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o ReHWEBAREZA R FIRETRERR - 10051 N HCI -
150241 N NaOHE K% A KA A B KHZA KB T HL
W A EKBBMHHETHRLE BREEABZHZLBEK
BB o 43 B]31.2% W o
LC/MS: MH"=200(Rt=6.234 4% > pH 3.1)
'"H NMR (DMSO-dg, 250 MHz) & ppm : 3.27 (s, 3H); 3.54
(s, 3H); 7.52 (d, =8.2 Hz, 2H); 7.63 (d, J=8.2 Hz, 2H) -

1.22-(4-RAFBE)-S-FTRERT &
@ 0

s
9
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E-TSCHEATHHEEMNIS0EFTHFF 2 18.5% (80%
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BxRHEEBRALIA KT RESRR - -ABKHEZ =R
FrhAEmah RBERKFBRBMNETHLE BELRE -
BEARRESAEY  BELIZBRBLFII2ILEYS -

® LC/MS: MH"=291(Rt=7.76% 4 - pH 3.1)

'"H NMR (DMSO-dg, 250 MHz) & ppm: 3.89 (s, 3H); 7.28
(dd, J,=8.5 Hz, J,=2.5 Hz, 1H); 7.41 (d, J=8.5 Hz, 1H); 7.43
(d, J=2.5 Hz, 1H); 7.54-7.65 (m, 4H); 13.2 (s, 1H, COOH) -
1.32-(4- A X TFE@BA)S-FTRARXTHRYT &

[9)

RS04
J

Cl

1.52% (112 3 F ) B 4p R 1.24F # (20% 3 F ) ¥ J%
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EX)S-FTARXRRXFRIBZRY - AERTHHEZRS M3
NEF c RAKMBERELAYTEARBEA LT ®&ITRR

A KA R4 Fe ﬂ%éﬂx&z&ﬁ*ﬁé/\ﬁﬁﬁ%#ﬁ R e M 0 B AR
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HErM o FERI2ISEY -

m.p.=130°C (M)
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LC/MS: MH"=305(Rt=8.25%4& > pH 3.1)

'H NMR (DMSO-dg, 250 MHz) & ppm : 3.56 (s, 3H); 3.91
(s, 3H); 7.31 (dd, J,=8.5 Hz, J,=2.5 Hz, 1H); 7.43 (d, J=2.5
Hz, 1H); 7.49 (d, J=8.5 Hz, 1H); 7.56-7.67 (m, 4H)

1.4. 4-(4- R X X)-7-F A X -1H-R vt} -1-87

EERRATHIFE4L(181Z EF)mfb= F X R K0.59
F (472 EF)FR B FXTAALM0%ZT B FREARZTR
o BB AMNAMEFARBAR_FEIR - £EETRHF
RAM2NE305 4 - EF 0 B455 (1478 F F)2-

(- R X TFEA)S-FARAAEXRXTF R T B ENS54Z 7 £ KDMF
P oA EOCEAAATRFEZIZBERTZ A S &k
ML HZANGBEER BRUEAFFRODASEEEE
® Wt HEER > LAKBEELAESORE0T 2 A Av # 2/ 30

EY
43

Db BBAHWNZIREEEEANSOOEHKFERTECT

BERER2R - A KA A RAtMERYEZEFLELSHFHR

MERKE  BABZAE KB HBMELBRLEERE T EITA

B o BBABRYWENRN_RARTFTRFERZLANERER - G

—RTFRZXIA,AB KR AE BREZIALABEHLAEER
AMBER  JIAEHABAXI20EH -
m.p.=153°C (M)

115033.doc -37-



200800192

LC/MS: MH*=287(Rt=10.164 4§ + pH 3.1)

'"H NMR (DMSO-dg, 300 MHz) & ppm: 3.91 (s, 3H); 7.31
(d, 7.9 Hz. 1H); 7.45-7.50 (m, 4H); 7.53 (s, 1H); 7.60 (dd,
1,=9 Hz, 1,=2.7 Hz. 1H); 7.69 (d, J=2.7 Hz, 1H)

1.5. 4-(4- R X X)-7-F A A -2H-R 2% -1-]

BTEHCEHRINZESLACA0E (2.2 E F)4-(4-R X X)-
7-F A A -1H-Z2 o i -1-80 R 1.213 (12.6 % ¥ F )& B 4% X
BER T - L@ RTHEZRAY - N3 NFH% B
121 (126 E L B )R BEr M AR EZEN T RER
e E BT - N wBETIHZE AZETHRFEZIRER
Adl12/) 8 » BARBZBEEBAKT - BIEEAHKRZIIRN
B AAKEBENEFGST)NBRE T ETHIE - 45 2620

® ERNEY -

LC/MS: MH"=286(Rt=7.95% 48 » pH 3.1)

