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1-(F=-TRHEX)-2-[3-(=%X-4-%)]-B AT H :
1-(FZ-TABEKX)-2-B R AT A TH ;
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a7

4-(F=Z-TREAZTTFRA)-mw Ak 1 AR

4-(F=Z-TEREAZTFRA)-waEvkh o
2C. # g ER’ R WRYZ X (3)

Rl » RB LEFTH2AZIHEAEF > ETRAETEAL Y
A(DNLEHWRRBI-AERK-N-CBZ-x & wbvwe » & THRE
RZARLB X)L EDRRB(FZ-TARXRAZ T AX)=
RKER  mHHGEE Xy X(3)Led -

EHi3
B sd
3ABBAFTR?E & o ﬂyxﬁﬁ%ﬂ%R3f\:R“w¢a‘%é~ﬁ’
KEN-CBZ-s@uwkw A (4) FFX4a)ltd ¥

KFEZRCHB(I0OZEF)ME R TFTIRBOEHF) P t94-% =
-TRHEAZTFA-N-CBZ-X %= (20% » 603% % F)
o RATRTEHZTERISIE - AAXABEBREHZ %
MZRMY I LB —RAE > FE4-RBF A-N-CBZ-
NRwkvE 0 ZEGKRZ G EBR M
3SBEMATYR’ER > E AR FHR PR ML A — & >
R A&k S kbt X(4) PR (4b)lb &

it

Qi

AOCTHFERMEA)ER AL W &k h (204 E )
“l’é’J’Ubfh(548}t’2282 EHYVBFRFY o & ek
TRHE > ARABBEEFERKNI2CHRE » HFB KT

RZ VB (3422%F ' 2114 EF Y mEZRAYH T - &
FHBHI024% - EZRBREW T AN AW &k (20
) ¥ 92,3,5,6-m A kk-4-81(16.28 % 0 163.0 & 3 F)

iﬁ
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A7
B7

£ B ()

B ERBFBREKAZIOC c AR R R RZIE  EF
BTHBZEHI02E8 ) REWMATFTE(I0ZF)R2MY &
AL (326 F) AT BR FTHEHEZARLSWBE - ¥ 7%
MBRRBERMMAY —F > LA AMY & R 8 (108 2
)M EBRILEPH 1.2 - B ZRB RS W 5 H 5] B B T B o
KZE > HREGARERYE AR E DK > E A RIK
R THBRER BRI (BEAZTFTX)-2,3,5,6-wW &9k
H(22.62%) TEABERLTFE—F s o

3C. #Mmg ER’ S RWRYZ X (4)

Flid > R EHFH3AZIEF » 22 A% ey X(3)
CEMRRBA-(FZ-TAHEAZF L)-N-CBZ-5 & wk
ﬁ’ﬁﬁ%aTﬂ%ﬁu)m%%:

1-F&-1-% %

1-%£-2,2-=F AT H :
1-%K-2-TX-1-F X TH
KR FRRIRE
HEFEARIK

HABEFER-(4-FEAETR)
4-FH W RARTUER B-W LA EE
2-F K-1-% KT H
2-[3-(=X-4-X)"RX-1-% KX T %

2-F K-1-B K- 1-ERACTH
1-H%KX-2-BRAFTEXTH ;

4-F% B FR-waEkl 0 AR

( >m i 20 3o o bt B N Bk B ok )

e e @

PR R SO 3 1w R NS
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AT
B7

EANE L E L N

4-#% 5 FR-(WaERH-1,1-= A1) -
3D.EHEER’ -R’FPR*'Z K (4)

Bl # » RF LEHEH3AZREEF » 22 A HE 485 X (3)
e ARKBAI-(FZ-TRERRAEFTIHRK)-N-CBZ-5x &
2o B A (4L ed o RF LT RAEFRF R F
LRy T EREHEZ - AU EMELRTHEHFIY
Bl do > 1-3K R W FH BR o 1- 38 T W % B T # Lancaster

Synthesis Inc. 3% § o

(mf D ZR o e B N Bl o) )

I WY Y

K ol4
ﬁ-‘i%ﬁ(S)mé\%

AA BHATR O EA- KA X Ao X(5)
ENN—?%WMkmeuw %W%%KW
e (252 )f4- R X AEAB25L)ERBALBR - K %R
MBI o B EHBEY SR AMLH P o A B KRR
B> A @Bhal-AHh BALRBKRI - ABEREW4-
(RARA)XHEB > REBKEAEFZ  BFouoemkz
4-(RAX)KHE®B(19-20) - THEAZHWE &L F i —

¥ it o
4B. % — R HEB A PR E4-4-BREAE RV XA R F
i

MAEZRFIR(1I8EFF)F ao4- = KKB(50% » 200.7
EEF)VEBRANEOC > L A200 460 B B A EE AR
BREB(14.7TE > 22082 R F) c BHHZ EZRFAIINI0H
HREFR > ETEARHFBESYGIIE - EZBEHT

PR R 3 HOm I O S

-76 -
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Fo~ A (74)

MNFEEBER(23.6F 227098 X F) » B EHEwAMEE R
CEI N, N-—F AT EBAER(1SEH) ¥ ZR A4 HE K2
N o HZREMWANETER » Fiw NEI W EEER(23.6
ZI 27109 X F ) HZRAVWEARIIE  AHEFTE
E: 2

BR > EHREBESETT(IH(ZERFE))EDNE > H3 %
REVWATALENLEL - B ZRADABERANA AT B
(160EFH)F > B AR FHEWELANN-ZFATHKEMA4E
522X F) E_RTFTKE(160E )2 = X B (157.0
B 602EBEZF)YERT c MEZRASW2IEH - AIMY
CRARKRBOOEHA)HE > EHHF1IH - LB -
A RFIR(Q0EF)FER > ERASGABRRE > A200F 5+ B
Rk > BEAK(MgSO ) AR EFTESE - EdRTISOEFHF T
- RH B E-SHAILLTBOEE  REBSZE R ER
HTS0OE I LB TF >0 A2MES 2 KR G ALK (2X350F H)
PR OEAHN LB (2XA00EF)RERBEGRR o #
BB FEFPH 2 AL EB(3X200FF)KE R - 4R AS
Wy A BB B AR (MgSOy) » B A B > FH4-(4-BXEAR)
K B (456 % > 81%) o 'H NMR (CDCl;) ¢ 3.43 (s, 1H),
6.86 (d, J=8.9#k 2k, 2H), 6.89 (d, J=8.6#k 2%, 2H), 7.28 (d,
- J=8.6#k 2k, 2H), 7.43 (d, ]=8.9#k 2, 2H) -

DB 7 K 0 A BT AR e 4- @ F = % K a3
MERGI-AA4-A 8 -

4-(4-R XA X)X A B : '"HNMR (CDCl3) 63.43 (s, 1H),

-77 -
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F o s (7))

6.90 (m,, 4H), 7.27 (m., 4H) -

4-(4-F XA A)X#HB : 'HNMR (CDCl3) 6 3.41 (s, 1H),
6.85 (d, J=8.7#k 2, 2H), 7.00 (m,, 4H), 7.26 (d, J=8.7# %,
2H) -

4-(4-wbw A )X #H & : 'H NMR (CDCl3) ¢ 7.05 (d,
J=9.0#k 2k, 2H), 7.29 (d, J=7.3#k 2k, 2H), 7.44 (d, J=8.8#k 2%,
2H), 8.70 (d, J=7.3# 2k, 2H) 5 EIMS (M") : 203 »

4-(5-R-2-mw & A)X#HB : 'HNMR (CDCl;) 6 6.87
(d, J=8.5#k 2k, 1H), 7.01 (d, J=8.7#k %, 2H), 7.32 (d, J=8.7#k
2k, 2H), 7.63 (d, J=8.6#k %, 1H), 8.15 (d, J=2.8#k 2, 1H) o

K HIS
w4 X(10)1L e

SA B mAPT AR R FHR' PROMEBLE — £ > KREAWEHR

Z A (8) BF X (8a)lb & ¥

AP M AR EREEREFTRLEB-25CHERAET » AT
XPZ15MAf = & T X4 (DIBAL-H)(419% # > 629 &
REVOBERMEERALAADT - BRBHS - KBS A
500 AHREF 0 EAH-40C - £ F K(600E H)
T X B vkh-4,4- ZFH B = LB (70.78 % 0 307.4% B F)
#93-2 9 B (Morton) e i F - MHEZRAMWES Y1045

b B A0 4E AR AR KB (5958 ) 0 i 4
B -

A BEEEL LTI BB-15C - E1590 2B B A > %6 &
oE At (11654 » 3074 X F )5 M = e A > BBk
B BHFZRAVEINHEAGRI TR X AEISHER
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TP O N w3

AT
B7
I~ s (7))
e N o b S KRB (325EFF) c B Z RO WA E-15

Cor i ANBEBECE(2502H) T A E L EBEL RBK Y
HERBY o ABEER LB (7T X450 )i k& £ 4 >
BAROZEF)F RER > BABRBEMN K AL TP B
oK ARBYAEARBA Y EUBBRLE Y ABLAHE
MWM%éﬂﬁ%ﬁ+vﬁ’iﬁa“¢%%aﬁﬁ’ﬁ
BlAAKE  REEWKRIAI-(BFR)w A kp-4-% 8 ¢ B
(48.5 % » 84%) o

SB.A—HEGAPT AR FHR PR MHLE —& > KX

WAk X A (8)ILAE M F ik

1A Bt 42(1.165% » 866 £ F ) EN,N-=F X ¥ A&
(42 I) P 2w & vkwh-4,4-— % 8 = 2 B (400 & % >
1L7T4AZ R )M ERY » BEBEmARALH (94 % > 1.91
TEF) B ZRAS YW AWBKEEIZ0CT I > 140°C25 B »
ECCHAMZHKBETRBEER>I5% - ZRAMWH»F &
33% = B /TR (100 E ) fo B K (255 F )2 B - A5
Shey BRI A M B (258 ) 0 BLAK(MgSO,) 3 £ & P
REE o FE W ARG -4-F BT (253§'ﬁ,’92%)°‘}i
T AZRRBYA2E T HEBEMARAILILT Y AL
o X A2 )R E > FER AR E R

2. B FAOC FTHTIE P Z25MN-T 4 42(30.3
756 EE F)ERMELW Bk (244 H) P 2 = £ B Bk
(1069 » 756 Z R F)E R ¥ » LWH20548 > R EUH
— R ARAMEitsE c REA-7T8C T » £Al150 8 A K Aw R

b

>X¢E e
»
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A7
B7

Z~ s (77 )

kol (502 H)P X W Ak m-4-H% B LBE(10% » 63.2% %
FywyamamE L AABRLEYERY - BRI FNHER
REBIGS5004 > EA— P AR B PTE(IORL) &
%£9¢ﬁm%z%é%&ﬁ%@ﬁéiﬁ,uzMémw
AABR(N0OZEA)MHE > LA E LR FLBE > A= T 8
(2X200 )P b2 o ABAIH 09 = LB (2X200% )
FRABRBRYBRRE c A2M A KR & R B (100 F) ~ #aFo 0y

KRB B R 4 (100% 9‘]‘)4‘1’%%/’\%75%@"0\’%VX%&
BEBAK S TEETYRE BEAHKRIGHEMI-(ETR)
mﬁv)&v&;-m;ﬁﬁaﬁs(n.si 2 97%) M HEABHANT —
BREFY » X Fi#E— 5 shit o IR(%489)3433 (br)> 17262
» '+ '"H NMR (CDCly) & 1.30 (t, J=7.1# %, 3H), 1.57
(ddd, J=13.8 ~ 10.1 ~ 4.44k 2k, 2J), 2.07 (dm, J=13.8# 2, 2H),
2.30-2.45 (br s, 1H), 3.56 (ddd, J=11.9 ~ 10.3 ~ 2.7#k 2, 2H),
3.66 (s, 2H), 3.82 (dt, J=11.9 ~ 4.2#k 2%, 2H), 4.24 (q, J=7.2
# 2k, 2H) : '°C NMR (CDCls) & 14.25(q), 30.54(t), 46.63(s),
61.04(t), 64.79(t), 69.02(t), 175.24(s) ; HRMS - B 7
CioH16042 3 £ 15 ¢ 188.1049 > F B 44 : 188.1053 -
SC.EMA T AR BRFHR PRIMBAE — & > K ES A
2 X (8)bs M > B X(8)lbd

REAOCTHATKE P16 MN-T A42(29.1% 5 >
466 EX F ) E AW Ak (1508 ) F 2 = & & B (6.5
£ 466 EEF)ERY £ A-T8C TFT#HH205 48 5 &
Rt — A AR - RBEAESHEAMALYN-(F =-
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A~ AT (78 )

TREK)-~ Awtw-4 &Cﬁa(lo,{’3897€§<§-)"
BB FHERBAIIGSONE c X — 2 F XA B K
B WES (1358 "155 42 R F) EXZHFAIINHAKZIR
CHBRBREBRETER - - A2MA KW & R & (1005 #)#H
HaZREeY  AHFELHERTFLEBE A CTE(2X200%F
)Wk o A2MA K & R EK (100 F) ~ 48 F2 04 & KB B
AAI00EA)FT ARG ARE — Kk » B AR BB K
PEEETYRE  EFB LEFRK - EIAS0%E B T B
EE R A 4%—@1#1&2%@%»(“ Z-TAKK)-4-(5
FREA)S A w-4-% 8B LB (10574 2 95%) » 2% % & #%
Ml A ABEMAAKREREF(LIOH) : 'HNMR (CDCl3)
§ 1.26 (t, J=7.4# %, 3H), 1.40-1.53 (m, 2H), 1.46 (s, 9H),
2.00-2.12 (m, 2H), 3.05-3.16 (m, 2H), 3.65 (s, 2H), 3.70-3.83
(m, 2H), 4.23 (q, J=7.2# %, 2H) °
SD.EMAFTAR B FHR' PROMEBEL — £ > REwWHK

2 X (9)bs % > P X(9a)lb &
M ERRAERRSW (1674 > 3985 EEF ) E £4.5 ¢
11?@/&@% F)YbP ga-( T A)w Rk -4-% &
BE (25054 > 13282 X F)imR ¥y - Z RS WM EW
RA0 N 4 ﬁﬂm$ém&$%%ﬁf’%§%%ﬁﬁi
TABRTE - REBEMERRBERI Z®(4X100EF)F >
EAIMERAM(ISEH)F R RO M OBAB B A - R
U ERBERAHZOC  ASMM A4 KA A B L &1L
ZpH3.0> A B & RIALMHE L4 > 3 LB B T B (8 X250

-81-
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D P TR e 3 S A S

A BRHH (7).

EHVERZ - B REWUABRE B AR ELL

TRE - EHERALEYDRARBABYR VB R TR T
b A& AR 4T A)m f ok

% 0 80%) o

SE.5 —HHEBAFTAR R FHR' PROMBA — £ RE

WAk 2 X (9)1b & ey F ik

BEEOCTHATK P#245 MN-T £42(16.5% #)
mEAEW A K GL0OEH)F X R B (5805 » 41.4%
RI)BERY » HEH20048 > A EH BB AL -
REEISHEN > B AQEKRH(I0EH)F 2 @ & kg -
4- B B(254 1922 R F)mwE R A ABILEYER
FoBARE BERRANTABEEQEA) o BHH
B BER25 94 > L AR ARZIPREAR(EZEAS-104
BAMAILP FPERKELITS-200C R BEH)EBBHERZ
#o 22 G BEER  EABRBATISCHEZALER
> ASMA R BMMH LB®BILEpH3 ) XA R A LM B E 8
Ao HEABBROE(8XI00EH)ERZ - WRAWAHKRERE
BABBEB K > EAZPREE - AZB(80%)LEHFR
Moo BR10% F B8, — R T AM > F5 8 6EMKZ4-
(#F X)W Rokdh-4-% 8 (1.80% > 58%) © kB 113.7-115
‘C : IR(KBr) 3420 (br), 17242 %' » 'H NMR (DMSO-d¢)

0 1.43 (ddd, J=13.5~ 11.0 ~ 4.4# %, 2H), 1.85 (dm, J=13.4
# 2, 2H), 3.37 (td, J=11.3, 304k 2, 2H), 3.43 (s, 2H), 3.71
(dt, J=11.6 ~ 3.9#k 2%, 2H), 4.81 (br s, 1H), 12.24 (s, 1H) :

-82-

AUHER B BB F AR (CNS ) AdRLE (210X 2970 % )
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%~ amum ()

'>C NMR (DMSO-dg) ¢ 30.42(t), 46.38(s), 64.35(t), 68.15(t),
69.02(t), 176.08(s) : HRMS Bl #4 C,;H,,0; : C, 52.49 ; H,
7.55: B84 ¢ C,52.50: H, 7.62 o

SFEMATAR R FHR PR MBAE —& > KRES A

Z AL EY > B X (9b)b b
HRAIIEE KRS W(695% » 1655E L F)mE L2 :
Wﬁ/*“%%ﬁd?WV@%LT%%%WH%W%)
NEAME-4-F B LB (9524 0331 L F ) E kP o M
AR M EBFE3004 0 AIAKRKBGRBELRZTH45C »
RERBERAEZTYHBRTE - HKREAHZEZ0C» Al A6M
ME KRB ABMSLBRMCEPH 3.0 EABBKRLE(4XTSE
FH)ER - HRENABREEARBRLER K B EHE T TR
B BR AR " CRYBER FEAN(FE=Z-TER

A)-4-(FFR)XNAmbwe-4-%8(8.59% > 100%) °
5G.7‘%—ﬁ%‘iﬁﬂt#wxzi/.%%ﬂ%R‘%uszﬂ%E—ﬁ’ﬁi

R AR Z X (NS FE

BEAEOCTMH AT ¥ X245M N-T £42(69 % 4 >
1688 X F)mE AW Rk H (402 F) P 2 = % H k(24
FF 17122 R F)ehmm ¥y » B WIF2004 > R H =
AL - KRB ELISH)EBA > FEQWE . B (355 )¢
IN(FZ-TAERKX)-SAwkR-4-%8(18% > 7858 %
HF)mE_ERABAEYERTY  BARDE > BEHERA
NPT ABEEQ2EN) BMEFFURR2 N E > KK L
AL PRERAR(EEAS-100 &K P8E(16.4% > 189%

‘k‘ﬂ ot
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£~ st (51)

RE )& ZE175 200C R EHYABIZRER > 22 5F £
HEEZEER - ARABBEE THAZAERSE > A6MEA & &M
H#BACEpH 4 R B B AAMBEL B > 3F LB K T E(S

X100ZH)ERZ - B RAMABRE EABBEAER K &
BEZFRE - EZBLEFTRN > LRA1%TE,/ —HFK
B FEEGEEBMKIN-(FZ-TAHEL)-4- (BT HA)
N AW -4-F B (4% 0 20%) ° K 2 156.6-157.3°C : 'H

M

NMR (DMSO-dg) ¢ 1.25-1.37 (m, 2H), 1.38 (s, 9H), 1.85 (dm,
J=13.7# %, 2H), 2.78-2.94 (br m, 2H), 3.41 (s, 1H), 3.70 (dm,
J=12.8 # 2, 2H), 4.87 (br s, 1H), 12.34 (s, 1H) 5 B #
Ci1oH, NOsz 5 #73t B 45 : C,55.58: H, 8.16: N, 5.40:
F B8 M : C,55.72: H, 8.10: N, 5.53 »
SHEB AT ABBEFHR' PROMEALE — 2> RAwWHK
2 X (10)L & > P X(10a)ib &%
KHEZRTFTREBEE(11.1% > 662E L F )mEALEALZEO
C(mﬂ(.‘c%(llS ZH)F H4- (BT RA)m &kwh-4-%
B (10205 > 63.68 T L F )M P » HE B A= TR
(178 H » 1274 % 3% F) o é%#é‘zﬁwafgzizdxﬂ# = I

(3 P 2 ot e B (V- vl BB o3 )

-t ——

EER - BAEHASG2ILHE ZHRE S BEBERE K ®
AR2% 5 B S W RAEAR(SOZEH)VHB TR BAR K W
B (4 X200 F FF)HERZ o A 2% 4 ka8 & (100

TV ARSUABRERY  BUARBERKSE AL T ¢
R R AT EHKRN2,7- R BE-E[3.5]F%-1-58
(10.8 %) » IR (KBr) 18212 %' s '"H NMR (CD3Cl;) ¢ 1.92

T P T O 3 H S A RS

-84 -
AHFER AR T BB FARE (CNS) AdHLE (210X 29704 )
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£ s (32 )

(ddd, J=13.4~ 8.1~ 4.0# %, 2H), 2.10 (ddd, J=13.4~ 6.1~
3.4~ 0.8#k 2, 2H), 3.70 (ddd, J=11.8 ~ 6.3 ~ 3.9#k 2k, 2H),
3.92 (ddd, J=11.8 ~ 7.9~ 3.4#kz, 2H), 4.15 (s, 2H) ; '°C
NMR (CD3Cl;) & 30.78(t), 55.78(s), 64.46(t), 71.50(t),
173.42(s), MS(EI)m/e=142 = MS(CI)M+=H m/e=143 » M+
+HNH; m/e=160 o

SLEMA TR R FHR PR MEALE — £ RES &t

wZ X (10)t 4% > P X (10b)1L &

HZRTFIREABRE (2607 > 1539 X F)m % A A%
J-_OCzﬁyk_-aa«i(27 F)YFPHN-(B=-TaHL)-4-
R ANA o E-4-% 8 (3.80% > 14658 % F )y R %
‘1"%%%?ﬁf]n)\icﬂi?(4.30%-ﬂ-’30.78%%1F)03%#?%Z
WMAAER23NE C EHEBETRE AEERASYLIE > B
HERE B ERY L ME - RAFESFH = T2
X100ZEF)FER TR > EABRBEAMHKER(2X50FF)
THRBEHARERY > BEARBEMK > AL T PR
Yoo BB RXRFTEHRKNT-(TASELA)-2-Q#-7-58 %
[3.5] %% -1-89(2.88% > 82%) o 'H NMR (CDCl3) & 1.48

(s, 9H), 1.79-1.89 (m, 2H), 2.02-2.10 (m, 2H), 3.48-3.66 (m,
4H), 4.13 (s, 2H) -
K Hl6
X (13) e
AR AP UAREFHR' PROMEL — AR W &%

g 0 BAX BEax X (13)

-85-
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7o BEHE (3B )

BEA0CTH ATHE P25MN-T X4 (5.6 9 >
39X F)mE AW AR H(30EH)P X = & MK(1.95
o 1392EF)Errty > LH|H20508 REHB R R
L4 o KRB IS5 48R > £-78C TH £ w & vkvh (8
EH)FZw Akl -4-% B B2 12TEXF ) B R
e E R AAEALEERY KA FWERBHAINLGS0
» AN B TR (1I4EFF > 142 £ F) - BBH
PRAFMERBINNS004E > E300EABRREETR > RiE
BEAHEOIC - RIMAE AR AABKRRLSEF)HBEZRS
Yoo A CLE(2X100EF)FER > L ABASSF N = T B8
(2XS50ZFH )Pz c AIMA KB & £ 8% (100F ) »

Fo by S R AR B R (100 H) > 4 8h & KR B R 4
(IO0OEFF )N EAREWARE —R > EBEABRBER K> &
EAEZTY R4S - EHBEFTLBEZAAY  BEHRADT
A BB OEANR AR PTESKREE K ELR
W’ﬁﬂ%%&?@@%i4UW%@@ ok v -4 - F B

B > TEAEBMBFELHAAT-—MBEBREF LT & —F &1 (3.20
% > 85%) o IR (KBr) 17322 %' ; W{NMR(CDCh)lal
(q, J=7.3#k 2k, 3H), 1.56 (ddd, J=14.6 ~ 10.9 ~ 4.5, 2H), 2.17
(ddd, J=14.6 ~ 5.7 ~ 3.3, 2H), 3.31 (s, 2H), 3.51 (ddd,

WW*

ANY.

