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(35) JP 6490686 B2 2019.
000000
1.
fear s 1D wmE
BRI MS (M+H)
"HNMR
n‘i:( 'J
go1 cl
— i EIEA 365/367
ADIBOICOIDO1 | "H NMR (400MHz, CD;OD) §8.44 (s, 2H), 7.40-7.42 (m, 2H), 7.07-7.31 (m,
2H), 7.05-7.07 (m, 1H), 3.77-3.83 (m, 4H), 3.43-3.47 (m, 4H), 2.00-2.06 (m,
2H),
Hi
002 ci M"‘q
SN
—RH R EIRA A
AQIBO1COIDO2 329/331
o
O3
— R FIEA .
AO1BO1C01D03 343/345
. m_'z:{%*
N
4]
T ]
R EIEA 40L/403
AOIBOICOIDO% | 1) \ MR (400MHz, CDSOD) 38.45 (s, 2H), 7.47-7.50 (m, 1H), 7.15-7.18 (m,
2H), 3.75-3.81 (tn, 4H), 3.42-3.46 (m, 4H), 1.99-2.05 (m, 2H).
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(36) JP 6490686 B2 2019.
ooogood
005 o (’\ ’
o=
— R EIBA .
AO1BO1CO1DOS 4177419
HN-{:H3
006 \,J
R EIBA »C[ﬁ
A0IBO1CO1DO7 303/305
ﬁ )
— SR FIBA 366/368
A01B01C0O1D08 !H NMR (400MHz, CD20OD) 3 8.66 (d, J= 2.4 Hz, 1H), 845 (s, 2H),8.21
(dd, J = 1.2 Hz, 4.8 Hz,1H), 7.97-7.99 (m, 1H), 7.30 (dd, J = 4.8 Hz, 8.4 Hz,
1H), 3.78-3.84 (m, 4H), 3.45-3.48 (m, 4H), 2.00-2.06 (m, 2H).
008 o
cl
—BHRFEIEA @O*@
AQ1B01COID09 o
333/335
dEHa
009 . Mﬂ.f“
— R EIBA C(:J
AOIBO1COID10 '
347/349
u HMQ
010 a
—EREEA 399/401
AOIBOICOIDI ] 'H NMR (400MEHz, CD;OD) d 8.44 (s, 2H), 7.58 (t, J = 2.0 Hz,1H), 7.32-
7.35 (m, 1H), 7.26 (, J = 8.0 Hz, 1H), 7.02-7.05 (m, 1H), 3.76-3.82 (m, 4H),
3.42-3.47 (m, 4H), 1,99-2.05 (m, 2H).
011 o "““Q
O™
— R R EIEA ,
AO1BO1C0IDI2

3837385
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(37) JP 6490686 B2 2019.
ooogood
<l
012 o Hra@
— R EIEA ﬁO—‘%’
AQ1BOICOIDI3 “
399/401
.
013 o HN—@
R REIEA O:O—%
AQIBOICDIDI4 cl
383/385
014 o (‘\_{0
— s EIRB b lV’
A01BO1COIDI1S 66363
015 o (mé;}
—EHREIED @ -
AQ1B0O1COID16 d
350/352
016 o (\.{@
— R FIEDB @Cf’{
AOIBO1COID17 64366
() v
'C[cv!
017 ,
—EHREIEA 331/333
A02B01COIDOI | 'H NMR (400MHz, CD;0D) 3 8.28 (5, 1 H), 8.13 - 8.16 (m, 2 H), 7.24 - 7.32
(m, 4 H), 7.04 - 7.11 (m, 2 H), 3.83 (s, 4 H), 3.69 - 3.74 (m, 4 H), 2.12 - 2.15
(m, 2 H).
018 (\_ﬁ{“@
N\(J
— SRR FEF @’
A03B01C01D01

397
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0Dooooo
019 o (\{O
ot
_RBREMEF
A04B01CO1DO]

364/366

020 M"@
—ROBEEF {:j ~/ .

A05B0O1CO1IDOT
207299

021 "““*@
— R EE P 0@"“0
-

A06BO1C0O1DO1 317
R
QS
22 ]
0 310
_— N ?‘h |E
REEFIRE 'H NMR (400MHz, CD,0D) 8 7.35 - 7.54 (m, 7 H), 7.25 - 7.32 (m, 2 H), 20

A07BOICO1DOY

7.03 « 7.10 (m, 1 H), 4.13 (s, 2 H), 3.73 - 3.80 (m, 2 H), 3.67 (t, /=6.27 Hz, 2
H),3.12 - 321 (m, 4 H), 2.13 - 2.16 (m, 2 H).