'"H NMR (DMSO-dg, 250 MHz) & ppm : 3.89 (s, 3H); 7.01
(d, J,=5.2 Hz, 1H); 7.34 (dd, J,=9 Hz, J,=2.7 Hz, 1H); 7.4-
7.6 (m, 5H); 7.73 (d, J=2.7 Hz, 1H); 11.48 (d, J=5.2 Hz, 1H,
NH) -

1.6. 1-f-4-(4-R X A)-7-F A X R -2 H
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BATSE X (1.66% 3 F)4-(4-R X A)-7-F A A -2H-8 %
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4 3 BF o o BEREAERFTEREANSOE F K
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s R P HEPH TE A R FIRETRR - A KRR &
PRAAMERSEEE AN AR AT R AR LALR &
KB BEME B ERETEAAL - BEARAEL & AR
B o FEZELKRBBHURZLISELEY -

m.p.=195°C (M)

LC/MS: MH"=304(Rt=11.27% 4& » pH 3.1)
'"H NMR (DMSO-dg, 300 MHz) § ppm: 4.00 (s, 3H); 7.5-
7.7 (m, 6H); 7.79 (d, J=9 Hz, 1H); 8.14 (s, 1H) -
® 1.7.4-(4- 8 X %)-7-F %&-N-ll-(Z—% FE)N Rbr-4-K]
BEokok-1-BE (b & 1)

/o Y]

EARATH THEDRRIAZ Y P BAR6EFATF
2330% % (1.08% ¥ F)I-K-4-(4-A X £)-7-F & %
o~ 313% XL (1.30% & F)N-[1-(2-% F £ )N &b g -4-% ]

X F
£ %
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B~ 148% % (1542 E F)E =-THE 4 -~ 6% #(0.009% &
H)BINAP(2,2'-# (— £ A B £)-1.1'-8 X)R5.5% 7 (0.006
EEE)A(=BFAREA)_42 o £80C FHIHZRA W24
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ARBA LS LB RTRR - AR KB KMNLBETE B
- BREAREBTETAE HbAETEBEETE(ER
RO R P/ F B4 B 100/0F 80/20 (v/V))E B ¥ H AR
PY HER BRI o FE28ERNAEY -

'H NMR (DMSO-dg, 250 MHz) & ppm: 1.6-1.85 (m, 2H);
1.95-2.1 (m, 2H); 2.10-2.25 (m, 2H); 2.9-3.0 (m, 2H), 3.69
(s, 2H); 3.93 (s, 3H); 4.2 (m, 1H); 7.07 (d, J=7.5 Hz, 1H,
NH); 7.25-7.35 (m, 1H); 7.4-7.6 (m, 8H); 7.65-7.75 (m, 2H);
7.8 (s, 1H); 7.85-7.95 (m, 3H) -

EdRAEN LR FZ2 MARLLAZREAEEEN AT R

Y2 EMAEFE _ARBRE  HoMBLERWMTEE - F
® ARFR BEX - ZACHBRETEAZAIL-_BAEE
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B (At 4 4 2)

Br. N
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B AI33Z (2492 X F)A L& F mES00E % (2.06 ¥
E—)7-?§;-1-§L-§—ﬂ’i‘%iz’?&ﬁ’;‘lsév"fiﬁi‘ﬁ?4’1;‘2&;‘&‘1’ o fE
RAMERT NG o Hwl133F £ Q49 F F)R bk it 4%
BZREKXE B K24 B¢°4i A EFETR 201 N&
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BAZBEREGERR ! —R FR/PE 4 8 100/0%90/10
® (VIV)ER W HAERBDE R - F2E8IEZ AW -

'"H NMR (DMSO-dg, 250 MHz) § ppm: 1.48-1.68 (m, 2H);
1.90-2.0 (m, 2H); 2.08-2.20 (m, 2H); 2.85-2.98 (m, 2H);
3.67 (s, 2H); 4.5-4.20 (m, 1H); 6.88 (d, J=7.6 Hz, 1H); 7.19
(d, J=7.2Hz, 1H); 7.45-7.58 (m, 3H); 7.65-7.78 (m, 2H);
7.80-7.95 (m, 5H); 8.62 (s, 1H) -

#“BlIPrRllxREFIN _AABKHE -
x # 3
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MENITOE FH1,2-— R T KE F29.36%(46.8% 3 FH)(x

Bobog - 4- AV A FE F=-TERZIERFT HmT7.02%(46.8
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ZEF)PME - FERELAGMENRAATELAET R
THR#HF304E - AR B A WIZIORN(63.5ZF F )= &%
A& 81 o ii"‘i‘”'F#"‘# R#% > AKAE2 N& &A1t

MBRAKBIRERAMERABEAE R PFREFTER - B
KEBBEAHZLEEAOHARME LR LRAER &K
FRER NS R L AR BT BT ARE - 52129588 6B & -

m.p.=96°C (M)

MH"=335(Rt=5.16% 4% )

