (3H, s) 

15-23 

<\X, f\J* 
N^\_/N p 

S 

1 H-NMR (CDCI3) 5 ppm:8.05-7.90 (2H, m), 

7.70-7.55 (1H, m), 7.46 (1H, dd, J=3.0, 1.2Hz), 

7.39 (1H, dd, J=5.0, 3.0Hz), 7.29 (1H, dd, 

J=5.0, 1.2Hz), 7.25-7.15 (2H, m), 6.83 (1H, s), 

4.53 (2H, s), 4.15-3.95 (5H, m), 2.25 (3H, s), 

1.46 (3H, t, J=7.0Hz) 

15-24 

^ I /==\ J? 

F 

1 H-NMR (CDCI3) 5 ppm:8.00-7.90 (2H, m), 

7.70-7.60 (1H, m), 7.55-7.40 (2H, m), 

7.25-7.05 (4H, m), 6.84 (1H, s), 4.48 (2H, s), 

4.06 (2H, q, J=7.0Hz), 4.05 (3H, s), 2.24 (3H, 

s), 1.46 (3H, t, J=7.0Hz) 

15-25 

o" 

*r it if ^ N~\ L A ' H A 

s 

1 H-NMR (CDCI3) 5 ppm:7.96 (1H, s), 

7.70-7.55 (1H, m), 7.50-7.10 (6H, m), 6.83 

(1H, s), 4.56 (2H, s), 4.05 (3H, s), 3.77 (3H, s), 

2.32 (3H, s) 

[0451] 
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[H114] 

Ex. No. Strc Physical data 

16-1 

V-
zx 

—
o 1 H-NMR (DMSO-d6) 5 ppm:11.17(1 H, s), 

8.04 (1H, d, J=1.7Hz), 7.90-7.70 (2H, m), 7.72 

(1H, d, J=1.7Hz), 7.55-7.40 (2H, m), 6.83 (1H, 

d, J=2.3Hz), 6.66 (1H, dd, J=8.7, 2.3Hz), 4.35 

(2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 399 (M+H)+ 

16-2 

OH X Jv /N 

F 

1 H-NMR (DMSO-d6) 5 ppm:13.90-12.40 (1H, 

br), 11.24 (1H, s), 8.25-8.10 (1H, m), 7.90-7.80 

(2H, m), 7.75-7.45 (3H, m), 7.41 (1H, d, 

J=8.7Hz), 6.85 (1H, d, J=2.2Hz), 6.65 (1H, dd, 

J=8.7, 2.2Hz), 4.32 (2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 395 (M+H)+ 

16-3 

F 

1 H-NMR (DMSO-d6) 5 ppm:11.15 (1H, s), 

7.95-7.75 (3H, m), 7.65-7.55 (1H, m), 

7.50-7.10 (3H, m), 6.90-6.80 (1H, m), 

6.70-6.55 (1H, m), 4.31 (2H, s), 3.76 (3H, s), 

2.23 (3H, s) 

MS(ESI, m/z) = 391 (M+H)+ 

16-4 

"°XX 1 
Trv Y^OH 

H \ 

Cl 

1 H-NMR (DMSO-d6) 5 ppm:11.33 (1H, s), 

7.95-7.70 (4H, m), 7.60-7.35 (3H, m), 6.85 

(1H, d, J=2.3Hz), 6.67 (1H, dd, J=8.7, 2.3Hz), 

4.35 (2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 411 (M+H)+ 

16-5 

/0Y^1 0 

Try Y^OH 
H \ 

—0 F 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.50 (1H, 

br), 11.19 (1H, s), 7.90-7.80 (2H, m), 7.75-7.65 

(1H, m), 7.55-7.40 (1H, m), 7.39 (1H, d, 

J=8.8Hz), 7.35-7.25 (2H, m), 6.86 (1H, d, 

J=2.3Hz), 6.64 (1H, dd, J=8.8, 2.3Hz), 4.35 

(2H, s), 3.85 (3H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 407 (M+H)+ 

[0452] 
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[H115] 

Ex. No. Strc Physical data 

16-6 

OH 

F F 

1 H-NMR (DMSO-d6) 5 ppm:11.28 (1H, s), 

8.15-8.00 (2H, m), 7.95-7.80 (2H, m), 

7.70-7.60 (1H, m), 7.50 (1H, d, J=8.7Hz), 

6.84 (1H, d, J=2.2Hz), 6.67 (1H, dd, J=8.7, 

2.2Hz), 4.32 (2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 413 (M+H)+ 

16-7 

CIV^i O 

\ rv •5T^OH 
H \ 

—O 

1 H-NMR (DMSO-d6) 5 ppm:13.60-12.70 

(1H, br), 11.56 (1H, s), 7.90-7.75 (2H, m), 

7.48 (1H, d, J=8.5Hz), 7.45-7.30 (5H, m), 

7.05-6.90 (2H, m), 4.40 (2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 393 (M+H)+ 

16-8 TfY 
H \ 

1H-NMR (DMSO-d6) 5 ppm:11.18 (1H, s), 

7.90-7.70 (4H, m), 7.55-7.25 (5H, m), 

7.15-7.05 (1H, m), 6.70 (1H, dd, J=8.3, 

1.4Hz), 4.35 (2H, s), 2.05-1.90 (1H, m), 

1.00-0.85 (2H, m), 0.70-0.60 (2H, m) 

MS(ESI, m/z) = 369(M+H)+ 

16-9 

I 
°v^5s 

II 1 F O 
TV^VY^1OH 
H \ 

1 H-NMR (DMSO-d6) 5 ppm:11.19 (1H, s), 

7.60-7.25 (6H, m), 7.19 (1H, d, J=8.6Hz), 

7.00-6.85 (3H, m), 6.62 (1H, dd, J=8.6, 

2.3Hz), 4.17 (2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 376 (M+H)+ 

16-10 

o r"\A °TX VN oH 
1 H-NMR (DMSO-d6) 5 ppm:11.16(1 H, s), 

7.90-7.75 (2H, m), 7.65-7.45 (2H, m), 

7.40-7.30 (3H, m), 7.25-7.15 (1H, m), 6.87 

(1H, d, J=2.2Hz), 6.63 (1H, dd, J=8.7, 

2.2Hz), 4.35 (2H, s), 3.77 (3H, s), 2.64 (2H, 

q, J=7.7Hz), 1.18 (3H, t, J=7.7Hz) 

MS(ESI, m/z) = 387 (M+H)+ 

[0453] 
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[H116] 

Ex. No. Strc Physical data 

16-11 
^N. Jl. 
i OH 

H \ kjJ 

N=' 

1 H-NMR (DMSO-d6) 6 ppm:13.30-13.00 (1H, br), 

11.39 (1H, s), 8.90-8.80 (1H, m), 8.60-8.50 (2H, m), 

7.90-7.80 (2H, m), 7.60-7.52 (1H, m), 7.49 (1H, d, 

J=8.7Hz), 6.87 (1H, d, J=2.2Hz), 6.68 (1H, dd, J=8.7, 

2.2Hz), 4.35 (2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 378 (M+H)+ 

16-12 

X
 

0̂
0
 

/̂
Z

 —
o 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.70 (1H, br), 

11.10 (1H, s), 7.90-7.65 (4H, m), 7.50-7.25 (4H, m), 

7.20 (1H, s), 6.86 (1H, s), 4.34 (2H, s), 3.81 (3H, s), 

2.16 (3H, s) 

MS(ESI, m/z) = 373 (M+H)+ 

16-13 

\Q ? 

^ N JL T OH 
H A 

1 H-NMR (DMSO-d6) 6 ppm:11.39 (1H, s), 7.90-7.70 

(4H, m), 7.55-7.30 (5H, m), 7.02 (1H, s), 4.34 (2H, s), 

3.86 (3H, s) 

MS(ESI, m/z) = 393(M+H)+ 

16-14 

\o 

Tfi r^°H 
H A 

1 H-NMR (DMSO-d6) 5 ppm:11.34 (1H, s), 8.55-8.50 

(1H, m), 8.40-8.20 (1H, m), 8.00-7.95 (1H, m), 

7.90-7.80 (2H, m), 7.55-7.45 (1H, m), 7.43 (1H, d, 

J=8.8Hz), 6.88 (1H, d, J=2.3Hz), 6.67 (1H, dd, J=8.8, 

2.3Hz), 4.37 (2H, s), 3.87 (3H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 390 (M+H)+ 

16-15 

o r\A °^Ql \J\ OH 
1 H-NMR (DMSO-d6) 8 ppm:13.30-13.00 (1H, br), 

11.33 (1H, s), 8.45-8.35 (1H, m), 8.25-8.15 (1H, m), 

7.90-7.75 (3H, m), 7.70-7.60 (1H, m), 7.55-7.45 (1H, 

m), 7.42 (1H, d, J=8.7Hz), 6.87 (1H, d, J=2.3Hz), 

6.66 (1H, dd, J=8.7, 2.3Hz), 4.35 (2H, s), 3.77 (3H, 

s) 

MS(ESI, m/z) = 384 (M+H)+ 

[0454] 
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[H117] 

Ex. No. Strc Physical data 

16-16 

o 

—
o 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.80 (1H, 

br), 11.30 (1H, s), 7.90-7.70 (4H, m), 7.50-7.30 

(4H, m), 7.28 (1H, d, J=12.1Hz), 7.02 (1H, d, 

J=7.3Hz), 4.33 (2H, s), 3.85 (3H, s) 

MS(ESI, m/z) = 377 (M+H)+ 

16-17 
X

 
o 

° 

—
o 1 H-NMR (DMSO-d6) 5 ppm:11.16 (1H, s), 

7.90-7.75 (2H, m), 7.65-7.45 (2H, m), 

7.40-7.25 (3H, m), 7.20-7.10 (1H, m), 6.87 

(1H, d, J=2.2Hz), 6.64 (1H, dd, J=8.7, 2.2Hz), 

4.35 (2H, s), 3.77 (3H, s), 2.58 (2H, t, 

J=7.6Hz), 1.65-1.50 (2H, m), 0.87 (3H, t, 

J=7.4Hz) 