023 I )
— et R EIEF G/Q\JQ@

AO8BOICOIDOI 378/380
b
024 <l O rsﬂ
—BHhBRIEA |
AOIB02COIDO! 30
3511353

)
el HM:
025 C(COHQ’
B REIEA '

] o]
AQ1B0O1C01D06 419/421

'H NMR (400MHz, CD;0D) 88.45 (s, 2H), 7.26-7.34 (m, 2H), 3.74-3.81(m,
4H), 3.41-3.46 (m, 4H), 1.99-2.05 {m, 2H).
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OoooooOoao
o F
026 ol ﬂ-&.é
—RREREMD @\) ’
A01BO1C02DI12 | .
419/421
F
027 Ers
—RHREIED (IU\J” 3
A01B01C02D24
419/421
028 O.gj
—RERFIRD ij;
A01B01C02D11 435/437
029 o ﬂj
—R R EED @qv’ 8
A01B01C02D25
435/437
.
030 2 Q |
o i
—RHREED @O $
A01B01C02D05 “
453/455
D CH,
cl g””m_gam“
831 g
—BHRFIED 339/341
A01B01C02D07
'H NMR (400MHz, CD:0D) 38.45 (s, 2H), 3.63 (t, /= 6.0 Hz, 2H), 3.56-
3.58 (m, 2H), 3.43-3.47 (m, 4H), 2.64 (5, 3H), 2.03-2.09 (m, 2H).
0
032 T Oﬁ” “;
—BEHREED @
A01B01C02D03 379/381

27

10

20

30

40
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O0O0O0OoO0
2} M:x__/o.Cﬂs
033 @ B
s
— e HREIED
A01B01C02D10 383/385
GH:,G
034 o O“gﬁhh_cﬁfs
—jee R FIBD Cfm
AQ1B01C02D21 267/369
435 a E é
—RRHRFIBD @O 6
A01B01C02D22 e
407/409
[¥]
036 T
OO
—REREIEC e
A01B01C02D16 386/388
[+]
037 T ﬁ'
Sy \-*J S F/
—RHREIEC N | Q
AQ1B01C02D17 400/402
al D_og ;é
AN
0338 ;
— R FIED 401/403
A01B01C02D01 'H NMR (400MHz, CD10D) 58.40 (s, 2H), 7.31-7.36 (m, 2H), 7.23-7.26 (m,
2H), 7.11-7.14 (m, 1H), 3.60 (t, /= 6.0 Hz, 2H), 3.53-3.55 (m, 2H), 3.32-3.55
(m, 2H), 3.27 (t, J = 6.0 Hz, 2H),1.93-7.99 (m, 2H).
[o]
cl L
o @O 8
gl
— R PIBC 350/352
A01B01C02D23