)
m
( Smbor-a0se o i e v Brssh o 3% )

——— e &

S J=11.7 ~ 11.1 ~ 2.5# 2k, 2H), 3.51 (td, J=11.7 ~ 4.3 # %
2H), 4.24 (q, J=7.1 # 2% , 2H) : '*C NMR (CDCl;) ¢
14.33(q), 15.04(t), 34.70(t), 45.26(s), 61.34(t), 65.22(t),
172.89(s) : EIHRMS B # CoH,sI103(M") = 3 X &

PR O IR 3K

-86-
AMGER B P BB FARAE (CNS ) Ad48AE (210X 29720 % )
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B7

A BIASL (84)

298.0066 > E B 1A : 298.0066 c Ml A CoH, 51052 5 # 3 &
# : C,36.26: H,5.07 > E& 14 : C,36.56: H, 5.09 -
6B. Bt A R TFHR PR MHEA — R AW AR
o B FXZ K (13)

Flghd » AR FRABKATRRARE —st Fie » #4
FTales X (13)bs& W

4-(RFR)w 8 vkwh-4-R B LB « TR(&8)17325 5
'+ 'H NMR (CDCls) 1.30 (q, J=7.1# 2%, 3H), 1.59 (ddd,
J=14.6 ~ 10.9~ 4.5, 2H), 2.17 (dm, J=14.7, 2H), 3.48 (s, 2H),

( >mi D I o Wt B N Bi bbb 3k )

S~ S S

3.53 (dt, J=11.9 ~ 4.5#k 2k, 2H), 3.84 (dt, J=11.9 ~ 4.5# 2,
2H), 4.23 (q, J=7.1# %, 2H) » '°C NMR (CDCl;) ¢ 14.27
(q), 33.17(t), 40.16(t), 46.05(s), 61.29(t), 64.97(t), 172.91
(s) : CIMS(M'+H) : 251> (M +NH,+) 268

4-(RFRA)wW & okwh-4-% B8 T B : IR(4M)17342 5
'+ '"H NMR (CDCly) 1.30 (q, J=7.14# %, 3H), 1.59 (ddd,
J=14.6 ~ 10.9 ~ 4.5, 2H), 2.16 (dm, J=14.7, 2H), 3.53 (dt,
J=11.9 ~ 4.5#k 2, 2H), 3.61 (s, 2H), 3.84 (dt, J=11.9 - 4.5#
2k, 2H), 4.24 (q, J=7.1# %, 2H) » '*C NMR (CDCl;) ¢
14.24 (q), 32.14(t), 46.69(s), 51.40(t), 61.29(t), 64.85 (1),
173.01 (s) + CIMS(M"+H) : 207 © Bl A CoH,;5C10; = % #
3 A4 : C,5231: H, 732 %4 : C, 52.51 : H,
7.30 o |
6C. A —HEMATABRTFTHR' PROMEAL —RAEAW
%k AXEH-FTXHBa A X3 HeF ik

T R RO F w5 S

-87-
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P2 PO H m N

A7
B7

&~ s (8 )

%

BH-FEABFBRA(9TE L 5232 EF)mwEAO0CT
ok (10E )P 2w R vkl -4-% 8 T B (820 £ %
4356 Z X F VB RF B EFAIINFO BB AR IR S
HEBREETR WMHBEZRLSHICIE > EEEHIHFE =R
FIR(ISOZE I )FINESG KRG A AB(5S02F )M - A25%
Fregdadfe &R B MR A KB > B AR (MgSOs) ~ R
o> EHBEWERISEBEB LETFTRMN > A30%E B T
B/ Tl B 0 B R G ER MK T Xk B(1.03%
69%) ° ¥ 287.7 - 88.6°C : IR(KBr)1717/L¥éy\" : '"H NMR
(CDCl3) ¢ 1.21 (q, J=17.1#F %, 3H), 1.52 (ddd, J=13.4 -
10.6 ~ 4.1#k 2, 2H), 2.00 (dm, J=13.4#k %, 2H), 2.46 (s, 3H),
3.49 (ddd, J=11.7 ~ 10.6 ~ 2.5#k 2, 2H), 3.76 (dt, J=11.9 -
414k 2k, 2H), 4.03 (s, 2H), 4.13 (q, J=7.1# %, 2H), 7.35 ;
'>C NMR (CDCl;) d 14.10(q), 21.67(q), 30.43(t), 44.93(s),

N

61.37(t), 64.43(t), 74.65(t), 127.95(d), 129.89(d), 132.67(s),
145.05(s), 172.57(s) : HRMS B # C,sH,,0¢ % 3t X &
343.1215 > F B A : 343.1217 - Ml A C 1 sH,,06% 5 #7 3t &
B+ C,656.12: H, 6.48 > &4 : C, 56.22 5 H, 6.46 °
EH7
W Xlatk &Y
TA AWML S YA BGEATYR' PR*E & > A8 B TFH#

ROFRMEBELE -—RRESAubw > MR A - X Aoy X

la .

1.£100 -110CF » A EHeyBEmPBFI-XAKEXR

-88-
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A7
B7

&~ A (%)

(7.4 0363 XF) 4-HAEFA-N-CBZ->x &t
(10 » 363X F )X Atk (1.8FF » 3638 % F)
BE o AL BEHEORRBRRAD > H ABEKLEMIN
ARABEZH > ABRWEAAKRE > BEARBEMRK > B
AREFTRE  FEAXCHEM - B MEl: (8
M MRV CE TR (S00EHF)—RHE B3 Y 6
Bl # Kk Z2-[4-(4- XA XBRA)-N-CBZ-~ & mtg-4-4]-

(S -2l o o e B N B bl R 0k 8 )

—————— e

B B o
2. ERATHERKL2-Z R T (%%)?%2[
(4- K & XA KA )-N-CBZ-x &b w -4- % ]- uw%

A 0292 X F )V ERANE-10C > R ooty &
ﬁmﬁiﬁﬁuA#o%&%&%gaﬁﬁ’ﬁéth
BHEZBER2R - AHHBAARALABZ AT - £MRE
B E-10C RBERZRFDBREETE - AE TP HBEH
EHREVRBRLIE —RATE > FHGERAKZ2-[4-
4-XAXBRE)- S amw-4-K)]-BE ALY - 'H
NMR (CD3OD) : 7.93 (d, 2H), 7.45(t, 2H), 7.27 (t, 1H),
7.14 (t, 4H), 3.52 (m, 2H), 3.25 (m, 2H), 2.70 (s, 2H), 2.35
(m, 4H) -
HAMLED R EHBREFPR WR*E A ° A% B FH#
'&%Nw%ﬁﬂﬁﬁiﬁ&i’ﬁW%Liﬁﬁwﬁu
AERAZT » AN A= (100 )0 B £ FTHEE XL
RERXRF)FH-(KRELAKX)-XABHQEEZF )N R G
e B E110C24 B o B EMABRKRTE T > E &

T S I R

-89-
AHSER BT BB FARE (CNS ) ABLAE (210X 2970 % )




580491
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b S TS ey

2 RS (37)

HmERBRY R 2 #ARRE > ERKGBA TR AEX
B FRAEZ2-[1-(4-XEXBEKX)-BR-1-X]-T &
THAEAABERAET—BREY > FFE&—$ s

TC.HEHBAFR' "RPPREFEA R'EFX LA AR K4-8

A KNa
EN AR (300 ) FEET > £110C FHFE-2-F

AAHBBR(ONEL)PPH-REABRBH(112EL)M RS W B R - &
RN EABBRLEPHFAORBRZIE 2L AFRE -
RGBT RARLERS > FR3-FEA-3-(4-BRXR
A)-BEB(Taa) THAABERAAT-—BRAEY » 2§ @&
— ¥ st o

TD. ALY REBA T AR TFHR' PR M H L

— R R EAWH%KH  RPPR'EKAR HI-(4-F X A KX)

XAz Ala

TR KB AEEHSHP IR K m#F2,7-— & % -2
[3.5]F4-1-BA(10.8 ) AMANN-—F A F (953
)P - EEI10-1504 M A HFEEBRRNESH4-
(- ARXEA)VXBE B ZIBHAYER(BEEAOCTH &1 4
M R(2.14% > 892X F ) £ AN N-—F X F & k(19
E)FH4-(4- R XA A)XARB (15834 » 66.8% 3% F)
BRY O EEHFIO-ERAER )T RBBFHHEHESIY
1504 « A BFHRERKEEAI0C » BHSH» &> A S
Z-TEQEZEH) LE20082NZRAEDWAHEESR - &
B ZFTHEBRRFHYNN-=F AT ki > ApH/ME B %K 3

-90 -
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Ao~ ABASLEE (B8 )

9.2 R30% L B-THx (120 )H B IF R E > 4
H fouﬁ%%%%a%mx70§ﬂkﬁﬁ%’u2N
ke g BRILEpH 35 » EEREZRKFIR(4X350%
FH)F - HREVABRR BABEBRED K EAT P RE -
BERRBUWR I EY _ATFR-TCRTBER > 24y
4-T4-(4- A XA X)X R AT RA]|wa&RkH-4-% 8K > 2 §
EHEGHAKZEH(19.50%) c 5 21406 - 141.9°C s IR(KBr)
3429 (br) > 17322 %' ; 'H NMR (DMSO-d¢) 6 1.54 (ddd,
J=14.2 ~ 10.0 ~ 4.2# 2%, 2H), 1.95 (dm, J=14.2# %, 2H),
3.19 (s, 2H), 3.56 (ddd, J=11.8 ~ 10.0 ~ 4.2#k 2k, 2H), 3.70
(dt, J=11.8 ~ 4.2#k 2k, 2H), 6.98 (d, J=8.8#k 2, 2H), 7.02 (d,
J=8.9#k 2k, 2H), 7.02 (d, J=8.9#k 2, 2H), 7.42 (d, J=9.0#k %
4H), 12.66 (s, 1H) : '*C NMR (DMSO-d¢) & 33.06(t), 43.56

( Smf D2 3 i\ ol B0 N B miesh SRk )

———— e

(t), 45.03 (s), 64.13 (t), 119.43 (d), 120.11 (d), 110.43 (d),
127.35 (s), 129.80 (d), 131.09 (s), 131.59 (d), 154.90 (s),
155.50 (s), 175.25 (s) : HRMS Ml # C,oH,9S0,Cl % 3 &
& : 378.0693 » E B {5 : 378.0685 c Ml # C,9H,9S0,CI -

025 H,Ox 9 # 3t £ 48 : C, 5953 H, 5.13° T84 : C,
59.53; H, 5.07 o

Bl % H > yx4-(4-5;% KERX)XKBEyfnd-(4- X)X
BB ARBRRA-(4-8 XA L) XHE B i%&?ﬂ%mé
4y
4-[4-(4- R XA KR)VRXKBRATF AW Bk bh-4-%8 : B8

143.7 - 144.5°C : IR(KBr) 3434 (br) > 17322 % ' : 'H

PSR TR H w2 B R

-91-
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ST S O o B B

B YA (89)

NMR (DMSO-dg) & 1.54 (ddd, J=13.8 ~ 10.1 ~ 4.3#: 2%, 2H),
1.94 (dm, J=13.5#F 2k, 2H), 3.19 (s, 2H), 3.37 (ddd, J=11.8 -
10.1 ~ 2.5#k 2, 2H), 3.70 (dt, J=11.8 ~ 4.0# %%, 2H), 6.96 (d,
J=9.2# %, 2H), 6.98 (d, J=8.8#k 2k, 2H), 7.41 (d, J=8.8 #k %,
2H), 7.55 (d, J=9.0 #F 2k, 2H), 12.68 (s, 1H) : '>C NMR
(DMSO-dg) & 33.04(t), 43.34 (t), 45.00 (s), 64.10 (t), 115.14
(s), 119.59 (d), 120.53 (d), 131.15 (s), 131.51 (d), 132.77 (s),
154.71 (s), 156.06 (s), 175.28 (s) s EIMS(M") : 424 - B #
CioH190SO4Brx 4 # 3+ £ 4 : C, 53.91: H, 4.52 > £ %
& : C, 53.53: H, 4.54 -
4-[4-(4-AREXER)VXBATF A | w Ak d-4-% 8 : B
143.0 - 143.4°C : IR(KBr) 3436 (br) > 17212 % ' : 'H
NMR (DMSO-ds) & 1.54 (ddd, J=13.5~ 10.1 ~ 4.0#kz, 2H),
1.94 (dm, J=13.5#k 2, 2H), 3.17 (s, 2H), 3.38 (td, J=11.8
2.5# 2k, 2H), 3.70 (dt, J=11.8 ~ 4.0#k 2, 2H), 6.93 (d, J=8.8
# 2k, 2H), 7.05 (dd, J=9.2 ~ 4.6#kz, 2H), 7.21 (dd, J=9.1 ~
8.4#k 2k, 2H), 7.40 (d, J=8.8#F 2, 2H), 12.65 (s, 1H): '3C
NMR (CDCl3) & 33.05(t), 43.65 (1), 45.49 (s), 64.12 (t),
116.53 (dd, J..;=23.2#k2k), 118.71 (d), 120.63 (dd, J..; =8.5
#2k), 130.31(s), 131.69(d), 152.38 (s), 155.85 (s), 158.29 (d,
Jo.¢=239.9 4k 2k ), 175.28 (s) 5 EIMS(M') : 362 - B
CioH oSO,Fx 2 # 3+ £ 4 : C, 62.97; H, 528 > & %%
8 : C, 62.79: H, 5.26 ¢
TE. 5 —#EHmA PR PRPEEFP A -RFPRERK > B

-92-
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%~ s (0 )

ROE4-(4-AXEA) XAz Xlawg F %
£ 0C TF # &1L H K (0.86 % 35.8%%@)%@4&
NN-ZFEAFPEE(I2EF)F Z4-(4- 8 XA X)) X &R &
(3558 15X F ) REY T - ASHBEABZRBEY
BBEFER > BHELESN20048 TR -2 F XA
Bl ey RILH RBER(1.64% > 120 R F) - B ZRA Y M
HEB0CI8NIH » A EFH » EAK(IEHF) - & 5%
BT EZRTFR(S0ZH)P2INY R ALK (25EH)Z
Bl o 2 d BB > ERBES YR FIR(2X25FH) ¥
o MREVARERYEXNABKREM K > £ E T+ R
b o BB LEBRATRMN » EAS%TE,/ AT &R £
BB AR 3-[4-(4- AR XA E)XAKA]-2,2-2F A A
BR(4R > 99%) - REMWER VB —Lm /T VHE
o FE G EE MK, B EE(3.20% 0 80%) c &
25 84.4 - 84.9°C : IR(KBr) 3433 (br) > 17322 4% ' : 'H
NMR (DMSO-dg) ¢ 1.19 (s, 6H), 3.14 (s, 2H), 6.97 (d, J=8.7
# 2k, 2H), 7.01 (d, J=8.9, 2H), 7.40 (d, J=8.8#k %, 2H), 12.36
(br s, 1H) = EIMS (M+) : 378 o Bl A C,7H,7,S0;C185 % #
3t 15 : C, 6062: H, 509 > £ 84 : C, 60.31 : H,
4.96 o
TP AL E W REHBA T AR T HR PR M B
- 2K EAN-BOC-~xaiww » R°#R*E & > AR’ A 4-
U-BREXEE)X KA 2 A]a
MAEELXEHSITHEBIHT-(BZ-TAHL)-2-8%-7-

1‘*

( Smf D 3 o B N Btk B oAk )

-l

FET P R OB 1 AR -
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A7
B7

P S O S R

2~ s (01)

RAEE[3.5])ER-1-BAL 2 EBAINN-Z F ATk (42
F)F P E10-15 58 MK > HALABRENLE & H4-
(4-RARXAX)VX BB ZIMBER(EZA0OC TH#H &1L 4H
WARB402 £ > 14172 E F)mwEANN-=F X 7 8 ik
(19ZH)F h4-(4- R XK X)X B ®H(3.00% > 127825 F)
:‘z‘?:‘&ﬂl"jzé%#wh\ﬁiﬂ&ﬁéi%)#’ﬁ#%#éﬁ%éfusa}
G o MR N R REROC s BHSH M MAFZ-T
BR2E2H) LA200 8B ZAREYWAHEETE - &
TR R K éﬁNN-—WEWMk’ﬁ'szMAfkéﬁﬁ
BRAFpHME B 2 23,5 £ 42 F 2| BB LB (4X150%

ﬂ')“l’o%i&.%é@%%@%&%&ﬁ%%?}c’E;@Lz‘?‘#iﬁﬁiﬁ’
¥ E B Léfﬁéﬁ#%ﬂzﬁ%#ﬁ’Ml%éljlo%‘?’ﬁ%/ #

OB 0 13 B N Bakw &%@w%zmm«m%%i
A)XREAFRI-N(FZ-TAKEA) A% R-4- KA BB
(5% > 89%) ° '"HNMR (k# £ 5 OH : CDCl;) & 1.37 (s,

d

/|

9H), 1.55 (m,, 2H), 2.10 (m,, 2H), 3.05 (m., 2H), 3.06 (s,
2H), 3.72 (m,, 2H), 6.81 (d, J=8.8 # # , 2H), 6.85 (d,
J=8.9#k 2, 2H),, 7.21 (d, J=8.9#k 2, 2H), 7.30 (d, J=8.7# %
4H) o

7TG.H A FPREZCAZ K latt S WA B BRI ABRE FH

R'#PR°MBE—-—RKREZwW &k > RPFR'E & - ﬂR5

4-(4-F X R AE) R K K1a
M RRIME (583 % > 1L04EXF)mE L H & F K -
ELEBQLEH)FZA4-[4-4-RXAB)XARAT A]w &

e

-94 -

AR R B TR B AR (CNS) ALK (210X 297004 )
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A7
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PR b H S e B M

% HRum (2 )

ol -4-H% B CEE(TOEZ % > 01722 F ) B R o %R
@R IZNE > A EFT R BRILEpHA » £ A BB T
BE(4XS0ZBFF)FE R - R EAMEB R AB RSB KRE
R FEA-[4-4-RXAX)VXAR AT AW & vkg-4-
HE(66F % > 100%) » A Ak E » B AW E#7TDXZ
BAEYEERGMAE -