MS(ESI, m/z) = 401 (M+H)+ 

16-18 

I °Y^. 
VWV°H 

N-K IL JL HA ^-F 

1 H-NMR (DMSO-d6) 5 ppm:13.20-13.05 (1H, 

br), 11.17 (1H, s), 7.65-7.10 (9H, m), 6.88 (1H, 

d, J=2.2Hz), 6.62 (1H, dd, J=8.5, 2.2Hz), 4.21 

(2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 376 (M+H)+ 

16-19 H \ 

1 H-NMR (DMSO-d6) 5 ppm:11.19 (1H, s), 

7.60-7.25 (7H, m), 7.22 (1H, d, J=8.7Hz), 

7.15-7.00 (1H, br), 6.89 (1H, d, J=2.1Hz), 6.63 

(1H, dd, J=8.7, 2.1Hz), 4.25 (2H, s), 3.78 (3H, 

s) 

MS(ESI, m/z) = 376 (M+H)+ 

16-20 

X
 

O 
°
 

—
O

 1 H-NMR (DMSO-d6) 5 ppm:11.28 (1H, s), 

7.90-7.70 (3H, m), 7.38 (1H, d, J=8.7Hz), 

7.30-7.20 (1H, m), 6.87 (1H, dd, J=3.4, 0.5Hz), 

6.85 (1H, d, J=2.2Hz), 6.70-6.55 (2H, m), 4.46 

(2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 349(M+H)+ 

[0455] 
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[H118] 

Ex. No. Strc Physical data 

16-21 

N-A. N JL. YVV Y^OH 
H \ LJ 

VS 

1 H-NMR (DMSO-d6) 5 ppm:13.35-12.90 (1H, 

br), 11.14 (1H, s), 8.14 (1H, dd, J=3.0, 1.3Hz), 

7.90-7.75 (2H, m), 7.68 (1H, dd, J=5.1, 3.0Hz), 

7.59 (1H, dd, J=5.1, 1.3Hz), 7.42 (1H, d, 

J=8.1 Hz), 7.40-7.30 (1H, m), 7.15 (1H, s), 6.81 

(1H, dd, J=8.1, 1.1 Hz), 4.38 (2H, s), 2.39 (3H, s) 

MS(ESI, m/z) = 349 (M+H)+ 

16-22 

| o- O °YS CN °H 1 H-NMR (DMSO-d6) 5 ppm:11.06 (1H, s), 

7.90-7.65 (4H, m), 7.55-7.25 (4H, m), 7.02 (1H, 

s), 6.89 (1H, s), 4.36 (2H, s), 3.78 (3H, s), 3.69 

(3H, s) 

MS(ESI, m/z) = 389 (M+H)+ 

16-23 

o 
C|\J. FirA Y^i OH 

1 H-NMR (DMSO-d6) 5 ppm:11.33 (1H, s), 

7.90-7.70 (4H, m), 7.55-7.30 (5H, m), 7.24 (1H, 

s), 4.38 (2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 393 (M+H)+ 

16-24 

°A °H 

s 

1 H-NMR (DMSO-d6) 5 ppm:11.04 (1H, s), 8.02 

(1H, dd, J=3.0, 1.2Hz), 7.90-7.75 (2H, m), 7.65 

(1H, dd, J=5.0, 3.0Hz), 7.54 (1H, dd, J=5.0, 

1,2Hz), 7.40-7.25 (2H, m), 6.83 (1H, s), 4.35 

(2H, s), 3.81 (3H, s), 2.19 (3H, s) 

MS(ESI, m/z) = 379 (M+H)+ 

16-25 

o r"\A °XX y~N OH 
1 H-NMR (DMSO-d6) 5 ppm:13.20-12.90 (1H, s), 

11.07 (1H, s), 7.90-7.60 (4H, m), 7.55-7.30 (5H, 

m), 6.82 (1H, d, J=2.3Hz), 6.54 (1H, dd, J=8.8, 

2.3Hz), 4.62 (1H, q, J=7.3Hz), 3.74 (3H, s), 1.78 

(3H, d, J=7.3Hz) 

MS(ESI, m/z) = 373 (M+H)+ 

[0456] 
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[H119] 

Ex. No. Strc Physical data 

16-26 

1 H-NMR (DMSO-d6) 5 ppm:12.95-12.80 (1H, 

br), 11.26 (1H, s), 7.85-7.75 (1H, m), 7.60-7.25 

(7H, m), 7.21 (1H, d, J=8.7Hz), 6.90 (1H, d, 

J=2.2Hz), 6.63 (1H, dd, J=8.7, 2.2Hz), 4.21 

(2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 376 (M+H)+ 

16-27 

I 
ll 1 ci 0 
TKYVOH 

H \ 

1 H-NMR (DMSO-d6) 5 ppm:13.60-13.20 (1H, 

br), 11.28 (1H, s), 7.60-7.15 (7H, m), 7.14 (1H, 

d, J=8.6Hz), 7.10-6.95 (1H, m), 6.91 (1H, d, 

J=2.1 Hz), 6.62 (1H, dd, J=8.6, 2.1Hz), 4.25 

(2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 392 (M+H)+ 

16-28 
N. A. 

\ 1 OH N—^ U J 
H A 

S 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.90 (1H, 

br), 11.25 (1H, s), 8.20-8.10 (1H, m), 7.90-7.80 

(2H, m), 7.68 (1H, dd, J=5.0, 3.0Hz), 7.60-7.55 

(1H, m), 7.45-7.35 (2H, m), 6.99 (1H, d, 

J=7.3Hz), 4.34 (2H, s), 3.85 (3H, s) 

MS(ESI, m/z) = 383 (M+H)+ 

16-29 

If 

\) VNV^OH N-K H K^> 

s 

1 H-NMR (DMSO-d6) 5 ppm:11.33(1 H, s), 8.15 

(1H, dd, J=2.9, 1.2Hz), 7.90-7.80 (2H, m), 7.69 

(1H, dd, J=5.0, 2.9Hz), 7.63 (1H, s), 7.57 (1H, 

dd, J=5.0, 1.2Hz), 7.45-7.35 (1H, m), 6.99(1 H, 

s), 4.36 (2H, s), 3.86 (3H, s) 

MS(ESI, m/z) = 399(M+H)+ 

16-30 

o' 

T yy Y^OH 

1 H-NMR (CDCI3) 5 ppm:13.40-12.70 (1H, br), 

11.29 (1H, s), 7.90-7.65 (4H, m), 7.55-7.30 

(4H, m), 7.24 (1H, d, J=8.5Hz), 7.16 (1H, d, 

J=11.6Hz), 4.37 (2H, s), 3.78 (3H, s), 

MS(ESI, m/z) = 377 (M+H)+ 

[0457] 
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[H120] 

Ex. No. Strc Physical data 

16-31 

£ 
o 

N-~\ OH 

1H-NMR (DMSO-d6) 5 ppm:11.17(1 H, s), 

7.65-7.25 (7H, m), 6.98 (1H, s), 6.88 (1H, d, 

J=2.2Hz), 6.65 (1H, dd, J=8.6, 2.2Hz), 4.27 

(2H, s), 3.78 (3H, s) 

MS(ESI, m/z) = 364 (M+H)+ 

16-32 

o X 
TV/VNV4° 

)~\ 

1 H-NMR (DMSO-d6) 5 ppm:13.00-12.85 

(1H, s), 11.43 (1H, s), 8.19 (1H, s), 

7.65-7.25 (6H, m), 7.05 (1H, d, J=7.4Hz), 

4.51 (2H, s), 3.87 (3H, s) 

MS(ESI, m/z) = 383 (M+H)+ 

16-33 

O F*\A °X*l VN OH 
1 H-NMR (DMSO-d6) 5 ppm:10.56 (1H, s), 

7.85-7.70 (2H, m), 7.30-7.15 (2H, m), 6.78 

(1H, d, J=2.3Hz), 6.55 (1H, dd, J=8.6, 

2.3Hz), 4.17 (2H, s), 3.73 (3H, s), 3.10-2.95 

(1H, m), 1.75-1.50 (2H, m), 1.22 (3H, d, 

J=7.0Hz), 0.70 (3H, t, J=7.4Hz) 

MS(ESI, m/z) = 339 (M+H)+ 

16-34 
T fY Y^OH 
N-K ll J H A 

N=/ 

1 H-NMR (DMSO-d6) 5 ppm:11.43 (1H, s), 

9.00-8.90 (1H, m), 8.60-8.50 (1H, m), 

8.40-8.25 (1H, m), 7.95-7.80 (2H, m), 

7.60-7.40 (2H, m), 7.37 (1H, d, J=11.8Hz), 

7.03 (1H, d, J=7.3Hz), 4.32 (2H, s), 3.86 

(3H, s) 

MS(ESI, m/z) = 378 (M+H)+ 

16-35 

1 H-NMR (DMSO-d6) 5 ppm:10.60 (1H, s), 

7.85-7.70 (2H, m), 7.30-7.15 (2H, m), 6.78 

(1H, d, J=2.3Hz), 6.54 (1H, dd, J=8.6, 

2.3Hz), 4.17 (2H, s), 3.72 (3H, s), 3.40-3.20 

(1H, m), 1.24 (6H, d, J=7.0Hz) 

MS(ESI, m/z) = 325 (M+H)+ 

[0458] 
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[H121] 

Ex. No. Strc Physical data 

16-36 

1 H-NMR (DMSO-d6) 5 ppm:10.62 (1H, s), 

7.90-7.75 (2H, m), 7.30-7.20 (1H, m), 7.18 

(1H, d, J=8.6Hz), 6.77 (1H, d, J=2.2Hz), 

6.54 (1H, dd, J=8.6, 2.2Hz), 4.18 (2H, s), 

3.73 (3H, s), 2.59 (2H, d, J=7.3Hz), 

2.05-1.85 (1H, m), 0.84 (6H, d, J=6.6Hz) 

MS(ESI, m/z) = 339 (M+H)+ 

16-37 

0' 
C|yl 

- N ^ Tfi N-K ll J HA 

1 H-NMR (DMSO-d6) 5 ppm:13.60-12.80 

(1H, br), 11.34 (1H, s), 7.90-7.70 (3H, m), 

7.55-7.20 (6H, m), 4.22 (2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 411 (M+H)+ 