'H NMR (400MFHz, CD:0D) 58.45 (s, 2H), 3.69 (t, /= 6.0 Hz, 2H), 3.61-
3.63 (m, 2H),3.44-3 47 (m, 4H), 2.58-2.62 (m, 1H), 2.05-2.09 (m, 2H), 1.00-
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DoOoo0o
1.11 (m, 4H),
HN. F
é@x .
040
—BEHREIBA 383/385
-7.25 (m, 1 H), 7.08 - 7.15 (m, 2 H), 3.79 - 3.86 (m, 4H), 3.68 - 3.72 (m, 4
H), 2.10 - 2.16(m, 2H),
041 el HN g 1“
G O_% |
—EHREIEA
A09B01CO1D0S 417/419
042 PO Q -
B REIEA '
A10B01COIDOS ' A
417/419
043 ai, HR £
(O =
—RELEIEE
A11B01C01DOS 363/365
044 o ””'Q“
=
—RHREIEG -
A12B01CO1DO05 1971399
NQF
&O—a 4
045 .
— iR R)E T 401/403
A13B01COID0S | 'H NMR (400MHz, CD;0D) 8 8.45 (s, 2 H), 7.43 - 7.52 (m, 1 H), 7.12 - 7.20
(m, 2 H), 3.79 (dt, J = 13.49 Hz, 5.80 Hz, 4 H), 3.4 (q, J = 5.94 Hz, 4 H),
2.02 (dt,J = 11.29 Hz, 5.90 Hz, 2 H).
D46 a H
O
—EHREIEK
A14B01C0O1DO5 397/399
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oooooao
cHy Ha
O
047
—EHREIRG 3771379
AISBOICOIDOS | 1y NMR (400MHz, CD;0D) 38.19 (s, 2H), 7.56 (dd, /= 2.8 Hz, 6.4 Hz, 1H),
7.19-7.22 (m, 1H), 7.06 (t, J = 8.8 Hz,1H), 6.64 (s, 1H), 3.67-3.73 (m, 4H),
3.19-3.25 (m, 4H), 2.24 (s, 6H), 1.95-2.00 (m, 2H).
048 <
O
—EHREEA C];M
A16B01CO1DO5 379/381
049 o HN—Q—CI
PR
— iR EIRA .
A01BO1CO1DO18 417/419
050 a < i
P2t =
— R BIEA o
AITB0O1C01DO3 416/418
[€]
o ure_@_r:
&
—BHRTIEA |417,4]9
AI8B01C01DOS
'H NMR (400MHz,MeOD) § 7.64 - 7.67 (m, 2 H), 7.19 - 7.23 (m, 1 H), 7.10
-7.15 (m, 2 H), 3.27 - 3.33 (m, 8 H), 1.70 - 1.76(m, 2H).
F
052 i
¢ m_&
—j R EIED @v’ 8
AO01BO1C02D04 |
437/439
X F
—fRE 2 FIEA '
A01B01C01D19 4317433

'"H NMR (400MHz, CD;0D) 88.42 (5, 2H), 7.31-3.33 (m, 1H), 7.27 (t, J=9.0
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oooooao
Hz, 1H), 7.14-7.15 (m, 1H), 3 43-3.48 (t, 4H), 3.30-3 32 (m, 4H), 3.18 (5,
3H), 1.88-1.94 (m, 2H).
054 o M@
— 2 FIE H C[Cl
A01B23C01DOI a6
O
1
055 C[v
AOIB23C0ID0s | 'HNMR (400 MHz, CD;OD-d4) 3 8.45 (s, 2H), 7.85 — 7.87 (m, 1H), 7.4 -
747 (m, 1H), 7.17 - 7.22 (m, 1H), 3.31 — 3.48 (m, 4H), 2.78 — 2.82 (m, 1H),
2.01 - 2.10 (m, 6H).
056 & m Q F
—REREEH @a
A01B23C01D04 400/402
057 a N‘@
~REREE C(e}/
AQIB24C01D01 379/381
H F
Gl (\_& i 2
058 i) IT’
R E e T 415417
AOIB24COIDOS | 1y NvR (400 MHz, CD;OD-d4) § 8.64 (s, 2H), 7.48—7.51 (m, 1H), 7.14 -
7.19 (m, 2H), 4.56 (s, 2H), 3.8 — 3.92 (m, 4H), 2.14 - 2.16 {m, 2H).
[»]
059 Qﬂ)‘“& Q.
|
— R FIE T
AQ1B24C01D0S5 431/433
0O
— BRI 72N 1 Cl;v/"%
A01B25C01D01 |
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gbooooan

3797381
'H NMR (400MHz, CD;0D) 3 8.68 (s, 2 H), 7.40 (d, /= 7.78 Hz, 2 H), 7.27
-7.33 (m, 2 H), 7.04 - 7.09 (m, 1 H), 3.99 - 4.03 (m, 2 H), 3.88 - 3.95 (m, 4
| H), 3.00 - 3,05 (m, 2 H).
061 #Y N
1O
—hE Ay 2 FIE T a 10
A01B25C01D04 415/417
062 g 'are
T 4
—fEty 2 B T .
AD1B25C01D0S 431/433
[+]
Cl
Gl
063 3771379 20
_ponzEL | HNMR (400MHz, CD;OD) 88.36 (s, 2H), 7.24-7.35 (m, 4H), 7.03-7.05 (m,
AOIB26C0IDO01 | 1H), 4.53 (t,J= 4.4 Hz, 1H), 429 (d,J = 11.6 Hz, 1H), 4.21 (d, J = 8.8 Hz,
1H), 3.74 (d, /= 13.2Hz, 1H), 3.24 (d, J = 12.0 Hz, 1H),3.13-3.17 (m, 1H),
3.07 (d,J=12.0 Hz, 1H), 2.71 (s, 1H), 2.27-2.33 (m, 1H), 1.96(d, /= 10.8
Hz, 1H),
Q
LA
b
—EHRFREL C[a
AD1B26C01D04 413/415
, 30
(4]
065 1 @%’Q’F
— @ RFEL ’@a |
AQ1B26C01D0S 429/431
(2]
066 ¢ NJLHQ
— g HRENEL Q@
AQ] /
01B27C01DO1 377/379
o F
067 Foved 40
—R#RFIEL -
]
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3.27

