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PDE3 - PDE4B - PDE4D - PDES & PDEG #1 % # A # ik
bbothzEFHTHRTHAEST - AEAIKEILESGMIELE

#F M PDE4#p % # > & B £ 1% £ 38 5 3 ¥ #| PDE4 ( #| = PDE4B
& / % PDE4D) : B4 i& i ¥ #| &£ 4 PDE - % 4o PDE3 & / & PDES -
LPDEE R BERXKR S FFTH

A #8 & 4 PDE4B - #F 5 = £ 2B # & % #& (HSPDE4B2B) 1% #& =
# WO 94/20079 »4 & M.M. McLaughlin % A ," #F & A # 3§ ¥ = 1%

Km % #] £ #§ (rolipram) #% & 1% - cAMP & — = 5% # = & &% : cDNA
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z aMEEARR T FTaF 4L HILBEHKE

mRNA = # % & # ", J. Biol. Chem., 1993, 268, 6470-6476 & - {5| 4o >
£ WO94/20079 = B #1 1 & » A #8 & 48 PDE4B 1% 3% # it A £ 1,
#APDE-# 2 & B 88 B8 S B AEGL62F » fl 4o £ 5 & & v 150
UM CuSO4 5] 3 = 15 » BB & fa 8 X B8 A ¥ 2 100,000 % L B
HOR By 1% 4k 1% il Al A PDE4B B £ 2 &K &

A #8 & #1 PDE4D (HSPDE4D3A) 1% 38 7 #* P.A. Baecker % A ," 1%

A ¥ # %IJ B (rolipram)- & & £ 32 AMP 5% B — & &% (PDEIVp) %&
%5 Z cDNA= ¥ 2", Gene, 1994, 138, 253-256 ¢ -

A #5 & #a PDES 1% #§ = # K Loughney % A ," {# PDESA A #§
cGMP-% & cGMP-& — 353K B &+ 8 % 8 — B8 % 5 Z cDNA B
B 4% % B T, Gene, 1998, 216, 139-147 F -

PDE3f: 4 1L B 4 = 8k - L A& ¥ X AF £ » 1% & H Coste
# P.Grondin £ "#8 A VA B —B5B8 X W AA A L B & — 39 # &
Z 4 # B &£ ", Biochem. Pharmacol., 1995, 50, 1577-1585 + # % -

PDE6 1% ¢ it 1 + MW@ - A A A B P F A T H
#® %  P.Catty s P. Deterre, " 4 # 4 B2 cGMP & — x 5% & — & &%
EeoRMEFakBIFLAEFZEER"

Eur. J. Biochem., 1991, 199, 263-269 ; A.Tar % A ," # # 4 & cGMP
B OB, — Bs B 2 4 At ", B8 & F £ ,1994,238,3-12 5 RK / 2
D. Srivastava % A ," 4 # A K A GMP # & 4 4 @ B 47 3 4% GMP
FEER — EBs BE z K B2 Z 4 R ", Biochem. J., 1995, 308, 653-658 ¥ -
2.PDE3 - PDE4B - PDE4D - PDES =, PDE6 /& £ = # #] @ z% &t
M B B R | & A (SPA)
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it & 4 &£ PDE4B £, 4D (A28 & %2 ) - PDE3 (43 4 4 = & Bk )
*PDES(A #8442 )X PDE6(#F & F A @)L 4 # 4# 1k &
B o MFA-FHHE P 0 d TR AR B (SPA) B T
o fFBlAb S (1t B EDMSO ¥ 2 5k 0 B 4w 2 % 5 52 #)
AR % & E T » £ Wallac B # & ( K # 1450-514) ¢ » 1
50mM Tris-HCI % #5 &| pH 7.5, 8.3mM MgCl,, 1.7mM EGTA, 0.059§ (w/v)
4+ ik ka b 2XPDE& £ > A3 £ 1030 48 - B ¥ & B 1%
BRE NAEBEEMBERMN ARBEFTLEHIHBHF
B E T B20% Z FH KA A o # 3 PDE3 - PDE4B & PDE4D
#oal 0 R R e [5\8-2HIMR ¥ 3.5-3% 4 B B2 B (Amersham Pharmacia
Biotech & 4X, #% TRK.559 - 3 Amersham Biosciences UK 4+ &] , Pollards
Wood, Chalfont St Giles, Buckinghamshire HP8 4SP, UK) -+ A % 1% & #
0.05 uCi 1 ~10nM £ 7% /& B - % # PDES $2 PDE6 # #] * 1% & fv
[8-H] & v2 = 4% 48 3 3'5-3% # 5 # ¥ (Amersham Pharmacia Biotech
» 4%, #%5 TRK.392) » A £ 13 & # 005 uCi#1 ~36nM & 14 B B - #&

ﬁaé\iﬁ'*‘JIOOHﬂ- B R A Mz R I 3R #kZ XL
BRASH 4 LABRRBETRELIINGF - FTwmweBEBEFALE

& B b = #% B& — & 8% SPA # #2 (Amersham Pharmacia Biotech » 4X, %5
RPNQOLISO) (& # ~1 £ 4 ) A& k4B - HREH » L&
B A ABRBEBETHRIENEZLNEF AALHFRET

o B EH A ZH 4K E DR & B WALLAC TRILUX 1450 Microbeta

Sw

4

Tt BEREET - M sl &R 0 74878 51444104
B (Hl4e 1.5nM-30uM) 3 & F 3 1L &40 1% & % 2 £ & & KR
EHB (%A gE—ZENMNAOMESIMZ M) o o 42 1% 1%
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A ActivityBase g2 XLfit (ID & % /& /& & &k 2 3] , 2 Ocean Court, Surrey
Research Park, Guildford, Surrey GU2 7QB, 3 B ) 4 47 - A £ 2 % 4
pICsoft % & »

RF I EMRTETEHEARGSLEP) KA F £ 5
3. PDE4B % PDE4D 7% & 2 # 4] : & & % & 1t (FP) % 31

{t. & % ¥ PDE4AB (A #1 & %4 52 ) 91 PDEAD (A %5 & % 22 ) 45 &
AT MZ RS 0 R A3 FAEKXF 0 b IMAP & k& BB 1L
FP)# B (» F 2 & » 4%  R8062) A & - # A1t & 4h (] 22
FoHeDMSOF 2 0SWAER)FARKBE T £ Z & 384-
H# e E T AR (4 B A 0 NUNC » 4% 45 262260) & » »& 10mM Tris-HCl
4 #& | pH 7.2, 10mM MgCl,, 0.19% (W/v) 4 2 75 & & & ,0.05% NaNj
2 PDE& F 2 £103045 4 - B E L TR LKL LB
RREEHEMERZEERFALAZK

RmBE A EREISBERBEB (2> TFEE » £ 5  R7091)
A EFAMMERBERE c BREHERZES LRSS0
i A B BB 54054 o ZmIMAPE &K H (5 F L5
» K #5 © R7207) (60 % 4+ » 1400 ik » A EMH MR EF
RZELEHBF) AKLERD  BRERXRBEBETHE
1.8 o F 4754 & E £ ZFP #] ¢ 1% 4& A AnalystTM iz 3% B &
(IF A FTEEL2N)EE - MA BB R /A &4LS
2 1142 & (05nM-30uM); B F shib A 412 & 8l 4 8 &5
A EHB(HEMNBEE - HRENANMESIMZ M) - th 2
1% 1¢ B ActivityBase L XLft(ID & £ A & A R 2 8] )5 47 - £ &

£ 1% A pICs i & 7
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¥t 7 4 £ PDE4 7 #| #| - 1% B SPA #1 FP 4 | /7 & ¥ < PDE4B
(% PDE4D) #r #[ {6 ~ TR M A £ £ - 2 & » £ 100 # # 8] 1t
chzaHE o F o L A&MRERE A SPARFP R A A
T 2 plCso# #l 14 » 1% — A& 14 36 — % & % PDE4B # PDE4D = 0.5
B4 & B4 N (4 PDEABZ 4 M & 8 12 & A 0966 » & ¥ PDE4D
% 0971 ; David R.Mobbs % A ," ¥ 7 5% & & Bf /&F M4 = IMAP &
ARmEAHEAAPIER AR ILE"20035 F2EHEEH&
BR il {2 A F & S TR & X & $,2003 42 8 10 A ,Down Hall,
Harlow, Essex, United Kindom) -
T RE RIS Z R & HPDEAB(A 48 & 4 58 ) B |
#lEALZEFMLE > A FpICsoE £60-11.7 & B A" - M A — & T 4

#
Ff fE 1% 2 4 4 % # #% (PDE4B #: PDES # #1| /& M ) 1% 40 T it

X #| % 3% | PDE4B -F 3§ pICs, | PDES “F 3§ pICs,
27 8.4 4.8
70 7.3 5.0
92 7.7 <4.5
125 6.6 5.5
265 - 11.3 5.2
307 10.5 <4.6
309 10.1 <49
312 9.4 <4.5
369 9.5 5.1
380 11.4 <7.0
399 >11.6 5.6
400 11.0 <5.0
408 11.4 4.9
446 113 <45
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457 11.0 <5.5
502 8.9 <5
546 10.7 4.7

4.7 ot !
# % i PDEAF A H - ARBELER / XKEC o FE AR
B A2 B (4o 4 M Z Huang 5 A, 16 £ 4 &£ F = 5B 77 4 42
2001,5,432-438, £, £ & 4 M S 433434 E R &L + 3| ik = £ £ F #)
o & AiEAZ B JE L A e & 0 K % = PDE4 i 4l 1L A 4
% ¢ & &ﬁm& S Hh R EZ e SR o Kk AT H
PEOERTARE > LML AL B THMEETAS
i R 4
FTEEELR/ AAEIARAEH 24 FHE2R/ R
% ek o £ B > 4 4o A Robichaud % A ," £ & & ¥ # & PDEIV

s Bl BATAHALELZT 2R RFER

%] #| BT 3] 4 % & ok " Neuropharmacology, 1999, 38, 289-297, &1 & %
Neuropharmacology, 2001, 40, 465-465 -
ErF K]

#

ERABEEY  "FRBD"EATARABEAA"TH"EATZ
FRALESHZE R
ARXFRERAZIEE
HPLC & 1% A& & 48 B #7 i%
NMR ## #% 3k
LCMS AR #ix /&
TLC &R E M n
SPE BAERZTHE BRIFEFFALEA STHNEBGELIZYH

hejo
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> C18 SPE 1% 1% i 48 SPE & #& ( #| 4o Varian Bond Elut C18 %
) BHAEAAASPEAH LA KA ALAALHKE TR
Bl 48 £ % 2 B SPE % 4 (%] 4o ISTIsolute™ % 4 ) - — 2
DHEEHSPER LA MR LA GRS -

SCX AAXREBEEAKE LA B 48 L B 48 % BRGSPE %
# (4o ISTIsolute™ & 4 ) « L & / PEEx s o » —
RRAEESCXEBEHZILEOMIE AL E G K& -

— & T 8% fa &

LCMS (& ta BH ik / & & E)

WatersZQ H 3% 1% * A E#H T EAFRAEHNH 0 F ¥ & B 100-

1000 amu

UV ik & © 215330 & & X

R 339 x46F Kk RN & 5 3% % ABZ+PLUS
mE 3B,/ 24

EATREA S

ElA T 95% T BE+0.05% 7 &

A F B 0.19 ¥ B + 10mM & B 4%

,.

l‘d

??i:/év\’h']Ai—/é\%'JBZ./:b/é\ i)'f?‘#&ﬁ_]:fdﬁz’ f&/'ﬁ?

3
}}q.

G (’%“‘?

(M AERAHM TR ERAERT): 0% A0.7 4 4 - 0-100

AR s 7
A3.5 % 48 ~ 10095 A/1.1 o 48 ~ 100-0% A/0.2 o 42

% 2
HEEINz aoibTBHHPLC T 42 @ 4 4 8% &
7 ik A

\

3
~

B i¢ B z T 4% & 4= & Supelcosil ABZplus (10 2 4 x 2.12 A 4 W %

W
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UV 1a &l & & - 200-320
mEC20EH/ 54
E4RME 052 I
=& A 0.1% F &
w & B 95% T BF +0.05% F &

e

2 e
% K

MERRS  AHABRZEZHBZ RASMWERIESE — 14 #
ERsHHE(MAEARSGYFTFZIREHBE T)ZEE%H4 A
B EHROZESONEBBRE 0 L P 2R A 100% 5 H BT
ERAERERESH |
— B AEB T EE RO IAE LS A G EE S B IER K
AEAASABRMEHAE  ARBERFTHRTH
Y EgE35)x B HHPLC & 42 0 44 4 8 5 d &
# =B

Fi & B = T8 1 & 4 & Supelcosil ABZplus (10 2 4 x 2.12 2 4 R &
C F2F R ADSHR)
UV 1a 8] & & @ 200-320 & #% %K

RE M/ 548

%
ERrHEHE(MEREGD PZIHAEAHNBRT)ZEEKEA
BB KOESOW EAHBE4 0 X F 2 H3Y AEI0%E#HBT
R AERERDEH

13
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DAL FT EFRBEZILESMIEAEZABEER B

KEH3 2 a &b FAaMmHPLC & 45 » 45 # 815 3 |
# % C

AR H oy EAME o Al 2EBBREHZA > KB
B(NMARBFBHOSEHFIHN)HBER  SWmELSHFAEAHZIE
By F oo

— R AEBERT EREIISYREBERE -

PO ARRRBRRELAYBREBHREY

—frasERFERS RAAKXRRNHE B #4854 F M
Mz REHB#RZILESY 48 °
"B K M R
. 1% 4% Whatman PTFE & & 4~ % (3% #) » 3L K > 50 #& %k >

HHamANBRAEFETF -
Oasis & %
3t 1% 35 Waters OasisT M HLB ;& 48 % B ¥ 1 o

kAt E MR Ry X KR

HAEHREW - SPERERHPLCA L X 154 » 2 8 4 X
EHz st adEE s AT ERB -

£k A &

"880 £ " 2 "0.880 & " 1% 45 & & & (¥ £ 0.880) -

¥ M 4 &K b

A A HFEATXIHRSH  GRITHRFACKRLIZIBER

» 2 4o Sigma-Aldrich -

F B 1. 1-CR R K R A )48 KK
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Q"

B RAEBENOL)THE A Aldrichy Z#A B U0EH)F » i
W mg B (135 %) » AS a1k 0 Nwl-F
A)NTE A Aldrich) » EHREHAETBRTHRHEBRL - K20
MA KB B AEBER M AKELAIME A & K IE & Q0
EH) KQEH)AIMEBHE K EZZRQREN )Rt - > #H
MR REEBALTETFTRE  RFRALEY B ¥ E
2 07%) -

HNMR (CDCl;) & 8.12 (2H, m), 7.33 (2H, m), 3.75 (1H, m), 2.19 (2H, m),

£ 435 £ % (138

1.87-1.62 (6H, m).
T RS2 1-CE R E g A4 A X

Qe

BFMHIO0TR)EAFTHEQREH)F » EEERAH EO
C o RmAEABANBE)EKQQEAH)F Ek » %25
MARAREETERTHEH2IEF - MHREH AR Tk E R
YRR B (R AKMEFR)  LREAHREAE  mEFHRAEALS
o A%k e HEABIHLED0T9%) -

LC/MS R3.05 % 48 , m/z 273 [MNH, "]

Bl #3.4-CK & A mmEE A O)K Bk

o=
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P RP2(13.1 2 )ERABEAO0OEH )T - ELihdse / & Mg
(L6 £) L R 16 > A H# @K -
Bk EABERR MR EE
C R E T AT BEY o &R

1R E BB E L s E E
[ % &l o iR T EP
REALETARE  ®BFR
B3 - nsm el BE HEEFL2AALEYH &k
B (814%) e

LC/MS R,2.5 % 4% ,m/z 243 [MNH, *]

&
El

w
(®

PRI ({435 R A mam AR A AIS FA )RR — 8 - ¢ &

4% & 4 3 (10.8 % )(Helvetica Chimica Acta 1983, 66(4), 1046-52) g
(ZE A B P £)H —8 — ¢ 8 (114 % ) T % & Aldrich) & 130°C
T2 o AALE > BB EH RS E KT %S