7H. @ & #R%L%(iM&A%K§%i¢M % R T M

R'FoR°Mi A — R AW &k » R°FR* G H > R A 4-

(4-BXEE)EXHKE X K]a

Fl# » RFEXEHTIGZAERF » REMHI-[4-(4-2 X
AER)VRXBR AT R w Ak dh-4-HB B A4-[4-(4-REXAK)
KAATA]wm &okb-4-% 8 o

TN aH R BBEEUBEAFR AR P AT BEZIRR T —

R %&w@ks »RPEAR'EH R AH4-4-F XA X)X

%> BRBEFT A2 Kla

%él;%ﬂumsé%’383*iﬁ)%10Aé?m’iz
BANA-[4-(4- R XAA VXA T A | w & kvh-4-% 8
(5802 % °» 1.53 % i@)&NNn—WiWMMM%meZﬁ
F)AZRTIR(ISEF)TPZ0CHER - B RA Y MBEE
B1ILE > BEHEZEERIZIOG > EAEFTTREE A
ARRABREALHIERTEZ HABHB TN W Ak
(7T5ZEH)ZXF > mATFEOI9EFH > 459 ELF) > F io
ANZ L0642 P 459X F) B RAEY A ZEERK
14 BF » RE > AR FZIREDH R TF K150 )

}u

-95-

AUSRR BB T BB FARAE (CNS ) AdLK (210X 2970 % )
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P P TR B 1 S 3B S

A7
B7
A BRHEH )
EBIMBEBEKERSOZEH)BM 2R - AR AIIZT R F K

FHORXZ30ZEH)ERAKE > ABRBRELHELSZHERER
BATHE K » BREBAEAI-[4-L- R XA B )X BT AW &
kvl -4-F BT EMEY  HAABRAAT-—REGFETE
— % 2 #1 - '"H NMR (CDCl3) ¢ 1.62 (m., 2H), 2.15 (dm,
J=13.6#: 2, 2H), 3.13 (s, 2H), 3.47 (td, J=11.9, 2.4# %, 2H),
3.59 (s, 3H), 3.81 (dt, J=12.0 ~ 4.1# 3%, 2H), 6.92 (d, J=8.9
#ak, 2H), 7.29 (d, J=8.8#k 2, 2H), 7.36 (d, J=8.8#k %, 2H) -
TN aXANNED R EBEFARBRTFHR ZR UL

— R EWHERS  RFREA R AE4-(4-F XA K)

XA ARAE Z A X Xla

MAa-(#F R )w Aok d-4-% B CBE(3008 4> 12X F)
MEESRFI-(A- R XA XBABZIHB(HEZXTAOCTH A
LB R(36E 4 > 152X F ) EANN-=F X T 8k ik
REF)FTHI4-(4-ARXARX)XRB (262X > 1.1Z X F)
MERY REH300EREH)NERT - ESHHEAR
z%%%@ﬁiiﬁ’ﬁﬁ#ﬁ%%w%ﬁ’AWii

WY

@ EmANIMERGERE(SEH) - REBZREYD »
HEBRLE(I00ZH)P2MARK (25 H)IH - 58
Bk B > 3t VA EE 4 84 BE ZJEE(ZXSO ‘7’]‘)/‘*’/}‘\;°11:%/\7£]_

CHERERY O AIMARAILM(2X30FEF )bk > B AR B4

BtR » A BEZEPRE - £EHBLEETREK - A 20% B B
BE /T EB » A AMNI-[4-4-R XA X)) XB AT L]
WRkh-4-B B LB (3T0E % > 91%) » - E & R4y 4a-

-96 -

AU R B 7 BB FARAE (CNS ) AdBLAE (210X 29704 )
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B B (94)

[4-(4- A XA RV XA AT R W Avkg-4-%8 B (403
%) ° IR (KBr) 1728 2 % "' : '"H NMR (CDCl;) 1.23 (q,
J=7.1# %, 3H), 1.56 (ddd, J=14.6 ~ 10.9 -~ 4.4, 2H), 1.63
(ddd, J=14.6 ~ 5.7 ~ 3.3, 2H), 3.13 (s, 2H), 3.51 (ddd,
J=11.8 ~ 11.1 ~ 2.4#k %, 2H), 3.80 (dt, J=11.8 ~ 4.1# %,
2H), 4.07 (q, J=7.14# %, 2H), 6.91 (d, J=8.9# %, 2H), 6.92
(d, J=8.9#k 2k, 2H), 7.29 (d, J=9.0#k %, 2H), 7.39 (d, J=8.94k
%, 2H) 5 '°C NMR (CDCl3) § 14.20(q), 33.72 (t), 45.72 (1),
46.07 (s), 60.92 (t), 65.06 (t), 119.29 (d), 120.20 (d), 128.43
(s), 129.85 (d), 130.57 (s), 133.05 (s), 155.40 (s), 156.21 (s),
174.02 (s) + EIHRMS Bl # C, 1 H,3S0,CI(M") Z 3 K & :
406.1006 > F 8 15 : 406.1008 o B 34 C,  H,3S0,C1 = % #
it B & : C, 61.98: H, 570 > £ % 45 : C, 61.86 : H,
5.68 o

TK. AN EH R BB AT AR R FHR PR WA

— AR &AW A%k RPFRE R/ > AR A4-(4-8 X & A)

XA ARAE Z A 2 Kla

Flgkse » AA4-(BXAAX)XABRARBTI-4-8 XA R)
KA PREEXFEHTINEZLF > BH4-[4-(4-2 X &
E)YERBRAEAT R]|w Kvkdh-4-%8 T 8(2.10% » 93%) IR
(KBr) 1728 2 %' : 'H NMR (CDCl3) & 1.22 (q, J=7.1# %,
3H), 1.60 (ddd, J=14.6 ~ 10.9 ~ 4.5, 2H), 2.14 (ddd, J=
14.6 ~ 5.7 ~ 3.3, 2H), 3.13 (s, 2H), 3.81 (ddd, J=11.8 ~

11.1~ 2.4#k 2, 2H), 4.07 (q, J=7.1#k 2%, 2H), 6.87 (d, ]=9.0
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A7
B7

£~ ()

# 2k, 2H), 6.92 (d, J=8.8#k 2k, 2H), 7.37 (d, J=8.8#k 2, 2H),
7.43 (d, J=9.0#k %, 2H) : '°C NMR (CDCl;) ¢ 14.20(q),
33.71 (1), 45.69 (t), 46.05 (s), 60.92 (t), 65.05 (t), 116.06 (s),
119.40 (d), 120.59 (d), 130.69 (s), 132.81 (d), 133.03 (s),
156.04 (s), 156.16 (s), 174.01 (s) ; EIHRMS B #
C>1H,3SO4Br(M7) = 3 & 44 : 450.0500 > ¥ % f&
450.0505  BA#C,  H23S0,ClZ 5 #7 3 B 48 : C, 55.88; H,
514> &4 : C, 55525 H, 5.09°

BATHM O R B » #EFX G~ RR R X(13)14E
MY ERMANEHYTHERYEIRTHEE
TL.## % ZR' “R2-R* - R**@R°¢ X 1a

Bl » TREZALEN-BHFHEZX(4)LEHRRK
H4-% % F A-N-CBZ-~ &iwbw > £ /&RHE L X FH
TA(D)F(2)MEF > RTREEAL YR (A)ILEH R
REERERXAR LK EREELXZTHIBYLE » # TR
FEAA Y KAG)CEDRAREH-XALAXRE > m @
o T 7l ey Xlafb &4 ¢

2-[4-(4-‘??LX%)%)-N-CBZ-*_s’i?’wbbwi#-iz]-Lﬁ?z:

2-[4-(4-??@%%%)-*% hwe-4-K]-C &

FR-3-3-FRXHEKL)-H#H
%%£d4LWiX%
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A7
B7

£~ e (%)

B

3-F R-3- (KB A)- BB
3-FR-3-(4- XA XBRK)-A & ;
3-FA-3-[(4-—XEX)RK]-B B ;

3-F K-3-(2-FEHK)-A B
3-FR-3-4-FTAAXLHAXRA)-B &
3-FAATFTR-3-(4-FAXRE)- "B
3-BAATA-2-AAREL-3-(4-FEXARRL)-BH & :
3-&%-2-‘?%-3-(4-‘?i%@ﬁﬁ&)-fﬁ@a

3,3-Z FA-4-FARAXAARK)-B K
2-[1-(4-FRXHREX)- B &-1-KX]-0 &

j‘ﬂ\

2-[1-(4-FR XA K)-(4-FABT-1- E] z B
’.Ellb%) }‘REJ 1- %] o &

2-[4-(4- KA XBRKR)-m fvkwg-4-%]-2 8

j‘ﬂ‘t

2-[1-(4-%

BR :
2-{4-[4-(3&‘?7%)?&@'7%] W Akh-4-K)- OB

BR s

-99-

2-{4-[4-(4- A XA X)X B KX]-N-CBZ-5x & b & -4-

2-[4-(4-%"iﬁ@ﬁ&)-%aﬁﬁl-m%]-&%‘w%@@ﬂ ;

4-[4-(4-XFH[D]E5-2- K- XA K)m Gkwh-4-%]-C

2-{4-[4-(4- AE)XBRA]-wAkwh-4-%)-2

2-{4-[4-(4- R X AE)XRA]-w Rokh-4-K)-¢C

AMIR R AR P E B KARE (CONS ) A4 (210X 29704 )
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B7

gm0
B ; ¥ 2 138.5 - 138.8°C ; '"H NMR (CDCl; » % R % OH) ¢

2.58 (s, 2H), 3.76 (dt, J=11.8 ~ 4.1 # %%, 2H), 4.02 (dt,
J=11.8 ~ 2.6# %, 2H), 6.94 (d, J=8.8 # 2k, 2H), 6.98 (d,
J=8.9#k 2, 2H), 7.33 (d, J=8.9#k 2, 2H), 7.53 (d, J=8.8# %
4H) s FABMS(M") : 379.2 c Ml C19H 9SO,Cl1#y % #7 3t K&
# : C,60.23;5 H,505: £8&4 : C,60.39: H, 501 :
2-{4-[4-4- A XA X)X R A]l-waKkwh-4-%}-2

BR

2-{4-[4-(4-BREXARX)XRAEX]-w &kh-4-%}-C
B

2-[4-4- XA XA KX)-m A Evkwg-1,1- =R 1LY-4-
A]-T 8

BR-2-(4-FREXBRA)VERKEHAHEL s AR

2-(A- YR XBRA)-BO I H B -

T™M. B % PR ~-R*> - R* - R*#R°2 K 1a

Rtk > TREERAAZ X (10O)LEHAKRE2,7-=
AH-F[3.5]L%-1-80 > BRFE LXK HTIDY £ F >
ETREZAL LX) EAHARAKRILI-4-R XA L)
KB > dBMHETaXlabsdh :

4-[4-(4-ARXEAK)XBAAT XKW A okwg-4-% 8 ;
4-[4-(4-BXAX)KXBR AT X)W Kok -4-% 88

P
3-(4- XV BmAXBRA)-2,2-—FAFHE
3-T4-(4- A XA A)XBmA]-2,2-=F £ & & ;

- 100 -

1.73 (d, J=14.7, 2H), 1.91 (ddd, J=14.7 ~ 10.1 ~ 4.3#k %k, 2H),
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4-[(4- KA mbw-4-A)BRARFPA|w Avkg-4-%8 : 'H
NMR (OH %k # # %, CDCl3) ¢ 1.65 (m., 2H), 2.16 (dm,
J=14.2# 2%, 2H), 3.20 (s, 2H), 3.57 (tm, J=11.4#k 2, 2H),
3.84 (dm, J=12.0#4k 2, 2H), 6.87 (d, J=6.2#k 2, 2H), 7.00 (d,
J=8.6#F 2k, 2H), 7.47 (d, J=8.94k 2k, 2H), 8.43 (d, J=6.0#k 2
2H) -

IN. BB HAEBLFEAR ~R? R’ R* MR’ K 1a

Rl » RBEEXZFEHTHELF > B A Xlalt b

4y o

(5w Di- S ot o e B: (B ol B w3 )

—_———ee e e L e e

K HI8
B XIbax ibd M

SA HMAPT AR R FHR' PROME AL — £ AEWEKR
0 RFPREBEE R BA4-(4-RKXEA)% A2 Xba

10242 R > %ﬁmg(37.5%ﬁ’429.5%$éﬂ)iéﬁ
mEAEOCT ~ £ = ﬂ"f’}fm(l’\‘fl‘)“l’<4 [4-(4- KA X)
KBAFTE]-w & vk -4- (651%’1718%;-&“‘4)7?D
N-—F XV EEde(22 )é@%@-;%ﬁfa‘?ozild\ﬂ%mié‘z%
MEEESR EARMETFHOESR LRSS H20
o ERMBMBRATRSE  HAIERZEHR LA BY®EL R
Bak o HZREMWEBRN R TIHR(00ZEH)TF » A4 20
Cr FAE109 48 A& MMmMAN,O-%(Z ¥ 5w i)k
(109129 > 51045 E L F) - HZRBRAY LI TBER
B MHEIIE > EBREAFEOC c EFEER T M A2.4M
BEARIER(A00Z T > 960 X F) > Al A B H»4

» Z
¥

W

by

FEE PR R N o

-101 -
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A7
B7

PR S 3 e e 5

E RS (%9)

Nl RAEBRBEADH AR BMEZRLHASNB305 &
EH AL BE o AK(IX30EH)50% = L EB-TI(2X25
ZH)F sk L AETOC TR K FE4-[4-(4- R XA X)X
AT AW kg -4-(N-RB A HmEAIR)(61.8% > 92%) °
Y& ¥ 146.6 - 148.0°C : IR(KBr) 3426(br), 1636 2 %' ;s 'H
NMR (DMSO-d¢) ¢ 1.54 (ddd, J=13.8 ~ 10.2 ~ 4.0#k3, 2H),
2.00 (dm, J=13.8#k %, 2H), 3.16 (s, 2H), 3.39 (m, 2H), 3.66
(dt, J=11.7 ~ 3.8#kzk, 2H), 6.98 (d, J=8.8#k 2k, 2H), 7.02 (d,
J=9.0#k 2k, 2H), 7.40 (d, J=8.8#% 2k, 2H), 7.41 (d, J=8.9#k 2%,
2H), 8.78 (s, 1H), 10.63 (s, 1H) ; '°C NMR (CDCl;) ¢
32.79(t), 43.60(s), 43.70(t), 63.93(t), 119.56(d), 120.07(d),
127.19(s), 129.85(d), 131.24(d), 131.34(s), 154.62(s), 155.59
(s), 169.69 (s) : FABHRMS M #C ,oH,  NSO,CI(M"+H)x
3t A 4 : 394.0880 - F B A : 378.0872 o M #
CioH2oNSO4ClZx o #7 3+ B 4 : C, 57.94: H, 5.12 : N,
3.56 » £ %M : C,57.98: H, 5.04: N, 3.68c

8B.# M AT UAB R FHR PROMELE —& » KXW &%k

i  RPEPRE AR PR E4-(4- R AR L)X X X XIba

104X A 28 A (3758 > 42958 % F )& i he
ZAEOCTF -~ AZRKRFRE(X2F)P 24-[4-(4-R XA H)
XKAETR]- @ &%k -4-B B (65.1% > 171.8F %X F )4
N,N-;W£wmz4ﬁ4wfu(z%%)o&u\a#ﬂwa;szﬁé%
HBREFTER > ETABRFAOEHAERAS Y200 #
AREZYRE > ANEAFEHRLEXEOBBARS L o £2

i

1
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A7
B7

# o~ HeRsER (100)

N ER B E_RKFTRGBA4ZH) P ZBEARKREASH(650%
18T EXEHF)MERBB A2 : 1WA kS F=-TH8E
(5.1 )P 250% 4 K AERE(556 L)RKRT - #BHFH

ReMm1I5 ) EHAREEZRERXVDIEHAYRERE

ik o BEZAE S Al 1 LE&-THE3XISEFF)IF ik
T AEATOCTAEAEEZRAPHZABERB KRBR » EF4-[4-
(4- R FXAA)XR AT AW &k -4-(N-£ K % &
F)(584 % % > 91%) ¥ % 146.6 - 148.0°C : IR(KBr) 3426
(br), 1636 2 % ' ; '"H NMR (DMSO-d¢) ¢ 1.54 (ddd, J=
13.8~ 10.2 ~ 4.0#k2k, 2H), 2.00 (dm, J=13.8#k %%, 2H), 3.16
(s, 2H), 3.39 (m, 2H), 3.66 (dt, J=11.7 ~ 3.8#k 2k, 2H), 6.98
(d, J=8.8#k 2k, 2H), 7.02 (d, J=9.0#k 2k, 2H), 7.40 (d, J=8.8#k
2k, 2H), 7.41 (d, J=8.9 #F #% , 2H), 8.78 (s, 1H), 10.63 (s,
1H) : '’C NMR (CDCl3) ¢ 32.79(t), 43.60(s), 43.70(t),

(Smy D 20 o o ik BV Bk B oAk )

% ‘. Ne,
e e

63.93(t), 119.56(d), 120.07(d), 127.19(s), 129.85(d),
131.24(d), 131.34(s), 154.62(s), 155.59 (s), 169.69 (s)
FABHRMS B # C,9H, NSO,CI(M"+H) = 3 X {4

0 394.0880 > E B 1E : 378.0872 - Ml A C,oH,oNSO,ClxZ &
W3t M C,57.94: H,512;: N, 3.56 » % : C,
57.98: H, 5.04: N, 3.68 ©

8C. B PR' SR> R’ - R*#R°2 KIba

Rk » A e s XTalt &% AR RE4-[4-(4-R XA K)

XARKA]-mwAvkh-4-% 8 » KRB LEXZE AR
B M d FaegKXIbalt &4

FET P TR O S H m In  ES
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A7
B7
-~ AR (1)
4-[4-(4- FE)VEXRATA]-w Rkl -4-(N-F& X

F BE ) ¢ ¥R %5 146.2 - 146.5°C 5 IR(KBr) 3431(br), 1628 2
» '3 '"HNMR (CDCl; A 8 2 8/ NH#A/ OH) ¢ 1.35 (ddd, J=
13.8~ 10.2 ~ 4.0#k 2, 2H), 1.83 (dm, J=13.8#k 2%, 2H), 2.85
(s, 2H), 3.23 (m, 2H), 3.46 (dt, J=11.9 ~ 3.9#k %, 2H), 6.58
(d, J=8.84#% 2k, 2H), 6.57 (d, J=8.8#k %%, 2H), 6.65-6.67 (m,

4H), 7.06 (d, J=8.8#k 2, 2H) ; '*C NMR (CDCl3) ¢ 32.99(t),

44.27(s), 45.49(t), 64.63(t), 116.28(dd, J..p=23.2 # % ),
118.64(d), 120.49 (dd, J..p=8.5# 2£), 130.41(s), 132.49(d),
152.46(s), 156.49(s), 160.29 (d, J..;=241.9#2), 170.23
(s) 5 FABMS(M +H)) : 378 = Ml #4 C,oH,  NSO,F % % #
A ME - C,60.46: H,534: N, 3.71> E% 4 : C, 60.08 :
H, 5.29: N, 3.65 ¢

4-14- (4-/;% AEAE)XAR AT R]-w A vk -4-(N-2 K
FOBERE) : KA B 153.1 - 154.0°C ; IR(KBr) 3434(br), 16342
%' s '"HNMR (CDCl; A 2 £ 5/ NH# OH) ¢ 1.68 (ddd, J=
14.0 ~ 10.0 ~ 4.0#k2, 2H), 2.13 (dm, J=14.0 # 3z, 2H), 3.15
(s, 2H), 3.55 (ddd, J=12.0 ~ 10.2 ~ 2.5# 2k, 2H), 3.76 (dt,
J=12.0#k 2 ~ 4.1#k 2k, 2H), 6.87 (d, J=9.0#k 2k, 2H), 6.90 (d,
J=8.84#f 2k, 2H), 7.37 (d, J=8.8#k 3, 2H), 7.43 (d, J=9.0#k %

- 2H) : '°C NMR (CDCl3) & 33.01(t), 44.32(s), 45.40(t),

64.65(t), 115.95(s), 119.50 (d), 120.53(d), 130.67(s), 132.76
(d), 132.80(d), 155.92(s), 156.16(s), 170.60(s) : FABMS (M"
+H)) : 438 o Ea > C19H20NSO4BT-‘157\7})1’ E'I'ﬁ'fﬁ. : C,
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B7

%~ AR (102)