AQ1B27C01D04 4137415
'HNMR (400MHz, CD;0D) 88.43 (s, 2H), 7.47-7.52 (m, 2H), 7.14-7.18 (m,
1H), 4.34 (t, J = 4.4 Hz, 1H), 3.82 (d, /= 10.8 Hz, 1H), 3.78 (d, /= 9.6 Hz,
1H), 3.63-3.64 (m, 1H), 3.44 (dd, J= 2.8 Hz, 11.2 Hz,1H),3.31-3.32 (m, 1H),
3.00 (d, J = 10.4 Hz,1H), 2.67 (s, 1H), 2.13 (s, 1H), 1.95(d, = 10.8 Hz,1H).
i
al @
068 ) Ay ,@m 10
—EfREEL
AQ1B27C01D05 ‘
429/431
el @ ©
el
O
Cl
070 ~ _ﬁ* F
N |
20
Ci 2
om @@ ‘&Qs
cl ]
[4]
A0
072 N H
N |
a
Tasve
073 i NP H . 30
el
Q
c @1_1( N\ F
|
Ca
[@] @ Q
075 “@j ‘ﬁw_@
' |
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076 é @{F
Cl
077 &©{‘Q—F
al o I
078 & @"J\ﬁ
079 f___\Gl @‘j\ﬁ F
080 ,;\CI @*’E\H O !
081 "i @J(OH
F
082 %:N )é;‘ ]
Ny !
083 &@’«HQF
'\j/ ¢l 2
084 /__\m @‘iﬁ
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F
O
<l
XX
085 Q_@‘ N F
= |
o F
a 2 IX
086 7\ @’ N o
|
HN F
o ﬁ’“\_% < %
|
057 S aat
— R A 131/433
ADIBO3COIDOS | 15y \MR (400MHz, MeOD) § 8.45 (s, 2 H), 7.15 - 7.63 (m, 3 H), 3.67 - 4.39
(m, 3 H), 3.15 - 3.47 (m, 4 H), 177 - 2.35 (m, 2 H), 1.14(d, J = 6.4 Hz, 3H).
[al}
0
ol (‘“ui%féi},F
088 r;;
— R FIEA 445/447
AOIBO4COID0S | 'H NMR (400MHz, CD:0D) 88.45 (5, 2H), 7.60 (dd, /= 2.6 Hz, 6.8 Hz,2H),
7.20-731 (m, 1H), 7.16 (t, J = 9.0 Hz, 1), 426 (s, 1H), 3.98 (d, J = 11.2 Hz,
1H), 3.75-3.80 (m, 1H), 3.36-3.38 (m, 2H),3.21-3.24 (m, 2H), 2.28-2.33 (m,
1H), 176 (d, 1H), 1.53-1.61 (m, 2H), 0.92-0.95 (t, 3H).
. o3 o]
089_R &Q—{gﬂ ]
—REREIEA Mg wd
AO1BOSCO1DOS 459/461
] [%]
Cl
AEREC-
o \j%%
Fel s
089 S 459/461
PR 'H NMR (400MHz, CD;0D) & 8.45 (s, 2 H), 7.59 (d, J = 4.7 Haz, 1 H), 7.30
B FIBA
AOIBOSCOIDOS (br.s.. 1 H), 7.12 - 7.20 (m, 1 H), 4.02 (br. 5., 2 H), 3.87 (dd, /= 14.81, 5.52
