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HP R ABRAMEZILA D E BB 2 m T Bi

ZFLTHEXIBETAERAE BRI RYE - BHYXA L
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M2 ® & 0 T 2 M A Gennaro (% %), Remington & & # # £
% 18 jk (1990), Mack & A& /> 8] , Easton, Pennsylvania -

BBV XELB O ER  BERAALILR - XA Fili#E B
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LE R BRAERZERBA - ERBEHR P HH %
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ABEEZHMEBRAN -AFXRERAL THEABRBZTE H
EE—-—REBEARSREZEF  HEFEEML -
AEAILLEHR/IZRAESLET RS
BIREEREARGIHEFERAE 2RI - BHEF > B
mEZLESH S ERRADMNARKABRHBMUZIEEHS - 0o
BBz AW RREERERE TRERKNIETAL/IRE
H500E L/ RZHE > BEBAIEL/IRE20F 5/K 0 £
—EwWi g EEEET

AERAZLF T BB —REMNH ROSLHBLAKEZ

—ERDMbY KBS W2 ELETE LS - 5
Mo BmRARES RESLTHELZHA - MK
#RH -

ABERIXF—FTEBE—HEMH HOLL4EEDV—HRX
MIibs4h > RFZILL M EZETHESHE - BB A -~ B
KA BEEY > R—HEZLEXHNTZED - %

EAF U RERSIERONIECLERTEZI LR E -
[ 3% K]

RAXTHBTZAEHR  HLATHETHESG  HALXE
HMABEARFMNBINTZRE - AR EEABME
o ARFTRELHERS R -

£ R ENMR # B 2B R TF > 'Hk# %% & H X Varian
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VXR-200 (200 MHz, 'H) ~ Varian Gemini-300 (300 MHz) 2, XL-400 (400
MHz) b %% 4% > B X 3E Me,Sif&k % 35 2 ppm 4 # & » £ ¢ ¥ F
M-S ERRBEFTH(UMHLZEART)FBRITRNS X 75 o

f R HLC/MS # 3 2 B 5 F » % # 14 4£ B Applied Biosystems
API-100 & 3£ 4% 2 Shimadzu SCL-10A LC % #x i# 47 @ Altech 44 C18,
3R ,BERXTERNAZ H ERMNE 0% 4 -10% CH;CN,
5% 48 -95% CH3CN, 7 % 4% - 95% CH;CN, 7.5 4 4% - 10% CH;CN, 9
mAE-R L B TRETE AR T

FkAY Bl

-E R A B R P Bs 2 B 3

M
eO s DCM MeO
°o . 1 210
o el ##NaHCO
NH ar-s NCS
A1 A2 A3

AFRFAOCTXEERBA T B BE PosAlx B 6 8
2005 » 159ZFE F)RABRELAA2Q6TEH » 350 3 F)
A e E R F R (10 £ ) # 48 Fv NaHCO; K 2% & % (10 & #)
ZHERYT - BREDHEINBH BHIERETE > BLEI6
B e BRAD U A FTREKER - {5 F & RH B
B KHE BRE REEEYREYE ™A 4£042%2-8 5%
A BE AR F B A3 o

"H NMR (CDCly) & (ppm) : 3.83 (s, 3H) 5 4.25 (s, 2H).

F kAT B2

R)-2-BL-4-F X X)L A )R IR A B & F A5 ASax # 4
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NCS S
F
F
A3 Ada Aba
WEERERT > Ahow Bckd CENF)T 22-8 5 A A B
B F Bs A3 (042 %, > 32 % EHE)#E (S)-1-G-5 X £z Ada (0.48

EF3SEREF) LAEBTHILL N « 52 504 6
Bt T BE #1/K (2x) ~ R 4 IM HCL K 5 & (2x) ~ # ¥ #8 #v NaHCO,

¢ KERER)FER - R REHARBENRAKRLEE > BE
BRAREZEYRE @A E£080 % R-2-G(1-4-£ % 2)z £
Ik 3 )B4 8 F & ASa o

e

'H NMR (CDCly) & (ppm): 1.49 (d, 3H); 3.71 (s, 3H); 4.24 (d, 1H) ;