52,06 H, 4.60: N,3.20> £5 14 : C,51.84: H, 4.52: N,
3.54 o

3-(4- XV EmAXBRKA)-2,2-2F A-N-£K &8k

3-[4-(4-R XA X)XB K]-2,2-=F KA-N-8 X-7 8
B s ¥ 2 114.7 - 115.3°C ; 'H NMR (CDCl3) 6 1.30 (s, 6H),
3.14 (s, 2H), 6.90 (d, J=8.8#F 2k, 2H), 6.92 (d, J=8.8#F 2k, 2H),
7.29 (d, J=8.9#fk 2k, 2H), 7.37 (d, J=8.8#k %, 1H) ;s FABHRMS
Ml s> C,7H s NSO3CI(M " +H) = 3 B & : 352.0772 > & %%
& ¢ 352.0774 - Ml 3> C,,H,sNSO;Cl = % # 3 B /& : C,
58.03; H,5.16: N, 3.98> 814 : C, 57.85;: H, 5.10: N,

(D3 o\ 4ok B Bt B o 3 )

-‘-——-——'”—-———-———-—ﬂ‘——————%‘n‘-‘——-——ﬂ———v—'———————'

4.12 o
3,3-=—F X-3-[(4-4& *“iu%)it@ﬁ%] N-# & & & R s
{4-[4-(4-XF[b]Em-2- K- FXARX)XA KXW & vk -

4-FK}-N-7 K T & B
2-{4-[4- (XX A)XH]|w &kvh-4-KX}-N-572 KX T 8%
i

2-{4-[4-(4-AXAKX)XRA]w G okwh-4-K}-N-& K
LB Ao

2-{4-[4-(4- B XA KX)XR AW okwg-4-K}-N-7& K
L B RE o
8D . B ¥ ER' - R*~R* - R*PWR 8y K1ba

Rk » Aoy Xlalb bW RRF4-[4-(4-REAK)

XAA]-m Ak -4-% 8 » THRELXPFHSANAE
o RBHEEXIbavsib s o Bl

TR O N R R

- 105 -
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A7
B7

7 ABAEER (10%)

A-(4- X AR EXBR AT A)w Kok wh-4-(N-5 KX H &
B ) s

A4-[4-(4-AREBE)XBATA]w &kd-4-(N-72 X R
B f )

4-[4-(4- B XA X)X BR AT A]w &okwb-4-(N-7& XA
B fx ) s

4-[4-(4- R XA A)XAR AT A]-1-F AN awbw-4-
(N-7 K FHh i) :
QA)ERATA]I-1I-(RAATA)S aw

Fie

4-[4-(4- %
(N-#ﬁ%éfiaﬁﬂ%);
4-[4-(4-REXEGA)EBRATA]-1-(3-abg K)x A=

-4-(N-# XK wkik)

4-T4-(4-AEALA)XRAT A]-1-(3-wbwEh &) A
e -4-(N-7& K % mhhE)

2-[4-(4-F & XH A)-N-CBZ-x @inbwe-4-K]-N-5& XK
L B RE s

2-[4-(4-F & X B A )-~ ®wbog-4-K]-N-£& XK T &
i

2-F% K-3-(3-FRARBEEL)-N-Z KX & &

%¥EJ%%W%§”%£)N%%ﬁ%§:

¥ A-3-(4- W%EX@I%) N-# X & & &
2-{4-[4-(4-REELX)EBmA] S A R-4-K}-N-& XK
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A7
B7

TR R oI R

F - AR (104)

B BE
2-{4-[4-(4- R XA X)X B KX]-N-CBZ- 55 & nt »¢ -
A}-N-#& K ¢ 8z
FR-B-[(4-XRAXE)VRKR]-N-72 & & 8 B s
-%£J4X%£ywwgﬁ@k

3-F KR-3-(4-XAXBRKX)-N-5# X &8k s
3-F K-3-[(4-—XKX)BKR]-N-57 X & 8 ik

-FR-3-(2-F AR A)-N-57& K &8k Rg
-FR-B-(A-FTARARLHEAEARXRRA)-N-£ X &8k
3-FAATFTA-3-(4-FRXARA)-N-#& X & 8k iz
3-BARATFTRA-2-Z2AFA-3-4-FTAXHKEA)-N-AH
B f
3-TK-2-FA-3-(4-FTRXRA)-N-# X & sk :
3,3-—FA-(4-FRAXBRAE)-N-#& X & 8Bz ;

2-[1-(4-FE XA A)-FE X-1-%]-N-8 X T 8 Ik ;
2-[4-(4-FRAXBERKR)-BRCE-4-KX]-N-£& X T 8 et
L XK 4 ER

2-[1-(4-FRXBRA)4-FEABET-1-A]-N-BA
e s

2-[1-(4-KREAXBRA)- BT -1-K]-N-#£ £ 7 & B
2-T4-(4- X R XM K )-w & vk wg-4- % ]-N- ;««gam
i3

2-{4-[4-(4-AXEAA VXA A W &vkwh-4-4)-N-5 &
o B e o

-107 -
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P S H m

£ gz (1)

2-[4-(4- XA XBEA)-wm&ERw-1,1- = A 1LY-4-
A]-N-7# K T 8 hx
BR-2-(4-FREXRE)-BERIRARK :
2-(4-FEAXFERKR)-BTURARK -
T #19
B Kbt &

mxﬁ%i%wﬁwﬁﬁ’mﬁﬁ%%wﬁww&ﬁﬂ
o REFEAAL > AR AA4- XAz KIb
HAEEPSTHFH2-[1-(4-FXAXARK)-BEXR-1-%]C
BREMA _RFTE(8EF)P » £ 24- = F B X abez (180
ER)O0O-(F=Z-TR)-BRARILH360E L)~ =Tk
(540 F+) > b (400 ) F 1-(3-=F lx £ & X)-3-C
AL - TR aGRILH(T0EA)REZ - ARFBRZ
RO BEZRBREMW LS T EBBR LB RZIH ) 28 EA
wE > EERKOBRITHBRER  ZBREHYEH
TLC>» #£M2: 120k BB B AR > 334968 KK
ZN-(F=Z-TAK)-2-[1-(4-XAXHRK)- B X-1-K]¢C
BE(RI0EL) THEAABERAAEAET —BREY R E & —
P st o

OB.# A PR ' PR*’E & > AR FHR R WA —

ﬁ

REwW Rk > AR E4-KXA XL Kb
MO-(F=Z-TER)RBEBAIRLHW(9.57TH) ~ 4-F X% Hok

(15642 9) ~ BARXF =Z4(687( )P 1-(3-Z_F R A B
R)-3-ZABUL_BRARAKCH (195 )mELE R TR
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A7
B7
A~ s (1)
(2008 FF)F 2 2-[4-(4- XA XA A)-wakwm-4-K]T 8

}1;(17.55%)%;‘5:'&‘1’O&EiﬁTﬁ#&l\ﬂ%zfi’ﬁéﬁ%é\
WP AOSME R > ERXR_ R T RFERZREY - £
HRAKO R THRESGVERDYBHRER - ZRBONHY
ﬂ%’l%#ﬁ‘}i—’jtyx35%-80.%§%i§é‘a6?§%/6%%ﬂi%ﬂié’4%'—5']

WK ZIN-F=Z-TAA-2-[4-4- XA XA E)-m & % " -
4-R1e®mE(S32) THAEAABEERET —MBEBREF TR
*ﬁzsuto

B A ABBE FHR PR MBEAE — &
K EAN-BOC-xfimb® > AR E4-(4- R XA X)X ko X

71%4-‘?7%“%4*(260 22368 L F )R FEMEAHZE
S AEBRK R FRQLSEIF)F > ETHOFT HF2-
{(4-[4-(4- A XA AXA)- XA A F KX]-N-BOC-x futwg-4-
A}-H B (283 % 592X F)0-(F=-THX)#EE
(223 % > 1776 22 ) 1-(3- = F ik B L)-3-2 &5
bR RIACH(2274 > 1184 FEHF) ALJLHR
BHAEBYRAGYEBREIETR  EHWHAESH120
B 2R HF A _CE,/ INAS KT AEK300Z )
Z M e AR B (2XI00EHF)RFEREBEEYERE » ¥
REMBMERYBERAABEBRKLERE - A B LETE
Moo A25%BEEE LB TR RN 0 FEIN-(F Z-TRA)-
2-{4-[4-(4- A XA X)X HE AT X]-N-BOC-5x & nt = -
4-K})-#%® MR (2.88% »89%) o '"HNMR (CDCl;) 6 1.31 (s,

Qi
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A7
B7

7~ st (07)

9H), 1.45 (s, 9H), 1.58 (m., 2H), 2.10 (br d, J=14.2#k 2k, 2H),
3.13 (s, 2H), 3.19 (m., 2H), 3.73 (m., 2H), 6.93 (d,
J=8.8# 2z, 2H), 6.95 (d, J=8.9# 2, 2H), 7.30 (d,
J=8.94kz, 2H), 7.38 (d, J=8.7#2, 2H), 8.15 (br s,
1H) o
OD. B % FR' ~R*>~R* - R*#R 85 K1b

Rt » R L X T EAOAMAE » 22 A & #ey X1a
LM EARB2-[1-(4-RAXBREA)- B A-1-X]ze - ¢
BT 7 ey KIbiL & # -

N-% =-T&a&KX-2-[4-(4- XBHA)-N-CBZ-% &
-%]-Z,ﬁiﬁﬂiz
-F=Z-TRA-2-[4-(4- XHA)-N-CBZ-x &
4-K1-C 8% Rz

N - ﬁ?:.-T’iuzi&-Z-{4-[4-(4-ﬂXQE)X@ﬁE]-N-

CBZ-% fiwkwk-4-%)-C &b ¢

N-F=Z-TRE-2-{4-[4-4-RXALX)XRA]-~ an
- Y- R

N-B=Z-TRA-2-[4-(4-XAXKERA)- T Bk w-4-%]-
B RE s
N-Z=-TRE-2-[4-3-FAXAA)- < aAmtg-4-%]-
L B RE
N-Z=Z-TRE-2-[4-4-FTEREXARA)-~ A ww-4-4]-
z kB \

N-FZ-TRA-2-FA-3-(K#k)-& bR ;
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A7
B7

&~ BB (108

N-Z=Z-T&A-3-FX-3-(XH

X)- & 8 e s

> .
i

B
s

A ]
N-%F=-TRA-2-[4-(4-

B e A0 O K 4 B s
N-%F=-T&HK-2-[1-(4-%

Rz s

\\\

-111-

N-%E-T’ihit-3-%£\-3-(4-‘?’§h

N-ZF=-TAX-3,3-—F £-(4-7F &
N-% =Z=-T&KX-2-[1-(4-F & X5

N-%Z-T&AE-2-[1-(4- F &
-4 ”

A)- A EE R
KB A)- &8

N-ZZ-TRA3-FRA3-[4-XRAXK)AER]-F 8
3

N_gi_ng-3-f§'£\-3-(4- RORBAK)- A R
N-BZ-TARA-3-FE-3-[(4-Z X K)RK]- B I ;
N-F=Z-TRA-3-FRA-3-(2-%5m%)- %8k
N-%;-Tﬂﬁx-s-%%-3-(4-?%%%6%%%@’;&73‘)-

N-Z=Z-TAREA-3-FRXTFA-3-U-FRAXHERLX)-5 m

N-#=Z-TRA-3-FATA-2-£AA-3-(4-FREH

N-F=Z-TARXA-3-THA-2-FA-3-4-FAXHKL)-F

KB A )-lﬁﬁﬁﬂ?&"
K)-%&-1-K]2 m

KR A)-4-FH T -1-
FEXBEA)-RTE-4-%X]-C

nb?%) 3&6 1- 7%] o B

AR R B BB FARA (CNS ) A4 (210X 2970 )
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B~ BB (109)
N-F=Z-THRK -2-[4-(4-FAXRKX)-N-CBZ-x &
A1-C
N-F=Z-TRE-2-[4-(4-FTAREHRKA)-~ Ak wE-4-%]-

N-F=-TRA-2-{4-[4-4-REXAA)XRA] @ &k
-4-K) - ER

N-%FZ-TREA-2-{4-[4-4-RFA )X R A |w &%k
g -4-K ) - L EER S

N-% =Z-T & % -2-[4-(4- KA A)-W & vE vk vh -
1,1-:%4&4@-4-%]-6&&5&
N-F=Z=-TAA-4-[4-4-tm R A )XBR AT A ]w A%

o - % 8 B 'H NMR (CDCl;) ¢ 1.31 (s, 9H), 1.70 (m., 2H),
2.14 (dm, J=11.8#k 3, 2H), 3.21 (s, 2H), 3.63 (m., 2H), 3.82
(m., 2H), 6.84 (d, J=6.4# 2%, 2H), 7.03 (d, J=8.6#k 2, 2H),
7.44 (d, J=8.4# 2, 2H), 8.20 (s, 1H), 8.48 (d, J=5.8 # % ,

2H) -
N-FZ=-TREA-4-[4-(5-R-2-mw R A)XBR AT H]
W R vk vl -FR BRAE ¥ B 100.5 - 102.7°C : IR(KBr) 3438(br)

16572 % 3 '"H NMR (DMSO-dg) & 1.19 (s, 9H), 1.57 (ddd,
J=13.5~ 10.1 ~ 4.0#k 2k, 2H), 2.05 (dm, J=13.5# 2, 2H),
3.34 (s, 2H), 3.42 (m,, 2H), 3.65 (dm, J=11.6#k 2k, 2H), 7.09
(d, J=8.8#k 2%, 2H), 7.10 (d, J=8.8#k 2, 2H), 7.41 (d, J=8.7#
#k, 2H), 7.95 (dd, J=8.8 ~ 2.7#k %, 1H), 8.19 (d, J=2.7# %
1H), 10.37 (s, 1H) : '*C NMR (DMSO-ds) ¢ 26.66(q),

-112-
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A7
B7

£~ g (710)

33.03 (t), 43.20 (t), 44.25(s), 64.10(t), 80.78(s), 113.00(d),
121.88(d), 124.88(s), 130.43(d), 132.67(s), 139.93(d), 145.51
(d), 151.89(s), 161.58(s), 171.64(s) ; FABHRMS M #
C,,H,sN,SO,CI(M +H)Z 3+ £ 14 : 451.1458 » ¥ % & :
451.1461 B # C,,H,7N,S0,4,C1 = % # 3 X # : C,
58.59: H, 6.03: N, 6.21> £5% 4 : C, 58.70; H, 6.05; N,

N-F=-TRA-3-[4-(5-R-2-tw R A)XmK]-2,2-
—FA-N-#X B8 M %2908 -91.9C : IR(KBr) 3438
(br) 16512 %' : 'H NMR (DMSO-d¢) & 1.18 (s, 9H), 1.21
(s, 6H), 3.20 (s, 2H), 7.08 (m., 3H), 7.40 (d, J=8.7# %, 2H),
7.93 (dd, J=8.7 ~ 2.7#k %, 1H), 8.17 (d, J=2.7# %, 1H),
10.17 (s, 1H) : '°C NMR (DMSO-ds) & 24.67(q), 26.48(q),

(Smf D2 3 o\ e B N Bimesh o sk )

R S

‘_\n

42.54(s), 44.31(t), 80.62(s), 112.95(d), 121.79(d), 125.28(s),
130.32(d), 133.31(s), 139.86(d), 145.48(d), 151.77(s),
161.58(s), 173.77 (s) : FABHRMS M # C,oH,sN,SO;ClI
(M +H) = 3 B 48 : 409.1353 » F B 14 : 409.1354 - B 5
C,0H2sN,SO3Clx 5 #473 B 45 : C, 58.74: H, 6.16 N,
6.85° F 8 f : C,58.91; H, 6.13: N, 7.07
N-F=Z-TAA2-U-FAAXAGRA)-BOLHE-% &

o

-TRE-R-2-4-FAXABGA)-BAK A S

4
i
Jit

OE. # % #R*> - R* -~ R*#R°# X1b

PR R S R

-113-
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A7
B7

P2 S R

A~ B (

111
)

Fl 4k 3 o méiiis‘c‘?%?fmmﬁiﬁ« » R A AR by Ka
L4 RRB2-[1-(4- XA XA KX)- B R-1-K]oEk - &
ey RIbiL & o

E#10
B XIdt &P

10A. B A Pnk0o>R'" PR’ A & - yxz/i}?%%R3ﬁvR4ﬁ

BAa-—RARAEREAAL > AR E4-XA XA w0 K1d

MN-F =-Tﬂ§2[101””*a§)%&<bﬁya
B AEABAZRCEBE(6ET)Y » EEFHFHKEH B 24
B oo ARKORBRAD THZBRAER  EHEEFEMTLCHL
FAEM > R65%FE /R FI A > FEN-ZA-2-[1-
(4-FXRKXFEA)- B &R-1-K]-THEKE(100E %) -
1M$%%£¢nao’%iR1w¥~R3wﬁ%Ré%ﬂd
Flit s » RBE EXFTEHI0AZIAEZE > 22 A%ty X
Ibwéw}Mu’c*éN-%5-1‘?@%-2-[1-(4-3&%%&%%)-%"#
R-l1-K)-zml > #HEFnkowy T XI1dbdH :
N-?ﬁ%-Z-[4-(4-X§LX%%)—N-CBZ-%;’fZLVH:Vfi-4-
X1-2C 8

N-# K -2-[4-(4-F R X X )-N-CBZ- ==
£1-2C 8 fx
2quwkﬁX%£)X%£ywcwbﬁﬁ%ﬁ-
A}-N-# K- &

Qi

b owg -4 -

jo

oo
Y

2-{4-[4-(4-RELEK)ERA]- % Ak -4-%}-N-5&

by

X-CT AR

- 114 -
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TP RO H dm AR R S Sy

A7

7 gmm (02)

3-F A-N-s2 R£-3-(3-FRAXHKL)- & 8k
N-72 £ -2-[4-(4- XA XBRA)-~amr-4-%X]-2 @

iE3
N-58 K-2-[4-(4-F R X HA)- S awbwg-4-%K]-20 &
i3

2-F A-N-#A-3-(XARKX)-A ok

3- % A-N-F2 R-3-(RAA)- @k

3-F A -N-#&A-3-(4-F R XAA)- 7B R

3-F A-N-&E-3-[(4-XAERK)RR]- B & E

3-F A -N-&A-3-(4-XAXRA)-H 8

3-F A -N-£ZA-3-[4-= X AR R]-5 kA

3-F A-N-F2 K-3-(4-F R A)- A oz

3-¥ A -N-# XA -3-4-FARAXILH A XA L) & 8%
i

3-F R FA-N-BK-3-(4-F & XHEK)- " 8k Ax
3-BARAFTA-N-BA-2-ZRFA-3-4-FAXAKA)- A 8
i

3-THA-N-#2K-2-FK-3-(4-F R XBHK)- & 8z
3,3-— W A-N-BE-(4-FRARXBRL)- &8 E
N-FK-2-[1-(4-FRKXHRL)- R X-1-K]-2C 8Bz
N-# 2 K-2-[1-(4-FTAXBRA)-4-FTABT-1-X]-C 8%
. |
N-#2 K-2-[1-(4-XRXBmRA)-BT-1-K]-T b :
N-#2 K -2-[4-(4-F R X AR X )-N-CBZ- < & vk & -4-

-115-
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B7

7o s (11°)

£]-C 8 s
N-# % -2-[4-(4-FAXRA)-~ @ wbw-4-KX]-T 8%

R s ?é
B

N-7& £ -2-[4-(4- XA XA A)-w Akvh-4-K]-C & ;i;
Rz ﬁ
E

2-{4-[4-(4- R XA X)X B A w Rvkh-4-K}-N-£& X g
- L BE R o jﬁ
;\

2-{4-[4-(4-AREXEL A )X B A |w Rokdh-4-K}-N-£ K ji
LR BES50-55C AR R

N-# XK-2-[4-(4- XA XA K)-waEvkwh-1,1-= A1
t-4-3K]-T 8wk hx -
10C. B A Fnko $FFR' ~R* R’ ~R* &R’y K 1d
ﬂﬁw’&ﬁii¢%mmAzﬁﬁ’m%u%%%ﬁ

Iblb & RARBEN-F=Z-TARA-2-[1-4-XEaXBA)-B
&-I-E]-CE&H’% B AEPnBEOY HE L AIdILEY -
11

w4 XId & Y

1MA. 2 A+PnAl R'PR’EA > A8 R FHR PR M
BhAhE - RKEABELRE AR E4- XA XA KXId

AL RQLEBF)T I SHEM(260F L)RKE A & A (4
EH)F ZN- 8 K-2-[1-(4- XA XRA)- B AR-1-X]-¢C
B e (458 % )E R o £24 B e @A ¥ > fo A S W 34
B S BRBERM(2600E ) c ARBMWELTALAHEHEAZHR AR
T HHEZER > BE B REERKYBRDTRER

FRT PR H m R £

-116 -
AUGER A TR BERKAZE (CNS) AMK (210xX2970 % )
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A7
B7
F )g;&a)zj;;;éa}z] (114)
o BB EETEMTILC > £RX10%TFE R TRt