Hz, 1 H), 3.34- 3.41 (m, 2 H), 3.21 - 3.31 (m, 2 H), 232 (d, J = 5.77 Hz, |
H), 1.93 (dd, J = 14.68, 6.90 Hz, 1 H), 1.73 (br. 5., 1 H), 0.95 (d, J;=,6.02 Hz,
6 H).
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Q Cl
Cl
090 @:N(\ w&'@":
d R
L0
mf{::sz
o M .
507/509
CHy 0 Cl
Cl F
) '@r@
#
492
431/433
— R RFIBA . " i
AOIBOSCOID05 H NMR (400MHz, CD;0D) & 8.41 (s, 2 H), 7.64 (dd, J = 6.78, 2.51 Hz, 1
H), 7.36 (dt, /=9.03,3.39Hz, 1 H), 7.17 (t, /= 8.91 Hz, | H),4.34 (br. 5., |
H), 4.05 (d,J = 14.30 Hz, 1 H), 3.46 - 3.56 (m, 2 H), 3.35 - 3.41 (m, 3 H),
2.25-2.36 (m, I H), 1.90-2.02 (m, 1 H), 1.26 (d, J=6.27 Hz, 3H).
=ne3
cl
0
093 cl (*&,(NIO,F
R N\(j H
A |
H:C
o] Ol
ol
094
,J@: ot WSL-GF
el
G Ci
495 cl
o _‘g"-@f
lj e ‘
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096 o { “
504G
e
Ll
Jezave
097 iy~ '
—REREIEA 431433
AOIBI3COIDOS v (400MHz, McOD) & 8.46 (s, 2 H), 7.11 - 761 (m, 3 H), 3.97 - 4.11
(m, 2 H), 3.05-3.67 (m, 8 H), 2.17 - 2.31 (m, 1 H), 0.93(d, J = 6.8 Hz, 3H).
T
Q, L i
&?3 *
58 4751477
'H NMR (400 MHz, CD30D) § 8.49 (s, 2H), 7.61-7.63 (s, LH), 7.30-7.32 (m,
1H), 7.16-7.20 (m, 1H), 4.05-4.30 (m, 2H), 3.89-3.94 (m, 2H), 3.68-3.75 (m,
2H), 3.60 (s, 3H), 3.25-3.30 (m, 2H), 3.11-3.13 (m, 1H).
@:J <
099 447/449
'"H NMR (400 MHz, CDCI3) & 8.46 (s, 2H), 7.57-7.59 (s, 1H), 7.28-7.30 (m,
1H), 7.05-7.09 (m, 1H), 3.80-4.21 (m, 2H), 3.67-3.81 (m, 3H), 3.40-3.51 (m,
SH), 3.11-3.17 (m, 1H), 2.30-2.32 (m, 1H)
HO
O
100 @J"'
— R R EIEA 433/435
AOIBI6COIDOS | e (400MHz, MeOD) & 8.49 (s, 2 H), 7.59 (d, J= 6.8 HZ, 1 H), 7.12 -
7.31 (m, 2 H), 3.82 —4.21 (m, 3 H), 3.15 - 3.61 (m, 6 H).
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LOT