4.36 (d, 1H); 4.91 (br s, IH); 6.17 (br s, 1H); 6.70 (br s, 1H): 7.01 (2H);

7.28 (m, 2H).
FEAYBES3
R)-3(1-(4-# X X )T A )2-5 8 K w & ok o 4-87 A6a 2 & 4
MeQ
k 2: NaH 7
HN THF ([(N
HN«
S
F F
Aba Aba

AEHFLEOCT  2FAERA4E L 285 ETXF)A &
KO Rk dCEA)TZERZBEBRBK Y &85 RB I+
18 1% A Ao (R)-2-G(1-(4-A K &£ )T £ )5 Ik & B 8 F &5 ASa (700
EX 20ZEER)Aw Ak (0EHA)FPBER BEIS S
EHE  BEREDBHREZEZTE > LHBHEION4HE - BRE
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e BB CEHFE > AUINHCIAZE&ZRQx 303 5+)

BE LB KA@AOES) FER o A M B K
BoBE - REAZEYRE > W AEAL4I0E F R-31-G-5 %

B
YT R )2-FR BR K W &, ok ok -4-EF A6a o

b

"H NMR (CDCl3) & (ppm): 1.85 (d, 3H); 4.95 (q, 2H); 5.99 (q, 1H) ;
7.00 (t, 2H) ; 7.51 (m, 2H). # C;,H,,FN,0S8* % ESI MS (M+1)*m/z
3 E fE=239.1, F 844 m/z = 239.1.

FEAY B4
R)-3(1-(4-# K K )T % )-5-G-F & & 4-4-F A -1H-ok =& -1-% )%

)ZL,,LEEJ’]_%\ZQJ wk ook -4-FR ATa 2 # #
CHO o

HN\\< b \(\J \(\J HN\<
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AEEBRAEFT B XNERROLNEHA 42EFE F)E W E

G-F AL -4-@G-F A-ITHuk ok -1- X)X F 85 A8 429% % > 20%
EE)ARRBO-G-A X A)T A 2-# 8 & w & o =% -4-5 A6a
020  19ZEF)ACHQEA)PZERA - LR
CHEERBETHRHAFIONE - FREZLSMHANER
B O RNBBUEHE BUK BB UBEKER - B4 %
MAT AL BN KR BE > RAEEZ T RE  mA 4
HEH  HREVWENUGOLB B > 0% 10% MeOH/ = £ ¥
)RSt —F At EFX KRB EHAE_HRT
P M B4R A TR T S8 E KA L 4 2 PS-TsNHNH,

"‘@#}fi_é“ © °/}§/m 4’@ &/ﬁ“ﬁ ’§i065i(R)3(1(4‘

F
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ARKEITE)SG-F &K 4-@-F A -1Hwk o -1-5)X & F % )2-

B B Bk w9 & ok ok -4-8F A7a o
"H NMR (CDCly) & (ppm): 1.93 (d, 3H); 2.32 (s, 3H); 3.73 (s, 3H) ;

6.13 (q, 1H); 6.47 (s, 1H): 6.86 (s, 1H); 6.97-7.06 (m, 5H); 7.18 (s, 1H) ;

7.56 (m, 2H). # C,3H,,FN,0,S* 2 ESI MS (M+1)*m/z #+ % {& =

437.1, £

R A m/z = 437.2.

T At A M AR KB R

( HRE | FE
| 7 1 R MW | MS (ESI) | & A
m/z (&% 48)
9 cn,
HS(% -
6] N{
S
A7b N//\N F 436.5 4372 3.23
=
H,C
(it £ K : Ca3H2 FN4O,S)
0]
% Mer@/ylLN/\O
% ATc HN— 4225 | 4232 2.98
/ N S F . . .
/(N;
(4t £ 3 : CH1sFN4O,S)
@)
MeO X N F
A7d HN‘§ 4725 | 4733 3.66
/ N . S F . . .
/Q F
(b 2 K : Co3H1sF3N,0,8)
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MeO N N F
ATe N AN /\©:F 458.5 | 459.3 3.13
/(/N\/J s ]
(1t £ K : C22H17F3N4025)