16-38 

o 
Br\^5v I \-A OH 

1 H-NMR (DMSO-d6) 5 ppm:13.70-12.70 

(1H, br), 11.56 (1H, s), 7.90-7.75 (4H, m), 

7.60-7.30 (6H, m), 7.10 (1H, dd, J=8.5, 

1 8Hz), 4.38 (2H, s) 

16-39 

n ^ ,? °V\ 0 \ 1/ 
x^x_/=//^ °H 

1 H-NMR (DMSO-d6) 5 ppm:11.22 (1H, s), 

8.77 (1H, s), 8.46 (1H, s), 7.82 (1H, s), 

7.60-7.50 (2H, m), 7.50-7.40 (2H, m), 

7.40-7.30 (1H, m), 7.23 (1H, d, J=8.7Hz), 

6.89 (1H, d, J=2.3Hz), 6.62 (1H, dd, J=8.7, 

2.3Hz), 4.24 (2H, s), 3.77 (3H, s) 

MS(ESI, m/z) = 359 (M+H)+ 

16-40 

1 
°T*1 o 
VyVv* NJ Lsr OH 

H /~A 

1 H-NMR (DMSO-d6) 5 ppm:14.20-13.70 

(1H, br), 11.17 (1H, s), 7.75-7.65 (2H, m), 

7.55-7.40 (3H, m), 7.40-7.25 (2H, m), 6.87 

(1H, d, J=2.2Hz), 6.63 (1H, dd, J=8.5, 

2.2Hz), 4.31 (2H, s), 3.77 (3H, s) 

[0459] 
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[H122] 

Ex. No. Strc Physical data 

16-41 

o °2N^ /\-A 
XX OH 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.80 

(1H, br), 12.21 (1H, s), 8.30-8.25 (1H, m), 

7.95-7.80 (5H, m), 7.75-7.35 (5H, m), 4.44 

(2H, s) 

MS(ESI, m/z) = 374 (M+H)+ 

16-42 

JF I 
pifS VN OH 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.70 

(1H, br), 11.70 (1H, s), 7.90-7.75 (4H, m), 

7.67 (1H, s), 7.60-7.30 (5H, m), 4.39 (2H, 

s), 2.45 (3H, d, J=1.0Hz) 

MS(ESI, m/z) = 411 (M+H)+ 

16-43 
VP"1" 

1 H-NMR (DMSO-d6) 5 ppm:10.51 (1H, s), 

7.90-7.70 (2H, m), 7.30-7.15 (2H, m), 6.78 

(1H, d, J=2.2Hz), 6.56 (1H, dd, J=8.6, 

2.2Hz), 4.18 (2H, s), 3.73 (3H, s), 2.85-2.60 

(1H, m), 1.75-1.45 (4H, m), 0.65 (6H, t, 

J=7.4Hz) 

MS(ESI, m/z) = 353 (M+H)+ 

16-44 
^JH 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.60 

(1H, br), 11.08 (1H, s), 7.90-7.65 (4H, m), 

7.50-7.25 (4H, m), 7.20 (1H, s), 7.16 (1H, 

s), 4.35 (2H, s), 2.29 (3H, s), 2.23 (3H, s) 

MS(ESI, m/z) = 357 (M+H)+ 

16-45 

F F F ___ O 

F IA r OH 
1 H-NMR (DMSO-d6) 5 ppm:13.40-12.70 

(1H, br), 11.93 (1H, s), 7.95-7.75 (4H, m), 

7.70-7.35 (6H, m), 4.38 (2H, s) 

MS(ESI, m/z) = 415 (M+H)+ 

[0460] 
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[H123] 

Ex. No. Strc Physical data 

16-46 

F F C| 0 

OH 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.70 

(1H, br), 12.03 (1H, s), 7.95-7.80 (5H, m), 

7.79 (1H, s), 7.60-7.35 (4H, m), 4.40 (2H, s) 

MS(ESI, m/z) = 431 (M+H)+ 

16-47 

Cl-y-k f\X> 
\=N OH 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.80 

(1H, br), 11.61 (1H, s), 7.90-7.75 (4H, m), 

7.55-7.35 (6H, m), 4.35 (2H, s) 

MS(ESI, m/z) = 381 (M+H)+ 

16-48 H A 

F 

1 H-NMR (DMSO-d6) 5 ppm:11.19 (1H, s), 

7.95-7.75 (4H, m), 7.45-7.25 (4H, m), 7.16 

(1H, s), 6.79 (1H, dd, J=8.2, 1.0Hz), 4.33 

(2H, s), 2.38 (3H, s) 

MS(ESI, m/z) = 361(M+H)+ 

16-49 

k?i!SV—^ _N JL 
T OH 

H A ^ 

1 H-NMR (DMSO-d6) 5 ppm:11.34 (1H, s), 

9.05-8.90 (1H, m), 8.60-8.50 (1H, m), 

8.40-8.25 (1H, m), 7.90-7.75 (2H, m), 

7.55-7.30 (3H, m), 7.25-7.15 (1H, m), 6.83 

(1H, dd, J=8.2, 1.1 Hz), 4.35 (2H, s), 2.39 

(3H, s) 

MS(ESI, m/z) = 344(M+H)+ 

16-50 

JcF f^\J FiQi VN 0H 

s 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.75 

(1H, br), 11.80 (1H, s), 8.32 (1H, dd, J=2.9, 

1.3Hz), 7.95-7.80 (2H, m), 7.77 (1H, d, 

J=8.4Hz), 7.74 (1H, dd, J=5.1, 2.9Hz), 

7.70-7.60 (2H, m), 7.50-7.40 (1H, m), 7.28 

(1H, dd, J=8.4, 1.3Hz), 4.45 (2H, s) 

MS(ESI, m/z) = 403 (M+H)+ 

[0461] 
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[H124] 

Ex. No. Strc Physical data 

16-51 

[iT^l S=N OH 

S 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.50 

(1H, br), 11.02 (1H, s), 8.07 (1H, dd, J=3.0, 

1,2Hz), 7.90-7.75 (2H, m), 7.66 (1H, dd, 

J=5.0, 3.0Hz), 7.56 (1H, dd, J=5.0, 1.2Hz), 

7.40-7.25 (2H, m), 7.13 (1H, s), 4.37 (2H, 

s), 2.29 (3H, s), 2.25 (3H, s) 

MS(ESI, m/z) = 363 (M+H)+ 

16-52 

[[^1 y=N OH 

S 

1 H-NMR (DMSO-d6) 5 ppm:13.35-12.95 

(1H, br), 11.55 (1H, s), 8.35-8.25 (1H, m), 

7.90-7.80 (2H, m), 7.71 (1H, dd, J=5.0, 

3.1Hz), 7.65-7.55 (2H, m), 7.50-7.40 (2H, 

m), 4.38 (2H, s) 

MS(ESI, m/z) = 387 (M+H)+ 

16-53 

F 

—s. N JL 
7 OH 

HA Kj? 

1 H-NMR (DMSO-d6) 5 ppm:11.29 (1H, s), 

7.90-7.70 (4H, m), 7.55-7.30 (4H, m), 7.22 

(1H, d, J=6.5 Hz), 7.17 (1H, d, J=10.8Hz), 

4.33 (2H, s), 2.31 (3H, d, J=1.4 Hz) 

MS(ESI, m/z) = 361(M+H)+ 

16-54 

F 

^.N A. 
T OH 

H A 

F 

1 H-NMR (DMSO-d6) 5 ppm:11.29 (1H, s), 

7.95-7.75 (4H, m), 7.45-7.15 (5H, m), 4.30 

(2H, s), 2.30 (3H, d, J=1.4Hz) 

MS(ESI, m/z) = 379(M+H)+ 

16-55 

F F /? 
F iCl r OH 

N=/ 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.70 

(1H, br), 12.00 (1H, s), 9.10-9.00 (1H, m), 

8.70-8.60 (1H, m), 8.45-8.35 (1H, m), 

7.90-7.65 (4H, m), 7.60-7.45 (2H, m), 7.29 

(1H, dd, J=8.6, 1.3Hz), 4.41 (2H, s) 

MS(ESI, m/z) = 398 (M+H)+ 

[0462] 
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[H125] 

Ex. No. Strc Physical data 

16-56 

F 

4VYT^OH 
H Kj? 

s 

1 H-NMR (DMSO-d6) 5 ppm:11.23 (1H, s), 

8.19 (1H, dd, J=3.0, 1.3Hz), 7.90-7.75 (2H, 

m), 7.68 (1H, dd, J=5.0, 3.0Hz), 7.60 (1H, 

dd, J=5.0, 1.3Hz), 7.45-7.35 (1H, m), 7.29 

(1H, d, J=10.7Hz), 7.19 (1H, d, J=6.6Hz), 

4.35 (2H, s), 2.31 (3H, d, J=1 4Hz) 

MS(ESI, m/z) = 367(M+H)+ 

16-57 

F 

„N A. ^<1 T OH 
H A 

N=/ 

1 H-NMR (DMSO-d6) 5 ppm:11.44 (1H, s), 

9.00-8.95 (1H, m), 8.65-8.50 (1H, m), 

8.40-8.30 (1H, m), 7.90-7.75 (2H, m), 

7.55-7.40 (2H, m), 7.30-7.20 (2H, m), 4.32 

(2H, s), 2.31 (3H, d, J=1.5Hz) 

MS(ESI, m/z) = 362(M+H)+ 

16-58 

^3H 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.80 

(1H, br), 11.23 (1H, s), 9.00-8.90 (1H, m), 

8.60-8.50 (1H, m), 8.35-8.20 (1H, m), 

7.90-7.75 (2H, m), 7.55-7.35 (2H, m), 7.28 

(1H, s), 7.18 (1H, s), 4.34 (2H, s), 2.30 (3H, 

s), 2.24 (3H, s) 

MS(ESI, m/z) = 358 (M+H)+ 

16-59 

ci^^L f\y 
\=N OH 

1 H-NMR (DMSO-d6) 6 ppm:13.40-12.80 

(1H, br), 11.39 (1H, s), 7.90-7.70 (4H, m), 

7.55-7.25 (6H, m), 4.36 (2H, s), 2.34 (3H, s) 