'"H NMR (DMSO-dg, 250 MHz) & ppm : 1.35-1.45 (m, 2H);
1.38 (s, 9H); 1.65-1.75 (m, 2H); 1.85-2.0 (m, 2H); 2.65-2.8
(m, 2H); 3.1-3.3 (m, 1H); 3.33 (s, 2H); 5.99 (s, 2H); 6.7-6.8
(m, 1H); 6.8-6.9 (m, 2H) -
32.N-(1,3-A A M —RBRH-5S-AFH)N A wR-4-% 8%

@ﬁ%wo%%aa&aa&¢z12.9i(38.8%;€4)[1-(1,3-

AABM AR AMH-S-AFRA)NA o -4- R A F & #
. =E-TEZIRBRIFRYYHFIWIBOZEFA AN LB P22 N HCl#

R AEZEBTHHAZRERAMI2)IE - BERABARZ

M > RLBUETEABLAZARETREWBOC)Y & 47

ko FEIZatcBERVAINRI A A®BSE -
-t Bk ARENR D OK3I2E LA ENIOE A =

¥ ‘1’11.175{,(4%‘?5‘)(%**6%& E)= F K % B & 4%

#st A (Novabiochem) — # #§ # 5/ Bff BERZBELR =

APkt ABEZAEMHE FHIT4E L0 E6E @ -
m.p.=69°C (M)

&
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'"H NMR (DMSO-dg, 250 MHz) § ppm : 1.10-1.30 (m, 2H);
1.60-1.75 (m, 2H); 1.85-2.0 (m, 2H); 2.45-2.55 (m, 1H);
2.65-2.75 (m, 2H); 2.7-3.4 (m, 2H, NH,); 3.33 (s, 2H); 5.99
(s, 2H); 6.7-6.8 (m, 1H); 6.8-6.9 (m, 2H) -

3.3, —AAEMN-[1-(1,3-XAM_REAH-5-2FR)N K
o -4-31-7-% B2 Rk-1-BR (1t & 4 3)
#579% L (2.47% F F)N-(1,3- K H B = 8 & /x M -5-
e FRI)NA®Z-4- A B RI40E % (2.62% £ F )R L& F Mo
25008 £ (2.06% X F)7-2-1-R-BE2-HANISEFfET
BEZBART - R RASAME RIS » Hm140%E % (2.62
ZEEHR )AL L B E w24 8F - WARERXRE A4 E
FE o A20E 41 NAALMERKXKBELAELA R TR
BATRR - Reaf RILMBERAKZERME - - MEREK
FRER A EATH B - NBREAL EREBETHHREHFEZE - M
FREMVAEBEREGERR D DR TFR/FE4BI100/02
o 90/10 (v/v))# & B # /& B & 47 41t > T 4% 3| 138%%&
4 o

'"H NMR (DMSO-dg, 250 MHz) § ppm: 1.50-1.72 (m, 2H);
1.86-2.13 (m, 4H); 2.80-2.90 (m, 2H); 3.41 (s, 2H); 4.0-
4.18 (m, 1H); 6.00 (s, 2H); 6.77 (d, J=7.6 Hz, 1H); 6.80-
6.95 (m, 3H); 7.20 (d, J=7.2 Hz, 1H); 7.60-7.75 (m, 2H);
7.89 (d, J=6 Hz, 1H); 8.61(s, 1H) «

BHl1ITPrHEzREFIN -_SRBKH -

K #4:
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— R R BEN-[1I-13-RAM G BAB-S-AF A)N &=
R-4-K]-7T-REEHK-1-BE (it &4 4)

259,

ERART @ ¥257% %(0.57% ¥ F)N-[1-(1,3- £ 3 K
SE B A SR T Rk Bm w4 R T B ko1
B3FHHE)-2EHF £ KDMFR150% % (1.13% & F) & 1t

® BANEF - BEUE > BELITOCFRELR S M4

B B AHRERERNA4ZEHFKRKE2EEH] NA & 1L 48 &
B mMARAUNTLEBRLEBETRR - ARRKAZABAFRLMK
BEREMZ AL BB KBBEMNLE MAALARET®
TERBE B BRBME AL EREGERKR D R T R/
¥ B2 1% B 100/0% 95/5 (v/v))#& 4741t » T 43 2] 183 % % %
nE Y - |

'"H NMR (DMSO-dg, 400 MHz) & ppm: 1.56-1.68 (m, 2H);

® 1.89-1.98 (m, 2H); 1.98-2.08 (m, 2H); 2.80-2.89 (m, 2H);

3.39 (s, 2H);'4.01-4.12 (m, 1H); 5.99 (s, 2H); 6.77 (d, J=7.6
Hz, 1H); 6.81-6.90 (m, 3H); 7.15 (d, J=7.2 Hz, 1H); 7.62
(dd, J,=8.8 Hz; J,=2 Hz, 1H); 7.73 (d, J=8.8 Hz, 1H); 7.87
(d, J=5.6 Hz, iH); 8.46 (s, 1H) -

E@Hl1TPrmiExREFIN A ABBE -

x#H5:
R RBN--A3-XHEM_RBEAHF-S-BTFE)N AW
-4-K]-7-F AR RER-1-BE(IL & 45)
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L
23,