T ARKBEL - ATFTEFK HERXEBER > KL
BE o AARLAEALLY123L) BARAALTFEAE A
FBEH  HAEHB L BRI ASHEBRTE /KT

o REBE AN BER LE /B i3 EFAEEFE . A

TEFYE t@E EHEFALEY  HFEBEEQCSL
wE S48 %) o
LC/MS R,3.27 4 4% m/z 396 [MH"]

o
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R #S.6-08 R A g ek A )4-BAR-14-— F -3--F ok BT B

o l ‘L
N CH,

& M A 4147 £ ) iE # = K £ & (150

ol

H)F o M ERA
250C FTh #3004 - RAHFE  HRESHARBETRKRHE
ERERAHRZIATEY  BERAZ IR HERE ®ERE
Aiteth HEKTEBEHA09 %) -

LC/MS R,2.46 % 4% m/z 350 [MH" ]

P Ml 6.6-CF /& A s ek K )-4-8R A -14-— § -3-o8 ok F BE

0 o}
SV,

// oH

N
& & M 45009 % )E A T E (100 £ ) #2M & & 1k 445 (100 &

H)YF  EMRASHABTA TR LG - AAEE - fE
PlEELEETYRE  BREBEGHEAKRY  HUABEKLT

#e oo A2M BB & kB B fb ZEpHSHpHO6 2 M - 13 € % & i &
MW e BB ITEMY  AKEKE - EAALTFERBR
mRAILASY  AxFEBEBOATL) -

LC/MS R,2.65 % 4% my/z 322 [MH"]

P R M T.4-8 4 -6-C8 & A s EE A )38 ok B R AR

;é
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Mol NBE)VE FHA RIS HEBHEBQ EH)F » # 5K
FeNN-— F A FPERGCH) MREDADAT w28 -
AAGE R ERSEERETFTASE EBRERAHRZ
HEGYERFTEXELH -  BOBOARRLEH)EFAIMER 6 B 52
REE " A &A) EHHEFRATETHFION F - &
BT ORI ARkt TEAEFELE OBEFE
BS54 (071 %) -

LC/MS R,2.47 % 4% m/z 339 [MH"]

Ta Ay X EH

Kf ol
o// X NH,
R" N/
¥ M4 | RS- |RIP-|R-|BEHWE/ RE |LCMS | LCMS
% 3K MH* |[R(( % $8)
TR 48 | Ph- | H- | H- |4(K &= & & )X B&| 347 2.58
/ Maybridge
TR 49 | Me-| H- | H- [4(F % s 8 L)X | 285 2.00
B / Salor
% B 4 16| Ph- | H- | Me- | ¥ M 4 15 361 278

+ M 4 17| Me- | Me- | H- [1-8& % -2-F # 4-#| 299 2.19
# ¥ / Aldrich

¥ M 495 |'Bu-| H- | H- [4[(LI-=F 22T &) 327 2.40
RO OK )X I/
Helvetica Chimica
Acta (1983), 66(4),
1046-52
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B #30.4-F A -6-[(1-F & ¢ & V6% &6 4 |-3-o% ok % 8 A

e fEAABRHFREHBTZHFAEH 84[(1-F AT K)R

& 1K Az (Helvetica Chimica Acta (1983), 66(4), 1046-52) F 45 -

o

LCM SR,2.27 4 4 m/z 313 [MH"]

TRAFAMBAATHBHTZ FTA R4 L MBEELTR

G .

0
n,0

s
R3/
“No,
20

R

FAEMF RIS F X > B E48#%K:

E i CONH
R3/\é) t :
N
Lo
TR 4 | RPSO,- | RO | REAEFN k¥ LCMS | LCMS
% % Eved/ |EmE/ | MH | R
R B # R B (9 42)
+ M 431 1 H- |4 # % |araz)g| 379 | 272
Ui % / Aldrich | 5 % & 4 /
WO 9830566
Al
+ [d4h 32 WCL Me- |5-&L A& -2-# |4(F & £)%K| 391 | 291
i~ L P K/ | s/
Aldrich WO 9830566
Al

93113
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F R 34| L, | Me- [SRE 2847 KB | 375 | 293
AR/ |mehs/
Aldrich Aldrich

+ R 4 33 | MeSO, - | Me- |5-#L 2 -2-8% | F 42 &% | 299 | 2.12
AFXR/ |mmB/
Aldrich. Lancaster
+ Bl 4 50 | MeSO, - [MeO-[4-8 & -2-( |F I B & | 315 | 1.99
P A L)l BB/
# % *X / |Lancaster
Maybridge

?&3%10,{[(4-& XA EAEIBFAIAK 8B -~ §

[ulay

s 4-ph A X B (208 £ ) T3 g Aldrich) 1 (Z & A &5 F £)& =

B CE QI EFH)NTH & Aldich = B 4E& 4 0 mE £460C

AR RAMER c BB EINTC REBROHB EH

Aot o B4 E B B o B AI00C F Av Al 8 0 3 4k £ B R

AR TR (1L9F) & T 8 (2500 & ) it #E it »40C F » £
L&

c{::éli‘ »fﬁ(’ﬂTJ’f‘T’*\%/f ’ééé@%(356i)°

LC/MS R;3.57 % 4& m/z 390 [MH"]
¥ M 4y 11.6-88 X 488 K -14-— 5 -3--F ok K BR T &S

CH,

g\é
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TR HAGRT ok A 530548 - RIERRBESEH A
o X R Aw2-F K & (200 ) o &R AR ATR R B
MRS (246%) -

' NMR (DMSO) & 8.58 (1H, s), 8.42 (1H, d), 7.99 (1H, dd), 7.44 (1H, d),

4.21 (24, q), 1.28 (34, t)
b R M 12. 6-58 & -4-8R A& -1,4-— 8 -3-F ok H &

I = l I OH
- X
) R
1 8 A8 O8EL)ERAKGLEH)F  EF B (30 & #)

- MM ARILAERFMEFTRMYIIA > EHRESEHANER
Th#60494  BARATHEH SHT0EBHR HFggé
B e AEHIONEER  BETEY  AKKKE EEA

TR R mFREALLY B EBEGBISAK) -
LC/MS R;3.01 % 4& m/z 316 [MH"]

¥ M 13, 4-F K -6-z% Ak 30k ohk F Bk Bk

ci e}

BE M pI12@l1E)> RiFmERFHZ - &1 £ 5 8 (60

EZH)F - FANN-_FAF@EEQCH)  ETHRSHAHE A
Th#h BARATHEHLIISNGF - #2188 - gL 5 HEA
AT P AR ZREAEGHETRKE0ZEH)L H - M H A
XEEBB>ARAAMEELEEHFZOROAQROEH)F » &

z
BRAOHMAETETHFIS e - BB Akkik i
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AEOCTF » EAZT T &R REREALLY A 88
Bl 42 (794 %) -
LC/MS R,2.72 % 4% m/z 332 [MH"]

TisAaARIAFTRMPI3ZF X EMH

Cl
| N CONH,
R" N
Lo
T R4 |RIP-|R20- MK LCMS | LCMS
il ) MH'" R (% $%)
¢ R 448 H- | Me- |4-82 % 2-F & X i / 347 3.06
Aldrich
+ R 449 H- | Cl- |2-&R X -4z K X ix / 367 2.99
Avocado
¥ R4 72| H- | Et- |F K473 361 3.22
F R 487 H- | F- |2-f % 4-z % Xz / 352 2.65
Aldrich
¥ R 467 Cl- | H- |3-& A 4-m K Xix / 367 3.07
Aldrich

W M 4 68.47-— £ -8-F & 35 ok % & A

Cl

Cl

N CONH,

= =
N

CH,

PRI FEREAEMFTEHLIIZ TN HA2-F EX-3-R Xk

(Aldrich) o

LC/MS R;3.00 % 4% mv/z 255 [MH"]

PR 14.6-8 A 4 {B-(FAAVK A Ve AV 3 Ak S p i B 8) &

93113
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P HMMIBGOL)ENTEOGOEH)F » H3-F AKX
Bz (337 & 4 )( T 1% @ Aldrich) » £ #2 & % A & A& T v # 2.5 )
B - REAMMB AR I NEY » T ABEK  mFEHEH -

LC/MS R,2.59 4~ 4% m/z 420 [MH" ]

TR ATMYI4Z T X84 & A CAEESLER -

R\NH
! X CONH,
~
N
RZO
¥ M4 | RINH- |R0-| &% B/ R® |LCMS |LCMS
% ﬁ # ﬁ \ * Rt
(a) (4 48)
+ i 4 & Cl- |¥ M4 (3-F & Xk /| 438 3.56
3 @L 49 Aldrich
|

HCl
TR | ™ | Me |FRH O |4ARAZTR | 452 | 278
35 WéLT,‘ 48 A Xk /
HCl Apollo-Chem
T A @E Me- | F M 4 |23-= &-1-¥K 446 | 2.81
36 " 48 # vk 7 -4-Bx &,
HCl ' LB/ %

R AL £ B 7

(1980), 17(6),

1333-5.
FREHm | 7 Cl- |¥M# |48 EA3-FA | 472 | 3.29
39 QT 49 % Xk /
HCI Apollo-Chem

93113
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+ i 4 - Cl- |+ M4 [23-=&-1-K 466 3.35
40 d 49 vk W -4-BR &
HCl | BB B /g

R A Z K 7

(1980), 17(6), 133

3-5.
F My | Cl- |® M4 [3-BeAX T | 449 | 3.19
41 <5L 49 / Aldrich
HCI I
+ M 4 [ Cl- |+ M# [3-8%X%k/ 442 | 3.40
42 @TH 49 Aldrich
HCl
¥ & 4 ?-N"”"f Cl- |F Rl 4 |1-F & -1H-#3 477 3.05.
43 49 ok -6-f B B B
HCI I / Synthetic

Communications

(1996), 26(13), 24

43-2447.
s E R Me- | ¥ M4 |1-F & -1H-% 458 | 2.03
44 ﬁj\ 48 5% ok = -6-Bx /
HCl T Hetrocycles

(1991), 32(5), 100

3-12,
F M 4 . Me- | ¥ M4 |3-F & & Xk | 434 | 2.75
45 @\ 4 48 / Aldrich
HCl T
+ B 4 I Me- | F R4 (3-Br A XK P8 | 429 2.93
46 | dm 48 / Aldrich
HCI |
TR | ] Me- | F M 4 |3-8B XAz / 422 3.02
61 S W 48 Aldrich
HCl |
F M4 | ﬁi Et- | M4 |4-ARA-3-F A | 466 | 2.92
74 . 72 £ XA/
HCl Apollo-Chem

93113
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B 4 I Et- |¥ M4 |3-R Xk / 436 3.24
75 @ 72 Aldrich
HCI |
+ R 4 ¢ Et- |+ M4 (3-8 Xk / 452 3.44
76 ©\ 72 Aldrich
HCl !
TR | | Et- |T M4 |3-BAXTH | 443 | 312
77 QL 72 / Aldrich
HCl !
+ 4 Et- |P M4 |3-F % XAk / 432 3.15
78 @ 72 Aldrich
HCI !
v RM | ™ | Et- [T R4 |1-F & -1H- 472 | 2.8.
79 72 ok -6-fxc BER B
HCl " / Synthetic

Communications

(1996), 26(13), 24

43-2447
¥ i 4 @S Et- |+ M4 |23-= & -1-K 460 2.97
80 . 72 # vk v -4-Bx &,
HCl A B / #

R AL E K 7

(1980), 17(6), 133

3-5.
+ i 4 é} | B |FP MY |23-=&-1-%K 450 3.06
88 . 87 F vk vl -4-Rx &
HCl g R

R Z B 7

(1980), 17(6), 133

3-5.
+ [ 45 1 F- |v M |3-8 Xk / 426 3.11
89 QT“ 87 Aldrich
HCI

93113
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+ R 4 s F- |+ M4 |3-8 Xk / 442 3.19
90 @\W 87 Aldrich
HCl |
+ M 4 d F- |+ M4 |3-F A Xk / | 422 | 3.15
91 TH 87 Aldrich
HCl
S B F- |# M4 |3-Bc % X F A | 433 2.88
92 d 87 / Aldrich
HCI )
PR | F- |¥ M4 |1-F & -1H-+| 462 | 2.87
93 1 87 & -6-fic B BK B
HCl R / Synthetic

Communications

(1996), 26(13), 24

43-2447
TR F- |+ R4 |4-RE-3-F & | 456 | 3.11
94 @Tn 87 A Xk /
HCI Apollo-Chem
(a) 8 % &, : HCl=% 8 2
T+ M # 63. 7-8 & -6-m K -4-{[3-(F £ A )R & [ & }-3-o% ok & A&
e B B B

c N

TR 3G EAM TR IAZFT X B aFHMHOT A

T BE e B R

LC/MS R,3.15 % 48 m/z 452 [MH"]

+ B 4 66. 7-&

% -8-F #& -4-{[3-(F &

AVE A& Be & }-3-08 oK 5 &k

e 2 &L B

93113
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Cct N

TR 66 AAMTRIMIAZ T X 0 B a FHHOS - & A
3-F A& KA o
LC/MS R,2.80 % 48 m/z 342[MH"]
P R 104, 7-8 K -4-(23-= H -1-K $ex vl -4-A B A )-8-F K -3

5

NH (o]

h % Bk ik B B 2

A NH,

=
cl N

CH, .HCI

TR I04FAEAmM TR F X 0 A F MBS &
A23-— & -1-K Hrkoh 4k &£ B TR/ B IEF -
LC/MS R,2.80 % 48 m/z 354 [MH"]
4?&:‘1#:153‘? 4-58 KA KA K KR

a4 g £ 2-F & -1-3 & K Q26 7 )T &F & Aldrich) #2 X & 5% &
#GO0E)(TiF A Adich) ANN-Z PR Z@mEUWEH)F > £
SOCTF » m#AIO B - AAHKE  BRRSGWBE  KERR
A AETTHBRIEL  BAEOARIEAYE 0 L H B
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O N A R & uﬁﬁ*"’"ﬁ'{b/\% A& & B g3
) e
LC/MS R;3.22 % 42 myz 295 [MNH, *]

P R 18.3-A A -N-#¢ A X % 8k B R & Ax

J: j\ NH
H,N | ?