MS(ESI, m/z) = 377 (M+H)+ 

16-60 

r 
TVYT^0H 
HA 

F 

1 H-NMR (DMSO-d6) 6 ppm:11.15 (1H, s), 

7.90-7.75 (4H, m), 7.45-7.25 (4H, m), 6.84 

(1H, d, J=2.2Hz), 6.61 (1H, dd, J=8.7, 

2.2Hz), 4.31 (2H, s), 4.02 (2H, q, J=7.0Hz), 

1.34 (3H, t, J =7.0 Hz) 

MS(ESI, m/z) = 391(M+H)+ 

[0463] 



WO 2011/013623 204 PCT/JP2010/062532 

[H126] 

Ex. No. Strc Physical data 

16-61 

r 
SVYA 

H V— 
s 

1 H-NMR (DMSO-d6) 5 ppm:11.10 (1H, s), 8.08 (1H, 

dd, J=3.0, 1.2Hz), 7.90-7.75 (2H, m), 7.66 (1H, dd, 

J=5.1, 3.0Hz), 7.57 (1H, dd, J=5.1, 1.2Hz), 7.45-7.30 

(2H, m), 6.83 (1H, d, J=2.2Hz), 6.63 (1H, dd, J=8.8, 

2.2Hz), 4.37 (2H, s), 4.02 (2H, q, J=7.0Hz), 1.35 (3H, t, 

J=7.0Hz) 

MS(ESI, m/z) = 379(M+H)+ 

16-62 
A \ If V V^OH N-K H \ 

F 

1 H-NMR (DMSO-d6) 5 ppm:11.17 (1H, s), 7.95-7.75 

(4H, m), 7.40-7.25 (4H, m), 7.07 (1H, s), 6.70 (1H, dd, 

J=8.3, 1.5Hz), 4.32 (2H, s), 2.05-1.90 (1H, m), 

1.00-0.85 (2H, m), 0.70-0.55 (2H, m) 

MS(ESI, m/z) = 387(M+H)+ 

16-63 

O 1 H-NMR (DMSO-d6) 5 ppm:10.57 (1H, s), 7.90-7.70 

(2H, m), 7.30-7.15 (2H, m), 6.77 (1H, d, J=2.2Hz), 6.54 

(1H, dd, J=8.6, 2.2Hz), 4.17 (2H, s), 3.72 (3H, s), 

2.05-1.55 (8H, m) 

MS(ESI, m/z) = 351 (M+H)+ 

16-64 

r 
^XYNY^OH 

H A 

N=/ 

1H-NMR (DMSO-d6) 5 ppm:13.50-12.80 (1H, br), 

11.32 (1H, s), 9.00-8.90 (1H, m), 8.60-8.50 (1H, m), 

8.35-8.25 (1H, m), 7.90-7.75 (2H, m), 7.55-7.40 (2H, 

m), 7.37 (1H, d, J=8.6Hz), 6.86 (1H, d, J=2.2Hz), 6.64 

(1H, dd, J=8.7, 2.2Hz), 4.34 (2H, s), 4.03 (2H, q, 

J=6.9Hz), 1.35 (3H, t, J=6.9Hz) 

MS(ESI, m/z) = 374(M+H)+ 

16-65 
^ A \ // Y 'V^OH N-K H A 

s 

1 H-NMR (DMSO-d6) 5 ppm:11.13 (1H, s), 8.13 (1H, 

dd, J=3.0, 1.2Hz), 7.95-7.75 (2H, m), 7.68 (1H, dd, 

J=5.1, 3.0Hz), 7.58 (1H, dd, J=5.1, 1.2Hz), 7.45-7.30 

(2H, m), 7.05 (1H, s), 6.72 (1H, dd, J=8.4, 1.3Hz), 4.37 

(2H, s), 2.05-1.90 (1H, m), 1.00-0.85 (2H, m), 

0.70-0.55 (2H, m) 

MS(ESI, m/z) = 375(M+H)+ 

[0464] 
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[H127] 

Ex. No. Strc Physical data 

I 
1H-NMR (DMSO-d6) 5 ppm:13.50-12.80 (1H, br), 

n O 
11.27 (1H, s), 9.05-8.95 (1H, m), 8.60-8.50 (1H, m), 

16 -66 
N on 

H A 

N=/ 

,N>. -J ^OH 8.40-8.25 (1H, m), 7.90-7.80 (2H, m), 7.60-7.35 (2H, 

m), 7.30 (1H, s), 6.86 (1H, s), 4.34 (2H, s), 3.82 (3H, 

s), 2.18 (3H, s) 

MS(ESI, m/z) = 374 (M+H)+ 

1 H-NMR (DMSO-d6) 5 ppm:11.33 (1H, s), 9.00-8.90 

(1H, m), 8.60-8.50 (1H, m), 8.40-8.25 (1H, m), 

16 -67 N-? H A 
f~\ N=/ 

o 
O 

•^OH 
7.90-7.75 (2H, m), 7.55-7.30 (3H, m), 7.15-7.05 (1H, 

m), 6.73 (1H, dd, J=8.3, 1.4Hz), 4.34 (2H, s), 

2.05-1.95 (1H, m), 1.00-0.85 (2H, m), 0.70-0.60 (2H, 

m) 

MS(ESI, m/z) = 370(M+H)+ 

F 

rS O 

1H-NMR (DMSO-d6) 5 ppm:13.40-12.90 (1H, br), 

11.27 (1H, s), 7.95-7.70 (4H, m), 7.55-7.30 (4H, m), 

16 -68 N-^ 
H \ V •^OH 

7.18 (1H, d, J =11.4Hz), 6.93 (1H, d, J=6.5 Hz), 4.33 

(2H, s), 2.15-2.00 (1H, m), 1.05-0.90 (2H, m), 
N-^ 
H \ 

0.75-0.60 (2H, m) 

MS(ESI, m/z) = 387(M+H)+ 

O 1H-NMR (DMSO-d6) 5 ppm:13.20-12.70 (1H, br), 
I 

OH 
10.40 (1H, s), 7.90-7.70 (2H, m), 7.17 (1H, d, 

If = N OH 
J=8.6Hz), 7.10-7.00 (1H, m), 6.84 (1H, d, J=2.3Hz), 

16 -69 N—^ 
H \ 

6.56 (1H, dd, J=8.6, 2.3Hz), 4.35 (2H, s), 3.74 (3H, N—^ 
H \ 

s), 1.65 (2H, q, J=7.4Hz), 1.32 (6H, s), 0.59 (3H, t, 

J=7.4Hz) 

MS(ESI, m/z) = 353 (M+H)+ 

Clv 

J 
1H-NMR (DMSO-d6) 5 ppm:13.40-12.90 (1H, br), 

Clv 

J ,N_ 0 
O 11.56 (1H, s), 9.00-8.95 (1H, m), 8.65-8.55 (1H, m), 

16 -70 XX1 ,N_ 0 ^OH 8.40-8.30 (1H, m), 7.90-7.80 (2H, m), 7.60-7.35 (4H, 
H \ 
A 

,N_ 0 
m), 4.35 (2H, s), 2.35 (3H, s) 

N=/ MS(ESI, m/z) = 378 (M+H)+ 

[0465] 
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[H128] 

Ex. No. Strc Physical data 

16-71 

1H-NMR (DMSO-d6) 5 ppm:10.59 (1H, s), 

7.85-7.70 (2H, m), 7.30-7.15 (2H, m), 6.76 

(1H, d, J=2.2Hz), 6.54 (1H, dd, J=8.6, 2.2Hz), 

4.17 (2H, s), 3.72 (3H, s), 3.00-2.85 (1H, m), 

1.85-1.10 (10H, m) 

MS(ESI, m/z) = 365 (M+H)+ 

16-72 

°H 1H-NMR (DMSO-d6) 5 ppm:10.33 (1H, s), 

7.90-7.70 (2H, m), 7.30-7.20 (1H, m), 7.17 

(1H, d, J=8.6Hz), 6.72 (1H, d, J=2.2Hz), 6.53 

(1H, dd, J=8.6, 2.2Hz), 4.25 (2H, s), 3.71 (3H, 

s), 2.25-2.05 (1H, m), 1.00-0.70 (4H, m) 

MS(ESI, m/z) = 323 (M+H)+ 

16-73 

0 

VY^ v °" 
F 

1H-NMR (DMSO-d6) 5 ppm:13.40-12.80 (1H, 

br), 11.51 (1H, s), 7.95-7.75 (4H, m), 7.60-6.95 

(7H, m), 6.82 (1H, dd, J=8.6, 2.1Hz), 4.38 (2H, 

s) 

MS(ESI, m/z) = 395 (M+H)+ 

16-74 

A F 

XTTN/OH 
H A 

F 

1H-NMR (DMSO-d6) 5 ppm:13.50-12.80 (1H, 

br), 11.28 (1H, s), 7.95-7.80 (4H, m), 7.50-7.25 

(3H, m), 7.20 (1H, d, J=11.3Hz), 6.92 (1H, d, 

J=6.5Hz), 4.29 (2H, s), 2.15-2.00 (1H, m), 

1.05-0.90 (2H, m), 0.75-0.60 (2H, m) 

MS(ESI, m/z) = 405(M+H)+ 

16-75 

A F 

N—? 
H Nv 

S 

1H-NMR (DMSO-d6) 5 ppm:13.40-12.90 (1H, 

br), 11.22 (1H, s), 8.20 (1H, dd, J=3.0, 1.2Hz), 

7.90-7.75 (2H, m), 7.69 (1H, dd, J=5.1, 3.0Hz), 

7.58 (1H, dd, J=5.1, 1.2Hz), 7.50-7.35 (1H, m), 

7.31 (1H, d, J=11.2Hz), 6.90 (1H, d, J=6.4Hz), 

4.35 (2H, s), 2.15-2.00 (1H, m), 1.05-0.90 (2H, 

m), 0.75-0.60 (2H, m) 

MS(ESI, m/z) = 393(M+H)+ 

[0466] 
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[H129] 