101
—EE R EIEA 435/437
AQLBI7COIDOS 'H NMR (400MHz, MeOD) 5 8.43 (5, 2 H), 7.12 - 7.65 (m, 3 H), 4.52 -
4.79(m, 3 H), 3.75 - 4.16 (m, 6 H).
o [#]
102 @ ~
(=]
—iERTIRA 465467
A01B18C01D05
'H NMR (400MHz, MeOD) 5 8.53 (s, 2 H), 7.08 - 7.66 (m, 7 H), 4.47 (s,
2H), 3.51 - 3.62 (m, 2 H), 3.32- 3.40 (m, 2H).
103 t[ \O i
—_ & Fp £
BRELREIEA 4651467
AQ1B20C01DOS
'H NMR (400MHz, MeOD) § 8.62 (s, 2 H), 7.05 - 7.67 (m, 7 H), 3.62 - 3.85
(m, 2 H), 3.32 (5, 2H), 2.05 - 2.17 (m, 2 H).
HL-0
HJ\N\’/ S
(% .
105
3, N\»’; H
N
cl O_@“C*h
5
—RERFEH 316/318
A01B23C01D20

1H NMR (400MHz, CDCl1)88.43 (s, 2H), 3.30 - 3,46 (m, 3H), 3.24 (t,d, /=
4.0 Hz, 13.5 Hz, 1H), 3.07 - 3.16 {m, 4H), 2.99 (s, 3H), 1.81 —2.07 (m, 5H),
1.68-1.79(m, 1H)
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107

I

505

411/413

'H NMR (400 MHz, CD30D) 5 8.36 (s, 2H), 8.32 (s, 1H), 7.65-7.67 (m, 1H),

7.33-7.36 (m, 1H), 7.15-7.19 (m, 1H), 3.75-3.78 (m, 2H), 3.35-3.37 (m, 2H),
2.75-2.81 (m, 2H), 1.94-1,99 (m, 1H), 1,21-1.24 (m, 1H),

108

Neia

393/395

109

Gl

o1

Ci

4231425
'H NMR (400 MHz, CD30D) & 8.31 (s, 2H), 7.99 (s, LH), 7.63-7.65 (m, 1H),
7.30-7.33 (m, 1H), 7.14-7.19 (m, 1H), 3.76-3.81 (m, 4H), 3.44-3.48 (m, 4H),
2.17-2.21 (m, 1H), 1.96-2.00 (m, 2H), 1,00-1.04 (m, 2H), 0.76-0.78 (m, 2H),

110

[l

O

CE
405/407
'H NMR (400 MHz, CD30D) 5 8.30 (s, 2H), 7.78 (s, 1H), 7.57-7.58 (m, 1H),
7.31-7.34 (m, 1H), 7.24-7.28 (m, 1H), 7.02-7.05 (m, 1H), 3.76-3.83 (m, 4H),
3.45-3.48 (m, 4H), 2.17-2.22 (m, 1H), 1.98-2.02 (m, 2H), 0.99-1.02 (m, 2H),
0.75-0.78 (m, 2H).
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113
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115

116
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391/393

119
_p@napL | HNMR (400MHz, CD;OD) 38.45 (s, 2H), 7.43-7.45 (m, 2H), 7.27-7.31 (m,
AQ1B34C01D01 | 2H), 7.03-7.07 (m, 1H), 4.58-4.59 (m, 2H), 3.80 (dd, J = 2.7 Hz, 12.2 Hz,1H),
3.28-3.30 (m, 2H), 2.97 (d, J = 12.4 Hz, 1H), 2.19-2.32 (m, 5H), 1.92-1.94
(m, 1H).
0
120 {
— iR RIEL a
AQ1B34C01D04 42711429
[
121 i f
AL
—Ef R EIEL ‘
A01B34C01D035 4431445
Q0
122 F < NJLN/O
H
—fnPEL 'C%@
AQ1B35C01DO1 391/393
.
Q
123 —~ NJ\EJ@(F
—EEnEEL ;
o F
et AR
1
124 443/445
—hfrzFIEL 'H NMR (400MHz, CD;0OD) 88.39 (s, 2H), 7.61 (dd, /= 2.8 Hz, 6.8 Hz, 1H),
A01B35C01D05

7.30-7.32 (m, 1H), 7.16 (1, /= 8.8 Hz, 1H), 4.35-4.40 (m, 1H), 4.22-4.24 (m,
1H), 4.15 (d, J = 14.4 Hz, 1H), 3.98-4.02 (m, 1H), 3.82-3.85 (m, 1H), 3.48-
3,52 (dd, 1H), 2.39-2.43 (m, 1H), 2.16-2.22 {m, 2H), 1.77-1,93 (m, 3H),
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Sa'
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AQ1B19C01DO5 465/467
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126 m
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127
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HN. F
128 )
A
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HM. F
129 () v
AT
N A
Hzlegy ’
130 o _"*Q—Q—‘
N
— 2 FIEM ,C[ ~/ E
A01B36C01D03 “
447/449
Hx{‘\,_o
i M. F
O
131 o
— R FIEM 461/463
AQIB37COIDOS | 1 NMR (400 MHz, CD30OD) 8 8.47 (s, 2H), 7.32 (s, 5H), 7.17-7.27 (m, 1H),
6.89-7.03 (m, 1H), 6.67-6.81 (m, 1H), 4.50-4.58 (m, 2H), 3.87-4.29 (m, 4H),
3.63-3.76 (m, 1H), 3.45 (dd, J = 7.53, 14.81 Hz, 3H), 3.22-3.20 (m, 1H)}
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