N
HO~

3B A K PR (40 % )T H 4 Aldrich) £ 2 8 (100 E # ) ¥ =
BRHEZARAR FhAKBEBRBE QT L)HE 5847 (140%) »
EHBEYAD AT RHE208 RAHEETRBE &R
Sihe B 'hyllo" By R HBIE  BEGHYATERE  E®E
REALEYRE  mFR2ALGY  HEMRHEG3IR) -
TLC SiO, ( & 8 Z & ) Ry=0.34

P B #19.3-(5-F & -124-F — ok 3-H )X ik

NH,

N
2N

0
N§<

CH,
AFHMYPIBGCILA )AL KT R X HGOEH)F 2 BFHE
BR O RmAAS T BERAEAM(A KRG F Z60% N K
& ISE) A RBRESMAESTC ToHE3ION 44 - AAHEZE
BE o AmBRBRETEQCIE ) EAFARESHAITIAT kI
B o AL E2CH KRS RMWME KRN0 EH)F -

EVAEBEES LB HE R o A A BB LB Kk LR

93113 -78 -
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EMKEE  RAEAELZETYRE BBEIYRYTHB L BE
Mt AR Fhixs mEFR2AKEH A8 éBiEA@O

) -
TLC Si0, (309 &

BR # 0
R 4 20. 1-[2-f & 3-R K& -6-(F & A VK A 1-2-8 £ T &R

ci

HAOCTF B =ZRALMRAE)FME R KK P K Q502 H+)
oM RZIAEREFHIOSLE o B IFR 2R A -S5(F &
A )K B (30.6 % )( 7T 4% & PfaltzBauer) £ = & F % (100 £ # ) ¥ =
Ak BBy mFRaEE/ BERSY 0 H L EOC
THH20048 - AWETHQRSEH) RE>RFMEAL
BWIA) - HREVATAETHEHLIIE  BERTAT
e B3 NEF o IR AMEKR/ KEFALEH  EHM2MEBE G
KIERAMBEQOEHN) MABARIBARESEHAETET
AES e BFABOC THhAIS4E - AL ETRIE
MEHBEE R _RFRERKE - %546 FHKE WA
Kig#he » ABEBEMRKEER  RAEAELETTFT RS mFREA

oty A FTLEBRGI8R) -
TLC SiO, (30% &% & ¢ & 4 3 €} ¥ ) R¢=10.52
b B 4 21.4-8 &£ -S-F 5K -1-K % ek o4 -3(2H)-EA

93113 -79-
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0]
© NH,
¢
ARUEEBOTOA)EEK K FRQGCOEH)F 2 & FH# 5
FRA B BBAMRFTEL0@SL)E AT RQOEHF)F =
AR -CMBAYHABA T RO T  REALAHETZ - 4

WEFBARMBE RS HE - BERMNTEE -
Tl » THERFHKRB - B REAX R TP IR ER LB H

ZEBEBARBE MM KELEER  REALTFTRE - BREH

EAEBTEF LR NBEZCL K AEEFHBE A
 EREBREHMRMETE L  FHFHB L BRI &I X2

NESEBER LB AEARIKFIFEREZRE  BEEFEBELSE

e /B e E U9 n) -
TLC SiO, (30% &% # T & £ %% T 4 F ) R=0.66
P M 22.N-(5-% & 3-8 & -23-= H -1-X H vk b 424 )-222-Z &

L B B

AT MHAIQE)VERFEGB EH)
EO0C T Z"m=CTHEQRLEH)
H#RAEHWAHPOC THHFIO4E » REEETER
AR KBRS E R KA BE
ZREMAN_RFREBER - 5T BB BB 43R
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CREAETRE - AHFB L BEMHHAILL S ARTK T
Z 1088 Lasind  HEFEALEY  HBHEARE/ B
Bl 5 (1.0 %) -

TLC SiO, (309 & # C & £ 3% T #t ¥ ) Ry=0.69

b Ml M 23.N-(5-% & 3-8 ¥ & -23-= A -1-% #H vk oy -4-£)-222-=

AT Bk
(o]
H HN
\ F e
Cl
) Q
AEZ-TEFQRO)AM AL TFTRE=ZXAHTLI L) RAY K

P R EKRKF KOOEFA) 0 B RS HA

Eim T H##F3I0 4
’9kf£7iA@/nu'FﬁUﬁ30/\a¥°'fi”b/a\#h/‘\’\ PE

zfﬁ%’ﬁ/l—fﬁ
,’T‘ﬁV‘?Fa‘]#hZZ(lOfe_,)E_‘?XGO@‘H‘)‘?Z/A& ﬁﬂ%/té\h
AE R T #3054 c RS MA4E > £ AR F R MG F

Rt ERERBEER - M ILE-YABBEK LEHRKZMHE
TRRE  EMAMBMBAKKE  HEHFZIAKBUBEKE T

BS B X IR 0 EE AL HZZHBEUEBEMRB KER  REA
TP R MFREREH  AEFB L EEZTEEREIN &L

P Z 1068 s iindk RIFRAIEY  &EFK
& Bl 305%) -
TLC SiO, (309 &% & Z & £ 3% T 4 ¥ )Re=0.50

¥ M 4 24.22.2-= £ -N-3-F &£ -23-= & -1-X #H v 4-4)2T 8 k&

0]
F
cH,  HN
F
@ F
0

93113 -81-
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AT H22B0108)ECHEQREAF)FZERN » F /ml10%
42 / 3% (020 %) > M B AMA R KR T HHE2] 85 - 8
B 'hyflo" Bh B # BB » AL BERiAE LT HB
BE O mFR2BALY 0 AG & EEO0092%)-

TLC SiO, (30% & 8 T & £ 3% € % + )R;=0.53

OB 25.3-F & -23-— 5 -1-% # vk v 4-f%

AP 4240087 £)£2: 2 1w Hvkw  FE:KGCEH)
P aEBHEEEAN RwBAE0149 %) 0 E MRS YA
TR THRHFATEEF > REAGOC F25.08 « A AT F H 1

]

S @ 0 AP EAREER CEERE KM MESREE - K

~°

AR TR BHER EIMASHFZIABRE AEBEMBR KE
B ORAATYRE WIFRERMBALESY A& EH 0049 %) -
TLC Si0,(30% &% & T & £ 3 T % ¥ ) Re=0.69
% -1

b R 4 26.3-(1-F_

o3

H-mb of -3-K VK A&

NH,

N\
~~ “N—CH,

—

A 3-(4-ih 2 -1-F & -1Howk ok 3-2£ )% B (1.0 £ )( T /% 4 Maybridge)
ELBQREH)FZEZRAN FmSKse / £ 0S5 %)4E T 840
EX)FIHAALBEFR MABAIBETERARKRATH
38 o AR A FE & hyfo" 8y B Bl BB 0 i 45 i@ K o
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LEBGOENF) K - BEOHZIRRAALTTARE MmFHBE
BH - B E A2Ma 84 E ik (100 £ # )R 2 > i vk B85 8
LExI0EHA)ER  HABKRE ARBRELENLIKE T2 ELE
FRAEBRER - AZHB L BB AT EIEE EF

BrRALEeY HEaeSatBEROST) -

TLC SiO, ( Z & ) Rg=0.28
P M 27.12-— F K& -1H-KX # =k =& -6-f&

ARG A) ke HWU@TE)ERBR(SENH)F Z B H
KRR RAw12-= F & -6-8 & -1H-K # =k ok (1 % )(J. Chem. Soc.,
1931,1143-1153) » £ M RS WA B THE6L 8 - F 244
e EARAF L EEGAMIMEAILHNEREKEILE

pHIO - R AW R AB ERE KR L REHFZHABERR
K#HR O RAEAESIRG @mASeER gracmz @
se > miFREALESY -

TLCSIO, (= & F 4 : TP & : 880 £90: 10: 1)RF0T5 -

M #28.3-% A NN-— 7 & X ¥ & iz

SH
/I\ ~CH,

oy
CH,

AOC T » #Ha(lAa)dmERALI (= FTrRA)8% £ XaEQ2

L X
%, )(Borthwick ¥ A ,J. Med. Chem 2002, 45(1), 1-18) $t = X Bt (8.4 % ).
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1328009

El4d— A HB PR HEEZRR KL E-UWABREEAT

WA 0S5 o o 458 A 4 48] N D B ES B EaS0EH)F A

BE B LB (2x30 EH ) P X A v £ WA 2N & A 1L R & (2x40 £ H)
q::

ke M ERRBIL EEA A FTKRESOEH)F ER
o # E R AR (100 £ ) e #E 0 B K % N SO,) - 3 K E

miFERBEY  A2reBE(llg)-
LC/MS R,2.32 4 48 m/z 182 [MH"]

PR 4 28.3-% A -NN-— F X X 78z (BK 45 A E)

% 33-= 5 X & NN-= ¥ X X ¥ 8 A& )(Ger. Offen. (1978), DE
2821410)(54.2 % ) £ 1,4-— & F: B (400 £ # ) 82 & (100 £ # ) + =
AR BMEINC AWM BRBBRCEI) > RFMZXK
BOGSA) BB o4 BEERFEDLC  REH RS
MAAC FTHRBE2SNHE - RAAHTEZEHBEHL  HE2EW
BEEH20EH 0 EAINEGZ A LS KERQOSE H)H 8t 8

LEGCOEH) M MEsr R R E - 5 8 K8 3 AEEE T BES
(2x300 £ # )ik # o & sk 48 4 SN 8 & B 1k > I WA B B T 85
Gx400 £ 4 )X B - M B M kB A B E R S H 0 LEE K
Mk KE TR EHAEMETER  ZERIAHABER
Z a8 (100 £ ) F » £ 4540-60¢2 i (160 E H )i w ZEH IR & F

p)l

CRERGEEAN LB Y AL E M
AR AL A (284 1) -

93113 -84 -



1328009

LC/MS R,2.24 4 4% m/z 182 [MH+]
TR 4 29.6-(3-[(= F Be A ) A X & Vam £ )-4-[G-F & X Ak
& 1-8-F K o ok -3-F BR Ak

CHy

L,

gsa

H

O—Z

b ]

4 F M 44505 ) - F M 4728(0392 %) - 4L T 4 (0.03 £-)
B 4038 £) I3 P Ao 8 -Fx 200H)-BRATEH)F =
BHER A > £ 100C F Atk 160 6 (5% 64 A5 4 o 4
AKAOEAF)F » EA BB ECA0EIH)F ER - B E R

vh 7K (100 & # )ik #& » B K 3 8 (NaySO,) v 3 A - % F ok
MEBEBRCE(NEF)FAYE  wF2HkbY AL 6HEE
(0.263 %)

LC/MS R,2.67 % 4 , m/z 487 [MH" ]
¥ B 4 37. [(6-a% & -4-{[3-(F & A VK £ e £ }-3--2 ik A )5 X i

O/CHJ

<8

o)
, |
X NH

= )\
N (0] (0]

H,cAl—CH3
CH,

93113 -8- -
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AT RHI46B A)E - RFRUI0EHF)F 2@ B H# 8%
P RARNN-ZF K A Ak w Q42%) 0 KR BB =

-% = -T 8B (18 % )Aldrich) - #m %A T8 THE+2 54 » #
FHE O mEEEKERQOEA)B R E K L KT B
#3024 - nMEAHKE > ETMHKBUZRKT &K GOE )ik i
o M A B H MK ko B k(100F )ik B 0 BB AR K

B ORELEFTRE MAGHAHFE AFRE
B E A TEOGxISEH )R & 0 A A Z
RO mAERALEY  AFXEEMOGOR) -

LC/MS R,3.59 % 4% m/z 520 [MH" ]

&
%
Hd
-5

=
E?E

)

¥R AT 6-[G-{[ZE=Z-TEACCPE W A8 £ 1K L) £ 14-

[B-F & K & & & 4 -3-% 8k Bk

HN” : “OMe
s
Ispeone
~
HC._.0 N

H CXCH

HFRMBHITO08 A )BA{(F=Z-TAEFEAWRELAIRAIX
5 B (0.74 % - EP465802A1) » (R £ = -2,1-k X £)E (= X %)
005%) - F=-Ta#E40202)R S (=XETF A &)= 4 (0)
008 #)EFRGBOEH)F X EHRH RS M #»106C T Au # 18
WNBF o BB A MMAE 0 UABERELEQRSETH)HE » L AKEK
MERQGOEH) R  BABRERAKCOEH )R K - B K
B WNpSOy) ' RAAETFREE - BHREUWHBHB L B

93113 -86 -
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Medb - & R BB LB/ LT DL EHRA - EE TR
BMICARLEFTRE mBARALEY  BHFELKRHO3BL) -

LC/MS R,3.9 # 4& m/z 532 [MH" ]
PR S51.4-B A -1H-#3| ok -1- 5 B 11-— F £ T

C@
/
N H.C

)\ 3><CHJ
o} o

CH,

A 4-7% K -1H-#3] =& (157 % » # & 16 £ 4 7/ 1979, 16(8), 1599-603)
R —-FZ-TEQRBE)VEAELHEBIEH) TP AR R
A ANN-— F & 4-fx Lok o2 (0059 %) - B R B RS HH T
THR#¥I0OS5 4 RBELEZTFRE mMETBHBERF
2 #E B SPEH4IL > MM A R E R B AHE -iE
455 & -1H-w3| ok - 1-% B 1Ll FRAZE AX6E209%) -

LC/MS R;3.26 % 4% m/z 263 [MH"]

1 4-24 & -1H-93| & -1-% 8 1L,LI-— F A 2 & (1.2 £ )5 % ¢ 8 (150
EA)F  EAARAAOXAR)T » #10% 4 / 5% (024 %)
—RBFHBIGF - pERrRLBYEITRBE EREEREAE
et RG RARMAY  AFBEERIBL) -

LC/MS R2.36 %~ 4& m/z 234 [MH" ]
TR 4 S2: 3-[(3-(fk & & A )4-{[4-R A& 3-(F A L)X K Ik & }-8-

‘?}E 6“’*“’*7\%)5/:(.7“;'\% . L &5

93113 -87-
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O/CH]
r
z
HC N |
w NH O
(0] S
(e} =
N
CH

BAEHFHHIN44) 3G AABKLEWO0TLE > TR 4

Aldrich)» & = -T 847 (064 )~ 5 (= X & ¥ & & &)= 4e (0)(0.26
A)ER(RAZ2LREXA)E (ZXB)OISA)ZRAY > B
NN-— P AFPEEEQRQEA)P » £#A R KA HL0C F 4
BB o A EAEFTRE  EREBEILHEANATESF -
A ESPEE L BB HAULL ARIHRALETHEFZR

REH 0 MEFRALSY 0 AB EERH(106%) -
LC/MS R,2.69 4 4 m/z 458 [MH" ]

ToagaAM T X EME

O\ﬂ/\/s N NH,
e} N/
CH,
TR HER | RINH- | %% E [LCMSMH"| LCMS
. R, (o 58)
P 45 57 Q/\"} & [ 4 36 452 2.67
+ M 4 58 7N | F R4 62 411 2.36
"
+ M 49 103 Q + 1 4 71 428 2.86

93113 - 88 -
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T M 53 3-[(3-(BE A B A)-4-{[4-F 4 3(F & AKX

A 1B A& }-8-

T A -6-o% ok KK )EE A& 1R B

O/CHJ
F\@\
NH (o]
Ho s !
Yv l \ NHZ
o —

N

CH,

B P B HS2095 £)ETEB0EH)F =Xk A2M & & 1t

MAOEMIRE  ERHMBAIBEREERTY

T B - ¢

mEAAL TP AE R EWANKTF 0 It A2M B B E 1L

Z2pH4 - BEAHBARZIITEY » AR £ A ELTP %K

M iFAEAES Y AWK e BEiEO08%) -
LC/MS R, 2.3 % 4% m/z 430 [MH"]

TAGAAMS XL H

\NH [e]
HO. S
\”/\/ = s N,
0 NS =

TR ER| RRNH- | 2% H [LCMSMH'| LCMS

NH

R(( % 48)
+ B 45 59 ©/‘ + 7 44 103 400 39
% B 4 60 ) + B 4 58 383 2.10

93113 -89 -
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P B 4 54.4-{[3-(F A A& YK A e £ }-6-4-7< & ok 5 Sk 5 A )-3-

°§"**%&QRH#3§L§%§§&;

CH
o7
~
HN ™
0 NH o
4 |

7 X
0 NH

~

o

CH,
.CF,CO,H

AERERITTO0MAL)EFXEBOEH)TZ RSN F
MK =ZREBRAEAKRKFZERNOCEIF) HREDAETRT
BEHEISIE  RELEALETFRE - EHGHWHETFT XQ2x2 £

K

VEAE MBRILEME ABE HHEXEEH - E

P

—RMUEBE G AR CEFE > L@BE > @ FREL

# o &%k EEE0570%) -

LC/MS R, 1.94 %- 4% m/z 455 [MH"]

R 4 55.4-[(3-(Be £ % A)4-{[4-F A 3-(F & A VK & B £1)-8-9
A6tk AVr A l-N AN R EBEL-ZF AL

Iﬂ((

s @
APMHISAUOA)ENN-Z P RAFHEEGBOEHA)FZER

P‘J’%ik;ﬁr ’/;}-‘jU4'—IIL;‘t\ l-,\IVl:[: Exll°——-?7'\cﬁa

(0.89 % + USS317025A) ~ & = -T 8247 (046 %) ~ £ (— X 5 7 £

93113 -90 -
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% B )= 42 (0)(0.19 % ) & (R £ = -2,1-k ¥ £)8 (= ¥ 8 )0.11 £)
c M RSB EI0C 0 BE3INE > L4 RAEBRTH
B Al o 2% GBS R T 8 (100 F H) 8k (100 £ #) 2 A
>R BRE KELNRBERKER B ARALALTF
B o REWBEASPE(MROESY TE ARG 24 E &
A AL > M F P M 4G AR A )4-{[4-F £ 3(F & %)
XA AP A6k L) X -l-x Anbg B8 1,1-= 7 4
LE A EBA(0lr) #bFAALYWEHANN_F LT &

BEGOEH)IF Y E 5 AR mAEABMGISE) KRS HNHTE
BT HHEINE 0 BEE G A IM B R & (500 )
REEHER RS ARB 2x200E ) FE R » £H4F#
BAI0% R ib42im iz e » ABLBAAEAM KR BE  RiE
G oam AR E o HBRAALLY AKX FEEEOTLEL) -
LC/MS R,3.04 % 4% my/z 573 [MH"]

A AR R EFTMYISRQCHER AL PRI
¥ & & (T 1% & Aldrich) # &
P R 4 56. {2-[(3-(B & £ £ )-4-{[4-F A& 3-(F A ALK & 18 A }-8-

FA6-Eh AV AL A A FTHRILL--F X T E

ot

TSy

CH,

LC/MS R,2.79 % 48 m/z 533 [MH"]
TR 62.6-88 K 8-F A 4Gt g AR ANV ARG a B H B

93113 -91 -
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AT RPABULILZ)ENN_FEAFEEQROEH)F ZER

R W e 3R A owk w2 (0.8 L 0 T 4% & Aldrich) 2 o = 2 & 2 (0.7

X ' % 4F § Aldrich) - 42 5% £80C AR A F 2K &

B A TP AR B RYEYWUNTEFE LR ETEY

 miFERAELESY ABEBEROIR) -

LC/MS R,2.32 % 4% m/z 405 [MH" .