FiEAF BES
R)-3(1-(4-80 R K )T K )-3-% s & 5-B-F & & 4-4-¥ £ -1H-=

ok -1-K VK E F K)2-w § ok ok -4-87 A9a 2 B
? NH,OH

X N tBMu%OI-iH
e
{ \(/\N HN« \<
N” OMe S

A7a ASa
REHDEMRY 0 HSHwMOH (1 £ 5+) ¥ 2 R-3(1-4-5 %
A)TE)S5-G-F A A -4-@-F A -1H=k ok -1- 5 )X & F £ )25 5
A & sk ok -4-8ATa (135 % % > 003 ¥ ) ~ 15N & & 1t 4
OSEA)ARRZ=Z-TEABAMLAK LK F Z70% % %05 %
F) BREMAEETR THMEIONSF - FRAYA AT PR
% > T HREMBH AL EA3SELRIBI-G-AE L)L
A3 ASGFAX-4G-F A -1Hk-1-£)R 5 F A )2
W f ok ok -4-8) A9a - 'H NMR (CDCl3) 6 (ppm) : 1.89 (d, 3H) ; 2.27

Ha

(s, 3H) 5 3.93 (s, 3H); 5.39(q, 1H); 549 (s, 1H); 6.53 (s, 1H); 7.10 (t,
2H); 7.17 (brs, 1H) ; 7.33 (d, 1H) ; 7.40-7.46 (m, 2H) ; 7.51 (d, 1H) ;
8.05 (br s, 1H) ; 8.08 (s, 1H) ; 8.30 (br's, 1H).# C,3H,3 ENsO,* 2 ESI

MS M+1)*m/z 3+ & 14 = 4202, F 8 14 m/z = 4202, #% 3 8% £ 2.27

T 5 AL A M 4 SR K B R
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N =
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O
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: CHa
(1t £ R : CpsHyeFNsO,)
O cH,
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( 5 N
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" >
/
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9 CH,
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N
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9 cH,
%Ha ~ W
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N
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Q cH,
C%H3 = NV
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D CH,
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d S5 N
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N
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GHa S N
0 e
A9p /N gN F 4635 | 4643 | 255
N 7;
o, HO

A,
0-9
w
x /)
p
zéi\ij
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- [
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/</\/JN HN‘ﬁNH F

N

B1

IEamATcHERBMUF XATB242Z Xk 8 H-24
FTREA R

# At & ATc (107 £ %, » 0253 % 3 F)$1 POCL; 25 % #) %
e RAMEREZR T o N17I0C T Ao 2445 % 48 - 45 b FF

;. HWom ZBABRACH,CL#H# - @B 2B KBEMK > REKRET

REE - EREGHEN B AR HQSEI) - B F = T 8032
EI)RFETZIM NH;072Z#)R - Rt > HHLERESH

EH o LHRHIR AR LIEBEYEMEY B L B R
# (MeOH/NH, OH 7k & #%& /ICH,Cl,) » @ 31t & % Bl (53 % %
52%) » & % & B % - 'H NMR (CDCl;, 500 MHz) § 7.79 (s, 1H), 7.64
(s, 1H), 7.52 (d, 1H), 7.24 (dd, 2H), 7.13 (d, 1H), 7.01 (t, 2H), 6.89 (s, 1H),
6.73 (s, 1H), 6.20 (br s, 1H), 4.82 (s, 2H), 3.82 (s, 3H), 3.72 (d, 1H), 2.23

{ (s, 3H) 5 ¥ C,,H, FN5O,* 2 MS M+1)"m/z 3+ & 14 = 406.2, & &

& m/z = 406.2.MW 4054, # & o5 B (o 4%) 2.11, 2.29 (B 3 — &
% TFA 8 ).

TR M BERBM Y EBZ ik B —%BERT
EREEHREZEY  HOCTF » REMAERES T
W 140°C F Ae 230 48\ 2 & o
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HO
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b O
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(b £ K, : C,7H2sF3N50,)
0
MeO AN \ F
HN—{
N \ F
(-)-B11 /</N\/) N 5115 5123 | 3.58
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In its many embodiments, the present invention provides a novel class of
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