Ex. No. Strc Physical data 

16-76 

A F 

H \ 'sy 

1H-NMR (DMSO-d6) 5 ppm:13.40-12.90 (1H, 

br), 11.42 (1H, s), 9.00-8.90 (1H, m), 8.60-8.50 

(1H, m), 8.40-8.30 (1H, m), 7.90-7.80 (2H, m), 

7.55-7.40 (2H, m), 7.27 (1H, d, J=11.3Hz), 

6.95 (1H, d, J=6.5 Hz), 4.32 (2H, s), 2.15-2.00 

(1H, m), 1.05-0.90 (2H, m), 0.75-0.60 (2H, m) 

MS(ESI, m/z) = 388(M+H)+ 

16-77 

£X 
Y'N'Y^'OH «NyXJ 

1H-NMR (DMSO-d6) 5 ppm:13.50-12.70 (1H, 

br), 11.27 (1H, s), 7.90-7.70 (4H, m), 7.55-7.30 

(4H, m), 7.27 (1H, d, J=12.0Hz), 7.00 (1H, d, 

J=7.4Hz), 4.32 (2H, s), 4.09 (2H, q, J=6.9Hz), 

1.38 (3H, t, J=6.9Hz) 

MS(ESI, m/z) = 391(M+H)+ 

16-78 

A rv° vS w OH 
1H-NMR (DMSO-d6) 5 ppm:13.50-12.70 (1H, 

br), 11.05 (1H, s), 7.90-7.65 (4H, m), 7.55-7.25 

(4H, m), 7.14 (1H, s), 6.96 (1H, s), 4.37 (2H, 

s), 3.71 (3H, s), 2.23 (3H, s) 

MS(ESI, m/z) = 373 (M+H)+ 

16-79 
IO VNY^0H 

H~V U 
s 

1H-NMR (DMSO-d6) 5 ppm:13.50-12.80 (1H, 

br), 11.22 (1H, s), 8.15 (1H, dd, J=3.0, 1.3Hz), 

7.90-7.75 (2H, m), 7.68 (1H, dd, J=5.1, 3.0Hz), 

7.57 (1H, dd, J=5.1, 1.3Hz), 7.50-7.35 (2H, m), 

6.98 (1H, d, J=7.3Hz), 4.34 (2H, s), 4.09 (2H, 

q, J=7.0Hz), 1.38 (3H, t, J=7.0Hz) 

MS(ESI, m/z) = 397(M+H)+ 

16-80 
YN-—.N A. \ //T OH 
H A 

F 

1 H-NMR (DMSO-d6) 5 ppm:11.28 (1H, s), 

7.95-7.80 (4H, m), 7.45-7.25 (4H, m), 6.99 

(1H, d, J=7.5Hz), 4.28 (2H, s), 4.08 (2H, q, 

J=7.0Hz), 1.37 (3H, t, J=7.0Hz) 

MS(ESI, m/z) = 409(M+H)+ 

[0467] 
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[H130] 

Ex. No. Strc Physical data 

16-81 

r°A ! 
T f YNV^OH 
N-\ H A 

N=/ 

1 H-NMR (DMSO-d6) 8 ppm:11.43 (1H, s), 

9.00-8.90 (1H, m), 8.60-8.50 (1H, m), 

8.40-8.30 (1H, m), 7.90-7.80 (2H, m), 

7.55-7.40 (2H, m), 7.37 (1H, d, J=12.0Hz), 

7.01 (1H, d, J=7.4Hz), 4.31 (2H, s), 4.10 

(2H, q, J=7.0Hz), 1.38 (3H, t, J=7.0Hz) 

MS(ESI, m/z) = 392(M+H)+ 

16-82 
X JL / 

1 H-NMR (DMSO-d6) 8 ppm:10.49 (1H, s), 

7.90-7.70 (2H, m), 7.25-7.15 (1H, m), 7.08 

(1H, d, J=8.6Hz), 6.81 (1H, d, J=2.3Hz), 

6.52 (1H, dd, J=8.6, 2.3Hz), 4.18 (2H, s), 

3.72 (3H, s), 2.63 (2H, s), 0.93 (9H, s) 

MS(ESI, m/z) = 353 (M+H)+ 

16-83 

I /=\ P 

'XA r 0H 
1 H-NMR (DMSO-d6) 8 ppm:13.40-12.80 

(1H, br), 11.35 (1H, s), 7.95-7.70 (4H, m), 

7.55-7.25 (5H, m), 7.09 (1H, d, J=10.5Hz), 

4.35 (2H, s), 2.25 (3H, d, J=1.6Hz) 

MS(ESI, m/z) = 361(M+H)+ 

16-84 

r°A i VWN/°H 
H \ 

1 H-NMR (DMSO-d6) 8 ppm:13.40-12.90 

(1H, br), 11.07 (1H, s), 7.90-7.65 (4H, m), 

7.50-7.40 (2H, m), 7.35-7.25 (2H, m), 7.19 

(1H, s), 6.84 (1H, s), 4.33 (2H, s), 4.03 (2H, 

q, J=7.0Hz), 2.16 (3H, s), 1.38 (3H, t, 

J=7.0Hz) 

MS(ESI, m/z) = 387 (M+H)+ 

16-85 
Tnr Y^°H 

N-4 Ll J H A 

F 

1 H-NMR (DMSO-d6) 8 ppm:13.40-12.90 

(1H, br), 11.10 (1H, s), 7.90-7.75 (4H, m), 

7.40-7.25 (3H, m), 7.21 (1H, s), 6.84 (1H, 

s), 4.30 (2H, s), 3.80 (3H, s), 2.16 (3H, s) 

MS(ESI, m/z) = 391 (M+H)+ 

[0468] 
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[H131] 

Ex. No. Strc Physical data 

16-86 T/if 
H \ 

S 

1 H-NMR (DMSO-d6) 5 ppm:13.40-13.00 (1H, br), 

11.29 (1H, s), 8.14 (1H, dd, J=2.9, 1.3Hz), 7.90-7.75 

(2H, m), 7.70 (1H, dd, J=5.1, 2.9Hz), 7.57 (1H, dd, 

J=5.1, 1.3Hz), 7.45-7.35 (1H, m), 7.36 (1H, s), 7.32 

(1H, s), 4.41 (2H, s), 3.83 (3H, s) 

MS(ESI, m/z) = 399 (M+H)+ 

16-87 

o" 
CIV^1 O 

, Tf| y OH 
N-K IL ̂  
H \ 

N=/ 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.80 (1H, br), 

11.54 (1H, s), 9.10-9.00 (1H, m), 8.65-8.55 (1H, m), 

8.45-8.30 (1H, m), 7.90-7.80 (2H, m), 7.65-7.45 (2H, 

m), 7.43 (1H, s), 7.31 (1H, s), 4.38 (2H, s), 3.81 (3H, 

s) 

MS(ESI, m/z) = 394 (M+H)+ 

16-88 

N U 
\ // NT "V^OH N-K H A 

—o 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.80 (1H, br), 

11.18 (1H, s), 7.90-7.75 (2H, m), 7.45-7.25 (5H, m), 

7.08 (1H, s), 6.95-6.85 (1H, m), 6.71 (1H, dd, J=8.2, 

1.5Hz), 4.37 (2H, s), 3.76 (3H, s), 2.05-1.90 (1H, m), 

1.00-0.85 (2H, m), 0.70-0.60 (2H, m) 

MS(ESI, m/z) = 399 (M+H)+ 

16-89 

I Cl 0 

°YS VN °H 
1 H-NMR (DMSO-d6) 5 ppm:13.40-12.80 (1H, br), 

10.66 (1H, s), 7.90-7.70 (2H, m), 7.35 (1H, s), 

7.10-7.00 (1H, m), 6.98 (1H, s), 4.36 (2H, s), 3.82 

(3H, s), 1.35 (9H, s) 

MS(ESI, m/z) = 373 (M+H)+ 

16-90 

I r=\ /° 
FN(S VN OH 

s 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.90 (1H, br), 

11.29 (1H, s), 8.14 (1H, dd, J=2.9, 1.3Hz), 7.90-7.75 

(2H, m), 7.68 (1H, dd, J=5.0, 2.9Hz), 7.57 (1H, dd, 

J=5.0, 1.3Hz), 7.50-7.35 (2H, m), 7.06 (1H, d, 

J=10.6Hz), 4.37 (2H, s), 2.27 (3H, d, J=1.5Hz) 

MS(ESI, m/z) = 367 (M+H)+ 

[0469] 
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[H132] 

Ex. No. Strc Physical data 

16-91 

0 

Ll r 0H 

N=/ 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.80 (1H, br), 

11.53 (1H, s), 9.10-8.95 (1H, m), 8.65-8.55 (1H, 

m), 8.45-8.35 (1H, m), 7.90-7.80 (2H, m), 

7.60-7.40 (3H, m), 7.13 (1H, d, J=10.5Hz), 4.35 

(2H, s), 2.27 (3H, d, J=1.5Hz) 

MS(ESI, m/z) = 362 (M+H)+ 

16-92 

f\-{ 
\=N OH 

S 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.90 (1H, br), 

11.35 (1H, s), 8.19 (1H, dd, J=2.9, 1.3Hz), 

7.90-7.80 (2H, m), 7.70 (1H, dd, J=5.1, 3.0Hz), 

7.58 (1H, dd, J=5.1, 1.3Hz), 7.56 (1H, s), 7.45-7.35 

(2H, m), 4.38 (2H, s), 2.36 (3H, s) 

MS(ESI, m/z) = 383 (M+H)+ 

16-93 

/=N OH 

S 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.80 (1H, br), 

11.01 (1H, s), 8.02 (1H, dd, J=3.0, 1.2Hz), 

7.90-7.75 (2H, m), 7.65 (1H, dd, J=5.1, 3.0Hz), 

7.54 (1H, dd, J=5.1, 1.2Hz), 7.40-7.25 (2H, m), 

6.81 (1H, s), 4.35 (2H, s), 4.03 (2H, q, J=7.0Hz), 

2.19 (3H, s), 1.38 (3H, t, J=7.0Hz) 