T A AR A A F K

93113

NHR' O
| AN NH,
//
N HCI
RZD
T M4 | RINH- |R20.| & ¥ B/#AEH |LCMS [LCMS
% 3% " MH* R;
(a)(b) (7 48)
+ [ 4 S Et- | % Ml 4 |3-otb & AR / 419 2.52
81 /H 72 Aldrich
HCl g
+ ey | “ a Et- | ¥ M 4% |5-& & -3-0t w% 453 3.19
82 ; 72 Bz / Synchem
HCl - OHG
T4y | F Sy Et- |+ M 4 [5-8 & -3-0k o2 437 2.93
83 ; 72 Bz / Synchem
HCl - OHG
-92-
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F f 4% 5w F- | ¥ M4 |5-8 & -3-ot = 427 2.6
84 7 87 B / Synchem
HC - OHG
¥ R4y | © S F- |F M4 |5-RA-3abm | 443 2.88
85 = 87 Bz / Synchem
HCI - OHG
+ A 4 a0 F- |¥ M4 |3t & A% / 409 | 2.27
86 /; 87 Aldrich
HCl
96 7w Cl- |F M4 |3-wt %€ Bz / 425 2.52
HCl : 49 Aldrich
97 O | Me- | F R4 SR A B3k | 439 | 295
HCl f 48 f / Synchem

- OHG
98 F SN | Me- + 4 | 5-8 & -3k 423 2.65
HCl 4 48 fz / Synchem

- OHG
99 N Cl- |F R4 |S-f & -3-wbeg | 443 2.91
HCI /N: 49 f& / Synchem

OHG

100 c ' Cl- |F M4 |S5-& & -3-wt = 459 2.94
HCl = 49 B / Synchem

M OHG
101 "L | Me- | ¥ R4 1-2 & -1H- 422 | 2.58
HCl = 48 ok -5-BE /

A Aldrich
102 Mo | Cl [T R |1 % -1H-wt 442 | 2.86
HCI | = 49 4 -5/

AN Aldrich
@Q2#% XXHCl=88& &
OMAADHEGALEFE  HLBERKEH -

TR 4 73.2-2 A 48 K KK

93113
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|
; “NH,

H,C
A 2-T e % KX (1.88 & » 7T 1% & Aldrich) # &% & 45 (1.27 %) & &
BRQRrEA)FLBHZERN T BRALBEAEHF » TE
g Aldrich) - # R &4 20C TH#FN05 4 » REAAL T FH

Rindl - 2% G A L8 QSE ) e B SRR (25
EX)IHBE > RRE - ERABEKMEREH  EABERKE

B TA AL TP A IAH o B HCISSPE4 1L » WA £ K F 2 20 [
LR ERA2RAILLY A% 6 E20402%) -
LC/MS R,3.23 %- 4% m/z 248 [MH" ]

R 4 64. T-({3-[(= F A A& )Z A& 1K A VAL K )-6-28 & 4-{[3(F &

A VK A B A& }-3-o% o F B AR

B E MM 0AR) - P MM2B0I65) R R EI038 ) @
13-— ¥ % 3456w & -2(0H)--£ 2 &8 (10 E #H)F . L ¥ #H & 5

# 0 H10C H A FAaH3I D - Hmd sz ¥ M4 28007

) AR ASHWACC THED LG - B AHzREY

VAR (100 & )% 5F » £ A BB Z B G100 E #H)ER - £ 45
ﬁzq%iﬁu*QﬂWWﬂL K (70 £ #) ik # » VAR B
&%*%%’&EE;?&%°&&%%%W%L ey
Mt 0 ATFTERZHE BFAAZTEIIHAMHLC(F A
B3R ALESY AREBKRHOI127)

I!l

\./

93113 -94 .-
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LC/MS R,2.94 5 42 m/z 599 [MH"]
TR 65 7-(3-[(= F A ANV A PR A V5 sxaf K )-6-8 & -4-{[3(
TR A)E A B K }-3-08 o B oEE Br

| CONH
<O
H,C’NI X ﬁ N\
(0] (@]
BEAHMOSE)> RAMEFTHM 640124 )ENN-—F &
BEEOCEH)FIRBEHEZRAN  BEERAZTBRLAT
BH22LLE - RmE S5 EABOSE) LIRS YEBES

B AR REEMRAS)EKASEH)F 2 5K E R B IE &K
» A AKGOZEH)HEFE o EAEBEE TEGCXxSOE H)ER o 4 5
X ABERUABRBEERKEER  RAALEFRE > mF
B AFEBRROLR) -

LC/MS R,2.70 % 4& m/z 615 [MH"* ]

R M 69.5-@ £ -NN-— ¥ & 3-nb vz 3 8 fix

Q
SH
HSC\T | N
Ly
N

A K T EE (G L )R E SR NN F & 3ot ok &

(2.5 % » WO02000055168) £ NN- — F 2% ¥ & iz 40 £ # ) & 2 @ 4%
#iEmn o EAMRBEFRAI0CC T RF4 LT - s £ L
T g R EHEAIME R (GSE )& KGOEH)

oo AR RA@@XTSEF )R - 1 KB vA2M B B B
&

. 2 pH4 » WA K45 Gx80EH)FER > B4 6 2 F 1% E v

93113 -95-
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BRKQRQOEZH )k #  UABEEBEER KELKE R AL TP R
miF2ALSS &HEEa(18%) -
LC/MS R,0.96 % 4% m/z 183 [MH"]

R 70.1-F & 484 £ 23-— # -1H-03] %

s

o

NO,

AL1-F & -4-5 K -1H-=3 "k B8 & » A # K 42 5 £ & £ & 2001

5(6)604) U H 45 w3 Bk kAL A (M £ @ Bk P 0 863 &

)z BHEzrN EOCRARARAT ' BEFTWMEZ ABEK
(88%‘?‘[‘) {iﬁﬁ"}f/ﬁkzwa/‘\ﬁfh/mﬁi JEZ'/\ . #

04548 - HRESHM I HAMEMBEBEMERTOEH)R
20,48 0 KRAEBHI0 54 - MRS 4 VA B BL T B (2x300
EH)VER B AHIABERANAEBEHNR K&ER - EH A
TP HBBREH  ABZBE L BRETEENHALIAL ATk OB
BLEEO: Dk SHE2HALLSY A EBEEAITE) -
TLCSIO, (T % © & 8 T & (4 1)) Re=0.61

R A 71 1-F K -23-— & -1H-73] °k -4-Bx

CH
/

s

NH,

3

AT MBHTI0S05)ETHEGOEA)T 2 E R A A v 10%
e ) % (0050%)  #EMBBAMARKA THE2054 - &
b @yl BRI BE EAEAALETTBBREH 0 @EE

&g

|~Tei

93113 -96 -
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Bl bt o 5B & (0405 %) -
TLC SiO, (T % © BB 2 & (4 1)) Re=0.25

i

KERT R R 2T R mE o GEERFATR - B 5
MFER AL LR R 2 ETAREBLE S
T 4110, 4-[(3- 5, % A B A 1-6-(F 5% & & )-3-% otk % g 5

P OO0 AV EALHGBE )T o v A E K
(0.0056 % » T 4% & Aldrich) » i # 3% & # # & % T v # 16 | 85
CAAHETBE BROMEARETFTAH2L 0 0 B
B RE M E T TR ZFEMHPLC(F A &t » & &
12 % Ak & 4 (0011 %) -

LC/MS R, 1.95 4 4% m/z 359 [MH* ]

IR LE R

ﬁ,,O HN (@]
R,/S\CCS/U\NHZ
= N/

£ # R! NB- R’SO,- | &% | A/ | £4 | LcMS | LCMS
% 5 %R R & F & MH" R¢

(a) (b) (#4%)
1 . I |MeSOy- |/ 6AEXE | (D 399 1.9
HCI 4 j@/ 9 oF ok /

" Lancaster
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? MeSOy- | &+ 4y |3-Bc & -N-F |(]) 413 1.89
HCI 9 AT 8 AK
/ Merlin 4- &,
3 MeSOy- |+ M4 |[NN-= ¥ X-|(D 385 1.83
HCI 9 13- = fc B 8
# / Aldrich
4 MeSOz- [+ M4 |35-=F AKX [(]) 402 2.05
HCI 9 # B / Aldrich
5 MeSOy- [+ |12-X # £  |() 383 1.84
HCl 9 °F ok S5-f /
MaEH # D
g A 8
(8W-0024)
6 MeSOz- | ¢4 |3 X X F |() 400 1.99
HCI 9 B ¥ 85 B 8
# / Fluka
7 MeSOz- |+ M4y |3-F R X | (D 356 2
HCl 9 288/
TCI-JP
8 MeSOz- |+ mM#|3- X X F | (D 367 2.26
HCl 9 A% / Aldrich
9 MeSO,- |+ R %4 |3-BEAF& | 372 1.82
9 / Aldrich
1 MeSO- |+ a4y |1-F A -1H-X | (D 396 1.65
9 Frog ok -6-fc/
Heterocycles,
1991, 32(5),
1003-12.
12 MeSOp- | # M4 |3-R £ 4-& |(I) |3% 2.37
9 X k& / ABCR

93113

-98 -




1328009

13
HCI

M3302-

& 1 4

Xk /
Aldrich

¢

342

2.07

HCl

MCSOZ-

P i 4

6-f & X #
o3 ok cit & /
WO 9845268
Al

¢y

399

1.99

16
HCI

MCSOZ-

¥ R 44

2,3-— & -1H-
%ok B
%2/
Aldrich

@

248

17
HCl

MCSOz-

F /] 4

23-= & -1,4-
XA -RH
B % 65 &
B e/
Aldrich

M

400

2.18

18
HCl

MCSOZ-

¥ 4

PSS
i

2,3-= & -1,
AH R B
H -5-f
& 2/
WO 9703067
Al

BB

M

400

2.2

19
HCI

MeSO,-

+ 4

1-f& & -
5,6,7,8-m &,
#% / Aldrich

D

396

o
(9]
~

20
HCI

MCSOZ~

F /]

23-= &, -1-
A H vk % 4-
3]
/ # KA %
A 7,

1980, 17(6), 13
33-5.

)

384

223

21

MeSO,-

P 1 4
9

Tk % -1.3-
T
2(3H)-&8 /
Annales
Universitatis
Mariae Curie-
Sklodowska

(ID

399

1.93

93113
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Sectio D
Medicina,
1980, Volume
Date 1979, 35
121-8.
2 ve MeSOz- | ¢ M4 |3-Z k& & X | (D 370 2.33
HCl (5\ 9 / Aldrich
ITH
23 Me~ e MeSOp- | ¢ M4 |3-2 & %2 X [(D 384 25
HCI @\ 9 B / APIN
TH
24 e f MeSOy- | M4 |3-R % 4-F | (D 406/408 | 2.2
HCI \©\ 9 5 KX/
= Aldrich
25 N MeSOp- |+ M4 |3-(7 & £ 7 [(D) 386 2.01
9 E)X &/
WO 0018721
" Al
26 Me/°:©\ MeSOy- |+ r4|25-=F &% |(D 402 2.37
HC H o™ 9 ¥ B / Aldrich
27 /@\ MeSOy- |+ M #|3-F R A X (D 372 233
HCL | o™ 9 & / Aldrich
23 /@i%e MeSOy- | M4 |3-78 £ 4-F | (D 388 2.0
HC! HT OH 9 8 X Xk /
Aldrich
29 . : g | : MeSOy- |+ 4 |3-X A& X X |(]) 434 2.97
HCl l 9 K / Aldrich
30 v L |MeSOx- | ¢ R |3 £ 27 [ (3712 |22
HCl D 9 i/
il Aldrich
31 @ MeSOy- |+ M4 |3-E A& B |(]) 358 2.04
HCI AN OH 9 & & /
| TCI-US
32 Q’ MeSOp- | & 4y 4-8 £ 3-F | 390 1.92
HOl | o™ 9 AAEEK/
Apollo-Chem

93113
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33 b, MeSOy- [+ M4y |2-C-gc £ X | (D 402 1.8
HCl " 7 9 A A)L &
" g8/
" J. Amer. Chem.
Soc. . 1937, 59
v 1716
34 QOFMG MeSO,- |+ /M4 |3-T & £ X | 386 2.04
HCI — 9 B / Aldrich
35 Nl MeSOy- |+ M4 3-8 K& / [ 376 2.09
HCI \© 9 Aldrich -
o
16 ,_j"“" MeSOz- | # M4 | [3-2-F & & | (D 416 1.94
HCI £}°“ 9 z R AKX &
H B s /
EP 388165 A2
37 o MeSOp- |+ 4 |4-F R A X | (D 372 1.88
HCl \©\01Me 9 B / Aldrich
18 " MeSOz- | ¢ M4 |34-=F A £ | (D 402 1.84
HCl \Qo 9 X f& / Aldrich
.
me-® M
39 -y PhSOz- 1+ M4 |3-C & £ X |(ID 448 2.55
@‘0 8 % / Aldrich
\—Me
40 ~""|PhSOy- | # R4 |(3-2-F &2 | (W) 478 1.42
Q° 8 ZRE)X A
H hE®s /
EP 388165 A2
41 R PhSO3- [ sy (3-8 £ N-9 | (D 461 2.37
g 8 A X T #K
MeNH” S0 / TCI-US
4 |, |FPhSO2- | v |4 £ 2 | (D) 420 2.46
i:f 8 % B/
" Aldrich
43 o PhSOy- | v man|6-se A& X% | (D 461 2.67
HCI Q 8 Bk /
s~/ Lancaster

93113
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44 " PhSO,- |+ M4y |N-G-ix £ X | (D 475 2.58
HCl © 8 £ )N-7 %
Moy z %%/
° Merlin 4 5%
as | |PhSOy- | ¢ M |1-7 £-1H-% | (D 458 2.24
HCl 8 7 ok ok G-k
AW / Gwyn Ellis
e Heterocycles
1991, 32(5), 10
03-12.
46 n PhSOy- |+ M4 (35=F & | 464 2.89
HCI Q 8 =Xk /
MeO OMe AldnCh
47 Q__«"—f“e PhSOy- | ¢ Mty |3-Bc £ X F [ (D 462 2.86
HCI . ° 8 BT & B &
" # / Fluka
43 = PhSO,- | & M4 |4-Q-"% &% - | (] 533 2.1
HCI O\ 8 4-% T A X))
O B
EP 410358 Al
49 SN PhSOy- |+ M4 |3-R XK / |(D 422 2.96
HCI L 8 Aldrich
50 W |PhSOo- |+ ri4|3-8 £ 4-A |(D 456 3.12
HCI FQ 8 i/
a Aldrich
51 M PhSOy- |+ Mi4n|3-F £ X A& | (D 418 2.87
HCI \Q 8 BE B/
Me TCI-US
52 o PhSOy- |+ mM4p |3 XA X F [(D 429 2.91
HCl 8 B§ / Aldrich
il
53 s PhSOy- |+ mi4n|N-4-Bx £ X | (D 532 2.34
"*Q 8 A )oE 33 ok -
[ 4-% sa B /
Peakdale 4~ F
2 8