B > 13 BIN-F8 K-2-[1-(4- XA XX mh)- R k-1-
A]-2 8B (15% %) '"HNMR (CDCl3) 7.64 (d, 2H), 7.44

(t, 2H), 7.30-7.05 (m, 5H), 2.97 (d, 1H), 2.53 (d, 1H), 2.15-

1.65 (m, 8H) °

11B. # A +nkl R'PRAEA > BB FHR PR M

Bk —RAREwAKH-4-% > AR E4-4-AXA KX

A%z X1d

#2-{4-[4-(4- AE)VXARA]- @ ok -4-K}-N-
72 K T B (500 & i):‘z‘.ﬁﬁﬁé‘f’ﬁ%(%ﬁ%)‘i’oﬁw\z«z*
(5% 7F) F 8OXONE(400 2 %) - A MF 3002 % > &
ZRAYIHFLE AT R P ARZIHE -  ABB L& FEH
TLC > £ 10% T8 KT iEB > F22-{4-[4-(4-
REXAA)X EmmA]l-w &okvd-4-K)-N-8 X ¢ 8k
(402 % %, » #E 2 120°C) -
11C. B Fnkl ¥R R R’ ~R**#R°2 X1d
Bl » REELEXTEFIIAXRLIIBYRZE » 22 £
A FnBEOZXAXIdLEHRRBEN-X-2-[1-(4-X A X
RA)-BR-1-A]-2@kxk > EHEPnh1ey 4 KXIdiL
&Moo Bl de

N-78 K-2-[4-(4- X B A X BB A)-N-CBZ-x =&
“A)-C |
N-#£2X-2-[4-4-XEaAXmELA)-~asw-4-%]-
B AR

- 117 -
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T P RO 3 H S 2 R SR

# o~ B (119)

N-F&K-2-[4-(4-FTRAAXEHBEA)-N-CBZ-x %=
-4-K1-C 8 Ax s
2-{4-[4-(4-A XA X)X B REEA]-~ Anbw-4-%)-
N-# & T &

N-F&X-2-[4-(4-FTRAX S HBmA)-~Aabw-4-£]-
o B

2-F A-N-#Z2HRK-3-(4-FA A X2 mEERX)- A&

FEA-N-BEX-3-3-FRAXEmEEKL)-A B

-FA-N-FA-3-(4-F RA K E AR L) B8k
3-F A-N-ZBE-3-[(4- XA XX) ST e iA]-58 8k

-FR-N-BEA-3-4-XAaAXAXEwmA)- &8k iE

3-F A-N-##X-3-[(4-= X E)E s KX]-H 8k
3-FA-N-BEK-3-(4-F K ahmg k) B 8k

-FA-N-BE-3-W-FTEEAXLHEAXEmEBEA)- A
B iR
3-B R FAR-N-#2 K-3-4-FRAXZ sk LX) & &
f s

3-B AR TFA-N-ZAX-2-Z &/ K-3-(4-F &£ X = & m
A)-H 8k s
3-TA-N-#&K-2-FX-3-(4-FTRAAXZEHBA)-A &

3,3-= FA-N-72Kh-(4-FARAAXZsmk k)& mkik
N-#&K-2-[1-(4-FaAXEHELA)-® R-1-X]-C &

- 118 -
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A7
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£~ Hue (1)

N-# %-2-[1-(4-FTAA X T A)-4-F AR T-1-
A]-T 8 Rz s
N-#8 X-2-[1-(4-FREAXEHmA)-RT-1-X]-2 8&

i
N-#8K-2-[4-(4-FRAXEZHBEX)-N-CBZ-75x @ wt &
-4-%K1-C 8 R
N-F8 K -2-[4-(4-F R AKX B shmh A)-~ finbwg-4-%4]-
L B RE o "
N-F& K-2-[4-(4- XA AX B mmA)-wavkwh-4-%]-
L B AR s

4-[4-4-BFXER X)X EmBm AT A]|w &Kvkwm-4-(N-7
K FEEAR) - & % 141.3 -142.1°C ; IR(KBr)3436(br) » 1649
A 415 '"H NMR (DMSO-dg) ¢ 1.67 (dm, J=13.9#k 2%, 1H),
1.79 (dm, J=13.9#k 2%, 1H), 1.97 (dm, J=13.9#k 2k, 1H), 2.24
(dm, J=13.9 # 2k, 1H), 2.97 (d, J=13.7# 2, 1H), 3.07 (d,
J=13.7# %, 1H), 3.33-3.54 (m, 2H), 3.69 (m., 2H), 7.12 (d,
J=8.9#k 2, 2H), 7.21 (d, J=8.8#k 2k, 2H), 7.48 (d, J=8.9#k 2,
2H), 7.66 (d, J=8.8 #k 2% , 2H), 8.87 (br s, 1H), 10.76 (s,
1H) » 'C NMR (DMSO-d¢) 32.43 (t), 33.71(t), 42.69(s),
63.65(t), 67.12(t), 118.90(d), 121.07(d), 126.11(d), 12819(s),
130.07(d), 139.51(s), 154.62 (s), 158.72(s), 169.68(s) :
FABHRMS B # CioH,;NSOsCl (M'+H) = 3 & 4
410.0829 » F B : 426.0825 ° Ml A4 C1oH,(NSOsCl Xz »
Wi H4A ¢ C, 5568 H, 492 ;: N, 3.42° T8 : C,

-119 -
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A~y

h~

PR R R O e H e A Sy

A~ s (1)

55.70 : H, 4.93: N, 3.64 ¢
2-{4-[4-(4-2 X8 AX)- X s A]|w akd-4-4)-
N-7 KT : AR
- K-2-[4-(A-RAAXEHRBA)-w A Ekag-1,1-
;§L4t4h-4-£\]-6ﬁﬁﬂé?°
E 12
B Aldk &9

1I2A. A Fnk2 R'PR’E& > 2R FHR R B

A

BE-—RREEAREL S AR E4-XE XA X X1d

VA R (2% %)zOXONE(26O”i)>‘Z‘C>‘&’*ﬁﬁﬁ‘?ﬁ?
(4ZF)F ZN-5&KA-2-[1-(4- XA X)-# R-1-%]-
LEME(ASZER)ER - BHBEZRLAWIIE » RE &L 5
HAE_RFIAKRZIE - 2B ARE  TAEARKOR S
THBRER AEBZBFLEFEMHBTLC > £ R10% 78/ =
AT EB > FEN-ZA-2-[1-(4- XA A X B )-8
K-1-K]-T8EME(20% %) > m/e=393(MNH, " » CIMS) -
12B. # A Pnk2 U8R FHR' PRBHLLE KX

WAk H > RAR'EH - AR E4I-4-RER) XA X

Id
A ESC S £20Cw S vkog-FE(I57T0 2 H)F > 1

BT A MH YA [4-4-RERAA)EXRA T A w &k -

4-(N-ZB A A 8E)(59.8% > 1518 L F)Bix k¥ » &
e N R(1AF)F ZOXONE (152 4 » 2478 £ ) ik »
MR EBEEEHAELIS-20C - BHZRLEHS55 08 > K

- 120 -
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FET R TR O  H Om IR R

)

A YIS (118)

BZREM S AE30%BEER CEE KBAF)Z B - B
BRUE(2X3002)W AR B > HREWEERTERE A
BB BB K EREKGOBA TRE  LEESBHHSEY
;%?%/a%¢ﬁﬁ%’?ﬂ%ﬁ&%&%mm4m
AR)XFEBAT RO Ak w-4-(N-BA A EKEK) Z
BB R R K (542 % 0 84%) ° ¥ % 147.7 - 148.9°C
IR(KBr)3429(br) > 16362 %' : '"H NMR (DMSO-ds) ¢ 1.70
(dm, J=13.9#k 2%, 2H), 1.96 (dm, J=13.9# %, 2H), 3.38-3.48
(m, 2H), 3.58-3.68 (m, 2H), 3.58-3.68 (m, 2H), 3.66 (m, 2H),
7.19 (d, J=8.9# 2k, 2H), 7.19 (d, J=8.9#k 2k, 2H), 7.52 (d,
J=8.9#k 2%, 2H), 7.85 (d, J=8.9#k 2k, 2H), 8.68 (d, J=2.0#k %
1H), 10.54 (d, J=2.0#k 2, 1H) » '°C NMR (DMSO-ds) 32.83
(t), 41.70 (s), 61.02 (t), 63.19 (t), 118.01(d), 121.71(d),
128.73 (s), 130.08(d), 139.19(d), 135.20 (s), 158.83(s),
160.86(s), 168.96(s) : FABHRMS M # C,oH,(NSO4C1x 3t
B+ 4260778 - K B A : 426.0774 o B #
CioH20NSOsClz 2 # 3+ B 14 : C, 53.59 5 H, 4.73 ; N,
329 8 : C,53.58: H, 4.70; N, 3.40 ¢
12C. A Pnk2 a5 B FHR PROMHELE - RRE

wA%kH R EAR CR'EYHAR > AR E4-(4-R X&) X

A&z A 1d

E109 4R » M E kA (200 » 2208 % F)& o E
EOCF~AEA_—RTR(62F)F = %“?ia-4-[4-(4-‘
RE)VXBmBATFTA]-wakd-4-%8 (316 % » 0.63 %
-121-

AUSR R B o BB FARE (CNS ) AdBLAE (210X 29720 % )

(>my P 20 o o it BV Bk B o s )



580491

A7
B7
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£~ s (1)

EH)FNN-Z FAFTEE(IOBRI )G ER Y £ 1. B
HMEZRAEVETRETR  AEFE T HRAERSGS
B PEAEFXY RG> AR AR LERFABRAANERA
ko TR EAYERA_RTRBEH)P > AHE0C -
FESH BN EHMANLYN,O-8 (= F &k &) 7K (0.56
L3 I15ERXF VAR - 2 B HZRAYWEBRETER > BH
4800 > BAEAHZEZOC - AZBERFTRASLKHIME &
B(SZEI > 1502 £ F) EMHFZERANG305 4 > &
Aok ABBLE(1S0Z )R BAR(S0EH)ZH - #4
MBEEBEAREBREB K EEFTYRE > EFB LEFR
oo AA4% F B BEBR L BS R AL 0 /5 %) 280% % (86%)#93-
f%&mmwmﬂ AA)XFmATR]-w Kokwh-4-(N-
e KAR)#A R B o B 2108 - 113°C ; IR(KBr) 3422(br), 1653
A S %lNMR(CDch)5176-1$6(m,un,zo&227
(m, 2H), 2.34 (dm, J=13.84#k 2, 1H), 2.91 (dd, J=16.5 ~ 7.2#k
2, 1H), 3.17 (dd, J=16.4 ~ 4.04#k # , 1H), 3.19-3.23 (tm,
J=9.0#k 2, 1H), 3.43 (td, J=11.9 ~ 2.4# 3, 2H), 6.65-6.72 (m,
2H), 6.76 (d, J=8.9#k 2k, 2H), 6.88 (d, J=8.8#k 2k, 2H), 6.98-
7.04 (m, 3H), 7.30 (d, J=8.9# 2k, 2H), 7.49 (d, J=8.8 # %
2H) : '’C NMR (CDCl;) & 31.76(t), 34.23(t), 47.30(s),
64.07(t), 64.66(t), 72.68(d), 117.50(d), 121.64(d), 126.47(d),
127.96(d), 128.53(d), 130.31(d), 130.69(d), 132.91(s), 137.83
(s), 153.34(s), 162.12(s), 171.30(s) ; FABHMS(M"+H)

516 5 Bl # C,6H,sNSOsClZ 5473t H 4 : C, 60.52: H,

-122 -
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A7
B7

A~ A (120)

508: N,2.71> 81 : C,60.45: H, 5.10: N, 2.55°
12D . # @A Pnk2> $FR' R "R’ - R*WBR’Z K1d

Fl# s » R EXFEHI2CZRF > 22 A HE e) X
Ibatlt WA RFA4-[4-(4-AXARX)XBRATFT AW &%k
-4-(N- B A B k) ZHAEELFnA20 T2 A1diLs&
M o

4-[4-(4-AXEB X)X mEm AT RO &okd-4-(N-£ X
F EE ) ¢ B 153.1 - 153.9°C 5 IR(KBr) 3434(br), 16364

'35 "H NMR (CDCl;3) 6 1.87 (ddd, J= 13.6 -~ 8.8 ~ 4.0#k
2k, 2H), 2.22 (dm, J=13.6#k %, 2H), 3.52-3.78 (m, 4H), 7.00-
7.16 (m, 6H), 7.84 (d, J=8.9#k %, 2H) : '*C NMR (CDCls)
§ 33.12(t), 42.19(s), 62.52(t), 63.96 (t), 116.88(dd, Jc.r=
21.3# 2%), 117.30(d), 121.97 (dd, Jc.r=8.4#F 2 ), 130.18(s),
134.21(d), 150.66 (d, Jc.p=2.6#k2k), 159.73 (d, Jc.r=243.8
#M2k) 162.61 (s), 169.73 (s);5 FABMS(M'+H) : 410 -
Ml CiloH,oNSOcFZ 473t £ 44 : C, 55.74 5 H, 4.92: N,

3.2 £ B : C, 55455 H, 4.91: N, 3.38¢
4-[4-(4--;,% QA)EXmEm AT R]w Rokd-4-(N-7£ K
B ) ¢ 1% 85 150.1-151.0°C ; IR(KBr) 3432(br), 16362 »~

"5 'H NMR (CDCl; : A # R 5 NH#A# OH) ¢ 1.87 (ddd, J=
13.6 ~ 8.7~ 3.9#k 2k, 2H), 2.12 (dm, J=13.6 # %, 2H), 3.52
(s, 2H), 3.62-3.80 (m, 4H), 6.97 (d, J=8.8# %, 2H), 7.06 (d,

J=8.8#k 3%, 2H), 7.52 (d, J=8.8#k 2, 2H), 7.85 (d, J=8.8# %

2H) ; '?C NMR (CDCl;) & 33.10(t), 42.16(s), 62.49(t),

-123 -
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A~ REH (1)

63.93(t), 117.66 (s), 117.83 (d), 121.93(d), 130.20(d), 133.17
(d), 134.61(s), 154.13(s), 161.79(s), 169.53(s) ;: FABHMS B
# CioH,0NSO¢Br(M +H) = 3t A 44 : 470.0273 » & %
1B+ 470.0268 o Bl A C,oH,oNSO¢Brx » # 3 X & : C,
48.51: H, 4.28: N, 298 £ : C, 48.29: H, 4.02: N,
2.94 o

3-(4- KX VA XapemA)-2,2-—F A-N-£& X F 8k s

3-[4-(4-AXAKX) X ®mA]-2,2- = FEA-N-BLA A&
J : ¥X B 154.9 - 156.1°C 5 'H NMR (CDCl;) & 1.45 (s, 6H),
3.48 (s, 2H), 7.02 (d, J=8.9#k 2k, 2H), 7.04 (d, J=8.9#k 2, 2H),
7.38 (d, J=8.9 # 2z , 2H), 7.85 (d, J=8.9 # 2z , 2H)
FABMS(M "+H) : 384.0° Bl # C,,H ;s NSOsClx » #7 it &
i : C,53.19: H, 4.73: N, 3.65> K84 : C, 52.98: H,
4.69: N, 3.73 ¢

4-(4- XA A X BB AT RA)-w &kwm-4-(N-£& X # &
Fe) ¢ ¥ % 141.8 - 142.9°C 5 IR(KBr) 3432(br), 16362 4
"H NMR (DMSO-d¢) ¢ 1.74 (ddd, J= 13.8 ~ 10.0 ~ 3.9#k 2,
2H), 1.98 (dm, J=13.8#k 2k, 2H), 3.45 (m., 2H), 3.64 (m., 2H),
3.65 (s, 2H), 7.15 (d, J=8.8#k 2k, 2H), 7.26 (d, J=7.5#k %, 2H),
7.47 (t, J=7.5#% 2k, 1H), 7.85 (d, J=8.8#k 2%, 2H), 8.68 (s, 1H),
10.52 (s, 1H) : '*C NMR (DMSO-d¢) & 32.87(t), 41.76(s),
61.19(t), 63.28 (), 117.71(d), 119.99(d), 124.91(d),
130.04(d), 130.34(d), 134.85(s), 154.85(s), 161.39(s),
168.97 s FABHRMS Bl 54 C,oH,, NSO (M "+H) = 3 & 4 :

-124 -
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A BB (122)

392.1168 » F B 14 : 392.1162 o B # C,9H, NSO
0.5SH,OZ - #3t A4 : C, 56.99: H, 554 N, 3.50° &
& : C,57.06: H, 535: N, 3.93¢-
4-[4-(4-ZF-2-FA) KA A RXFKBERA T A)-w &vkvg-4-
(N-# 8 X#H s M) © B ¥ 172.2 - 176.5°C ; IR(KBr) 3248(br),
16362 "' : '"H NMR (DMSO-dg¢) ¢ 1.72 (dm, J= 14.5# i,
2H), 1.99 (dm, J=14.5#k 2, 2H), 3.46 (m., 2H), 3.65 (m., 2H),
3.66 (s, 2H), 7.14 (dd, J=4.9 ~ 3.6#k 2k, 1H), 7.19 (d, J=8.7#k
2k, 2H), 7.20 (d, J=8.9#k 2k, 2H), 7.48 (dd, J=3.6 ~ 1.2#k %,
1H), 7.52 (dd, J=4.9 ~ 1.2#k %, 1H), 7.73 (d, J=8.8#k 2z, 2H),
7.86 (d, J=8.8 #k 2k ,2H), 8.68 (s, 1H), 12.58 (s, 1H) s '*C
NMR (DMSO-d¢) ¢ 32.89(t), 41.78(s), 61.20(t), 63.28(t),
117.88(d), 120.55(d), 123.66(d), 125.56(d), 127.34(d),
128.45(d), 130.07(d), 130.62(s), 135.04(s), 142.45(s), 154.30
(s), 161.16(s), 169.03 (s) ; FABHRMS M # C,3H,4NS,05
(M"+H)Z 3 H 5 : 474.1045 > F % 18 : 474.1050 : B 5
Cy3H,;3NS,06 2 4 # 3+ B 4 : C, 58.33 : H, 490 ; N,
3.00> 54 : C,58.18; H,4.84: N, 3.19¢
4-[4-(4-F-3-R)RAAX BB AT A)-w A okdh-4-
(N-#& K % 8k fe) - 15 8 183.5 - 184.4°C : IR(KBr1) 3432(br),
16362 %' :+ '"H NMR (DMSO-d¢) 6 1.72 (m,, 2H), 1.98 (m,,
2H), 3.48 (m,, 2H), 3.65 (m., 4H), 7.18 (m., 4H), 7.55 (dd,
J=5.1#k 2%, 1H), 7.62 (d, J=4.9 ~ 3.7# 2%, 2H),7.80 (d, J=8.6
# 2k, 2H), 7.86 (m., 3H),8.69 (s, 1H), 10.58 (s, 1H) 5 '3C
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A7
B7

A RS (1B)

NMR (DMSO-ds) ¢ 32.88 (t), 41.79(s), 61.19(t), 63.28(t),
117.71(d), 120.42(d), 120.81(d), 126.09(d), 127.10(d),
127.97(d), 130.06(d), 132.10(s), 134.89(s), 140.54(s),
153.86(s), 168.85(s) : FABHRMS Ml 7% C23H,4NS,04(M ™+
H) = 3t B {5 : 474.1045 > F % 15 : 474.1049 : B #
C23H,;3NS,06 © 0.75H,0 = 4 #7 3t £ & : C, 56.72 5 H,
507: N,2.88> ¥4 : C,56.74: H,4.78: N, 3.22¢
3,3-—FA-3-[(4-RXAX)XmmA]-N-2&4-75 &
i

{4-[4-(4-XF[b]lEp-2- A XA ) XmmA]-w A%k
h-4-K]-N-7 X ¢ 8Bz
2-{4-[4-(XFTA)XmmA]- @ &%kd-4-K]-N-£K
L BE e s

2-{4-[4-(4- A XA X)X mm@mA]-w &k h-4-%]-N-
A LR AR

2-{4-[4-(4- B XA X)X FmA]-w A Kkph-4-%K]-N-
8k TR o
12E. ##H A Pnk2 FR' R’ R’ - R**#R’2 K1d

Flad » RE EX P EHI12AR12BZI A > 2 2 AL
FPnAgOo A XIdIL W RREN-2L-2-[1-(4-X&X
BA)-BER-1-K]-2 k> EH AL Ponk2e T K1dit
& 0 Bl e

4-(4-FXRAAXFBATA)W &k d-4-(N-BR X K &
Bz ) s '

- 126 -
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A7

Fo~ AL (124)

A-[4-(4-AXAA) X mA T AW &kh-4-(N-£ X
FoEh AR

A-[4-(4- B XA A )VEBBATFTA] S Ambww-4-(N-2 K&
OB fx) ¢

4-[4-(4-8XEE )X BB AT A]-1-FA-TanR
(N-# XK % 8k e ) 5

4-[4-(4-REGA)XBBATA]-1-BARE-F A &
mhowg -4 - (N -7 & # 8 ix

4-[4-(4-8 XA X)X AT R]-1-C@mA-Nawe-
4-(N-# K% mik)