MS(ESI, m/z) = 393 (M+H)+ 

16-94 

F 

y v^rf 
H \ 

1 H-NMR (DMSO-d6) 5 ppm:13.60-12.60 (1H, br), 

11.80 (1H, s), 9.10-9.00 (1H, m), 8.70-8.55 (1H, 

m), 8.50-8.35 (1H, m), 7.95-7.80 (2H, m), 7.62 (1H, 

d, J=10.3Hz), 7.60-7.45 (3H, m), 4.34 (2H, s) 

MS(ESI, m/z) = 382 (M+H)+ 

16-95 

I Cl r \ ° 
/V-4 xx OH 1 H-NMR (DMSO-d6) 5 ppm:10.61 (1H, s), 

7.95-7.85 (2H, m), 7.37 (1H, s), 7.15-7.00 (1H, m), 

6.99 (1H, s), 4.36 (2H, s), 3.83 (3H, s), 1.65 (2H, q, 

J=7.5Hz), 1.32 (6H, s), 0.58 (3H, t, J=7.5Hz) 

MS(ESI, m/z) = 387 (M+H)+ 

[0470] 
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[H133] 

Ex. No. Strc Physical data 

16-96 

I n=\ ° 
OH 

1 H-NMR (DMSO-d6) 5 ppm:13.40-12.80 

(1H, br), 10.35 (1H, s), 7.90-7.65 (2H, m), 

7.15-6.95 (3H, m), 4.36 (2H, s), 2.26 (3H, 

s), 2.19 (3H, s), 1.34 (9H, s) 

MS(ESI, m/z) = 337 (M+H)+ 

16-97 

°xS °H 1 H-NMR (DMSO-d6) 5 ppm:10.57 (1H, s), 

7.90-7.70 (2H, m), 7.20-7.05 (2H, m), 6.98 

(1H, d, J=7.5Hz), 4.36 (2H, s), 3.81 (3H, s), 

1.35 (9H, s) 

MS(ESI, m/z) = 357 (M+H)+ 

16-98 
°xs VN °H 

1H-NMR (DMSO-d6) 5 ppm:10.36 (1H, s), 

7.90-7.70 (2H, m), 7.10-6.95 (2H, m), 6.82 

(1H, s), 4.34 (2H, s), 3.77 (3H, s), 2.13 (3H, 

s), 1.34 (9H, s) 

MS(ESI, m/z) = 353 (M+H)+ 

16-99 

A o 

]Qi \JT^OH 

1 H-NMR (DMSO-d6) 5 ppm:10.44 (1H, s), 

7.85-7.65 (2H, m), 7.14 (1H, d, J=8.2Hz), 

7.05-6.95 (2H, m), 6.64 (1H, dd, J=8.2, 

1.5Hz), 4.37 (2H, s), 2.00-1.85 (1H, m), 

1.36 (9H, s), 0.95-0.85 (2H, m), 0.65-0.55 

(2H, m) 

MS(ESI, m/z) = 349 (M+H)+ 

16-100 

A 1 /=\ 0 

]fS OH 
1 H-NMR (DMSO-d6) 5 ppm:11.08 (1H, s), 

7.90-7.65 (4H, m), 7.55-7.25 (4H, m), 7.21 

(1H, s), 7.00 (1H, s), 4.34 (2H, s), 2.39 (3H, 

s), 2.00-1.85 (1H, m), 1.00-0.85 (2H, m), 

0.60-0.50 (2H, m) 

MS(ESI, m/z) = 383 (M+H)+ 

[0471] 
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[H134] 

Ex. No. Strc Physical data 

16-101 

1 H-NMR (DMS0-d6) 5 ppm:11.24 (1H, s), 

8.95-8.90 (1H, m), 8.60-8.50 (1H, m), 8.35-8.20 

(1H, m), 7.90-7.80 (2H, m), 7.55-7.35 (2H, m), 

7.29 (1H, s), 7.01 (1H, s), 4.33 (2H, s), 2.40 

(3H, s), 2.05-1.85 (1H, m), 1.00-0.85 (2H, m), 

0.65-0.50 (2H, m) 

MS(ESI, m/z) = 384 (M+H)+ 

16-102 

1 H-NMR (DMSO-d6) 5 ppm:11.03 (1H, s), 8.08 

(1H, dd, J=3.0, 1.2Hz), 7.90-7.75 (2H, m), 7.66 

(1H, dd, J=5.1, 3.0Hz), 7.55 (1H, dd, J=5.1, 

1.2Hz), 7.40-7.25 (2H, m), 6.97 (1H, s), 4.36 

(2H, s), 2.41 (3H, s), 2.00-1.85 (1H, m), 

1.00-0.85 (2H, m), 0.60-0.50 (2H, m) 

MS(ESI, m/z) = 389 (M+H)+ 

16-103 

1 H-NMR (DMSO-d6) 5 ppm:13.50-12.70 (1H, 

br), 11.07 (1H, s), 7.90-7.75 (4H, m), 7.40-7.25 

(3H, m), 7.21 (1H, s), 6.83 (1H, s), 4.29 (2H, s), 

4.02 (2H, q, J=7.0Hz), 2.16 (3H, s), 1.38 (3H, t, 

J=7.0Hz) 

MS(ESI, m/z) = 405 (M+H)+ 

16-104 

1 H-NMR (DMSO-d6) 6 ppm:10.43 (1H, s), 

7.90-7.70 (2H, m), 7.14 (1H, d, J=8.6Hz), 

7.10-7.00 (1H, m), 6.82 (1H, d, J=2.2Hz), 6.53 

(1H, dd, J=8.6, 2.2Hz), 4.36 (2H, s), 3.98 (2H, 

q, J=7.0Hz), 1.36 (9H, s), 1.33 (3H, t, J=7.0Hz) 

MS(ESI, m/z) = 353 (M+H)+ 

16-105 

1 H-NMR (DMSO-d6) 5 ppm:11.21 (1H, s), 

8.50-8.40 (1H, m), 7.90-7.75 (3H, m), 7.45-7.30 

(3H, m), 6.99 (1H, dd, J=1.9, 0.7Hz), 4.35 (2H, 

s), 3.84 (3H, s) 

MS(ESI, m/z) = 383 (M+H)+ 

[0472] 
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[H135] 

Ex. No. Strc Physical data 

16-106 

I Cl 0 °xS CN °H 
1 H-NMR (DMSO-d6) 6 ppm:10.80 (1H, s), 

7.90-7.75 (2H, m), 7.42 (1H, s), 7.30-7.20 

(1H, m), 6.93 (1H, s), 4.16 (2H, s), 3.81 (3H, 

s), 2.60 (2H, d, J=7.3Hz), 2.05-1.85 (1H, 

m), 0.84 (6H, d, J=6.6Hz) 

MS(ESI, m/z) = 373 (M+H)+ 

16-107 

Y
 Cx 

^ 
—

O
 1 H-NMR (DMSO-d6) 5 ppm:10.76 (1H, s), 

7.90-7.75 (2H, m), 7.46 (1H, s), 7.35-7.20 

(1H, m), 6.92 (1H, s), 4.17 (2H, s), 3.81 (3H, 

s), 3.15-2.95 (1H, m), 1.70-1.50 (2H, m), 

1.21 (3H, d, J=6.9Hz), 0.69 (3H, t, J=7.4Hz) 

MS(ESI, m/z) = 373 (M+H)+ 

16-108 

o" 

JL T y^rf Y^OH 
H \ 

S 

1 H-NMR (DMSO-d6) 5 ppm:13.30-12.80 

(1H, br), 10.98 (1H, s), 8.03 (1H, dd, J=3.0, 

1.3Hz), 7.90-7.75 (2H, m), 7.66 (1H, dd, 

J=5.0, 3.0Hz), 7.56 (1H, dd, J=5.0, 1.3Hz), 

7.45-7.30 (1H, m), 7.11 (1H, s), 7.05 (1H, 

s), 4.39 (2H, s), 3.76 (3H, s), 2.23 (3H, s) 

MS(ESI, m/z) = 379 (M+H)+ 

16-109 

| Cl O 

°x\ VN OH 
1 H-NMR (DMSO-d6) 5 ppm:10.81 (1H, s), 

7.85-7.75 (2H, m), 7.45 (1H, s), 7.35-7.25 

(1H, m), 6.92 (1H, s), 4.17 (2H, s), 3.81 (3H, 

s), 3.40-3.25 (1H, m), 1.24 (6H, d, J=6.9Hz) 

MS(ESI, m/z) = 359 (M+H)+ 

[0473] 
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[H136] 

Ex. No. Strc Physical data 

17-1 

°̂
°-

u_
—

/""
C

-Z
I 

—
O

 1 H-NMR (CDCI3) 5 ppm:8.00-7.90 

(1H, m), 7.84 (1H, s), 7.70-7.55 (1H, 

m), 7.15-7.00 (2H, m), 6.92 (1H, d, 

J=7.1 Hz), 4.32 (2H, s), 4.04 (3H, s), 

3.90 (3H, s), 3.35-3.20 (1H, m), 1.27 

(6H, d, J=7.0Hz) 

17-2 

o—
 

Z
j
v

/
 

-o
^

° 1 H-NMR (CDCI3) 5 ppm:8.00-7.90 

(1H, m), 7.79 (1H, s), 7.65-7.55 (1H, 

m), 7.20-7.10 (1H, m), 7.09 (1H, s), 

6.81 (1H, s), 4.35 (2H, s), 4.04 (3H, s), 

3.84 (3H, s), 3.30-3.15 (1H, m), 2.23 

(3H, s), 1.25 (6H, d, J=7.0Hz) 

18-1 

I F r-N /? 
1 H-NMR (DMSO-d6) 6 ppm:10.72 (1H, 

s), 7.90-7.75 (2H, m), 7.35-7.25 (1H, 

m), 7.22 (1H, d, J=12.2Hz), 6.91 (1H, 

d, J=7.4Hz), 4.15 (2H, s), 3.80 (3H, s), 

1.23 (6H, d, J=7.0Hz) 