93113
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54 A PhSO,- & M4y |NN-= 7 X - | (D) 447 2.75
\Q 8 13-— fx B
v, %3/
Aldrich
55 W PhSOy- |# M4 |N-G-F £ %X [ |46l 24
Q 8 1) & B
HN\f(Me [ ] '/.
o) Acros Chimica
56 o PhSOy- |+ M4 (3-8 £ ¥ 8 |(ID 434 234
9 ) 8 / Aldrich
I
57 ©\ PhSOp- |+ M| % & / M |04 |273
HCI - TH.- 8 Aldrich
58 \w |PhSOy- |+ mMi#r|l-z &t = [(D 487 2.52
HCI °\>_N5j 8 &, =3l & -5-f
Me / Maybridge
59 . PhSO2- |+ M4 |6-8c % -1,3- |()) 461 2.48
HCI %m 8 K H# T ok -
% 2(3H)-&R /
WO 9845268
Al
60 \w |PhSOp- | Ry |l-z m £-6- () |487 255
HCI 8 Be & = &
Mo _Me % / SIGMA
T
61 A |PhSOy- | ¢ w6 £ 23 | |4z |267
HCI \% 8 — & -1H-% -
. 1-8 /
J. Med. Chem.
2003, 46(3), 39
9-408.
62 M |PhSOy- | R |6 & - ) 472 2.93
HCl oﬁ)\‘/ 8 1,23,4-m &
& -1-8 /
Maybridge
63 ~ W |PhSOz- |4 piin|2,3-= & -14 | (D) 462 2.69
HCI ‘i’\/\o 8 * 7'% =R
% -6-f B

93113
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BB/
Aldrich
64 w |PhSOz- | & |18 4 - (D 458 3.07
HCI q 8 5,6,7,8-@ &,
k/ % / Aldrich
65 W |PhSOy- ¢y |78 £ -13- [(D 461 2.64
HCI Q[/ 8 RSk -
", Z(JH)-EF;] /
Medicina 1980,
Volume Date 19
79, 35, 121-8.
66 Nl PhSOz- |+ M4 |23-= &-1- |(D 446 2.84
HCI p 8 £ 5 ok 4
o e 8 %88 B
/ B R AMEE
A 7
1980, 17(6), 13
33-5.
67 lw |PhSO2- |+ M4 |23-= & -1H- | (@) |444 2.95
g 3 G5B
& / Aldrich
63 | PhSO,- | & M4 |23-= & -1,4- | (D) 462 2.69
. 8 #;i&
e W % -5 B
%8/
WO 9703067
Al
69 Q_\ PhSOy- | ¢ M#|3-2 B £ % |(D 432 2.92
HCl . Me 8 / Aldrich
H
70 Q_(“ PhSOp- ¢ M4y |3-2 @A X (D |46 3.04
HCl | _y v 8 & / APIN
H
1 ¢ PhSOy- |+ M |3-8 £ 4-F |(D 468 2.76
HCI O 8 2 A Xk /
" Aldrich
72 PhSOj- |+ M4 |85 & -34- | (D 472 2.86
HC L’ 8 = & -1QH)-
! % & /
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WO 0160826 A
2
73 Q_f—“e PhSOp- | & M4y |3-[(F & £) |(a) |448 2.60
—y 8 PAIXK /
WO 0018721
Al
74 QO‘ PhSOz- | ¢ M4 |3(F & &) | 434 2.77
HCI i ve 8 g/
" Aldrich
75 W |PhSO2- |+ 4 |2-[C- £ X | (D 464 2.21
HCI @ 8 )R £ T
J e E
J. Amer. Chem.
- - Soc. ; 1937,
59, 1716
76 /“\QV PhSOp- |4 R4y |4-8 £ N-7 |(]) 461 2.2
HCl o 8 E ALY
° / Buttpark
77 » PhSOz- |+ M4 (3-8 £ 2-F |(D) 434 2.57
@im 8 %8 /
OH Aldnich
78 o PhSO,- |+ M4 |4-7 & £ X | (D 434 232
HCI \©\0 8 BB B/
Me Acros
79 W |PhSOs- |+ @4 |3(Z A F |@ 487 2.8
HCI o T 8 A)R A IXK
PN B / Aldrich
80 Y |PhSOy- | & Ml 4 |3-(4-% 3% % | (1D 489 2.72
q 8 E)K &/
) oA
72002, 67(9),
3029-3036.
81 i~ |PhSOz- |+ map |3 AemsE |@m |42 2.6
" 8 % 2 / TCL-
o US
82 | Ne |PhSOy- | ¢ a4y |(3.4-2(F & |(@ |463 258
Me~, 8 AO)X K &
meC #Ba B/
Aldrich

93113
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(o] N - .
83 v ~ Q}/s\ F M| 6B £ KA | (D 453 2.3
HCl A\, 7 oE ok /
s—J
Lancaster
Me 00 1 i s -k
84 o o Q‘US\ TR NGB A X (D 467 2.29
HCI \©/ ° |7 £)N-F &
&R/
Merlin 4 &
o 2 4] 4 -(4-F x
85 1 [}gs\ ¢ M4 N-(4-Be &2 X | (D 524 221
HCl BN 7 B )45 7%
e W % & B/
Peakdale &~ F
N
86 ol w |[O=L | tH# 3527 R @ 456 2.51
HCI \Q - ° |7 A XK/
o Aldrich
87 . O£ [ #Ma |32 %7 (D 454 2.48
HCl \S:’ ° 17 B T & B 8
o o’Me ;‘,‘; / Fluka
88 N O-L | P |3 A N-F | 453 2.17
HCl Q/ ° |7 £ X T K&
MeNH™ X0 / TCI-US
89 A O-L | vM# 3-8 %%/ [0 |44  [253
HCI \Q ° |7 Aldrich
90 o | =2 | vM# |38 £ 4R | |48 272
HCI ) /Q/ ° |7 R/
a Aldrich
91 W Q—oso\ TR G-TEEE|@D 410 2.49
HCI L 7 Vi B # B
: Me / TCI-US
92 Me,N R &i R4 | NN-= 7 &-|aD) |439 2.62
\©/ ° 7 13-% = &
BE B/
Aldrich
93 W Q_si TR NGB A K | 453 2.25
° 7 £)2 8 B
oy 258/
Acros
93113 - 106 -




1328009

o C[cr O£ |¢msm|228 %58 / | |430 2.69
” |7 Aldrich
95 @\ O£ | oM | %8 / ) 396 2.58
HCl T” ° 9 Aldrich
o i O_si ¢ R4 | -7 & -IH-X | (D 450 2.04
HCl N@\ ° 17 Hogok-6-f /
TH Heterocycles
1991, 32(3),
1003-12.
97 Q_\ O-L |+M#|3em i % @ 424 2.81
HCI — He ° |7 / Aldrich
08 Mo Me O-L [+MH (328 5% | 438 3.0
HCI é\ ° |7 % / TCI-US
TH
99 oM Q_si FRH|3-F AL X (D 426 2.58
HCI @\ ° 7 B / Aldrich
TH
100 HL PhSOy- |+ mi4p |35 £ ot 2 | () 405 2.41
Z 8 / Aldrich
AN
145 Re [MeSOy- |+ M4y |4-R £ -3-F | (D 396 1.77
HCl F/Q/ 9 A KXk /
" Aldrich
146 L, [MeSOz- |+ pidpy|S-ac £ -2-F |() |396 2.43
TFA 9 9 £ K H ok oh
A 288/
Me Aldrich
147 L MeSOy- |+ M4n|1-F £ -1H-=3 | (@) |39 2.15
TFA (f/ 9 * 6% B B
'\q_N‘ & / Synthetic
Me Communications
1996, 26(13),
2443-2447.

93113
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148 »'m MeSO,- | ¢ M 4h | I-F % -1H-=3| | (11D) 396 2.06
TFA Jgj/ 9 % -5/
Me\N\N—, Bionet Research
2 8
149 L [MeSOp- |+ M4y |1-(KXAF &)1 472 2.56
TFA O 9 1H-73| =& -5-f&
~ " / WO 0283654
Al
150 " ~ MeSOy- |+ R4 |3(= A F £ | () 410 2.05
HCl 7 9 VX B/
T Aldrich
151 " MeSOp- | ¢ mi#y|1-G- £ %X | (D 384 1.71
HCI D . 9 £)z @ /
Me” X0 Aldrich
152 o MeSOp- | M4 |3-(5-F £- |(D 424 1.88
HCI ? 9 1,2,4-°% = ok -
- AKX A&/
) = R 4h 19
CH,
153 ") MeSOy- |+ M4 |1-C-Be £ X | (D 463 1.78
HCI 9 A )NN-= ¢
/,SI;ONMez & 7 &% &
f& / Peakdale
o F A 4
154 ") , MeSOj- | & a4y |3-C-% % £) | (D) 424 2.15
HCl ¢ 9 % &/
(. US 6211220 B1
155 L, MeSO,- | F M4 |3-F £ -23- |[(D 398 1.91
HCl E‘:S/Me 9 —&-1-X #
0 % % 4-k /
P A 4 25
156 o~ MeSOy- |+ sy |4 £ 2-F |@  |425 235
s A 9 £ -1H-2 =
N % -1,3(2H)-=
&l / Archiv
der Pharmazie
(Weinheim,
Germany)
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1989, 322(7),

419-26.
157 L |PhSOy- |+ mM#pi122x# 2 |am 445 2.61
TFA OQ 8 oF ok -S-fE /

W/ WAt A
A
158 e |PhSOp- | # i (122 F £ - | 472 2.15
TFA A g H-% # %
e ok 6-F /
& B 4y 27
159 o Lo |PhSOy- | mi4n (35—~ K% |@n 472 3.35
TFA \Q/ 8 B / Aldrich
Cl
160 ~ Li |PhSOy- [+ mMidp|2-F £ -1,3- (@) |459 2.33
TFA L 8 XA oF ok S5
°>_—_N B /
Me Czechoslovak
16 £ if 15 £
#% 1996, 61(3),
371-380.
161 o PhSO,- |+ M4y |4-8 £ 3-F | (1) 468 3.08
TFA c,/© 8 A5 XK/
me-© Wychem
162 Ly |PhSOz- |+ pidn|5-f £ 2-F |@D |458 2.92
TFA 5:( 8 B X H kb
R e w/
ve Sigma Aldrich
163 1, PhSOy- |+ M |1-F £ -1H-=3 | (@) | 458 2.67
TFA 8 ok G- B &
NN, @/
Me
Heterocycles
1995, 41(3),
487-96.
164 F\/\(LH PhSO,- |+ M4 |5-A £ -2_.? an | 452 2.92
TFA ., 8 BAKE/
Wychem
165 Ly |PhSOy- | ¥ aisp|1-9 £ -1H=3 [ | 458 251
{TFA | peey, >, 8 ok S/
N= Bionet Research

93113
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2 4
166 W PhSOs- | & pi 4 (X 42 7 £ [ 534 2.97
TFA g 8 )-1H-#3| = -5-
() - e /
WO 0283654
Al
167 lw  |PhSO2- | m#|4-pr £ 2(F |@D |450 2.42
TFA HOQ/ 8 &) B8
0 B B /
v Journal of
Chemical
Research
Synopses 1988,
N (9), 284-5.
168 lw |PhSOy- |+ piay|3-8 £ 4-F |@n 436 3.04
TFA " /@ 8 A X/
F Aldrich
169 lw |FPBhSO2- | ¥ M4 |2-F £ -13- @O |475 2.73
TFA NQ/ 8 X 5 ok o -6-
Vs K / AslnEx
" T EY.
170 o PhSOy- | & A4 | 1H-w3| % -6-fk | () | 443 2.7
TFA S ' 8 / Lancaster
s 4 A&
171 ceontn  |PNSO2- | ri4n | 3-8 £ 5(F |(@D 468 3.17
TFA K) | 8 A A)K K /
Mo~ ° J. Chem. Soc.
Perkin 2, 1977,
14.
172 —N PhSO;y- |+ M4 |3-2-7 % 4- | () 496 2.23
HCl \;<~ 8 &z )X
Me Ak / Fluoro
Chem
173 o PhSOy- |+ M#|3(ZAF £ |(D 472 2.62
HCl g 8 VK B/
P Aldrich
174 M PhSO,- |+ M| 1-C-B £ £ | (D 446 22
HCI - 8 x)z e/
Ma g Aldrich

93113
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175
HCI

PhSO,-

¥ i 45

3-(1,3-"5 =& -5-
A)K ke /
Fluoro Chem

D

471

2.24

176
HCl

PhSO,-

¥ R

3-(1-F % -lH-
ot ok -3-% )
B/ FHM
4 26

)

484

2.27

177
HCl

PhSO,-

+ i 4
8

3-(5-F % -
1,2,4-"% = o -
& )K k& /
T M 419

@

486

2.34

178
HCl

PhSO,-

¥ [

1-G-k & K

% )NN-= 7
A P % &% 8
Ak / Peakdale

> F 4 3

525

2.23

179
HCl

PhSO,-

F M 4
8

3-G-% » &)
Xk /
US 6211220 Bl

486

2.55

180
HCl

PhSO,-

F M 4

3-9 £ -2,3-
= & -1-X #
k % A/
+ M 4 25

460

2.36

181
HCI

PhSO,-

7 1 47
8

2,2-=— F % -
23-= & -1-
K 5T ok -T-
B/

DE 3526510 A
1

474

234

182

PhSO5,-

¥ M 4
8

4-p & -2-F
A -1H-£& «4
°k -1,3(2H)- =
&) / Archiv
der Pharmazie
(Weinheim,
Germany)
1989, 322(7),
419-26.

(D

487

2.85
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183 o Ly |PhSO- | M |[4-(F & £)- | (D 484 3.19
8 2-% A 1k 4-
O Kag 88 F &
/ Sigma
590 . Me;‘s'-\o ¢ M| SR A3 | (D) 419 2.44
HCI V Yme 195 <K/
c Synchem OHG
589 e, Me;‘sf YR |3 E B /| (D 385 1.96
HCI L “he |95 Aldrich

(@B % : HCl=%# 8 &
TFA== 5 &% 8 =

(b) B & # i

DEEKRERRBREASMEE -

(¥ &4£35] = FMHPLC 5 £ A -

D% & X35 = FHHPLC 5 B -
TralibomitEE G EME HI0Z 75k 8 H#

_R

ﬁ HN IO
&1 A NH,
© ~
N
Lo
% 4 [R'NH- R’SO,- [R20. |2 # |m&A/ |£#% [LCMS [LCMS
%% ' R (RE # & |MH™ R
(a) (b) (&%)
187 °C>4°:fk MeSO,- H- |+ M4 |3-& A %X | 457 247
HCl - @ 9 L) AT
™ # 1,1-= %
2oa/
J. Med.
Chem. 2003,
46(9)1661-
1669
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188 AL [MeSOy- B | Mo (G A K (O 4L 239
HCl éL 9 A)F & ]
| B A F &
1,1- = 2
z & /
J. Med.
Chem. 2003,
46(9)1661-
1669
189 o - MeSOy- |H- [ M4 |13-X % = |I) [386  [1.98
0 9 a1z B % -
B 5-he /
Aldrich
190 - ~ MeSOp-  |H- | M 47 3-(1,3-F = -|(D) 409  |1.82
HCI 7 9 S-# )X A&
,,/=/o / Maybridge
191 b MeSOp- |H- |+ M4 B-CG-BAX|Q 422 1.88
HCI 9 £)-1-7 £ -
\\"I; 1H-ot ot /
. Buttpark
192 @[ MeSOy- |H- |+ M4 3-8 £ 2- | 394 |2.46
HCI T 9 B AR/
Aldrich
193 £| g MeSOz-  |H-  |F M 41 23-= & X |(D 378 23
HCl i 9 K& / Aldrich
194 ~1© MeSO;- |H- |# M 4 3-8 £ 2 |(D) 367 |2.07
HCI i 9 ¥ AE/
Aldrich
195 N MeSO2- |H- (% M % [5-8 £ 2-R|D  [385 |25
HCI g 9 AXE T
| . / Maybridge
196 ﬁ MeSO; - |H- TR 3-2FEA | 400 2.35
HCI @T, 9 A X/
' Maybridge

93113
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197 ‘j@[w' MeSO;- [H- |+ M 4 [2-8 £ -5- [ 374 |22
HCI v 9 RAT X
/ Aldrich
198 A MeSO;- |0 (¢ M4 34— A% |  [378  |226
Ol oy 9 % / Aldrich
199 , 6 MeSO,- oo [+ Mdn 4R £33 [©  |428 |6l
HCl - 9 AT A)
Xk /
Avocado
200 @[F MeSO; - |H- YR 2-RKE D 360 2.04
HCI " 9 / Aldrich
201 /C[Im MeSOy- |H- |+ M % [24-= & % | 378 222
HCl 9 % / Aldrich
202 b MeSO;- |H- |+ Ml # 2-& £ 4- |(D 394 [2.43
HCI =/©[° 9 KB/
Aldrich
203 @\ MeSOp- M- |4 M4 [3-s £t |Iv)  [343  |1.69
HCl | 9 % / Aldrich
204 o 2 MeSO,- [H- |F M4 (48 £ %X (D 386 2
HCl i 9 7 & /
Aldrich
205 L MeSOy- [H- |+ M 47 48 £ -3- |am  |406  [2.49
TFA 0@/ 9 FRE X
- B/
Wychem
206 . MeSO;- |H- |+ M4 |I-P & -1H- |y 396 (177
TRA | : , 9 R AR ok -
" 6-fz /
Heterocycles.
1991, 32(5),
1003-12.
207 | [MeSOp- M. (¥ M (6(F R A)m) 429 235
TFA | AN 9 13-% # £
L ok A
J. Am. Chem.