4-T4-(4-REXAA)XBHBmATEA]-1-3-wt=wX)-5 &
hwg -4-(N-7 X % & Ae)

4-[4-(4-A XA X)X AT RA]-1-3-wbw sk ik)-<
g wbwg-4-(N- fw%%'imﬂi);

-

(mf P 2 o i B (N By bk R o 3 )

_____________________________" — N
: Pk ——-—-——'——"—-_—_-—-—__—
[ ’

N-# K-2-[4-(4- XA KX XK )-N-CBZ-5% & wt & -
4-3K]-C 8& AR

N-#3K-2-[4-(4-F R A X s 8K )-N-CBZ-5% g wt = -
4-3K1-2 & B s

2-{4-[4-(4-A XA A) XAk A]-N-CBZ->x 8 k& -4-
AY-N-# X T8k e s

2-{4-[4-(4-REXAA) KB A]-~ A -4-%)-N-
& K TR

N-J2 K-2-[4-(4-F RAXHRGA)-~ A R-4-K]-C &

Rz

ST P SOl 3 o S

-127 -
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PP R w3 -

7~ s (%)

2-F AR -N-28 K-3-(4-F & X sk ek X)- 5 8k Ak
_$gwhﬁ§d4&WiX%@£yﬁM%
FTAER-N-BEA-3-(4-FTEXmEmt)- &k
-#%N#M&LHLX%Ex@&mELﬁ@%:
FAR-N-ZK-3- (X K)- 78k
FR-N-ZKX-3- (XA KX mEL)- &8k
-FAR-3-[(4-= K K)ok A]-N-7& X &k
3#%}4%%44%%%%%»@@@:
3-F A-N-£ZA-3-(4-FTRAXLH A X mA)- A&
i
3-(EARFTA)-N-BX-3-(4-FAXmm:L)- &kl
3-(HEAFTA)N-ZA-2-BFHA-3-(4-PREXA-m
X)- & 8k e s
3-CZA-N-£K-3-(4-F & Xmoph)-2-F 4 &8k ix
3,3-—FA-N-BRA-(4-F A& X)) &8k
N-F&K-2-[1-(4-FRXmeA)- % R-1-%A]-T &k ;
N-F2 X-2-[1-4-FPaXmmA) - wmFABT-1-4]-2
B ik s
)-Fk-1-K1-C 8k

};;‘aw

-128 -
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AT
B7
s (7%°)
A TR R
2-{4-[4-(4-A XA X)X B R ]|w Aokwh-4-4)-N-5
X TR
N-F& K-2-[4-(4- XA X A)-w &Ekwh-1,1-= &

4&#@-4-;]-6@&% °
12F. # A FPnk2 #FR' - R>-R* - R*#R°x X1Id
Bl » BFELEXPEHRI2AZEZF 22 A AP0

(34 i 2058 ot B i B (V- B o )

e IS S

A XIdILEH RREN-2L-2-[1-(4- KA K-
35&-1-7%]-5&@}];’ﬁ%ﬁdvn%za@ﬁ;wﬁldmé\%o
EH 13

BHAFYE S =-BuONE-Z X1t & #
13A. 8t +Pnk2 R'PRESA * BB FHR R ' M

Bh AR EAWHR%KS > AR &4- X E = Klc
M EK(170 2 ﬂ-)“{’é’JOXONE(33 9%)@&%‘:&&*«%\
o EFEBGBI0OZEH)F ZIN-F =-TRA-2-[4-(4-X &

XKBRE)-w akh-4-K]-C8Ek(14.1% > 3392 % )y
BRF c EEBTHRHEZRSHS I AEBRKY B TR
BRRMEMY —F  REERBY > A ABRB LB ok
Ml o AR KR THRERLEXERW T HBRER - £ ®
B LHZEBYETRMN > R10% T 8/ = £ F % %5
 FEEEBEBARARIN-F=Z-TAA-2-[4-(4-XE A X
A)-w Bkl -4-K)-2 8k o |
13B.##H A Pnk2 REfRYA
Bk —RKREN-BOC-~ &=

o«

@

8 ABBFHR BRH
AR E4-(4-RXEKX)

-

PP 3 R e S

- 129 -
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A7
B7
# -~ gt ()

XI =z KIc
EAHZEZOC S AE R _FZEFITHR(TOZEFH)PZIN-F=-T
%%2[4 (4- XA AT X)-N-BOC-5 & vk & -4-
A]-% '%(4.96£’9.03%%@)a@;§5§¢’ﬁu)\so%ébs-
ABEAFTER(496%)  BRHEASOIERNBEAFHREDE

BEFTBRBBEAEHS>E > A - F A A13.6Mog 4 K
ZVR(1ZEIH - 1362 X F) - BHEZREW1I05 4 > A
Meafoth S KRBEGMOL2XS0ZEF)E L2 HF > EBAREK
BEBA > EEEEYRE AEFZBLEFTRMN > EAR25%
BEER B Tl e Bl 0 R G &R KRKRIN-F=-T R K-
2-[4-(4-RA Xmm kT HA)-N-BOC-x fmtwe-4-%K]-%
Wi & (4.70 % » 90%) ° 'H NMR (CDCl3) & 1.31 (s, 9H),

( Smf D28 o o) e B N Bl ol )

e et et TSRS JUNENE 1 P ——

1.46 (s, 9H), 1.59 (m,, 2H), 2.18 (m,, 2H), 3.42 (m., 2H),
3.45 (s, 2H), 3.62 (m,, 2H), 7.01 (d, J=8.9# 2, 2H), 7.04 (d,
J=8.8#k 2k, 2H), 7.38 (d, J=8.8#k 2k, 2H), 7.84 (d, J=8.8#k %
2H), 8.44 (br s, 1H) °
13C. E A +Ynk2  YBH =-BuONH-» % ZR' ~ R? ~
R’ R*#R°#y Klc
Flis » RFELEX T EHI3BIAER » 22 A £ 48y K
Ibit 6 RREBEN-F =-TRKL-2-[4-(4- KB IAK VT
- A)-N-BOC-~ @ whwg-4-K]-%mMk > #HALPnk20Y
B % = -BuONH-# T 7] X lcibt &4 : |
N-Z=-TARA-4-[4-4-bkx B X)X BmBATA]-w &K
ok % - % Bk BE ¢ IR(KBr) 3434(br), 16842 4 ! ;5 'H NMR

PET P RO H o I RS

-130-
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% s (1%8)

(CDCl3) ¢ 1.33 (s, 9H), 2.01 (m., 2H), 2.24 (m., 2H), 3.55
(s, 2H), 3.79 (m,., 4H), 6.93 (d, J=6.3#k 2%, 2H), 7.22 (d, J =
8.8#k 2k, 2H), 7.96 (d, J=8.84#k 2, 2H), 8.38 (s, 1H), 8.57 (d,
J=6.3#F 2k, 2H) s FABHRMS Bl # C,,H,3sN,SO¢(M " +H) =
st HOfE 4491746 0 F B 4E ¢ 449.1757 o

N-Z=Z-TAXA-4-[4-(5-R-2-h g @A) X mm A7 A
-9 &k v - FhORR IR @%(}%2 #5)100.8-135.8°C ; IR(KBr)
3436(br), 16842 %' : 'H NMR (DMSO-d¢) & 1.20 (s, 9H),

1.72 (m,, 2H), 2.03 (m,, 2H), 3.48 (m., 2H), 3.67 (m., 2H),
3.76 (s, 2H), 7.23(dd, J=8.8 ~ 0.5#k 2k, 1H), 7.41 (d, J=8.8#k
2k, 2H), 7.91 (d, J=8.8#fF #, 2H), 8.03 (dd, J=8.8 ~ 2.7# k.
1H), 8.25 (dd, J=2.7 ~ 0.5 #k %, 2H), 8.30 (s, 1H), 10.23 (s,
1H) ; '°C NMR (DMSO-ds) ¢ 26.66 (q), 33.09 (t), 42.37(s),
61.03(t), 63.36 (t), 80.64(s), 113.89(d), 121.38(d), 126.33(s),
129.53(d), 137.00(s), 140.34(d), 145.74(d), 157.87(s),
160.66(s), 171.25 (s) : FABHMS Ml # C,,H,3N,S0O4C1 =% 3t
H 48 : 483.1357 > E B 15 : 483.1354 c Bl # C,,H,7N,S04Cl
Z 5 #H B4 C,54.71: H, 563;: N, 580> F8 14 : C,
54.46 : H, 5.60: N, 5.98 o
N-F=-TAX-3-[4-(5-A-2-wbww & &)X &m &]-

2,2-= W A-R B OB EBE(KZH)64.5-70.5°C ; '"H NMR

(DMSO-ds) ¢ 1.19 (s, 9H), 1.29(s, 6H), 3.65 (s, 2H), 7.24 (d,
J=8.7#k 2k, 1H), 7.41 (d, J=8.8# %, 2H), 7.91 (d, J=8.8# %,
2H), 8.04 (dd, J=8.8 ~ 2.7# 2, 1H), 8.26 (d, J=2.7#k %, 1H),

-131-
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a
A~

I

T PR O H m IR RS 3

A BB (129)

10.17 (s, 1H) s '*C NMR (DMSO-d¢) & 25.01 (q), 26.47 (q),
40.74(s), 63.03 (t), 80.79(s), 113.91 (d), 121.38(d), 126.32(s),
129.35(d), 130.66(s), 140.36(d), 145.75(d), 157.72(s),
160.68(s), 173.14 (s) : FABHMS B # C,oH,sN,SO0;ClI
(M"+H)Z 3 B 15 : 441.1251 > F B 44 : 441.1248 o B 5
Coo0H,sN,SOsClx 4 # 3+ £ 4 : C, 5448 : H, 571 : N,
6.35> E 84 : C,54.37;: H, 5695 N, 6.57 ¢

13D. 2 A +Fnk2HYAE % = -BuONH->» % FR' ~ R? +
R} - R‘FR &y K 1c |

Fliacd » RE EXFEFISANREZE > /22 A £ 485 X
bW RRBEN-F=Z-TAE-2-[4-(4- XA XHFEKX)-w
Akl -4-K]-T @k BHAPnA2AEYE F = -
BuONH-# F 7] X1cit &4 :

N-%F=-T& XA-2-[4-(4-
W -4- )T R
N-F=Z-TARKX-2-[4-(4-FE&XH®8mA)-N-CBZ-x &
mbvg -4 - K] T EE g

N-% Z-TREA-2-{4-[4-(4- R KA A) X 5 8
mbwg -4- K] EE B

o

X @ X # M A)-N-CBZ- =

e
2l
2

AT 8 R
N-F =Z-TRE-2-[4-(4- XA X B h)-> Anbwg-4-
ESNR Y
2-FA-N-Z=-TAA-3-(4-F & X sk KX)- &k hx

-132 -
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A7

% sty (0)

-fl‘f—'fis-N-?ﬁE-Ti%-3-(3-‘?§hi¢%%£)'ﬁmﬂf
FAN-ZF=Z-TAA-3-(4-FTRXmmAL)- &8k
-FAN-ZF=Z-TARA-3-[4-XBAXK) A
Al A%
3-FA-N-FB=Z-TAX-3-(Xmmit) &k

i

3% -N-%i-Ti%-&(Z—%@%ﬁﬁ%ﬁ:)-rﬁﬁﬁﬂ%?

3-F X-N- E_-T¥L£\ 3-(4--F R A X T WH A X5 m
A)- & &R s

N-Z=Z-TAA-3-(BRRXTFA)3-(4-FAEXBE®mA)-
7 A

N-F=Z-TARA-3-(BAXATFTA)-2-E B AL-3-4-F&EA
KEx Bl A )- & BBk

N-F=Z-TRKA-3-THA-2-F%-3-(4- Kok R )-
7 B i
N-F=Z-TRA-3,3-—FX-3-4-TaXBmA) &85
i

N-BZ-TRA-2-[1-(4-FREFBBE)-FEA-1-£]-2

B R s
N-F=-TAA-2-[1-4-FTEXBEmA)-4-F AE T -
1-%]-2 8B :

N-F=Z-TRA-2-[4-4- XA A XBmA)- B TLHA-4-

- 133-
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P2 SO 1 o 0 S

Al
B7

%~ s (1)

N-F=Z-TRA-2-[1-4- XA XHmA)-B-1-£]-¢

Bk Fie
N-Z=-TRA-2-[4-(4- XA Xmm k) G kw-4-
A]-C sk

N-F=Z-TRA-2-{4-[4-4- XA X)X @ E]-w &

kol -4-KK Y- B IE

R EZ-TRA-2-{4-[4-4-AREALAYEXBBmA]-w &
kvl -4-3 Y- 8RR
N-F=Z-TAA-2-[4-(4- XA XmmA) 9 &% k-
1,1-:%4!:%-4-%]-6&&&2&:

Z

N-Z=Z-TRA-2-4-PEEXBmiL)- BT %8k
VA R
N-Z=Z-TAA-R-2-(4-F & X5 L)-8 kKB % %
B o

1I3E.# A Pnk2> FR'~R*~R* - R*#R°# X1Ic
Bl » REEX P EHIZANRE > 22 A L ey &
bt W RREN-F =Z-TEAA-2-[4-(4- XA XBmA)-N-
CBZ-~a@wtwe-4-X)-2mfk > UM A Pnid20YE % =-
BuONH-#¢ X Icit &4 -

T 14
HHEPYHEE =-BuONE-# K Icit & %

14A B A Fnk2  R'"PREHA > A B FHR PR M

BE - RARESAEWMRE P AR E4- XA X A = Xic

-134 -

AMIER AR TEBFARE (CNS) A4RM (210X 2972 % )

(S} D 2o o oo\ ki B NV Bl R o A )



580491

A7
B7

TP RO M e AR S eSS

£ RS

(132 )

H10% 4 5 (1 4 ) T EE4(6.74 ) E £ CB(21% )

PZN-B=Z-TRA-2-[4-(4- XA X#HmA)-N-CBZ-5
Q%ﬁﬂh%}&%%“li’ﬂéi40%@&¢ it 1
ZREAeMEARIINE BB ELBEZRLAY 0 AT B

(1502 ) EH » BEAAE R TR PZ10%T 5
(IS0Z )ik - ZARKGRBR A THRIER T B IER - EH
REMEBRANRYBER CE Y - B - BHER > BFEAX
BB EATRAN » 2A10%FT8E /KT RER > FE &6
MIKZN-F=Z-TAA-2-[4-(4- XA X))~ At
-X-T AR
14B. ## A ¥nk2 > #FR' -R>-R* - R*$R°#y KX 1c
Fldk# > REELXPEHI4AZRSE » 22 AL HLEN
CBZAEHAILEHRREN-F=Z-TRA-2-[4-(4-X%
AKXBREEA)-N-CBZ-sawbw-4-K]-C e > #HLd
B2HY A % =-BuONH-# £ 4 X 1L &4 o
EH15

HH A PYEHONH-Z KI1dit &%

ISA B A vnk2 R'PR°EH > AR THR* PR M

A

'.:S

BA "R EKSAwmw o AR E4-X A X A 2 X1d

ME R QLEA)FHN-% Z-TRA-2-[4-(4-%

A RXBmEA)- AWM R-4-K]-EmERIEL 005 %

EF)/&/K/?\H’E 20°C » It A8 8B ,FLag_'fij—ﬁQ%D:‘;O/\fl"
REBREESEHR > £ A25CTHEZRERB R o £ &
) PRFE Y TR TS Y ey
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A7
B7

£ R (133

AEZRFRFTH50%FEF - BT LRI RKEEN-
foe R -2-[4-(4- KA X A)- S Asbw-4-KX]-2 & fix >
m/e=391 (MH" » FAB) »
15B. # A Pnk2  #FR' -R* R’ - R* R KId

Blig > RE EXPEHISAZRZAF > 22 AL FYE
% Z-BuONH-#y A o X Icit & W R RKEBEN-F =-T R A-2-
[4-(4- XA Xk K)- S Ambwg-4- K-k #HmLd
n&2H2YAHONH-¢ F 2 X1d &4

- K-2-[4-(4- XA X#HBEA)-N-CBZ-55 g # -
K]l-T M > m/e=525(MH")
N-#K-2-[4-(4-F & X s 8k X )-N-CBZ-5% & wb & -
X1-T R m/e=463(MH+ » FAB)
2-{4-[4-(4-RXAK)EBmmBA]- S Am=R-4-K}-N-
KT B > BB 196-197C

2-{4-[4-(4- B XA X)X mm K]-~Awb®w-4-%}-N-
F X L EE M 0 Y& 25200-201°C

2-{4-[4-(4- XA B)XmmA]-w vkwh-4-%}-N-

je X L EE PR > ¥ ¥ 135.7-136.1°C ;5 'H NMR (CDCl;3) 6 1.60

(omf P 235 3 o it B Byl B ot 3 )

————eeee — o ———— -l

(m,, 2H), 1.83 (m., 2H), 3.00 (s, 2H), 3.66 (m,, 2H), 3.88
(m., 2H), 7.06 (d, J=8.8#k 2, 2H), 7.09 (d, J=8.8#k #, 2H),
- 7.42 (d, J=8.9#k 2k, 1H), 7.79 (d, J=8.9#k 2k, 2H), 7.25 (s, 1H),
9.49(s, 1H) : FABHMS Ml 4 C1oH,(NSO4CI(M " +H)Z 3t &
1 : 426.0778 > E B A : 426.0775 ° M A C19H,oNSO4ClI
Z oM H4E 0 C,53.395 H,4.73: N, 3.29° & : C,

T PR R P AR SR

-136 -
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53.30: H, 4.67: N, 3.35¢
2-[4-(4- B TR AKX mEA)-wmavkw-4-K]-N- K
LEERE B EBT77-78°C
N-#K-2-[4-(4-FERAXF@EE)-x aubtw-4-X]-2C 8
e > m/e=329(MH") ;
N-58 % -2-[4-(4-K & X =
e > m/e=391(MH") :
2-F A-N-B#A-3-(4-F R X A)- B8k > m/e=

=

K-> @mbwe-4-%]-C 8

350.2(MH") :

3-F A-N-£X-3-(4-FAXBmEA)-ABME > m/e=
350.2(MH") ;

3-F A-N-#£K-3-(4-FAXBmA)-AEE > m/e=
350.2(MH") ;

3-F A -N-#ZA-3-[4-XRAXA )% mA]-5 kb
m/e= 427(MH") ;

3-F A -N-F& K-3-(RX#mA) A m/e= 320
(MH") s

3-F A-N-£2A-3-(4- XA X A)- Ak > m/e=
412.2(MH") :

3-F A-N-#A-3-[4-= XK )shek X )- B > m/e=

C395(MH")
3-% A -N-jE A-3-(2- %5 mA)-ABE > m/e= 370.1
(MH")

3-F A-N-#A-3-[(4-FTRAXTH A XA K] %

- 137 -
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A7
B7

£~ BAREE (1)

F& > m/e= 452.2(MH") :

3-(BEARTFTA)-N-s2X-3-(4-F & XmbmkA)-m 8 M >
m/e= 342(MH") ;

3-(RARTFA)N-ZAX-2-ZRRK-3-(4-FAXBmA)-
SN

3-THA-N-#X-2-FR-3-(4-FAXBmA)- 58k
m/e= 301(MH") ;

3,3- 2 W A-3-(4-FAXmmA)-N-BA-B 8@l > <
24  C,H|N ;

N-j8 B -2-[4-(4-F R X H B A)-F A-1-21-2 i -
m/e= 313(MH") ;

N-7K-2-[4-(4-FREXBmBmA)-4-FTABET-1-%£]-2
BBt > m/e= 341(MH") :

N-ZR-2-[4-(4-XEXBmA)-BT-1-4A]-C & k& -
m/e= 389(MH") :
N-ZK-2-[4-(4-XEXBmA)-w kv -4-4]-2C &
fe > % 25 88.5-90°C > m/e=391(MH") :

2-{4-[4-(4- XA A)X BB A]-w & okwh-4- K )-N-
72 K T R

2-{4-[4-(4-RARA) KB A]-w Kokvh-4- %) -N-
AT EE  BEBI1-95C ;

N-FK-2-[4-(4-XAXBmA)- W &Ekvg-1,1-= &
C¥-4-K]-T kM > m/e=440.1(MH") ;

N-7 K-R-2-(4-F & X% A)-B X8 & & Bk -

-138 -
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FET P R oD e M o 2B S v S By

A~ BBASLER (

136

)

m/e=313(MH") ;

N-f& KX-R-2-(4-F R KXot X)-RT % & 8% & -
m/e=327(MH") : A &

2-F A-N-BA-R-2-(4-FEXBmmA)-ZE X R-% &
fe > m/e=390(MH") o
15C. 8t A+Png2 28R R’ R R*#R 8y X 1d

Bl » RBEEXFTEMISAZRZE 2 AL FPYE
;ﬁz-BuONH-é@;L%;iIc4t%4h%ﬁ:féN-ﬁ%E.-Tiuig-z-
[4-(4- KA X A)- S ambwg-4-X]-Cmfk > BHLP
nA2HY EHONH-# £ 4 X1dL 4% > #lde s