51.7-F &% R 2%

o

Z£OCTF » |HF2.950(203% & F)7-2 K & FHERN20
ZHDMFY 2% » B A P Hm0.81%(203% ¥ F )
b P2 AL 260%™ FR - AE0OCT > BHZREH
15904 > MBAORETHAMWII33ZH Q145 E F ) F 5 o
EOCTHRHZRAMIOTEELARAZAEZTRETHIFELLF -
KB A MmMAKIERBIOOEAE=ZTEAPARRRIZIRLAY
AS0EAH]1 NSALMHZABRRY EKR2R  EARA
KR At RALMKBEREBITRGE - ABKFEBRMNHHE
IR B AR R AEARBE T RITARAE - FR238xnBMHEY -

MH*=160(Rt=3.864 4% > pH 3.1)

P 'H NMR (DMSO-dg, 250 MHz) § ppm : 3.92 (s, 3H); 7.43
(dd, J,=9 Hz, J,=2.5 Hz, 1H); 7.52 (d, J=2.5 Hz, 1H); 7.75
(d, J=5.5 Hz, 1H); 7.90 (d, J=9 Hz, 1H); 8.38 (d, J=5.5 Hz,
1H); 8.98 (s, 1H) -
52.7-FREREHR.RN-A 1t

CbNto—

EEFBTHRH#HE23XL(I3.8E X F)7-F AL B 6 BERNSS
EH_RTFRFTZER BAEFEHHI WS 781 (23.4%
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PE)M-A@EXTFEH - AFBTHHZRAHINE » LA
% RA200EH R FHRR20EAFTEHZLRA100E 4 B &
HASOEN2 NE AL Tam - A-RTFRRRAE
%&mm’ﬁmﬁﬁﬁmm*%ﬁ%%a%&%ﬁﬁﬁ
B RAEKBEBRMEBRRBERAEABRTESAR - HKaé
BEMWEN _ARFHR PRI FERE - § NZKE B 2
SAREBE R E  HETHRBREILNEE - 5F31.625% 4
Py N

m.p.=48°C (M)

MH"=176(Rt=5.24% 4% » pH 3.1)

'"H NMR (DMSO-dg, 250 MHz) § ppm: 3.89 (s, 3H); 7.26
(dd, J,=9 Hz; J,=2.5 Hz, 1H); 7.33 (d, J=2.5 Hz, 1H); 7.84-
7.90 (m, 2H); 8.02 (dd, J,=7 Hz; J,=1.7 Hz, 1H); 8.82 (d,
J=1.7 Hz, 1H) - |

53 1-8-7-F & & & £%

©1.625 92 X F)7-FRAEAEEHKN-ALhBEN42%
AR ZERTHFIMWA2SEH (462X F ) BR - £ T
A THBHEZRAMA4IE ) ENAFEZTRAEREHNIL
CTHEZBRBA200EF KT EwRBH - FdHWT0
ZH2 NRALMR20EH ]I NAALMBAREHFE
pH 7> BAZA200EA R FR|/R2K - A 45 1A
KERHIABRBER AN  AEKABRMELBELARL
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BB T HTAE AL ERE(ERR BLKR/TCE
B A (VIV)LHABFABEHTHREL - AERZE —
EMAHABEHI-R-7T-FARAAEEHRG20ER) AR L
&1%&@%%2‘]1‘%3-%1-7-? RAR RO L)RA-R-T-
P AR EEHK(B6E L) |
m.p.=73°C (M)
'H NMR (DMSO-dg, 250 MHz) & ppm : 3.98 (s, 3H); 7.51
® (d, J=2.5 Hz, 1H); 7.56 (dd, 1,=9 Hz, J,=2.5 Hz, 1H); 7.86
(d, J=5.5 Hz, 1H); 8.03 (d, J=9 Hz, 1H); 8.20 (d, J=5.5 Hz,
1H) -
54, — B REN-[1-A3-XHRM_—ABAH-S-BFR)N K
g -4-K]-7-F A AR EH-1-BE(1L & % 5)

5.5. _ QS:CN_G;S

% B387TE R QLEEF)-K-7T-F AKX R ETHRS62ZE R
® QAZEZF)IN-(1,3-XHF M AR ARHE-5-KF K)N &% %-
S ABAENIEATFETEARIRADAEETRTRARR
P BAE T AM29ERQIEX F)E = -T B
N2ERLA(—DFARA)_L0)RI12E H2,2-E (=X AW
E)-1,1'-8 (s H k) £80C FTHFL AR S H22/) 8 >
BERNAHBEANMAKER LB LERRIZAFFRLEYD - A&
o RALMAKBERBBZABRBER LK > A EKBRMNHE
BEARBAEAREBTEATAR A_ACBEREREBRR © =
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#FIR/F B4 B 100/0%95/5 (vIv))E # Ff ﬂmﬂh%m 4
b o FEAT0E LB EH -