93113
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Soc, 1939, 61
(8), 2013-
2017.
208 N ) MeSOp- |H- |+ M # [3-A & -5-G-j(mp  |437 2.34
TFA \Q/ 9 ok &)X
(] % J Med
Chem. 2000,
43(6), 1123-
1134.
209 <~ M MeSOy- H- |F M 4 [5-& £ -2- (@)  [390 23
TFA >~ 9 FRAX
Be /
- Wychem
210 o |MeSOp- |H- |4 M4 1.7 & -1H- |0 397 |1.98
= = ek SR
/
US 20030604
53 Al
211 JU‘ MeSOy- |H- |[F M4 35-= & X |am)  |378 2.51
TFA ] 9 f& / Aldrich
212 | MeSOy- |H- (¥ M4 3-A A4 (@) (374 243
TFA Q\"" 9 7 A XAk
/ Aldrich
23 |~ MeSOy- (M- (¥ M4 [ £ 2- @) [376  [2.01
TFA Q\ 9 AAe/
Apollo
214 RN - MeSOp- |H- |+ Ml 4 [4(F & £ )-|((D) 422 2.73
TFA " \\// 9 2-% B/
Sigma
215 i\ﬁ MeSO,- |g. |+ M4 |68 & 4 |@D)  [381 2.25
TFA :/ 9 % /
" Lancaster

93113
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216 J\O\ o MeSOy- |H- |+ Ml 49 [4-8c & -2- |q) 430 2.36
TFA | 1T 9 7R A X
' P # T &
/ Avocado
217 ° MeSOy- |H- [F M 4 [1,3-X # = | 386 2.06
HCI “{> 9 A5 B -
| " 4-B5 J. Med
Chem. 1979,
22(11), 1354-
7.
218 /O\ PhSOy- |H- |+ M % B A X |0 429 [2.80
HCI T 8 PR/
Aldrich
219 <°I>\ PhSO,- |H- |+ M 47 13- % = @ |48  [2.63
° " g § 45 B 5 -
5-k /
Aldrich
220 b PhSOy- |H- (¥ M4 3-B £ - (1) 511 2.94
h 8 N,N-8— ¢
;i, X 5% 8k Rk
/
WO 9737646
Al
221 /| b PhSO,- |H- (¥ M4 B % X | 483 2.6
e 8 B EL Ak /
" Fluka
222 e b [PhSOy- |H- |¥ M4 4B £ N- @ [497  |2.s1
e 8 T K -5 &
‘ B/
Zelinsky BB
3 5 PhSOy- |H- |+ M 4 |6(F & £)-lam 491 [2.92
TFA @’ "N, 8 13-% 3 &
L ok A4-fx
J. Am. Chem.
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Soc., 1939,
61(8), 2013-
2017.
224 h F PhSO;- |H- |+ M 4 [3-& £ -5-G-{(I) 499  [2.89
TFA 8 ko A ) K
® B / J. Med
Chem., 2000,
43(6), 1123-
1134.
225 h P PhSO;- |H- |+ M4 |+ M4 Sl ()  |444 3.21
TFA g 8
Nt
226 o PhSO,- |- |F M 4 3,5-= & X |(ID) 440 3.12
TFA Q/ 8 B / Aldrich
}
227 ! PhSO2- |H- |¥ M4 |[4s & 2 |@D) (438|236
TFA \Q\m 8 2As /
;
Apollo
28 | PhSOy- |H- |+ M4 4= & % |1  |aa0  [3.03
TFA \Q\; 8 B / Aldrich
229 . PhSO;- |H- |+ M4y |4k £ -2- @)  [492 2.89
TFA \Qﬁo(" 8 TR AR
i TP E
/ Avocado
230 ~l\© PhSOp-  [Me- |+ Ml 47 [2-C-Bc £ | 478 222
HCI T 16 XA %)L
L, 3/ M st
AR H
2 3]
231 2 » PhSO;-  [Me- |¥ M 4 3-8 £ -2 |(D 482 2.79°
HCI STNz0 16 9 2-% B
e, V& /
Avocado

93113
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232 Hl\l/\ PhSOy-  |Me- |+ M #1 [5-% £ 2- |(D) 464 2.1
HCI k’/ko’c"’ 16 TR A&
> / Aldrich
233 P b PhSO;-  [Me- (¥ M % |SBe £ @ | 472 2.64
HCI % 16 8%/
Aldrich
234 ©,L., PhSOz- |Me- |+ M 4n 3-s £ % |0 |49  |2.66
HCI L 16 ¥ & &
H,Cj ’ / Aldrich
235 L, [PhSOy-  |Me- |# M 4 |58 £ 2- | laas |23
HCl e 16 v A&/
’ oH .- TCI America
236 b [PhSOz-  |Me- |¥ M # |[G-8 £ X | 547  [2.64
HCI q 16 A)F & A&
lo £ FE1L-
..,C-Ecn, —_ P X
, g / J Med
Chem., 2003,
46(9), 1661-
1669.
237 b [PhSOy - |Me- |% Ml 4 |4-85 £ N- |(D) 475 227
HCl °ﬁ/©/ 16 FEXF
me R/
Buttpark
238 i [PhSOy- IMe- |+ M4 BB AEF |0 |48 13
HCI ©/ 16 & / Aldrich
o
239 b PhSO;-  |Me- |+ M4 3-B& £ X (@) 475  [2.55
TFA Q/ 16 -
Hz:‘% A Ak /
Buttpark
240 s PhSO;- Me- |+ M4 P-B A & |0 [434  |2.64
TFA Q/ 16 / Aldrich
OH

- 118 -




1328009

241 « b PhSO-  |Me- |¥ M 49 |5-Bc £ -1- |Q)  [436 2.75
TFA N\ 16 Z & ok ok
He / Aldrich
242 _ b |PhSOy- M |¥ M |32 & 4- (111) 461 3.04
TFA N | 16 AKXk B
Il B2/
Combiblocks
243 o PhSO;-  |Me- |+ M 47 |1-2 & % - |(10) 501 2.59
TFA 5;( 16 6-f % —
re 5tk /
Sigma
244 7 PrSO,-  [H- |4 M 4 [2,3-= & -1- |(D 412 2.36
HCI CENH a 30 X vk o -
| 4-pE &, %
BB/ J
Heterocyclic
Chem., 1980,
17(6), 1333-5.
245 °TI°" PrSOy- |H- | M4 3 & -% |0 |42 [2.33
HCI Sy 30 z &l /
Aldrich
246 7‘/“'“' IPrSO; - [H-  |¥ R 4y |1-F & -1H- |(D 424 2.22
HCI ~ v 30 o3| ok -6-fk
BEB/
Synth. Comm.
, 1996, 26(13)
, 2443-2447.
247 , /?'C"’ IPrSOy - |H- |¥ M4 4-& % 3- [(D 418 2.38
HCI S 30 A% X
A& / Apollo-
Chem
248 @ PrSO;-  |H-  |F M4 23-=&- | 428 230
HCI " 30 L4-% 5 =
A rx B -
5k B8 8

93113
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/WO 970306
7 Al
249 é PrSO;- |H- (¥ M % B-R XK |0 404|264
HCl o 30 / Aldrich
250 i PrSO2- |H- (¥ M4 BB £ X (D 395 2.40
HCI @ 30 TR/
I Aldrich
251 é\ PrSO;- |H- [+ M4 3-7 £ % | 384|241
HCI T" 30 B BB
/ TCI-US
252 :NI IPrSO-  |H- |+ M 4 3-Bc & ot |(D) 371 1.92
HCl - | 30 % / Aldrich
253 'S PrSO- |H- |+ M4 |68 £ X |(D 427 [2.20
HCI ~ o 30 ¥ ook ek /
Lancaster
254 @ B B [smampazx | |0 306
HCI a A 31 % / Aldrich
255 " A CE |rMapms-x |0 476 |2.68
HCl \9 N 31 z & /
oo Aldrich
256 | iy H- |¥ M4 1-F & -1H- (D 488 [2.17
HCl \CL A 31 KA ok ok -
N 6% /
" Heterocycles,
1991, 32(3),
1003-12.
257 J - I H- ¥ M4 (2,3-= & -1- (D 476 2.76
HCI - s 31 KA ok -
0 4-f £, %
g e /J
Heterocyclic
Chem., 1980,
17(6), 1333-5.
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258 L L oo | M B-REE |0 452 [2.89
HCI Q/ L 31 / Aldrich
!
259 | o Sy B [rEaeR RS 0 sz 27
HCl PN 7R 31 ¥R A X
o, A& / Apollo-
Chem
260 o N e |FMmleEAE (0 |o1 |26
HCI o i~ 31 H# oE ok /
Lancaster
261 A AR PR E SR 438|262
HCI \Q ~ 31 | ok -6-RF
JM“ 2# 8/
Synth.
Comm.,
1996, 26(13),
24432447,
262 b r\'©\ O H (tEapEER | 459  |2.86
HC q i~ 31 P M/
" Aldrich
263 N L He (¥ 8% B-25% |0 468 [3.02
HCI Q O\ 31 / Aldrich
L
264 L ?O H- |+ M# B3-F£% | 448 [2.78
HCl Q ' o,,"i 31 k282
o / TCI-US
265 ~ b rﬁ . [Me- [T M4 B-FRA (D 478 |3.04
N s 32 Kk /
Aldrich
266 N Do Me |¥a4n (2= 81 1qy  lago  |oas
TFA ® A 32 * R -
Z 4% B R
0 B e /J
Heterocyclic
Chem., 1980,
17(6). 1333-5.
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267 @/L L L [Me- MY 3 A-K D 490|241
TFA ¢ P 32 z &/
T Aldrich
268 J i@ Me- |¥ M4 [1-9 & -1H- |am  |s02  [2.36
TFA \Q N 32 | ok -6-%
W sww/
Synth.
Comm.,
1996, 26(13),
2443-2447.
269 N '”CL He |+ M4 [23-= f-14-|@) 506 [2.36
TFA I; &> 32 XA A
G o5k B
XY
WO 9703067
Al
270 N ?'l N L [H [P BREXE P42 27
TFA - “s 32 / Aldrich
L
m 2 .
271 d H- |($M# BmL2X (@ [473 e
TFA \(P \©\//si 32 T A/
U ’ Aldrich
272 ") i H- |+ M4 |6 £ % |am  [s0s  [236
TFA \Q \©\s"i 32 # ook ok /
s~/ ' ’ Lancaster
273 b r‘,’ N . [E ¥ M4 3-8 K BB (D) 466 2.6
TFA @ “IN 32 / Aldrich
274 ~ L E"’l N [ [rEe ;(;3;’3&;{ M |49 |25
HCl )i “ 3t Ty,
KOI J. Am. Chem.
Soc., 1937,
59 1716
275 | - ~ ?ﬁ B rMBpEAs |0 450 [2.15
HCI 7 i 31 / Aldrich
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276 *@ i'b\ o FmeleasE @ ks s
HCI L e 31 FE
N #® / Aldrich
277 b EH\’©\ H- |+ &4 (5% & -2- |(D 464  |2.27
HCI cJ;//;r 0,,5”1 31 v A E /
TCl America
278 |~ ', H- (% M 47 48 £ N- |(D) a1 [2.16
HCI l/m° \©:si 31 7 A KT
o & f /
Buttpark
279 b ?\©\ . |H- TR 3-EEF D 464 2.07
HCI @/ 31 * -8/
o~ Aldrich
280 N Do m |eMa|Pasm |m s |2os
TFA o \ : - \ 31 & oF % -2-
0 % & 8 /
" Avocado
281 NN 5 TR s A2 jam 480 237
TFA | Ao A~ 31 7P A A &
o / Aldrich
282 L i"'l N - [P M P AN | a1 243
TFA 7N 31 7EXT
HT/&O &% Ak /
” Buttpark
283 h r'l ~ B [P M |lE A jan (488 2.96
TFA EE) N 31 5,6,7,8-m9 |,
. % / Aldrich
284 A 3"'l N B [FE et 2R 0 (234
TFA Q N 31 A A /
o WO 2003049
702 A2
285 ) "’C\©\”o Me- |¥ M4 [2,3-= & -1- () 474 [2.53
TFA p $ 14 £ # ok o -
o 4-Bz &, %
e/ J
93113 ~123 -
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Heterocyclic
Chem., 1980,
] 17(6), 1333-5.
286 L Q,s'i Me- | M4 3-8 £ -% (1)  |474  [2.49
TFA ©/ ° 34 z & /
0o en, Aldnich
287 e [Me- | M [T & H- (@D 486 241
TFA (Q/ AL 34 o ok -6-f
- BB/
Synth.
Comm.,
1996, 26(13),
- 2443-2447.
288 P ne Me- |¥ M # [2,3-= & - |@) |490  [2.43
TFA SN \CL,;{ 34 14-% # =
o ’ % B H -
S-kx B BR
g / WO
9703067 Al
289 ) ne Me- |F Rl 47 |7 P 49 3- |(1ID) 466 2.82
TFA \© Q;’i 34 RE%/
cl ’ Aldrich
290 o IH— —Me- P R4 3-RK (D) 450 2.70
TFA Q/ \(:%,s’i 34 / Aldrich
;
291 " ne Me- |F M4 3-B & X ) 457 271
TFA \{P \Q//s”\ 34 ¥ A/
i i Aldrich
292 3 Me- |F7 M4 3-F & & () 462 2.51
TFA Q/ Q\ 34 X/
ne”® i Aldrich
293 "o MeSOp-  |Me- |F M 41 3-F & & |D 386 [2.20
HCl @ 33 X/
T Aldrich
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294 MeSOy-  |Me- [ M 4 [4-A £ -3- |(D) 404 [2.23
HCI L, 33 PR AKX
! k& / Apollo-
Chem
295 " MeSO; - |MeO- [ M 41 3-F & £ |(D 402 [2.09
HCl ©\NN 50 Kk /
! Aldrich
296 oo™ [MeSOy-  |MeO- | M #41 |4-B £ 3 |(D) 420 [2.12
Hel \CL 50 W
I % / Apollo-
Chem
297 s [PRSOz-  |Me- | M 4 3-8 £ -X |(D 460 [2.82
HCl 9/ 16 ¢ @/
°r e Aldrich
298 Lo [PhSO2-  Me- |+ M # [1-7 & -1H- |(1) 472 2.24
HCI /©/ 16 R ok ok -
N\\__N\ 6-f /
o,
Heterocycles,
1991, 32(5),
1003-12.
299 _ b |PBSOz2- Me- |¥ M4 23-= & -1 |(@) 460  |2.90
HCl 9 16 K H ok -
° 4-fF & i%
B8/
Heterocyclic
Chem., 1980,
17(6), 1333-5.
300 L |PhSOz-  |Me- |¥ M4 B-REE @ 436 [3.07
Hel @ 16 / Aldrich
301 W [PhSOy-  |Me- |[¥ M4 23-=&- |mm |46 277
TFA Q:o 16 La-X 7 =
o R B -
S-fk B A