2-{4-[4-(4- A XA K) X X]-N-CBZ-7 &t
AY-N-# KT b

2-{1-F A-4-[4-(4-RERA)X B mA]-5x B abz-4-
AV-N-#& X T 8 fg s

N-#&K-2-{1-FX-4-[4-4-AREXEA)XBBmA]-~ &
um%Li}Lm%:u&

2-{4-[4-(4-B XA HX)-X
IR TR
ISD. ## XA ¥nk2 R'#PR°BE&H > AR FHR PR W
#BAE - RREABECLE > AR E4-XE X X 2 K 1d

RBEXFHISABRBGEZAF > KAHBRYN-F =-T &
AABYREBN-BE-2-[4-(4- KA X mA) 3% -
4-FK)-T b L REER(400E 5) o 4 L it g & B iR M
REf IMAABKRYL.IREMWMA0OEF)Y » T AT S T8

L4

A ]-w kg -4-4&)-N-

-139 -
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AT
B7

PR D OB O S

£~ a1

HI8 K - ERKWBANTREZRE > L ABK CEXE
R AMAMI10%TFTE,/ —RKRIROTBRNT L F54a6H
%%#kzz-[4-(4-2¢§k$ﬁ§ﬁ§£<)3§6@@-4-)}3]-N-?’§£\Lﬁﬁ
B B 106°C(E M) > m/e=404(MH" » FABMS)

ISE.## A FPnk2 RFR'AEH > AR B FTHR #R>H

BE—RRERSA®E > ARPEI-4- R XA RV XA X

Id
EESHE-30CTF ~ £A1,2-—RLKE352H)P 28 ¢
N-FZ-TRE-2-{4-[4-4-XRAaK)Xmm AT ]~
Ak w-4-K)}-HMmME(780F % > 1.62E X F )y B H X %
T REYARBRE AR EHNARBEILE o KREM
RBEEBSEH  LEHRPBZEERDIR - BEEEZBFREANE-
30CX#HAHHM RAAIARBBIZERRLE > KK B
AEBREER - - BREZRAY > F52-{4-[4-(4-8 X &
A)RBEmATR]-FAamw-4-A)-N-B LA K8 (747 %
A 2 100%) © & % 166.7-176.2°C : 'H NMR (CD;0D) ¢
2.39 (m., 2H), 3.12 (m,, 2H), 3.36 (m,, 2H), 3.63 (s, 2H),
7.12 (d, J=8.9#k 2k, 2H), 7.15 (d, J=8.9# 2%, 2H), 7.44 (d,
J=9.0#fk 2k, 2H), 7.89 (d, J=8.9#k 2, 2H) : FABMS(M "+H) :
4250 ;5 Ml #4 C19H,;N,8SOsCl - HC1 - 1.5H,0 % % # 3 &
# : C,46.73; H, 4333 N, 574> 8% 1 : C, 46.83: H,
4.66: N, 5.71¢
ISF. ## A Pnk2 #8R" " R2-R* - R*fR°® X1d
Bl » RF LXFEHISEZRE » ERAUALFPYE Z

- 140 -
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D RS H T R

£~ AaAseg (1%8)

Z-BuONH- 3 L e X Iclb & R R HEN-F =-T & K-2-
{(4-[4-(4- A XA A)XBERBATF RA]-manbw-4-KX}-%
Bl > BH AL PnB2ALY A HONH-#9 £ & K1d1L &4 » #]
4w

2-{4-[4-(4-§LX§L§)%¢&%@£?);%]-1-(3:?;% 7 A)- N
Ambvg-4-K}-N-BRAHEBEALALH (1304 > 84%) o
¥ ® 120.5-124.0 °C : IR(KBr)3429(br) » 15822 %' : 'H
NMR (CD3;0D) ¢ 0.40-0.50 (m, 2H), 0.73-0.81 (m, 2H), 1.12
(m., 1H), 2.18 (m., 2H), 2.41 (d, J=14.8#k 2%, 2H), 2.63 (d,

J=14.3# 2%, 2H), 3.03 (m., 2H), 3.10 (m,, 2H), 3.60 (m,, 2H),

7.13 (m,, 4H), 7.43 (d, J=8.7#k 2k, 2H), 7.89 (d, J=8.8 #k %,
2H), 7.93 (d, J=8.8#k 2, 2H) : FABMS(M "+H) : 479.10 :
# C,3H,7N,S0OsC1 - HCI « H,O 2 4 # 3 % 45 : C,
51.77: H, 5.09: N, 525> B84 : C,51.90: H, 5.53: N,
5.26 o
2-{4-[4-(4-REXARXR)XFBATFTEA]-N-Z2X-1-#F &
AT A-NAabw-4-K}-K kA AW (590 & -
89%) o 5 % 160.5°C (§ ##) : IR(KBr)3426(br) > 16382 & -

o

'+ '"H NMR (CD;0D) ¢ 1.97 (m,, 2H), 2.25 (m., 2H), 3.55
(m,, 4H), 3.64 (s, 2H), 7.10 (d, J=8.9 # 2k, 2H), 7.13 (d,
J=8.7#fk 2k, 2H), 7.43 (d, J=8.6#k 2k, 2H), 8.12 (m., 1H), 8.61
(d, J=7.94k 2k, 2H), 8.92 (d, J=5.5# %, 2H), 8.98 (br s, 1H) :
FABMS(M "+H) : 530.0 : Ml 34 C,5sH,9oN38S04,Cl - HCI -
0.5H, Oz % # 3t H 4 : C,51.38: H, 4.14: N, 7.19°> £ %

141 -
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& : C,51.80: H, 4.46: N, 7.25¢
2-{4-[4-(4-%4&*%%)3& Bk ¥ OA]-N-#&K-1-F &
AN AME-4-K)}-F kA RILH (682 L ° 69%) °
¥ ® 107.3-112.3°C 3 '"H NMR (CD3Cl1) ¢ 1.95 (m,, 2H),
2.40 (m,, 2H), 2.79 (m,, 3H), 3.12 (m., 2H), 3.42 (s, 2H),
3.51 (m., 2H),7.01 (d, J=8.9#k 2k, 2H), 7.07 (d, J=8.9 #k 2,
2H), 7.39 (d, J=8.9 #k 2%, 2H), 7.83 (d, J=8.9 #k # , 2H) :
FABMS(M +H) : 503.2: Mi# C,,H,3N,5,0,C1Z % # 3t
B4 : C,47.76 5 H,4.61: N, 557 84 : C,47.32: H,
4.56: N, 5.520
4-T4-(4-wbw &R ) X BB AT A]-w akag-4-(N-%
AFH M)A ALY 0 & E188-197C : IR(KBr)3431 > 1638
A %' 5 'H NMR (DMSO-d¢) ¢ 1.73 (m,, 2H), 2.01 (dm,
J=14.7# 2, 2H),. 3.43 (m., 2H), 3.65 (m., 2H), 3.78 (s, 2H),
7.56 (m,, 4H), 8.02 (d, J=8.7#k z, 2H), 8.82 (d, J=6.6#k %k,
2H), 10.64 (s, 1H) ; '*C NMR (DMSO-d¢) & 33.01(t),
39.78(t), 61.13(s), 63.26(t), 114.48(d), 121.81(d), 130.87(d),
138.41(s), 144.92(d), 156.14(s), 168.4(s), 168.8 (s) 5 B #
C13H,1N,SO4Cl - HC1 - 0.6H,0 = % #F 3 X # : C,
49.17: H,5.09: N, 637> F8% 4 : C,49.16: H, 5.03: N,
- 6.27 ©
4-[4-(5-R-2-mw B X)X AT K]-@ & okvh-4-
(N-# X #% 8 e ) 5 %% 2 141.9-142.7°C ;5 IR(KBr) 3432 >

1636 %' 5 '"H NMR (DMSO-d¢) ¢ 1.73 (m., 2H), 2.01 (dm,

- 142 -
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J=14.7# 2, 2H),. 3.33 (s, 2H), 3.46 (m., 2H), 3.64 (m., 2H),
7.23 (dd, J=8.7 ~ 0.4#k 2k, 2H), 7.40 (d, J=8.8# 2z, 2H), 7.92
(d, J=8.84#% 2, 2H), 8.03 (d, J=8.7 ~ 2.7# %, 2H), 8.26 (dd,
J=2.7~ 0.4#k 2k, 2H), 8.69 (s, 1H), 10.62 (s, 1H) : '3C NMR
(DMSO-ds) &  32.89(t), 41.81(s), 60.96 (t), 63.26 (1),
113.88(d), 121.32(d), 126.31(s), 129.58(d), 136.93(s),
140.33(s), 145.74(d), 157.82(s), 160.69(s), 169.02(s) :
FABHRMS B # C;3H,;9N,S04Cl1 (M'+H) = ¥ % 4
427.0731 » K B A : 427.0726 - Bl 54 C,;3H,9N,SO4C1 -
0.5SH, Oz 2 #7 3t B 44 : C,49.49: H, 4.61: N, 6.41° F 5
i : C,49.54: H, 435: N, 6.47 o
3-[4-(5-R-2-ww A A)KatmA]-2,2-—F A-N-%
A HEERE ; % % 115.8-116.6°C ; IR(KBr) 3412(br) » 16442
%' s '"H NMR (CD;0D) ¢ 1.38 (s, 6H), 3.58 (s, 2H), 7.13
(d, J=8.7 # 2k, 1H),. 7.34 (d, J=8.8 # 2%, 2H), 7.89 (dd,
J=8.7 ~ 2.74k %, 2H), 7.95 (d, J=8.8# %, 1H), 8.15 (d, J=2.5
# 2z, 1H) 5 '°C NMR (CD3;0D) 6 25.55(q), 41.76(s), 65.06
(t), 114.91(d), 122.35(d), 128.40(s), 130.98(d), 138.21(s),
141.44(d), 146.88(d), 159.89(s), 162.32(s), 174.51(s)
FABHRMS B # C,¢H,sN,SOsCI(M"+H) %= 3 A &
385.0625 > ¥ B {4 : 383.0625° Bl A C16H,7N,S05C1= %
it B : C, 4994 : H, 448 N, 728 B % {5 : C,
49.58 : H, 4.42: N, 7.30 o
15G.# A Fnk2 RFPREA * A8 B FHR'#R> %
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B - R EIl- g FASAw® > AR E4-(4-R X &
A)X Az K1d

RCBR(SEH)P S AN-F=Z-TAK-2-{4-[4-(4-
)R AT A]-1-wbm F AN w-4-K}-%

24% %, > 0566 X F )y R K& > mHE30C1.5]
B AHEFER  LAEAAETTRE KHABWEHRABRR
ZEE(L00E F)F » Atafe bty 5 B R 4h (2 X30BFH) i & »
BARBREM K L EAEETYRE - EHF LETRH -
A6%F 8,/ —RFRAEM > FE2-{4-[4-(4-REXEAKX)
X AT A]-1l-sbe P A XAt w-4-KX}-N-£2 X % m
Be & &AL 4 5 ¥ 8222.5-223.9°C : IR(KBr) 3436(br), 1645
24"+ '"H NMR (DMSO-dg) ¢ 2.15 (m,, 3H), 2.40 (m,, 2H),

(3l P 255 ot o it B (- Bl B o 3 )

— e

3.32 (m., 2H), 3.57(m,, 2H), 3.97 (m,, 2H), 4.44 (m., 2H),
4.51 (m,, 2H), 7.19 (m,, 4H), 7.50 (d, J=8.8#k %%, 2H), 7.87
(m,, 3H), 8.49 (m,, 3H), 8.85 (m,, 1H), 8.99 (br s, 1H) ;
FABMS(M++H) 5161 ° B A C,9H34N3S05sCl - 2HC1 -
0.5H, O 2 #73+ H 4& : C, 50.22: H, 4.89: N, 7.03° F &%
8 : C, 50.17: H, 4.65: N, 7.00 ¢
EHll6
#HHXTh b &M
16A . ##A PR' " R°#R¥BE & > AR B Y A % Kle
ETEAS ~ £ TFHG0) P X3-F A-3-(4- R XRA)-
REWMERT » m AEK(50EH)F ZOXONE(8 %) 85 %
R EEBRTHHIAARRLAH 2B REB L > F A

PET Y TR O R Hom  E M
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A7
B7

T PRI H dm A Sy

£~ R (1)

RFPIF R - EREKGBRD THRARR T H A -
REHERKRE B Z3-FA-3-(4-RXHmA)-A8k
16B. ## A+ R' -R?#R*E & > AR*E ¥ A = XIf
1K ECEREXZ]  1RAWM(SEF)N3-(4-8 X 1)
BRER IR -4-F ABR (2002 % 0 052 X F) ~ X A& A8 (127
T 104X F) )P wE(=XB)e(0)(24% % > 0.021
ERFVHNERNMAZEARABE > EmABH - AZRER
é\%#’i]u)\zMzzﬁii?iéh;‘zi«&( EH) EAEAGATHEEH
K2 «c A EZRAGY > REBE LS & L BBK B
FoRZ B «c ABARWVRERE » BARBREM K> BRI
R KR THBRER HAEBWEFTRN > AT% T &
S ZRTFTIRE AN FE3-(4-— X R )mmA-4-XHEE o
'"H NMR (CDCl3) : 7.75 ppm (m, 14H); 3.42 ppm(dd, 1H);
2.82 ppm (dd, 1H)'2.77ppn1(dd 1H); 2.51ppm (dd, 1H) -
16C.#mA PR -R*#R’E & > AR AE¥ X 2 KX1h

e E XA T REMEI-(A- XA )FEBA-4-F A R
FHI0AY Rt > AR EEI-(4-— KA X-4-
A-N-ZEX BB > BBSCOLEER) -
16D. B AP AR R FHR'  PROMEL -~ R AW &K

\(‘z*h

h-4-%  RBRBEE R AEI-(FE-2-K)KR ¥ A

- AIfb

1. A% E215°C» £20%w 8 vkvh,/ F &8 (1353 #)
T RABBR T AR [4-4- R XA A)VXBR AT A]-
WAk E-4-FRE(550% 0 130X F)B xR T 0 BiE e
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A7
B7

£ Y ()

A K(86%F )P 4 OXONE (13.0% » 2128 ¥ F )R %k >
BH15-20C AR B E - MHEAZRESHI208 > LEHR
HA0%EE B LB KR (1200 ) F o s BB Rk > E A A
BEBR CBE (2 X300 FF)REBR AR - iR E BB L B M
K(MgSO,) » BéE » ERHABYR IV BUHN_RKATR /LK
‘#éesa%’4?%'~éuézé%ili#kz4-[4-(4-~;£%rt§x ) K m% B A
FRER]-w&%kd-4-% K5 TAREELA R EE
(5.00% > 84%) °
2 WA (=Z KM)-42(0)(108%& %)~ 2-vE=% # 85 (857 &
A 2670w EANN-ZFRAFEE(ISEF) T 094-[4-(4-
KEX)XmmA-FPA|w akd-4-%8%K(1.10% > 2.42
ERF)VERT » B E A MA2LMY & k5B MH(2.7F 5 >
54ZRF) e BIZRBAOHBEFRIONE » AHE TR -
EEZRBRAEMSHFAE R TIR(100E 7 )3 IN 4 k¥ & &
@&(20%%)‘1?&]0&#; FIR(I00EA)RERRZE » &£
MR AN AMBE B AK(MgSO,) > 2100458 B L A &
ff/%*)?(yli—ﬂ?ifii'lIO%EFE%/;%LW%%H%)’jﬂiﬁﬁ
BHEARR Y BN R TR TR PER > F54-[4-(4-
R -2- AV XA Xmm AT A]-w A vkwh-4-% 8% (1.04
%> 94%) o ¥ 2 181.2-193.3°C 5 IR(KBr) 3432(br), 1718.9

(3 Dr- 2 3 o o BV B mesh B oAk )

_—— e % ———t—_ - Y

-2 %"+ '"H NMR (DMSO-dg) ¢ 1.67(ddd, J=13.8 ~ 9.4 ~ 4.0
# 2k, 2H), 1.95 (dm, J=13.8#k 2, 2H), 3.47 (m., 2H), 3.67
(m., 2H), 3.68 (s, 2H), 7.14 (dd, J=4.9 ~ 3.6# %, 1H), 7.20
(d, J=8.8 #f 2k, 2H), 7.22 (d, J=8.9 #k zk , 2H), 7.50 (dd,

SR S O H S B
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A7
B7

E/A

B (144

J=3.6 ~ 1.2#k2k, 1H), 7.54 (dd, J=4.9 ~ 1.2#k 2, 1H), 7.74 (d,
J=8.8#k 2k, 2H), 7.87 (d, J=8.8#k 2k, 2H), 12.80 (s, 1H): '’C
NMR(DMSO-d¢) & 32.92(t), 42.25(s), 61.73(t), 63.26(t),
117.82(d), 123.75(d), 125.66(d), 127.39(d), 128.50(d),
130.08(d), 130.74(s), 134.90(s), 142.42(s), 154.13(s),
161.33(s), 174.39(s) ;s FABHRMS B # C,3H,4S,04(M " +H)
Z 3 F M : 459.0936 ° F B & : 459.0936 o M #
C,3H,23S,06Z 5473t B 45 : C, 60.24: H, 4.83 > FH & :
C, 60.57: H, 4.90 °
16E. # A F AR R TFTHR' PR A — KR AW &R
Hh-4-%  RBR'E& R BEA-(EH-3-R)XE XA X
AIfb

Fl#c » RF Ly 25 > B A ey XIfbibsd 4 > 4
T A 3-E e B RRBE2-E MEk 0 B MA-[4-(4-7F % -
3-B)VXAAXBm AT EA]-w Ak -4-% 8 o B %206.6
-212.4°C : IR(KBr) 3430(br), 17192 %' 5 '"H NMR (DMSO-
d¢) 6 1.67 (m,, 2H), 1.95 (m., 2H), 3.47 (m,, 2H), 3.66 (m.,
2H), 3.67 (s, 2H), 7.20 (m., 4H), 7.56 (dd, J=5.0 ~ 1.4 %k %,
1H), 7.64 (d, J=5.0 ~ 2.94k %, 2H), 7.81 (d, J=8.7# 2%, 2H),
7.87 (m,, 2H), 7.96 (s, 1H), 12.77 (s, 1H) ; '3C NMR

(DMSO-dg) ¢ 32.92(t), 40.38(s), 61.19(t), 63.26(t), 117.66(d),

120.54(d), 120.87(d), 126.04(d), 127.07(d), 127.96(d),
130.02(d), 132.00(s), 134.66(s), 140.45(s), 160.80(s), 174.32
(s) 3 FABHRMS B # C,3H,3S,04(M " +H) = 3 & &
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A7
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PET PR O P m R s

A~ BB (145)

459.0936 » E B 15 : 459.0934 - Bl # C,3H,,8,04 * 0.5H,0
X5 HrHE M C,59.08: H, 49 §& 1 : C, 58.82: H,
4.69 o

16F . 4-14-(4- R XA X)X B A FA]|-w Ak w-4-% %

I ERE A
ERRBTAHMs ALK > # £80%C 8/ W &%k
(40 FF)F 2 660% £ (145 F F)g4-[4-(4-%2 XA X)
HEEATR]-m Ak w-4-BBYERALI4IE > &
HmELIEEBE AR ‘%’f;—%i‘#ffu’jﬁ&é?#’%&%"ﬁi
R BmEBR Ak ZA4-[4- REATRA]-w &kl -4-
% B (546 & }E,’IOO%)’ HEEBEHAAT-—BRE > XF
# — % s ;s B % 162.5-165.3°C : IR(KBr) 3431(br), 1727

\Y

A 41 5 'H NMR (DMSO-dg) ¢ 1.67 (ddd, J=14.1 ~ 10.0 ~
4.0#fk 2, 2H), 1.95 (dm, J=14.1# 2, 2H), 3.47 (m,, 2H), 3.65
(me, 2H), 3.66 (s, 2H), 7.15 (d, J=8.8 # 2%, 2H), 7.27 (t,
J=7.4%F 2k, 1H), 7.45 (t, I=7.5# 2, 2H), 7.86 (d, J=7.9# #
2H), 12.74 (s, 1H) : '*C NMR (DMSO-dg) ¢ 32.88(t), 42.26
(s), 61.75(t), 63.26(t), 117.64(d), 120.11(d), 125.03(d),
130.04(d), 130.39(s), 134.69(s), 154.69(s), 161.53(s), 174.39
(s) + FABHRMS M # C,9H,,SO¢(M"+H) = # & 44
377.1059 > F B 14 : 378.1064 Bl # C,9H,,S04 + 0.75H,0
Z o # E M C,58525 H,556> 54 : C, 58.54: H
5.19 o