'"H NMR (DMSO-dg, 250 MHz) & ppm: 1.54-1.63 (m, 2H);
1.90-2.12 (m, 4H); 2.82-2.92 (m, 2H); 3.42 (s, 2H); 3.90 (s,
3H); 4.05-4.20 (m, 1H); 6.00 (s, 2H); 6.75-6.90 (m, SH);
7.25 (dd, J,=9 Hz; J,=2 Hz, 1H); 7.60-7.65 (m, 2H); 7.73 (d,
J=5.7 Hz, 1H) - |

“Hl TP REFIN R ABBE
@
® #6:
— B REN-(1-F AN fbog-4-%£)-7-F & & B o 9k-1-8
(A2 ¥ 6) |
O N~<:\/N
SaiaiRa
Ei WA LA ICLAYWHBREBESIA T EZREZAFAE G 1-
F-T-FAABE ST RGP B H)mA4-m E-1-%F & 5 &9t
® R JE @ 43 3] o

'"H NMR (DMSO-dg, 400 MHz) § ppm: 1.60-1.72 (m, 2H);
1.90-2.0 (m, 2H); 2.02-2.12 (m, 2H); 2.85-2.92 (m, 2H);
3.50 (s, 2H); 3.90 (s, 3H); 4.08-4.20 (m, 1H); 6.81 (d, J=6
Hz, 1H); 6.87 (d, J=7.6 Hz, 1H, NH); 7.23-7.30 (m, 2H);
7.30-7.38 (m, 4H); 7.60-7.65 (m, 2H); 7.73 (d, J=6 Hz,
1H) -

fHhlITFrmllzREHFIN G ABBE o

e

115033.doc -48 -



200800192

s A
ZRREN-Q-4-B-(—FEBEREA)RAX]-3-AF AN &
g -4-%)-7T-F A XA RS2 R-1-Bk(ltb& %)

EBFHRAA(RRAR)TEEZEE - #0258 10%% &2 R
6EFKENIOOEF=ZFRMKYT - E8SCT T hHEHH
ZREMTFTER I BAAEHEIISEN(I-F £ X &1
4-K)T-FARKE S HK-1-BRENSETH T E8ER0.56% H#
(14 6ZEZF)FHEFXIHER NEATHIEZIRERAS M2
NEBF c AW EZBIEBREL  RBRETAERRCE -
ARERA2 NS ALMBRILTRASMWIER & F K 478

R

o BRoc R RAb K ERH LA Bk - A& A
BB LR BEARBRTHRATAE BINIEZaseHnEABRA
Z 0.98% A 4 o

m.p.=145°C (M)

MH"=258(Rt=3.93% 4% » pH 3.1)

'"H NMR (DMSO-dg, 250 MHz) & ppm: 1.40-1.57 (m, 2H);
1.88-1.98 (m, 2H); 2.30-2.45 (m, 1H, NH); 2.55-2.64 (m,

2H); 2.97-3.07 (m, 2H); 3.90 (s, 3H); 4.10-4.25 (m, 1H);

115033.doc -49-



200800192

6.81 (d, J=5.7 Hz, 1H); 6.88 (d, J=7.5 Hz, 1H, NH); 7.26
(dd, J,=9 Hz; J,=2.5 Hz, 1H); 7.62 (d, 1=9 Hz, 1H); 7.65 (d,
J=2.5 Hz, 1H); 7.73 (d, J=5.7 Hz, 1H) -

72, 4-G-ZFTABARAA)I-ARTR

F
O/\/\N/

|
M3 RIZEFT)-A-4-B AR FRRAI428F (27T ¥
® HF)RRBENN-—FRA-3-RABENI00E 4 DMF ¥ 2 %5 &
P ARMTACK (S4E X F ) dhé7 - £80C FTHBE L AHS
B B A BE A KR LB T B R R %SRS
Moo MAKBRZRABIRLMKERTEE HITRY T L
Mo R B KBRBRMNLFEEARBEERRBRTRITAE - 45 3
4.67x Ak & 4 -
MH+=226(Rt=5.16/f}§§ » pH 7)
'H NMR (DMSO-ds, 250 MHz) & ppm : 1.85-1.98 (m, 2H);
o 2.15 (s, 6H); 2.34-2.40 (m, 2H); 4.19-4.24 (m, 2H); 7.36-
7.43 (m, 1H); 7.70 (d, J=11 Hz, 1H), 7.77 (d, J=7.5 Hz, 1H),
9.87 (s, 1H, CHO) -
7.3. Z R REN-(I-{4-B-(=FABA)FTAA]3-A ¥ £
NEHR-4-K)-7-FEEREHR-1-BE(ULA BT