93113
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# / WO
9703067 Al
302 L, |PhSO2- IMe- |+ M 4 [6-8c £ X |(D) 475  [2.75
HCI J@/ 16 # ok ot/
N\\——S Lancaster
303 | [PhSOz-  IMe- |¥ M 4 |1- & -1H- |(]) 412|274
HCl | : 16 73| ok -6-fF
Nt 288/
o,
Synth.
Comm.,
1996, 26(13),
2443-2447.
304 - - |PhSOz-  [Me- ¥ M 4 3B A KX | 443 3.01
HCI 33 16 ¥R/
K4 Aldrich
305 Lo PPhSOy-  IMe |# MM BREE (O |52 321
HCI i /@ 16 / Aldrich
306 Lo [PhSOy-  Me- | M4 7 A X |@ 432 [2.93
HCI Q 16 Be / Aldrich
CH,
307 h MeSO; - |[Me- |% M 4 [23-= £ -1- (D) 398 [2.38
HCI p 33 R AR -
° 4-B £
B8 /J
Heterocyclic
Chem., 1980,
17(6), 1333-5.
308 ., MeSOp - |Me- |7 M 4 3-8 £ |am) 357 1.95
TFA ) 33 % / Aldrich
309 A MeSO; -  |Me- |+ M 47 [I-F & -1H- |(D 410 [2.28
HCI |: | 33 #d| & -6-A%
Nt 2% 8/
e Synth
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Comm.,
1996, 26(13),
2443-2447.
310 o MeSOy-  |Me- |* M # 3-8 X8 |0 390 [2.68
HCI \Q 33 / Aldrich
&
311 b [MeSOy- Me- |+ MM B-ARER (O 374|249
HCI Q/ 33 / Aldrich
;
312 v N MeSO;- |Me- |F M 4 3-B2 & X (D 381 2.44
HCI v 33 TR/
" Aldrich
313 o T T MeSOy- [Me- |F M 4 |1-7 & -1H- | 410 |1.87
HCI \Q 33 K H ook ok -
Nt 68 /
He
Heterocycles,
1991, 32(5),
1003-12.
314 d MeSOy - |Me- |[F R4 3-F £ X (] 370 2.40
HCl \QP 33 B / Aldrich
315 T N MeSOy -  [Me- |+ M 4 |1-2 % -1H- (] 374 2.22
HCI 1) 33 ot ok oS-
" /_Aldrich
316 or™™ MeSOy - |[Me- |F M 4 |5(F & £ )-|(D 387 2.08
HCI C 33 3o ok B /
-
| Australian J.
Chem., 1981,
34(4). 927-32
317 & MeSOy - |Me- |¥ M 41 |5-F £ -3- |(D 371 1.90
HCI Ni I, 33 W& B/
| Synchem
318 I MeSOy - [Me- |¥ M 45 5}‘* ’%2 (D 399 2.38
Scientific
93113 - 127 -
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329 "Lj PhSO;- |Me- |[*M# -7 & & |0  lae2 226
HCI C("\cn, 16 ¥ k& /
Aldrich
H C /
479 3 ‘w{ MeSOp - |Me- |¥ M 4 [1I-F £ -1H- [(Iv)  [360 2.09
HCl \N/Q 33 ok -5-fx /
H
Apollo Chem
496 o O [MeSOz- IMe- ¥ M4 |13-% # = | 400 2.22
HCL |\ /6 3 |R @ -
N
H -z / J
Med. Chem.,
2002, 45(19),
4128-4139
_CH; .- ~
497 P [MeSOy - IMe- (¥ M |[4-A £ 3-F|(D) 388 |2.35
HCl - 33 AXEE/
N
H Fluoro Chem
Cl
498 . MeSOy - |Me- |+ M 4 3-8 £ 4- |@Iv) 408 2.59
HCI 33 X/
NH
I Aldrich
499 MeSOy - |Me- |+ R 4 |5,6,7.8-m & |(I) 410 2.57
HCl 33 1% AR/
”/ Fluka
500 L. MeSOz-  [Me- |+ M4 23-= & % |@v) 392 [252
HCI 33 B / Aldrich
NH
|
Cl
501 e [MeSO2- Me- (¥ R4 3-8 & -2- (D 408 2.67
= .
HCI | 33 B X/
NS N/
H Aldnch
-
502 MeSOy - |Me- |+ M 4 [3,5-= & X (D 392 2.60
HCI 33 B / Aldrich
F NH
I
503 N/@} MeSOz - |Me- |F M 41 |13-X # <& |(]) 413 2.13
HCl "l 33 o 6% /
Maybridge
504 ¢ MeSOy - |Me- | M 41 |34-= & X |(D 392 2.43
HCl NH 33 A / Aldrich
|
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505 N7 l " MeSOy- |Me- |+ M 4 [24-2 & % 0 392 2.33
HCI g 33 f / Aldrich
508 = N’m MeSO; - |Me- |F M 47 {1-7 £ -2,3- |(IV) 411 22
HCI < 33 = & -1H-
~ | ok 4B
/ FE 71
509 N’A\Ae MeSO; - |Me- |¥ M 47 [1-F % -1H- |(D 410  |2.21
HCI " 33 o3| ok A4-f
Hl!l\ / J. Med.
Chem., 2002,
45(3), 740-
- 743
510 ©f§ MeSO;-  |[Me- | M 4 [2,3-= & -1- (D) 398 2.15
HC r © 33 K H ok o -
g 7-B / WO
9517401 Al
511 @ MeSOp - |Me- |F M 4 [23-= & - | 396 2.46
HCI 33 1H-% -4-fx
A / Aldrich
512 [ MeSOy-  |Me- |+ M 49 [4-B £ -23-|qv)  [410 2.13
HCI Qé 33 — # -1H-
HN_ | i -1-88 /
Davos
520 _ :T MeSOy-  |Me- |¥ M 4 [2-F £ 4 |(D 371 1.7
HCI N Me 33 W % AR/
Asym Chem
542 @30 MeSO;-  |[Me- |+ M 41 1’_—:— ?L‘f‘ 0 398 [2.16
HCI i 33 fﬂg;" B
US 4521241
587 ~ N MeSOy- Me- |3 M z;:}; ;’i‘ L. 412|226
HCI HN__ 33 AR/ J
Heterocychc
Chem., 1973,
10(4), 623-9
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(@2 & K : HCl=
TFA= = &, & &
(b) B & 7 ix
DEBKRERSEE -
) ® & %35 = FA#HPLC % i% A -
IDF 435 z=FHHPLCH % B -
MV)EE 435 zAHHPLC 5 iC -

B B

MR

K114, 4-[G-8 X A )F £ )8 £ 1-6-(F sx 86 £ )-3-v8 ok & 82 i

# F M H90023 2)AEAAI-PA2O aatgEBAAEH)F >
it R 3-8 -N-F & X (T & Avocado)(0.012 £ 4+ ) - # & &
4 F ok B AT (2 & 150W) T 8 # 0 £ 180°C T 10 442 0 i £ 150

(A

CFREZMI0548(2h2150W) - 2 % ¥ %3] 2HPLC(H# ®
EA) AL 0 EFEBLSHO00I57) -
LC/MS R,2.58 %- 4% m/z 390 [MH" ]

A2, 4-({[2-(F & A)F A7 & Ve A )-6-CR sk ek £ )3k oik %

i Az
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P R 4H8OO07TL)EATHUSEH)F » @ iFHEix - &
m2-F 8 K F k(T % A Aldch)(0.021 # )H# NN-— 2 & £ 7 Az
VOS0EH) > LMAHAZIREMAEIAT mlo g o (&
ReMAb  AEAETARELR ZTRAGHHEHYTEL
5l 2= HPLC(#m = A) &1 » miFZ2 A1k S % 0014 %) -

LC/MS R,2.73 % 4& m/z 448 [MH" ]
FTa My R EMHE
ﬁ. HN/R 0
- .- RJ/%\\@jS/KNHz
(0]
—
N
% # [RINH R’SO;, |e# |[mu# /4B £ # |LCMS | LCMS
% R %" # % | ME" R;
(a) (b) (% 4)
101 MeSO, - 7R 4 KA ;
QjN_ eSO2- (Fr# [I-X & 7 A& / M 356 2.07
(©) H 9 Aldrich
HCI
102 Q MeSOy - |+ M4 |w & -2H-ok % -3- (ID 350 1.78
I 9 BBw s/
Anales de Quimica,
Serie C: Quimica
Organica y
Bioquimica, 1988,
84(2), 148-55.
103 ww  |PhSOy- |4 M4y [2-(3 £ 7 £ )@ M 434 2.56
"o l 8 / Buttpark
104 @3-5\ PhSO; - |# M4 23-= & -1H-% -2- | () 444 2.85
8 E2& 2/
Aldrich
105 k PhSOy- | M4 |2 @ £ & / @M | 368 | 237
\v 8 Aldrich

93113
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106 PhSO,- |4 4y |[4-(B £ F £ )X D 461 2.69
8 A= P B &
oo # / Aldrich
107 i [PhSO, - |# M4 N-D-(B £ 7 £) (D 511 2.52
o e (S 8 AT I % &
o\s\u Z A KD/
J. Med. Chem., 1999,
42(14), 2504-2526.
108 A PhSO,- |+ M4y 2- £ % T & / M 426 2.49
O:ou 8 TCL-US
109 ‘o [PhSOy-  |d My [(1-F A -1Het ek -| () | 422 | 228
A 8 4-3%)F & & /
Me,N‘N“ Zelinsky-BB
CA 00877-05-6
110 w [PhSOz- ¢ fM4y |2t & £ F &) M 419 2.35
II/E\;T 8 KkB2EB /
Aldrich
11 e PhSOy- |+ mMi4h 1234w & -1-% M 458 2.92
©:> 8 mBR®H B/
Aldrich
113 r,’m PhSOy- (¥ M4y (R A& 7 &) o) 424 2.87
O 8 / Aldrich
|
114 ™ PhSO;- (¢ R4y ({4-(F R H)X & | (© | 448 | 269
8 PR B&E B
e / Aldrich
s | O PhSO- |+ midy (XA 7 R )k B8 M 418 2.67
S 8 % B / Aldrich
16 CL [PhSOz- |+ M4 R K EH B (m | 410 2.59
T 8 / Acros
117 | Me_Me PhSO;- ¥ atn -7 A-1-@ A& = | (I) | 384 2.43
HNj/ 8 BEame@Ma/
! Aldrich
118 1, [PhSOz- |+ M4y |[2-B- = £ )T (I 433 2.08
8 #A & / Lancaster

93113
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119 PhSO; - |4 w4y |[2-(4-0t & £ )T 40)) 433 2.01
® 8 #& B / Maybridge
120 PhSO,- |+ pl4n 2-X % 2 % / (I | 432 2.68
(> 8 Aldrich
ot | O PhSOy- [#mMi#y (G- £ F £) | anp | 419 | 212
kTH 8 B / Aldrich
122 2 PhSO;- |# M4 {352 (F & &) | (I 478 2.68
/CS\ 8 XE)FP Ak 8
Ee Ee & B / Aldrich
123 Q PhSO; - |+ M4 @ & -2H-k = -3- | (I 412 2.20
e 8 B BB B/
B Anales de Quimica,
Serie C: Quimica
Organica y
Bioquimica, 1988,
84(2), 148-55.
124 °m PhSO,- |# M4y |4-Bc % % € &A / 1) 424 2.15
" 8 Nouveau Journal de
Chimie, 1984, 8(7),
459-67.
125 C,Me\? PhSOy- |¥ M 47 [{3-R # 4-(F & @M | 482 2.56
© \(? 8 E)K AT A M
HCl N ' / Apin Chemicals
126 O\ CL\ ¥ R4 |3 T A / Aldrich (1D 402 2.49
NH ° 7
127 | "y Qe |¢+Me e 21/ | @ | 376 | 234
N T Aldrich
() 8 & X : HCl=2 8 2
(b) & # 7 ix
DEEKRRBRAMAESLE ) —HKZAB LT EREH I
bt A A G EE R TR I0LE I 4 A4

o

RiLAEZEBR B
IDF EEL3lzfAmHPLCH iz A -
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Ofx@EAN-—_ 2R AP THIOIAZISZEHF -

LEEXE E°S R RIPES .8 FU

2 1
0 AV 0
I
R’/é/ X NH,
b
N
20
¥ # R'R’N- [RPSO,- [R?0. |[&# |BER& /R g # |LCMS | LCMS
% % Hy (R & | ME* | R
(a) (b) (9 4&)
CH,
319 @\ PhSO; - |H- F R4 IN3-= ¥ £ B (1D 432 2.97
T’“' 8 / Acros
. :
320 t - |PhSOz- |H- TR 3-R-N-FAK| 1) | 452 3.00 .
T’O" 8 A& / Maybridge
21 | PSO2- |H- |+ M4 Pm A EFR | @) | 437 | 198
TFA 21 8 = 1 3 ¥
Aldrich
| )
330 | mN PhSOy- |Me- |FM# |Gt £ F £ | () 433 2.08
TFA . 16 ) / Aldrich
Lo
N\
331 | 5 H- TR 2-( X F X) (I*) 464 2.14
HCI Ej A~ 31 & / Buttpark
332 | Z"\'O\ H- T4 |(C-at2 £ F A | (D) 449 2.06
TFA | i~ 31 )i / Aldrich
T ) .
333 | Wl N (B [P M@k £) | am | 463 1.93
TFA % 7N 31 z % /
e Maybridge
H,C
34| ©H: IMeSOz - |Me- |FM4[2-F £ 2/ | av) | 336 2.04
HCl | " 33 / Aldrich
Q8% x, : HCl=82 & 28

TFA= =

55
S
AE58 B

(b) & #& 75 & -

93113
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DEBERRBRAEMBEL  —HDHE®FTER#Z A
h o 12 B B & B
MMikERABREAARBAEZFF - AHEKR Ewa%ﬁa;

— A AENFT EE RIS Y 0 2 A BEB

D% 435 xHPLCH FA, — B AHHEF & B8z is
o FAHE A ERE RERIARLBAFRMLEEHLE
ARERRLF > THARFTERSE -

D% 8223 =HPLC % i#B: — /A A& # 75 8821k
b4 AR BEBKBBE

(IV)%T%“@%I(}LPLC%;%C; — BB AHEBEFT FR R
it RAHBBEE -

T4 133.6J(L1-— F £ 2 £)5 £ 14-{3-(F & A% £ 15 £ 13-

) Q
™~ NH O

X
CH

ok ok %5 R

A F R4 140050 £ ) ~ F =-T 847 (0015 £ )R % =-T £ 5
VO3S EF) > FmES (=K F X HE)= 4 (0)0.007 %)
HEA 2K ERA)E(EXBE)0OS L)EFRXQLEH)F X
cHBHERN MRS HAEINC T #3506 > B G F
EA5%  EBMALETAR  METHEBZLO24)
B REEHETBTELN 2AHHAPLC(F HA) &1 > miFR AL

Ry

47 (0.008 5z ) °
LC/MS R,2.83 % 4& m/z 382 [MH" ].