MS(ESI, m/z) = 343 (M+H)+ 

18-2 

°H 1 H-NMR (DMSO-d6) 6 ppm:10.50 (1H, 

s), 7.85-7.70 (2H, m), 7.25-7.15 (1H, 

m), 7.12 (1H, s), 6.76 (1H, s), 4.15 (2H, 

s), 3.75 (3H, s), 3.35-3.15 (1H, m), 

2.13 (3H, s), 1.22 (6H, d, J=6.9Hz) 

MS(ESI, m/z) = 339 (M+H)+ 

[0474] 

E P -\ 

[0475] (1) =? v h E P 

Rat Kidney BD Marathon — Ready cDNA 

h> • xV LXs IZTF: 

L tz 71 9~ K -J =j 4"7 •~ fc £ #•§• 2 [Z jfs L tz 'J / * -X ?° 7 -< T- £ 

ffflU KOD-PI us-Ver2. 0 (3C#$i$I&5££*±) 
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g(7)PCR£<Tofc0 £bl::N 

tz 7 * 9 — K 7° =j 4T •~ fc £ XSmm#•§• 4 {Z jjk L tz 'J / <—X 7° =j 4"7 •— £ 

fflL, £ bl3|H]4i[Z2[I]g(7)P C R&fi-otzo 2 0g(7)P C RTMUbftfcii 

(pcDNA3. 1 D/V5-H i s-TOPO (f| 

mm) s -otf hn 
(7>V3 7 hTOP 1 0 zi > If x > h 

iz;k ^>ehPyi>tt^i) d^AL^SClE&Lfco COTSCIE&L 

tzXmm&LBB3it%mzX 1 BtSmLtzo l%W&s =iP 5 

0 u g/m L(7)7>t°viJ Q 

IAprep Spin Miniprep Kit 

•§•5) ^^D©f-^-X (NCBI) ©7^-t!7Va>#§NM_0 1 

3 1 0 h E Pi(Di&mzm (P t g e r 1 ) <tJ±$£L 

tztZZs Mk£i>m±X~%lLX^tz0 $tzs -O^SlB^JClcfcoTMR 

£tltz7$S iilB^iJIi, NCBI ©7^i?7Va>#^N P_0 3 7 2 3 2 

hEPigmi*<D7ssmimtft±iz-$iLtzo Ltz 

A<ot, ^ P - - > ̂  L IB^IJ l^'yhEP! g^^(7)^SlB^iJ Tr & y 

, !# b Jtifc: 7 5 / SlIB^iJ [^'yhEP^gftt-fe^ct TMH £ titz 0 IB?iJ 

p c D N A 3. 1 D/V5-H i s-T 

OPO (^ftmi) ^'yhEP^I^^-iLfc, 

[0476] ( 2 ) 77hEP! 

[0477] ( 2 - 1 ) C O S - 1 

COS-1$!flS (AH*te£M^) LT^-V'J >-X h U 

7°h7-(v>;M (^f>ehPyi>t^ti, : ^<>v;U^-v 

•J ><t LT1 00 U/m L ; X h U^° hT-r V><t LT 1 00// g Am L) 

s M EMM7 5 / si (>r > e h p vx : o. 1 m 

M) : 1 0%) &&Ltz 

D-MEMWffi (iS?>=i-Xfc£t/!_-?>£ -T>ehP 



WO 2011/013623 216 PCT/JP2010/062532 

5%CO2^Xitt0'f i/JfzL*—flT?3 7 

°C[ZT=I hdilf <§>£"£ i£#Lfc0 

[0478] ( 2 - 2 ) C O S - 1 

=l hdilLfciM^O. 0 5% h 'J 7°V>/0. 5 3 mM E 

D T A • 4 N a (-T>lfhP vx >&i££*±) [ZTilJ^ L, ±SH;^±S±i!l[3 

x&m.MLtz0 &m.mLtzmfo%±tm{*t%mzxxz>°isv •. 
4^b1 : 8 [Z&&U i£#Lfco 

[0479] (2-3) T^hEP, fglj^ £ -3* AffliMtf)^# 

=l >7il/X> hdilLfciM^O. 0 5% h 'J 7°V>/0. 5 3 mM E 

DTA • 4 N alZTilJ^U MEM^^ITS/St (SltjfJt : 0. 1 mM 

) (®$t;ijt: 1 o%) zmnLtzD-MEMmmstfo m 
-<>e hp vx>&i££*±) l:ts^ 

;iLfco D-iJv>=i-hLfr9 6^x;u 

7^^7P^U-h (BD BioCoat (^ft^ll) , 0 h > • x 

-i-y^>7>;&5££*±) (D^xjuzimifcs x 1 o4i/^uk jftfrtglfe 
ijb<i 0 0/iLl:4^i:7[:ilLs ISflLfco ISfl^ ^(7)im£5%C 

y*=LK—$—faX3 7°C[ZT±S#Lfro Z<Dz> S^J hEP! 

mmmzmmk) ICTSEI 
h E P TfglJEH^— (D^A^Tofco 

[0480] (2-4) =jv hEP^U^^-agA 

[0481] h E P (DMAO)tztsbiZs 'J #7 x ̂  £ 5 > 2 0 0 0 (-T 

>e hP vx>^i£^±) £f£fflLfc0 hEP -^2 0 0 n 

g/2 5ju L/^IJU:4^J;9[:OPT I -MEM (gfi^ll) I R 

educed—Serum Med i um (^f > tf h P V x |Z 

T^lRLfro |H]B#[3N 'J/t^x^$5>2 000 (^f>ehPyi>tt^ 

*±) £o. 5JUL/2 5JUL/')IJU:4^J;9I:S OPT I -MEM (^ 

fic^tJi) I Reduced—Serum Med i um (^f > tf h P V 

x>ttiC^tt) icTJft&U h Lfc0 5^10 
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=7V h E P /IJTK?X^£ 5 >2 0 0 0(7) 

hEP^UK^^-^^lRLfr'jTK^x 

^^5>2 000i^L, iSI:t3 OflfiSK h Ltza 3 0 

^PHKTM hEP1iS^$-/iJ/to7i^^5>2 0 

OO0^ftf±SE7^ hEPTfglJK^^-^Affl^iSlCSO/i L/^x;U 

fo^Lfco :(D7'y h E P 5 >2 0 0 0(7) 

if £*ltzftflflS£ 5 % C O 2 X$kft<D4 >^F-n. K-£ -ft ̂  3 7 °C 

I:t2 0B#rB1±S#Lfro 2O0$fB10iSiis hEP^^fg 

SESllflSi: LT\ 
[0482] ( 3 ) »l*l^i;Uv^A;lJt±mrp$ij^ffl(7)^ 

[0483] =jv h E P 7°u x£ > v> E 

a ;u v ̂ 7 A;ijt (D±#iz^-r &£ &~F IC^ L tz 

SUMi^&BlzT&S'f Lfco 
[0484] : 

#litl^b^^(7) 1 OmMy^f^xM^v y-tz-<Ay ~PT — 

(2 O m M HEPES/Hank' s Balanced Salt S 

olution (HBSS) N p H 7. 2) IZT^IR Lfr0 

=j*v t>EP rtv-?7—lzx&cftLtzo 
V^Afs^^ ( F I u o — 4 NW Calcium Assay Kit 

(Molecular Probes) : IqlMnn "7°P h =1 —JUT?Hn|ll!L 4 > 

ehPvx>^i£^±N 2. 5mM^P^y^tt) 100/iL^#^ 

xjUzMU 3 7tl:t6 0M -f 

hLfro •€•<&&, m±}i££TP£3IU Lfr 

0 2. 5mM;°p^v K^tiN7 7iz^/^7?T — 1 o o u L£ 

#^x;Kz^JPL, ^I^AMz^iSl^^yUv^AjlJt^jlij^Lfro 

F I e x S t a t i o n (^ft^H) (=Els* 

17-f/^XtiI) LT;!1!!*! Ltza l&tftistfi-Jb 

z ow<&\z77T-xmRLtz±tz&mmt'g> 
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|50|iL (g*t;lJg : 1 nM~10/lM) ijUZ&Jjn U 6O#f01 

t<D'&s 5 0//L^X^7>V>E2/^77T 

(S$t;lJt 1 0 nM) N 6 

mULtzo 
[0485] um: 

) 1 OrnMy^f^M^v Ay 77-

(2 0 m M HEPES/Hank' s Balanced Salt S 

olution (HBSS) N p H 7. 2) IZT^IR Lfr0 

r; h E p Ay 7 7-l:t;jt;f Lfc0 

V^Afs^^ (Calcium kit II, Fluo4 |p] 

: ls]MnDn70p h=i-;UTrPM, 

2. 5mM7°P^vh^ttv) 1 0 O/i L^#OxiU:illDLs 37°C[Z 

t6om -< >^zLK-^-i*|[zT-r h Ltz0 

FDSS (^ft^ll) 7 0 0 0 (;£^/1xh-^ 

xttM) 
frb 2 OW&[Z&tm\t^ 50/iL (g*t;lJg : 1 n M~ 1 O/iM) £# 

^IJUZMU 6 50/iL7oP 

X^"7>v>E2/^77iiH:;i)!DL (g*t;lJg 1 OnM) 

[0486] ^AgUMi^BCifclAT, lJ [37 y iz>f Ay 7 T —£ 

& L tz t §• (D -J • x £ v =j > v > E 2& m iz % b titz ̂  % v y-y JU £ 1 o 

o %, ia®Mb£!feifc£xS~p°• x£ y =j >v> E 2a)i vfti 

btLfrv^>;u^o%<!: U Iit®Hb£&0;lJg-J5J£ffl$£frb 5 O%0IE^ 

i csoffit Lfro E p LXS mt>Htz& 

Mmt-gyiKD I C50iit^iaT(7)a 1 3 7-1 38iZ7T,Ltz0 £tz, $m%F% 
M5iHii(7)6- (6-<?••-3->r v^;u-r> K-;u- 1 ->r;u) t0|J 

v>- 2 - h 'J ^7 A (-fbn-^ 1 2 g) £J±$£$J 1 t Lxmmiz 
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U&Ltzo 3 8[Z^Lfr0 

[0487] [H137] 