@257 R (1ZEEF)7-F KA -N-(Xx & og-4-KA)E %

115033.doc -50-



200800192

H-L-EBERIOBAFLI2-— R CHRFTZERYHAW270% &
(I2Z2FZF)-G-=FEABEARAL)I-AXTR - 3R
S ERRTHMANE  BRABAW297E 5 (145 8 F)
ZLEHBAAMAttdn  c AEBTHHEZIREL L2085 8
RBERAREA]I NG ALMETAR R R KE
BEZ LR LERRDER LK RAEKABRMER LA
BRERBREBT ETEASE - HEFPHALBEEGERR | = &
TR/TF B4 B 100/0298/2 (V/V)) L # 3% % 4 K 76 4 1t -
T 2 294% 3 3 rst;_i;% 0
'"H NMR (DMSO-dg, 250 MHz) & ppm: 1.58-1.73 (m, 2H);
1.80-2.10 (m, 6H); 2.14 (s, 6H), 2.30-2.38 (m, 2H); 2.82-
2.90 (m, 2H); 3.44 (s, 2H); 3.90 (s, 3H); 4.03-4.20 (m, 3H);
6.82 (d, J=5.7 Hz, 1H); 6.88 (d, J=7.5 Hz, 1H, NH); 7.05-
7.18 (m, 3H); 7.25 (dd, J,=9 Hz, J,-2.5 Hz, 1H); 7.60-7.65
(m, 2H); 7.73 (d, J=5.7 Hz, 1H) -
® BhlIvPrRrEREFIN=ZAA®BE -
K #8:
ZRRBT-H-N-1-(4-B-(=FEEE)REAA]3-AFA)
AR mR-4-K)R oEdk-1-8 (1t & 4 8)

8.1. 7-i& -N-(7X B wbog-4-% )R vb ok -1-5&
pe

=N
=
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B350 (142 EF)7-%-1-R B2k RTS53%5 (428 %
E)-BE AN A ®wR-1-AFRERLEAN28EHELEBE T 4
RZREMAEAISSCTHHFBR - BF > NHMmBI2.5%
(M4 X F)4-m A -~ awrg-1-AFHRLE% > £162CF
BHETRBEAGTINE30048 - ABBE LT BH - B A
AmMERAEZEERIZREELAEY AR ESNL N&
AL L Z M B RO ER LB LB ETRR - AAA
B ARKHZABRBERLE  BAEKFBMLELRERDN
BT EATARE  HFEHSLIERATHRLIEN Xz E
M o

BENCEBE T ZS6EAB%NA LR BERIMNEZILEY
oo BANISCTHRFZRASMINGE - N4k Bk
RUNBEREF  BENKBLELISH&HK  BAEZEF
e BHETHRIN LB ZAMIFE R = R BB ENL50
%ﬁ*?ﬁ%%%ﬁlNﬂ%&%%&ﬁ%ﬁ%ﬁ°%ﬁ
® RFR > ACLHRIEHETAERR - AafmRIiLMKER

A HAE TR K Fﬁﬁﬂ( MBI B AR BARRT
BITABE BAHAFRBRYENREA AT R T ELLER N
—EARANUBREEN  FE3ISTLEERK -

m.p.=177°C (M)

MH*=306(Rt=1.27% 4% > pH 3.1)

'"H NMR (DMSO-dg, 250 MHz) § ppm: 1.38-1.57 (m, 2H);
1.84-1.94 (m, 2H); 2.20-2.40 (m, 1H, NH); 2.55-2.62 (m,

2H); 2.93-3.06 (m, 2H); 4.06-4.25 (m, 1H); 6.87 (d, J=5.7
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Hz, 1H); 7.19 (d, J=7.5 Hz, 1H, NH); 7.65 (d, J=9 Hz, 1H);
7.73 (dd, 11,=9 Hz; J,=2 Hz, 1H); 7.89 (d, J=5.7 Hz, 1H);
8.62 (d, J=2 Hz, 1H) -
8.2. 7T-&-N-(N B -4-F )R g9 -1-8

L

=N
=

Cl

ERRATH2L(6.5Z X F)7-IR-N-(KXN & hr-4-%)8
® Eok-1-8 - 2% & KDMFR 1.72% (13 % ¥ F )£ 1t 48 3|
ANEF  c BEAEZEFRLAEITOCTHBEZRAMI NG - B #H
EFAKRIZEA] NAALMU ST WERLHIRBEAY ¥
ERBRA LB ILERRZMBRELSY - AKXKEREZRA B
RICMKBERBZ AR BT R LK RAEKBBEMELR L
RBEBRBRTHITASE - BIABFRBLEN250EFNE
REPEARIOOEF LB LEERABR2RLSEMAI0E
F35% R A LM ETIRIL - A_RKRFRRRIBK ML KB L
@ MABLK#B R RIALMAERELAMEH B4 T E R
o RBERABMEBRLARERETETAS - £ 414
ﬁVWﬂ%m&:;,Wﬁwﬁ%awwwﬁMOWNmt
HuZBABDTRGIL - HARZIE-—EWAERABKRT-A
(I-FEEEA N w-4-K)E Foh-1-8 - F21.05 2886
WABIAZIEHREY -
m.p.=175°C (B)
MH"=262(Rt=3.28% 4% » pH 3.1)