TaGEABAM T AE A F R4
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(0]
g Xy~ NH,
7
£ RS- HERE /&R ¥ # |LCMS |LCMS
% W 7 i% | MH* R
(b) (9 48)
132 o ROk BB/ (ID) 408 2.99
Aldrich
135 B s  NQe@mtzt)zmm | 1) | 41l 2.11
"R / Aldrich
136 CE 2,6-— g X B/ a | 471 | 2.77-
Aldrich
137 Mej‘i/s\ 2-F 4 -1-B AL B/ () | 382 | 266
Aldrich
138 & 1,3-9% o¢ -2(3H)-#% & / (1D) 393 2.29
Can. J. Chem., 1972, 50(18),
3082-3.
139 N,N:(s_ 5-F A -1,3,4-7F = ok - 408 | 222
MZ\/O 2(3H)-% &A /
US 5670526 A (II)
140 Q.. FATFRHH/ a0 | 416 | 2.66
~ |Aldrich
141 O FAERER B / (Iv) | 420 2.87
» Aldrich
142 Q\ A-(F R L)X s 8 / an | 432 | 2.90
Aldrich
143 o PEARE/ M) | 394 | 298
Aldrich
144 Q.. |xma/ @ | 402 | 2.96
Aldrich
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(b) & 3 # %
DEBRRBREMEELE  — B2 BHZERFFEEZ
e kA Bk E& -

IDE X35 FAHHPLC 7 £ A -

VYA B E  BEBFHIL AR T » RIENEEE T
BEiSBt - —MRDAEBEUFTEREHEBEZILLY  F4 57 5%
@-o

THFEABM T IB 5N EMH > ANN-ZF L 7 a3k
* & R & iE #

NH |O
- Rs/s AN NH,
—
N
RZO
£ ¥ R! NH- R3 s- RV |24 |mEBEEA |28 | LCMS | LCMS
% % L / R B F & | mA" R¢

(b) (% %%)

% 35 |/ Sigma

37 | L o |7 I Me ¢80 pamgos| @ | a2 | 219
F N

. T S Mee [#M 124z 3] @ | a2 | 212
4 35 (BB /
Aldrich

338

339 Q <\"j’s\ Me- |¥ M [I-7 & 28 | () | 438 2.15
4 35 (A ko /

Aidrich
40 | g :M LY | Me |#8 pmgoras| @ | a4 | 19
! 435 |/ Aldrich
341 . ] o° @“jf’\ Me- |¥ A 22X # k| 1O | 474 2.54
l 35 |ma/
Aldrich
342 g ':M T | Me- [# M T oa @ | 439 | 267

# 35  |°% o -2(3H)-
5. 83 J. Org.

Chem., 1967,
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32(7), 2079-
81.
343 N :I ;CH‘ (/ojvs\ Me- |[¥ R PRk £ F| (D 438 2.79
! 35 |sieg /
Aldrich
344 @0} B ;tg Me- |#+ M Qs | v) | 495 | 273
]
. AN 36 |AR ) AT
8 1,1- = ¢
xzaE/
Aldrich
345 @ —;"Cf S Me- v M 4 A1k | (V) | 535 3.22
4 36 || ot vE FH
- B 1,1-= ¢
xzas/
US 5317025 A
563 l :N og/s\ Me- |¥ M |@ & -3-°% D 381 2.17
4 62 | BB /
" Advan.
Carbohydrate
Chem. (1963),
18123-99
564 Q f o[ T ™~ Me- |¥ M |m & -3-% @ | 398 2.65
61 |%h B BE /
- Advan.
Carbohydrate
Chem. (1963),
18123-99
565 ’ CO/ S Me- |#M |w s 2HeR | () | 412 2.70
| 4 61 & 4-5L 8 /
- WO98/05635
566 | | :N OO/S S| Me- |$ M |m & 2HeR | () | 395 2.20
i 62 | 4-5 8% /
- W098/05635
569 | |l :N "‘:’:)”?':/’" Me- |+ M |42 & -1-% ) 494 2.80
Pa 62 |& ow oz &
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&8 1,1-=—~ F
xcves/
US 5317025 A
F o]
570 Q/ who~ose | Me- |[# M [N-2-8 % @ | 413 2.20
H
6l |T % )T &
/NH
3 / Aldrich
o]
572 o e~ | Me- ¥ M [N-(2-% % V) | 396 1.90
7 H
4 62 |T £)T 8
/NH
% / Aldrich
516 Qom oy o O Me- |[$8 g1 v | 541 | 310
7 oo 35 |8 w &
B 1,1-= F
- %z 8 /
US5317025A
517 @mm DOYS | Me- (#M Ozt | v) | S0l 3.68
7 M35 |B)EET
% 1,1- = F
%z /
Aldrich
S\ .
528 Qf) o Me- |#/M PRm L zs| @ | 396 | 220
P # 36 |/ Aldrich
F Me. 0. N\/\s/
603 (;/ LT Me- |¥ M |2-% % 2 @M | 4n 2.80
P mel |L)E AT
# 1,1-= ¥
E N
DN MevS\ . o
634 | Me- |¥ Bl | % & / (D 339 2.32
V4
I # 62 |Aldrich
rd
S » xx
635 | [ % w7 Me- |¥ M [l-@mEsma| @ | 353 | 271
=
# 62 |/ Aldrich
/NH
X Me s\
636 @ T Me- | M [-@&ss| @ | 35 2.47
I # 62 |/ Aldrich
e
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Me

S
Me>r >

637 | N T Me- (¥ 8 [2-F £-2-& [ () | 367 2.58
=
T t 62 |k &G E /
7
Aldrich
638 ) e c- |#m |zsme/ | @ | 359 | 259
e # 96 |Aldrich
N s\ N . e
639 Q v c- |+M -assma| o | 373 | 276
# 96 |/ Aldrich
/NH
A Me. S\ . . .
640 | N T Cl- |¥+M PRARHEE| O | 373 | 271
=
# 96 |/ Aldrich
/NH
X Mo S\
641 | N vl Cl- |[*+M [2-F%-2-® | (D | 387 | 293
-
# 96 |4 B8/
/NH
Aldrich
Cl X NN .
642 [ e Me- |+ M |z 4 8% / @ | 373 | 281
P4
) # 62 |Aldrich
Cl SQ v s s
643 S e Me- |+ M |l-@%k#mBE| @ | 387 | 3.06
=
4 97 |/ Aldrich
NH
P TN .
644 S WM’ Me- |¥ R -k & () 387 2.95
=
4 97 |/ Aldrich
/NH
Cl Me S
645 Sn we T Me- | M [2-F £-2-& | (D 401 3.16
=
97 | HE/
/NH
Aldrich
Cl o N
646 N e cl- |+mM |zsmas/ | @ | 393 | 3.1
4
r # 100 |Aldrich
s
Cl S Me S\ . >
647 w ~ cl- |+ M [l-mmasar| @ | 407 | 323
=
4 100 |/ Aldrich
/NH
Cl Me S . - . . N
648 [ T Cl |[+M [-Ak&ss| 0 | 407 | 325
—
4 100 |/ Aldrich
/NH
Cl e SQ
649 | o ::>M( Cl- |¥ /M 29 £-2-& | (D 421 3.33 .
=
# 100 |4t 5% 8% /
/NH
Aldrich
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m

650 @ S M |zHEES/ | @ | 357 | 259
P 4 98  |Aldnich
651 F\Q* S M (R AESE| @O | 37 2.84
g 4 98 |/ Aldrich
652 | | :N Mef\ M O2-AKEE| (D 371 2.84
4 98 |/ Aldrich
653 | ) B W T M P27 A2-® | (D | 38 | 294
i 98 |r i BE /
Aldrich
654 SN Mo ¢ M |z osoa/ @ | 377 | 288
4 99  |Aldrich
655 Me S M [lmmeseE|l @ | 39 3.07
# 99 |/ Aldrich
F Mo S~
656 Q‘ T M PRAEEE| (@ | 391 | 3.03
P 499 |/ Aldrich
657 | YW e v OFE2A| @ | 405 | 314
f B 99 |5/
a Aldrich
658 MeLN,N\ Mt M |z EE/ (D 376 2.94
e # 102 |Aldrich
H
659 | Ny T *M (-@mme| @ | 390 | 308
W 4 102 |/ Aldrich
¥
660 MELN/N\ o M R-AEAEE| D | 390 | 3.02
>=7 # 102 |/ Aldrich
661 T ¢ @ pPFA2m| @ | 404 | 321
4 102 |5 52 82 /
Aldnich
662 | LN | ¢\ |z / | @ | 356 2.5
~N}=7 # 101 |Aldrich
H
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e
663 PN e Me- |T M |1-& % 52 88 | (D) 370 2.65
\N};_ 4 101 |/ Aldrich
H
Me MQ\/S\ .
664 LN;? o Me- |[# M [2-& % 55 82 | () 270 2.61
Ve 4 101 |/ Aldrich
H
Me Mey S .
665 \\«N\ “°>Mr. Me- |7 M [2-F X -2-& (D 384 2.89
~~>=7 101 |5 5 8/

Aldrich

681 F\Q W~ | Me- |¥ M IN-(2-3 & o | 47 | 230
M6l |z #)N-¥

AT R/

/NH

Tetrahedron
- 1986, 42(5),
1449

(b) & 8 5 ix -
M 5145 HSCXE &L AR/ FEERHE -
Ml EEFAZBE ELEEREW(XAEEEK T E /3:3’;6%;‘2%&)%
b BEUBLEFLE ®F@&id, —HKDEBE®T
FE IS 2H5 8 EE -

T #1577 4-23-= & -1-K 7 vk 7 -4- 55 B A& )-8-F A -6-(F & & )-3-

of ok F BE Ax

e X
cH,

s M 36024) ARKFTFEHROBBL)  F(=XEFT A

% & )= 42 (0)(0.076 %) ~ (& % = -2,1-R X A )-% (= X 4 )0.045

)R E = -Ta4p (0047 L) ENN-Z FAF@EE(OEN)F X

@gHEREsy o LI0CEHALATHAIBHEF - L AHZ

R ERASY  HipskmESCXERUOEL) » # 4 F 8 (150 £
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H) REREFHEFZIIMRAU0OEH )R & - £ F &/ L&
By AR BEFEEALESY AREBFEOI3L) -
LC/MS R,2.48 % 4% m/z 366 [MH" ]

FTH MG AAMETERMTTIZFXAEH 2585 =-T 845

mERBRASHF
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93113

T 0 | R'NH- R. o LCMS | LCMS
P R MH® R,
(o 5&)
577 ° Me- & 8 4 382 | 2.00
36
/NH
F
604 5 Et- R 386 2.57
X “Me
I P 74
/NN
605 ] Et- A 356 2.76
75
/NN
]
606 o Et- & 14 4n 372 2.95
7 76
/NN
N
607 ©/\~ Et- & M 363 | 2.71
L“ 77
b
M ,
608 ¢ Et M | 352 | 265
78
/NH
=N
609 Nemo Et- P R 4n 392 2.44
79
h'lN
7
(o]
610 | : Et- & A 1h 380 2.62
80
/NN
611 N : Et- ¢ M 339 2.2
81
/NN
612 g Et- &M | 357 | 255
7 82
e
a
613 o N Et- + A 4n 373 2.73
7 33
/»\
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93113

a
614 NS F- 7 & i 363 2.69
7 85
/NI!
615 S F- A 2 329 2.16
Z
86
/m
H
616 NTS F- + A 4 347 2.53
7 84
e
617 " F- T 346 2.87
89
/N)"
.- a
618 F- ¥ K 4 363 3.06
90
/NN
619 Syt F- & K 342 | 291
| 7 K 4 -
i 91
/NH
N
620 N F- + M iy 3s3 2.77
] 92
/Idh
=N
621 Nepe F- ¢ Mt 382 2.56
93
/NN
F
622 i o, F- & A 376 2.88
e
7 94
/NN
623 CE‘) F- ¢ M40 370 | 2.81
; 88
/NH
ol
682 : Cl- & K 4 358 3.27
38
NH
I
CH,
683 ?’ ’ Ck & 1 45 392 3.06
-~z ] 39
NS
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684 o Cl- T? M i 386 3.10
40
685 il cl- S M | 389 | 2.0
41
: TH
636 i Ci- ¥ 2 4 362 3.20
: | 42
687 7-,«“’ cl- F & 4 398 2.82
43
T 1134, 4-13-(F & A VK & e £ 1-6-({[4-(F R A VK A 17 &£ Vo0

L )-3-ok ok F 8 BE

4% P M 4 140020 %) ~ B = -T
XK AP 2 82 (T 45 A Aldrich)(0.007 =
£ R ER)= 42 (0)(0.002 # )& (A £ = -2,1-kx X £
Z)YENN-— ¥ £ ¢F
R e R
FTRE TR BEEHEETE
» W 13 42 A4t & 44 (0.0048 1) -

LC/MS R,2.93 % 4% m/z 446 [MH" ]

HBHT  A60C Th#hl844 - 5%

&% 47 (0.0061 % ) & [4-(F & %

H) AmESF (XY
Y& (= X B )(0.002
mE(ASEF)FLERFERA  EH
|14§:_;§_7e

%3l 2 A#HPLC (# i A) & 1k

E#1129.6-[(1L1-= F & T A g as A& 1-4-{3-(F & £)XK

3-0k ok % BE B
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_CH,

(o]

A

L

Hy // NH,

=
N

% F #] 133 (0.010 £ ) A ANN-= 7 A

fo F % & (0.013

Fa@ T HFL6DHF - A IME R R
MEEHA_RKRTRER  RAKE
BEAETARBE wmAXRECEHR - #d

= A) AL 0 7R
LC/MS R, 2.48 4~ 4% m/z 414 [MH*].

T AR A EEE F XA

A8 1t & 49 (0.005 &%, ) -

VA 'E/IL 7

Y@mkQRzHA)F » i
Z2H) - ;'z,'.wmzk_ivifd(omsﬁ,) v 3t AR A A
BR 8R KB R AE R B iR 1E

& MoK 2R

% & %35 2 HPLC (5

_CH,
(o]
CLNH |
S ~
N
T #  |R’SO,- REME B LCMS LCMS
% % F#@® |MH' R, (7 48)
,0
128 @/ %l 142 |(1D) 464.09 2.83
130 | Y O7S% |E 135 |an 4431 211

@£ wFH T AR
() % # 7 % : (D) F
T AR AR

RERASMF

2 &
—- 18
2
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R
o SNH 0
\\S’/
RJ/ AN NHZ
=
N
20
. R'NH- R'SO;- R™- P i LCMS Lems
aq wR H ik MH* Ry (4 #)
(a) (b)
a6 | MO ”o\L Me- £ 4 337 (Iv) 434 2.10
HCl z S//
| 7N
N\
TH
H,C —N
347 M) 0 Me-  #l 338 (V) 457 2.30
HN_ ~ s//
HCI N 7S
(o}
NH
ies \ M £ 4 339 V) 470 2.46
348 0 [ N\ e- ( A
HCI NS
én, o
NH
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aag | MO [ &\ ° Me- £ ¥ 340 (V) 456 2.27
Hel | * 54
AN
o
TH
150 H;C\o |/\|r~\>\/,° Me- £ 5 341 (V) 506 2.79
ol | ro VA
0
a
X
NH
I
n,C [+
351 SN /°,\/\s/’\ Me- T 4] 343 (V) 470 2.66
HCI | F. % W/
=~ SNH
352 Q/\") j\ Me- 7ol 345 (v) 587 3.08
? N
H,c o\CL!/O
—E o//=\
HN\
D‘l
353 ° ne—tcn Me- ¥ 4l 344 (V1) 527.5 2.76
o N
1Y
HN\ °//\
369 TH’ MeSO,- Cl- £ 4| 682 (V) 390 2.77
HCI = l
X NH
I
370 o~ MeSO,- cl- X ¥l 683 ) 424 2.63
HCI ‘\©\
NH
an 0 MeSO,- Cl- R 4] 684 (V) 418 2.77
HCI
/NH
372 ﬁ MeSO,- Cl- T ¥ 685 () 401 2.57
HCt
Q..
|
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F
373 MeSO.- Cl- T 4 686 (IV) 394 2.70
HCH
NH
|

CH,
374 N—N MeSO,- Cl- % ¢| 587 (V) 430 2.51
7\
HCI | p | .
X
NH
f
H,C\ = 3, "
478 o l o Me- ¥ & i 29 (V1) 519 2.55
(o] N s//
7\

503 2.90

g
\
602 1 ne—or, Me- % {5 503 (vin)
o_ R
T s
o &
I 7
HCo ,
515 o N Me- £ ) 562 Vi) 449 2.60
100,
7= S

o

@8 #H K @t HCl=28 &% &
(b) & # 7 % -

VY E L35 =FHHPLC(F i£C)
VABBLEETERRN -

(VD) 7K g & R 32 -

(VI) & T 8% 5 & -

FTHEAAMT I TALM  AMBFEXBFINMER @

Je iR A dh o
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R
5 SNH 0
NI
R:/ AN NH,
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