Ex. No IC50 (nM) m Ex. No IC50 (nM) 
^7 

m 
4-1 10 A 11-34 36 B 

4-2 32 A 11-37 50 B 

4-12 40 A 16-2 23 B 

4-17 15 A 16-6 44 B 

4-27 28 A 16-8 32 B 

4-34 44 A 16-9 41 B 

4-35 18 A 16-11 27 B 

11-1 11 A 16-12 23 B 

11-3 42 A 16-13 36 B 

11-5 14 B 16-16 25 B 

11-10 15 B 16-18 30 B 

11-11 32 B 16-21 24 B 

11-13 31 B 16-23 34 B 

11-15 48 B 16-24 22 B 

11-17 50 B 16-28 30 B 

11-20 26 A 16-29 27 B 

11-21 23 A 16-38 36 B 

11-24 41 B 16-44 11 B 

[0488] 



WO 2011/013623 220 PCT/JP2010/062532 

[H138] 

Ex. No l(' (nM) 
$5 

Ex. No IC50 (nM) 

16-45 26 B 16-76 20 B 

16-48 27 B 16-78 24 B 

16-51 14 B 16-79 22 B 

16-52 43 B 16-84 17 B 

16-53 31 B 16-85 18 B 

16-54 47 B 16-86 18 B 

16-56 39 B 16-89 22 B 

16-58 38 B 16-92 30 B 

16-59 29 B 16-93 46 B 

16-60 32 B 16-97 32 B 

16-61 43 B 16-98 47 B 

16-62 27 B 16-100 44 B 

16-65 14 B 16-101 26 B 

16-66 30 B 16-102 49 B 

16-67 22 B 16-105 29 B 

16-68 34 B 16-107 40 B 

16-73 23 B 16-108 19 B 

16-74 47 B 16-109 35 B 

16-75 16 B 18-1 39 B 

itfSMl 476 B 

[0489] i1 3 3 8 IZT* Ltz£ d [CN tt$W\ 1 <!: 

J±$£ L X s E &7Fi?Zt b <t ft O „ 

[0490] mm\2 

•thjuynx 

[0491] mt14S D77 h£ffll^o ^U£>I»T (1. 25g/kg, JSTS4 

) L-U (S i z e 8, H I B I K I ) N -n. 
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-U (2 3Git#^PE5 0) ZffiALtzo bfjgBft*-ZL-U ( 

PESO) &ffiALtz0 -^£i±h^ 

>Xfa-^-[:iiL, Lfrvu L 

tzo ^lI^7K^^El3;iA^lJt3. 6mL/0tt;iAL, 

ISl±£SEfiI+ (RECTI —HORITZ— 8KN H**m&i££*±) CiTSEfi Lfco $ 

WiME^$Lt^bi oftiklzs -tf;U7°PX ( 

O . 3 m g / k g ) Lfco iWE^-SC^ofcatfittii 

(1. Omg/kg) ^;U7°PX 1 o^Peltf) 

(0%) <tLfro £tzs 1 0^10 

(1 0 0%) tLtzo 5# 

(%) ) = (&&2£8i-£ 
iko^mmumi±) / (S^ETOH) 0 £bc:, (1 
oo%) tmm&^ikow-m%mi\mm (%) ^^^iUc^yirai 
u mmommummmtLtz •. (mmmmum) =1 oo%- (& 

(%) ) o 3 9[Z^Lfr0 

[0492] 
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(3' ) 0IB5IJ 

3 > 

3 Its IB^iJ#-§- 5 (7) D N A &tz&blZ{&m Ztltz 71 9-

K7°^-TT— (5' ) (DIB?iJTrfo<g>0 

<IB^iJ#^4> 

IB^iJ#-§- 4 [£, IB?iJ#-§- 5 (7) D N A 'M—X 

(3' ) <7)SB$IJT?fo&0 

<IB£iJf|-§- 5 > 

IB^iJ#-^ 5 (iN IB^iJ#"^" 1 s IB^iJ#-^- 2 N IB^iJ#-^- 3 £> cfc t/IB^iJS"^" 4 (7) 

T —77 hE P £fc#>(7)D N A 

IE5»J T! £ o 
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11^0150 

iM. 

mi 

(i) 

[i£4\ 

A(iN JilT0a) ~h) 

[jfb2] 

i) X^x b) X3~x c) 
v* ,vv d) ^!r 

e) f) §} ^ h) 
,w, 

N ^ ' W3 „ joitF W' 

frbft£fffrbMIR£ft<g>STffoy ; 
wift£t/w2i£N 

III^T-il&y ; 
W3tt, ; 

w4li, = CH-£fcf£^|tJlC^Tf&y ; 

xit. ; 

Y[i, c^eTyu^u^S^frli/NP CI-B7J\,*\S^&T*$>V ; 

RNli, 7K^Jl^^^lic1_67;u^r;uST:^y ; 

R 1(iN 7K^J1^ c1_67^i/Stfc[ic7-1077;^;i'£t* 

fey ; 
R2f£, JMTtf) i ) ~m) : 

i) Mfcf&<Dc3-67;u+;uS, 
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j) C3-6V^ 

k ) L < b ^ C I-6Y )\y^-)\y 

SN /\PC T-s/i^il/S, + CT-67 

i^+ySfcJ:Oy7/ Sfrb&ii LTiliR^tL-g) 1 ~5{@(7)STrif 

- ;uSN 

I) L < b ̂ -§>11 : ^ >J^-F"N C 1 -6Y )\y^-)\y 

SN /\PC T-s/i^il/S, t^P+yC,^?;^!, CT-67 

i^+ySfcJ:Oy7/ Sfrb&ii LTiliR^tL-g) 1 ~4j@(7)STfif 

*><&&£ *i*> 6; 

m) L < (iJMT^Nb^-§)ll : C-I-eTJU^rJU 

SN t^P + yCT^/WS, CT-67 

i^+ySfcJ:Oy7/ Sfrb&ii LTiliR^tL^ 1 ~3<S0gT*g 

frb&£flfrbMIR£ft£STffol'J ; 

R3(£, /\P^>J1^ CT-S/WS, /NPC^e/i^S, 

t K P ̂ r V C i-e~7 Jls^Jls&s CT-eTJ^+yS, /\P 0-1-67]!/ 

3+vS, C -i _67./U^r./UX./U7 T — ̂ USN C-I -f 

—JUSN C 1 - 6 7./U ̂ rJUXjU/fv —^USN C 3_6 V>? P 7JU^r./USN V 

7^Ss 75/S£fc(£- hPSTrfeU ; 

R4(£s JkMlgTs /\P^>JI?, c1_67;u^;uS£fc[£c1_67' 

yUzi^vSTrfeU ; 

R5(i, 7KHJ1^ /\P^>JI?, c1_67;u^;uS£fc[£c1_67' 

J^^yS^it] o 

[Ii^<112] A^\ JilT0a) ~d) 

Hfc3] 

bff frbMJR£ ft <g>STr £><§>, li^il 1 
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^ (7) Ift [Z£ ft £ 0 

A^\ JiLT(7)a) ~c) 

[•fb4] a> ^. b>x^,»«=c> 
frb&£flfrbMIR£ft£STrfoy^ 

W1^\ <fc lJ ; 
\Nztfs =CH-&y ; 

X^\ TkHtJ^T-fca, sf 2 £tzl*ZO)mm¥ 

[Ii^<114] R2^\ JiLT(7)a) ~c) 
a) ^II(7)C3-67;U^;US, 

b) 7X-;USN fc<fcr; 

C ) 5 L < i* 6 

frb&£flfrbMIR£ft£STrfoy ; 

R3tfs CT-g/^bS, /NPCT-g/il/^H, 

CT-e/j^+vSs MP C-l-67J\,=i*is&3itzl*is7S STrfey 

R4^7K^Jl^Trfey ; 

R5^7K^Ji^Trfe^>, ii^ii3 

[!i^i*5] R^TkHtJ^T-fca, ii*i*4SEit(7Mtl^ (7)^11^ 

[!i^I16] YAMTU>STrfey, RN7^7Kl!J!^Trfo<gK if jRJl 5 ffiiMMfc 
^frli^(7)^II^^[Zl^^ft^,^0 

[!i^i*7] R2^\ 7X-;USN 5liS(7)^#j^lt^iSS^fr[i6MiS(7)^# 
Mist-fcs, !i^i*6SHit(7)^^, 
cF ft *5) IflEo 
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[Ii^il9] R2^\ -r V7°P t°;uSN -r 7^;uS, S e C-7^;uS£fc(£ 

t e r t — 7 T J U S Tf <£><§> N If 6 SBDiCD'fbn'^N 

[!fr*iJt10] R3^/\p^>Jl^^fr(ic1_67;u=i^vSTrfe-g), Ii^ii9SB 

[li^Iin] A^\ JMT(7)ie 

Hfc5] 

/Wt *y 

w3 

Tr ̂  £ ft <g>STr £><§>, 

l*Fll£ft<g>^o 

[!fr*iJt12] R1^\ 7K^Jl^Trfe-g), !fr*ijt 1 1 tZMOit-gym. £tzit^OM 

[!i^Il13] Rztfs JMT(7)a) ~d) : 

[•fb6] 

7a R R 
,8a 

w! a) I :i b) ~YYR7b c) ^(t.f d)^i^fR 
R'^N^R70 , R8 R 

frb&£flfrbMIR£ft£STffol'J ; 
w5ii, mmw^^tzit-cR9c=Trfey ; 

R6 a s R6bN R6 c N R6dN R6% R7% R7bN R 7 % R7dN R8 

% R8\ R8<\ R9% R9bfc£t/R9c(£, ^ft€ft&i£LTN 7K 

^J^"F"N MP /flsW.-?-s C -i-eT^U-^rJUS, M P C-|-eTJU-^rJUS, 

t KP+yC^e/iWS, STr 

!i^i*3SBit(7)^^, £fc[i*02gg^tt[::I*F§£ft3£o 

[!fr*iJt14] R1^\ 7K^Jl^Tr £><§>, li^il 1 sSEittfMbB-^ 
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[!i^i*17] gfjfcjg 1 ~ 1 4(7)Hft^-iI[ziHit(7)^^^, 