'"H NMR (DMSO-dg, 250 MHz) & ppm: 1.38-1.54 (m, 2H);
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1.85-1.95 (m, 2H); 2.10-2.20 (m, 1H, NH); 2.55-2.63 (m,
2H); 2.93-3.06 (m, 2H); 4.06-4.22 (m, 1H); 6.88 (d, J=5.7
Hz, 1H); 7.16 (d, J=7.5 Hz, 1H, NH); 7.62 (dd, J,=9 Hz;
J,=2 Hz, 1H); 7.73 (d, J=9 Hz, 1H); 7.88 (d, J=5.7 Hz, 1H);
8.49 (d, J=2 Hz, 1H) -

8.3. ZHABMT-K-N-(1-4-B-(=FABE)RAK]-3-4
FAINE®R-4-R)R S K-1-B (LS % 8)

ERBAISGCEDHEREBETI PR ZRAFEHER
B AL RO 3 B 42 7-8-N-(58 &g -4-3K ) B vk o -1- 7 #2 4-
B-—FEABEEREAX)3A *?%(72‘#?&‘%)& . T 4%
7 o

'"H NMR (DMSO-d6, 500 MHé) § ppm: 1.58-1.73 (m, 2H);
1.82-1.92 (m, 2H); 1.92-2.0 (m, 2H); 2.05-2.10 (m, 2H);
2.14 (s, 6H), 2.33-2.40 (m, 2H); 2.82-2.90 (m, 2H); 3.43 (s,
2H); 4.03-4.13 (m, 3H); 6.90 (d, J=5.7 Hz, 1H); 7.04-7.16
(m, 4H); 7.63 (dd, J;=9 Hz, J,-2.5 Hz, 1H); 7.73 (d, J=9 Hz,
1H); 7.88 (d, J=5.7 Hz, 1H); 8.48 (d, J=2.5 Hz, 1H) -

BhlTIrPmEizREFSI=_GA®E -

KH9:
ERAHT-A-N-(1-{4-[1-FARBBERKR4- X)L |F
AINEhR-4-B)EREHR-1-BE(LSHI)
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o,

o]

O

9.1. 4-[2-(1-F Aoz -2-R)Z A XX FER4-[1-F 4
REBEERR-4-R)ARX X 7 &2

g, o,
ONDN

o @497 T2 X2 F )R A B 2-(2-8 T K )-N-F A ot g oz
B33 QLQIZEEZF)4-BAXTBEMNG6EZ FDMFF 2 5k
PR mT.84% (56 E H s B 47 o £ 80°C F #4350 4 44
B AR AGEBEBEAAKRTER OB LB BITRIR -
AARKBEARZRBIRILHNKERYEBRBERY T % LK
A@EKRBRMNe R LRBRERBRTETAR - AWBE %R
(BB :F K/F B AH50/50 (VIVI)EHREIL RSN T &
& o

® AR LB — oM AA[2(1-F A ®-2-%)0 & 4]
R B
- '"H NMR (DMSO-d, 250 MHz) 8 ppm : 1.15-1.25 (m, 1H);
1.40-1.75 (m, 4H); 1.85-2.20 (m, 4H); 2.23 (s, 3H); 2.92-
3.0 (m, 1H); 4.10-4.18 (m, 1H); 7.13 (d, J=9 Hz, 2H), 7.85
(d, J=9 Hz, 2H), 9.88 (s, 1H, CHO)

Mz bbb d-[(1-FPRAARBERE-4-2)AA]

X P
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'"H NMR (DMSO-dg, 250 MHz) § ppm : 1.50-1.92 (m, 4H);
2.0-2.18 (m, 2H); 2.22 (s, 3H); 2.45-2.68 (m, 4H); 4.72-
4.80 (m, 1H); 7.14 (d, J=9 Hz, 2H), 7.84 (d, J=9 Hz, 2H),
9.86 (s, 1H, CHO) -

9.2. Z A RET-L-N-(1-{4-[QA-FTREA R BB RK-4-X)R K]
FRINA®R-4-B)R 2 R-1-BE(L4H9)

2goy
o O

ERBAILZCEDWHRETIITrHEZEZAFAEHER
FEAL R B FE BB T-R-N-(55 Bobog-4- % ) B o5 ok -1- B (8.2.
PRE)AEA[(I-FRAARBEERAR 4-R)AA IR TRRE A
%3 -

'"H NMR (DMSO-dg, 250 MHz) & ppm: 1.50-2.12 (m, 12H);
2.26 (s, 3H), 2.40-2.68 (m, 4H); 2.80-2.90 (m, 2H); 3.42 (s,

P 2H); 4.0-4.18 (m, 1H); 4.50-4.60 (m, 1H); 6.84 (d, J=8.5 Hz,
2H); 6.89 (d, J=5.7 Hz, 1H); 7.15 (d, J=7.5 Hz, 1H, NH);
7.20 (d, J=8.5 Hz, 2H); 7.62 (dd, J,=9 Hz, J,-2 Hz, 1H);
7.73 (d, J=9 Hz, 1H); 7.88 (d, J=5.7 Hz, 1H); 8.46 (d, J=2
Hz, 1H) -

BdEl7TPmillx RENF =S

K #10 :

— B RBT-R-N-{1-[4-(4-®nBg-1- K XN Bwg-1-K)¥ K|
N B nR-4-K IR EHk-1-8 (d 4 #H10)
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o]

e

CL“D
EHIR(GSCAZEF)M4-BERXTRBRIL(6.5Z ¥ F)4-(1-+%
[ ) BRE)NA U RENRIOEAEARKTFETEARI RS A

FRETHREAEAAFTHHE  BEoH P HAW246%(7.56 3 F)
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R A-BA)LU-B RGN E %) ESOCTFHEZ ALY
40/ B > BB MW AN LB R LEHRBE - ALEBECT
BE P A ZEBMEAERRELBEKRE - A_&Atw F A
(R ER * =R F /T B4 B 100/0% 85/15 (v/v))L ¥ i 4%
R E I - F20YMLBEEH > AELER L EY -
() '"H NMR (DMSO-dg, 250 MHz) & ppm : 1.35-1.52 (m, 2H);
1.60-1.75 (m, 4H); 1.85-1.95 (m, 2H); 2.20-2.32 (m, 1H);
2.45-2.60 (m, 4H); 2.95-3.05 (m, 2H); 3.85-3.96 (m, 2H);
7.04 (d, J=9 Hz, 2H), 7.70 (d, J=9 Hz, 2H), 9.70 (s, 1H
CHO) - |
10.2 — H A B 7-f-N-{1-[4-(4-® Bz -1-K X Hwx-1-%)
FRINAE®WR-4-XIREHR-1-8 (L4 #H10)
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PREIAR4-4- B R-I- AN A wE-1-A)EXFRREA
3

MH"=504(Rt=4.03 et 4.204% 4% > pH 3.1)

'H NMR (CDCl;, 400 MHz) & ppm: 1.58-1.78 (m, 4H);
1.80-1.88 (m, 4H); 1.98-2.20 (m, 5H); 2.20-2.30 (m, 2H);
2.60-2.68 (m, 4H); 2.70-2.80 (m, 2H); 2.86-2.94 (m, 2H);
3.49 (s, 2H); 3.66-3.73 (m, 2H); 4.14-4.26 (m, 1H); 5.04 (d,
J=7.6 Hz, 1H, NH); 6.89 (d, J=6 Hz, 1H); 6.92 (d, J=8.4 Hz,
2H); 7.21 (d, J=8.4 Hz, 2H); 7.52 (dd, J,=8.4 Hz, J,-1.2 Hz,
1H); 7.61 (d, J=8.4 Hz, 1H); 7.71 (d, J=1.2 Hz, 1H); 7.98 (d,
J=6 Hz, 1H) -

T |
Z B R E3-[4-({4-[(T-R B H-1- A ) AN B w-1-8)
FE)XA XA K-1-8 (A H11)

C'QBN@N
470
0

v/~
11.1. 4-[3-(w & -2H-%%-2- B L B)B A AR F &
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'"H NMR (DMSO-dg, 250 MHz) & ppm : 1.45-1.80 (m, 6H);
1.92-2.08 (m, 2H); 3.38-3.58 (m, 2H); 3.70-3.83 (m, 2H);
4.15-4.22 (m, 2H); 4.55-4.60 (m, 1H); 7.13 (d, J=9 Hz, 2H),
7.86 (d, J=9 Hz, 2H), 9.88 (s, 1H, CHO) -

11.2. = G R E3-[4-({4-[(7T- L B sh-1- ) A ]X &=
R-1-R}FR)XAE]|AR-1-B b H11)

O

50
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1.80-1.98 (m, 4H);

Yo AT R I o A M f &1t KB R H %
TR REKBIBMELIEBEREARRET ® 4T
%8B &R g

'H NMR (CDCls;, 400 MHz) § ppm:

1.53-1.63 (m, 2H);

1.98-2.08 (m, 2H); 2.80-2.88 (m, 2H);
3.40 (s, 2H); 3.52-3.58 (m, 2H); 3.98-4.12 (m, 3H); 4.53 (t,

1H, OH); 6.86-6.91 (m, 3H); 7.15 (d, J=7.2 Hz,

1H, NH); 7.21 (d, J=8.8 Hz, 2H); 7.62 (dd, J,=8.8 Hz, J,.2

1H); 7.87 (d, J=5.6 Hz, 1H);

J=5.2 Hz,
Hz, 1H); 7.73 (d, J=8.4 Hz,
8.46 (d, J=2 Hz, 1H) -
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TEAITHE c AFEBRBTEREZLFTIONEE > EARAZEH R
B A 0.2%% bk @ % & 2 kA HEPESL f & 25
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