2

T H 17
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A7
B7

&~ s (140

W A1jLedY
17A . ##H A FR' "R*#RPE H > AR B ¥ A 2 X 1i
%X%MWO%EMMWALLW%W@&H ZH)F x
SAL47(40E )~ REHIASH 8> EAXBR B BN Y
R EAREMFIMAEETR T EMMN,N-ZF ATV &
BE(lZ S )P 93-F K-3-(4-8 X sk A)-& 8 (100 %
) ETSCFHMIFLI6IBF % » ZRSWH» A4 K
MAEE R RZH > ABRBTLCHILHZHEY » 135 3-
FR-3-(4-XBRAXBmA)-BHR(308 %) o
17B. # A FR' - R*FR*°EH > AR E ¥ A =2 X1
o EH HB3-FR-3-A- XA AXBmBL)- A8 > K&
EREFI0AT ey it > A B EE3-FTA-3-4-%Xm A
KgAK )-N-7 X & 6k g o

T 518

o Xkt & W
18A # M A PR "R*°FR*E & > AR*E ¥ £ = X1k
£80°C T MAH3-F K-3-(4-% X smmA) &8 (250 %
fc)*%-‘f'?xidﬁch%(o.lrz‘:ﬁ)\;é‘%ﬁiaaﬂﬂ??(OJS%
) BBRESCEA)PZ(M-TEEA)VB(16E L) REY
BE-KZRARBRAYERA R TI T > R4 K E
HEBEWFR KR _RTFTRERYHBLEHN LAZE LH %
B EATRAM(EHBTLC > R10% F B/ = £ ¥ 5% ok BL) >
ﬁﬁ&¥£444”a%i RERAR)-REB(21E 1) °
18B. # A +R' -R*FR3E & > AR B ¥ £ X1k

Al
-
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PP I

A7
B7

A~ BEEE (197

o ot HA3-FA-3-(4-KTH A X %%)ﬁ"%
BEREAIOAT eI > A B ¥ E3-F A-3-(4-%
Mok K s Bk A )-N- 7 A & 8 B > LSIMS m/e=452.2
(M+H)"

E # 19
RN R )
%%%?mm,m&ﬁ%%wﬁwwﬁﬁaﬁﬁﬁﬁﬁ

we c RPFR'E & > AR AE4-(4-A X A AV X A 2 £ 11
HEZRLCBUEF ) REEBA _RKRTRUEH)T XN
;%ZHW4 XA X AT RA)-N-BOC-5 &
Mg -4-K)-FEBmE2L  36M4TEF ) ERY o BH 3
RERAEMIINE > A EP BG40 8e B8k 5%
W1 RN BE B LB (1502 ) P 0 X f8 0 8h S K B BR R 4
(2XS0Z M)k » BARBEMK » £AL T T RE » 3
Bl AdE O N-F=Z-TRA-2-[4-(4- XA XBmETRL)-
NEAMRE-4-K]-FH K157 > 90%) © 'H NMR (CDCl3)
6 1.28 (s, 9H), 2.23 (m., 2H), 2.56 (m,, 2H), 3.30 (m., 2H),
3.44 (m., 2H), 3.53 (m., 2H), 7.00 (d, J=8.9#k #, 2H), 7.05
(d, J=8.8#k 2%, 2H), 7.38 (d, J=8.8#k %, 2H), 7.82 (d, J=8.84#k
i, 2H), 8.25 (br s, 1H), 8.48 (br s, 1H) »
T #5120
KN Imit &4
20A BB A FnAE2 RECZAKATFTA R'#R2E & >

%

AR E4- XA XA KIm
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PRI 32 M B -

A7
B7

A s (1)

) e B B 47 (600 & % ) R ¥ A
N,N-=—F A FPEE(I0OEH)PN-F=-TAKL-2-[4-(4-
KE XS BmA)- N Aabw-4-X]-T K& (750% )8 %
R EEBRTHRIEARSGYWBER - REBE I HFIBEKC
BE v AR Z B o & B AKRZ K E:ﬁk%%ﬁ@)’]?%ﬁ#ﬁ@"ﬁl’ﬁ?
FREH > FEIN-F=Z-TARA-2-[4-(4- XA X L)-1-
(CRAEAAXAFRA)NAmw-4-K]-2 ik KALAEAEBREAA

— MBS R REFE - S
20B. M HX PnAk2 REZAALA S R'WR°EKE A > AR’ A
4- X R XK XIm

MH10%42 5 (100 L) E A BE20E )P ZN-% =-
TRE-2-[4-(4-XEXB@mA)NAwbw-4-4]-2C 8 B
(5002 )M BRY » FERKRR FTHEBEARAEM =X - A H
BACH » LA RKY B TRERTHBRER - A®BE L
%ﬁ%%ﬁﬁ%ﬁ’AM%Wﬁ/;i?%%%’fﬂw
FE-TRE-2-[4-4- XA XBmA)-1-(EF/A)> A
R-4-K]-CT B (300% %) o
20C. H B A Fnk2 £ FRYKXIm

Bl i » B EXEH20A882F > 12 2 A3-wbvg ¥ 4
ARRBBRIIHKRCE  BHEN-F=-TRE-2-[4-(4-

AXABRBEA)-1-(3- kR FR)N A w-4-4]-C iz o

Fl#d > REEXFPEH20A82 5 22 AN-F =-T
AK-2-{4-[4-(4-RERA)EB B A]- X Babwr-4-%)-
LR e RRBEN-F Z-TAA-2-[4-(4- K@ X whm £)-

vh %At T B T BS (0.2

5‘33 R &n}

\u
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A7
B7

A~ B (149)

%

@%ﬁmiya@%’iu%%Wﬁﬁﬁﬁ%&a
B HMN-F =-TARA-2-{4-[4-4-R X QX
A]-1-(3-BAFA)-~awbw-4-%)-T 8k o
Rl A N-F =-TAK-2-[4-(4- XA X w5 mA)-1-
(CERME RSB T R)N Rabog-4-K]-C 8k o

20D. H# A Fnk2 > #ERY XIm

Bl » REFEEX P FH20A982 5 RTRAEEAL
e KTy RAKBEN-F =Z-TARK-2-[4-(4-%X .%*%%gy
NAR-4-K]-CEE CTAREER A8 XRX LA
MARBFRICTLBRCE  APREMKREE LA - B Ak
Ao~mA - RABARE S FEA%% - -SO,R*» £ #R®
BRI A R -NR°R°» £ R R 5 5] & & K 145 & &
BEBEAMY > BXER > RXa > 240 L0 XInitd

e

N-%=Z-TARA-2-[1-2h-4-(4- XK@ Xxmmt) =&
o -4-3K]- T BERE
N%z:rﬁ£4{LWE4«mXiX%m§%*ﬁ
bwg-4-K]- T B - BB 152-155°C
N-;@E-ng-z-[l-(z-wa«‘a%)-4-(4-5§i$‘§ﬁﬁ

B)-x B k-4-K]-C o
N-#Z-TRE-2-[1-RA T E-4-(4-FAKXF L)
N awbeg-4-K]-T 8
N-B2-TRE-2-[1-8A8F A-4-[4-(4-REXAL) X

B R]- N Bt w-4-K]-C 8B AR

-152-
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A7
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A RS (190)

N-%FZ-TAA-2-[1-ZmA-4-[4-(4-R XA X)X &
BAl-Saww-4-K]-z @k -
20E. # A FPnk2 R3#WRY S & > AR FHR FoRH
B RREI-FRFAS Aok 0 AR E4-(4-R X &
ESES A

AEBERANN-— P ATBE(17EH) P 2 8 4 BN-

;-Tﬂ%-z-[4-(4-2¢‘iﬁtkﬂﬁ%W%)-ﬁﬁwbﬁz-mi&]-
HEERE (12858 » 266 X F)MBERT » m AR H T LB

(026 27t » 266 % F) > B X H v A5 85 47 (1.84 % >
I332XF) - AEBMBZARBRBEB201H % > ok

(100 & #) » & »A B B ¢ B (3 X 100 & 7t ) ¥ R & & # %
R ABAR(ZXS50Z ) bR 080 A & X Ry - B AR
BB K ERAEFRE - EREB BB E®ATR A > EAR25%
BB LB TR > BEAN-FZ-TRA-2-[4-(4-% &
KRB ATE)-1-(RBE)SNEmtw-4-%]-% % B R (1.30
%2 92%) o '"H NMR (CDCl3) 6 0.10 (ddd, J=5.6 ~ 4.7 ~ 4.6
# 2k, 2H), 0.53 (ddd, J=8.7 ~ 4.7 ~ 4.5# 3%, 2H), 0.85 (m,,
IH), 1.31 (s, 3H), 1.64 (m., 2H), 2.06 (m., 2H), 2.24 (m,,
2H), 2.28 (d, J=6.5#k 2, 2H), 2.67 (m., 4H), 3.50 (m., 2H),
7.10 (d, J=8.84#k %, 2H), 7.04 (d, J=8.8 # %, 2H), 7.37 (d..
J=8.8#f z , 2H), 7.85 (d, 8.8 #k 2, 2H), 8.33 (br s, 2H) ;
FABMS(M'+H) : 535.2 o |

B —RRERI-(3-ake P A)N ok » AR’ &4-(4-

20F. R A tnk2 RWR'AE > A8 BRFHR FR> M
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PET T TR O N S B RS

A7
B7

£~ e (%)

XAKE)YREZ X

Bl# ¥ » R L X P EH20EX8F > 22 X1.25% %
3- M FRARLDARARERAIT AL HHN-F =-
TRA-2-[4-(4-XE XA TP R)-1-(bw FR)x &t
wE-4-JK]-% 8k A% ¢ ¥E ¥ 83.3-93.8°C ; IR(KBr)3436 » 1661
2 %' 5 'H NMR (CDCl;) ¢ 1.31 (s, 9H), 2.00 (m., 2H),
2.24 (m,, 2H), 2.55 (m,, 4H), 3.48 (s, 2H), 3.53 (s, 2H),
7.01 (d, J=8.94#k 2, 2H), 7.04 (d, J=8.94k %, 2H), 7.25 (dd,
J=7.6 ~ 4.6 # % , 2H), 7.38(d, J=8.8 #% %, 2H), 7.64 (brd,.
J=7.8#k 2k, 2H), 7.85 (d, J=8.94k %, 2H), 8.36 (br s, 1H), 8.52
(m, 2H) : FABMSM +H) : 5720 - B %
Cr9H34N3S05C1 - 0.5H, 0% 3 A4 : C, 59.03: H, 5.81:
N, 7.12 > E% 4 : 59.37: H, 6.15: N, 7.98 o

Bl - RRRERI-GirmA) S Aubw > AR E4-(4-5 X%

20G. H A FnA2 RFPREA - AR FHR R K

AE)EE X KIc
EAHEOC  A-—RTFRQEF)TZH B BN-
Ti%-Z-[4-(4-X§LX%E§EE?£‘)-7‘<’imttn’i%-ix]-?’i

B e (491 % % » 1.02 % % F)f2N,N- = f’ﬁiix&ﬂ?(444f’;
}E’255 ﬁﬁ)é’]@&‘? ’ l’/x"#k[:(ﬁihﬁﬂ)\iiﬁﬁﬁ
AW (2198 £ > 1272 E F) o #é‘z&l@iﬁ,é\%s'b

B2t 0 mAKBOES) > EABEE LB (2X60% )%
MEKRGBER - ABR(2XS50FF) kiR &0 F &% R
Moo BARBERK EAEZFREE  AZBLBEFR
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A7
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FET P TR O E H dm dnB S E

A BB (192)

Moo ER6% T B, —RFEAEK > FEN-%5=-T&KL-
2-[4-(4-XK & X AT E)-1-(F e A)S Gabeg-4-
%]-%@%(233%% » 39%) « '"H NMR (CDCl;) 6 1.33 (s,
9H), 1.95 (m., 2H), 2.35 (m., 2H), 3.45 (m,, 2H), 3.49 (s,
2H), 3.55 (m., 4H), 7.01 (d, J=8.8# 2, 2H), 7.06 (d, J=8.8#
#, 2H), 7.39(d, J=8.8#k %, 2H), 7.41 (m., 2H), 7.79 (m., 2H),
7.83 (d,. J=8.8#k 2, 2H), 8.69 (br s, 1H), 8.52 (m., 2H) °
20H. HM A +Pnk2 RPREK > At B FHR PR K
Bk - RRERI-(Flsm i) Eww > AR E4-(4-
ES IS

AL E-T8C ~ E6T7T% =R Tl /abw (16.5% )+ 2
AWBN-%=-TAEA-2-[4-4- XA XBBETR)-~ &
g -4- R -FH BB (1.57T% > 3208 L F )RR T » A
AEZRFTRQLEF)P I TR B BA(0SIEI > 6535 %
F) MHEZRBRRAEMWANEZIH > mAINY S KE BB
(25 F) » L AB B TEBE(2X60EH)E R 4 Ky E & o

BAROLXS0OZF)F A RS UABERY » B %58 &
K ERZEYRSE - BB LBFTRAN - B A45%E 8
Lﬁs/mfa%ﬂsﬁ’ﬁédN-Eﬁ5-T§L£-2-[4-(4-X§L3¢U§
AT R)-1-(FPHRBBA)S A w-4-4]-% % B fE (1.16
€L > 64%) © 'H NMR (CDCl3) 6 1.33 (s, 9H), 2.05 (m,,

\

2H), 2.37 (m,, 2H), 2.79 (s, 3H), 3.23 (m,, 2H), 3.43 (s, 2H),
3.47 (m., 2H), 7.01 (d, J=8.9#k %, 2H), 7.06 (d, J=8.9# 3%,
2H), 7.39(d, J=8.9 #k %, 2H), 7.85 (d,. J=8.9 # 2 , 2H) ;
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A7
B7
< 15
£~ s (1%
FABMS (M"+H) : 559.1 ¢
T 21

B XInz bS5 W
2IA. B A PnA2 RAECAZLATHRA  »R'WHR2E & -
AR E4- XA X A 2 X 1n

B BER20AZEY > N-F =Z-TREX-2-[4-(4-X &
X%ﬁﬁ%)-l-(ci#fﬁ%q”?%)ftﬂvtl:fi%-%]-aﬁﬁéﬂi?%iﬁ@
AR FIR(10E ﬂ-)v{? A EOC» AR KRB AMB
Htaf - RBEMNRREBEH » L A2SCTHHEEZERS

k°&ﬁﬁ%@ﬁTm?R&%%%?ﬁ%ﬁﬂ’i%%
EMTLCHAILZ ZESY > RI10% T8 —f 7wl &
BIN-FK-2-[4-(4- XA XmmA)-1-(TEAHE AT L)%
ok ®-4- K ]- T Bk (420 £ £ ) » m/e=477.1(MH" >
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TRBERMEZRBADF  EHBEHEHEIOCCAKT o
E#ﬁ%%%@ﬁéiﬁ’iﬁ#wﬁﬁo%&amﬁ
REBE(I6XH )P R FTRE(BOXAFT)REREZREY o 5 8
HAEBE AR FTREQOAXA)ERKZE &K o Ak
02 F)F ARGV AKRE >  BRE > LEXARTHB®
1002 F+ 8y & - EF B REBAED T v AT (602
%H’iﬁ%%%%%m%ﬁ%w&%%%%i&’mA
FE (40 FF) » 3t 45 35 A4 16 A 2 R Ak M 0y 48 B AR K Y )
30X c REWmBZRAMEBRPYEA(80C) KEH
BEHALHZEOC - BEAY > ATIHE Wk £ A£60C -
AN R TR K > FEA4-[4-(4-RXAX)-XB AT A

(S| Dh- o o o\ ot B NV B B o Ak )

e e e o o ———,——,,,, —— e e N )
-—= @ = ¢

PRI R ORI RO S
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F o~ el (197)

WAk -4-FHBER(5.61F) -
S HEGBRATUABR FHR PROMEBELE —_RAREATAKE Y

AXIbalt &%

#%ﬁ:-%n‘f'i;"a(27.5¢\\7'+)ﬂPz4-[4-(4-§Lz:§Lg)-3;t@=;ﬁ
AT X)W &okog-4-BB(55AA )N, N-= 7 % ¥ & fix
(272 )W ERAZESC > £ BB AEEA(1.42
)R B AEH - AR ERZTRZIE ZFARLY S
BEZTR  BBHE2ILE ARAHB AT R(12)Z 1t 4

4 c RBMKZBEARBELAHZEI0OC > EREHWAS50%S
ke ME(SAAT) B Z-TE(12.14 ) 4w & ok (305

i

A REY > BBAEHFE2ICAT « REEFH %
REVEBRETER ANRBEBZARELE - EXRKOEIT
AREER > HINCEHBHBRTIO%SE I > F i E A TR
(42520 9F) » B F A BMER ARIKG R THrk sy
SRTFR  AEWKE T H BB ER S ARHERERY
BEMANR26F) - REBZEZRAHESCI2) 8 >
@B HEFOE R - ARV EZAYD > EES50CH
HZTFRAK FEI-[4-(4-RXEA)XAREA T AW &%
-4-(N-Z XA BEAE)(5.06 ) Bp X1lbazibd i o

6 HMAYTUAREFTHR PR’ MBA —RRKEW Rk

- AIdt &4

M AR(T2Z2AFH)F ZOXONE(14.23 X F )M B & » o &
EI15CT » A &k (2827 )f FEE (11224 F) % 2 4-
[4-(4-RXAE)XREFT A ]w & kwh-4-(N-2 A & &
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AT
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P TR H o R S

B~ s (1°8)

Je)(S5.06 2 F )RR » Bl e A > EHERKRBELR
#B16C « AmmERAERZIHE  HBAFZHE200C » &3
HZREMWIDE > RAEBLEAANT X(60AF ) B & T
BE (98 A ) kA RAMSCHT » BB mk i - BRE
R Rey  HoohBE RO ARRPRRE 58 - 3 A8
BRLEBQ25AH) P X(1OXH)WREM T RZER - B &
BZP AT BAR - AKRQSAF)FARAUERD A
WMERR B EBRKGRITHBHRER  EZHHAE30L
F o MIBERAHESC L BEBH > ABBKRTE K

T EAESOCHEETHRAK > FH4-[4-(4-AXAK)
FHEEBATER]w Akg-4-(N-RAKBBEE)A3DFT) -

T TAR KRG FTRXAEHmA vy XILedy -
T #36
GEPRBRABOCRBEAS WO ES T8 bH S
ARIMLED AL EAER T THZUBHR > Al N-58 K-2-
[4-(4- XA X A)-~xanwbw-4-%)C 8k -
A

A. oA %E®  EFF
KIL &9 20.0%
5L ¥ 79.5%
NG BR 4% 0.5%

RAaAL Ry  ErmRINELSI00E L YRE-ZHABB
EH o —EREKBELASRHE |
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A~ ARl (169)

B. B %EE/ EF

KRI1L & 20.0%
AR RE BR 4% 0.9%
By 8.6%
3L % 79.6%
PVP (R T % vk w) 0.9%

RTRBEREIINDREESA LSRN EAAER LR
Moy kAL - REGLZABRY B K > BB K ER
o EAMAFHEARSELS KRR -

C. Ay
R 0.1%
R = B 20.0 %,
BT 8400 20.0 %,
X A ER0 1.0%

7K #FEZE100%E 7
RIS AR A B ~ B L _B400f B L 3L B B
80F c R AR FHR E AR IBHE O ARBZI00ZH
Bk KA BIEE R AR

PRI P RO 3 1 e A eSS

D. o
K11t & W
e &
i AL 4B BE B 60

%E®, / ET&
20.0%

78.0%
2.0%

RRALA LA Rty RAEEANE D ABRLYBEF -

AR R LR P BE B FA24 (CONS ) AdHLAE (210X 297205 )
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T # 37
TV BBETEEHBRBREZRARBE LS R4 -
ZHmeMEAAIMNMEY AL EARERZETHZTYHBER > H3
Mﬁ%equ4*iﬁﬁm£)‘ e -4-5%1-2 8 R

\n

B

K11t & 4 0.02 %,
B = B 20.0 %,
B —B400 20.0 %,
b A E80 1.0 %

0.9% 4 32 B KX & #HEE100 2 FF
HRNICEMEBAI R B~ B L 84004 B Ly 3L 8 BS
8O0F o« REMmMAREN0I%NAEFEBRERLEMRIBHE - B

BI00E R W EZH e Ek > A BBO2uw E R B
BT AERBOKRETEE
E #138

ZEVRBET LB ZIREALBE RS Yo B4
BeYWEeAXNIMNLEY XA ERESE L THSYBER » # b
N-F2K-2-[4(4- XA XmmA) S aAwbwe-4-£]-2 8 :

B %EZ /$F

K11t & 1.0%

R =81000 74.5%

R =_B4000 24.5%
ek atmraibis—£ EAEAARBFTRAS K% E A
CARA25 LB EFTHHRAF o
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T 439

AEVBBTRBEAZRAIRAREEA G H O Y
o THEWEARIMLE YR L ALRSETHS BN -
fldaN-78 K -2-[4(4- KR ARG A) N Ak &-4-K]-C 8

R e
P& 25 DA
okt 2 K116 &4 1.0%
ok AL 2 3L 8 99.0%
el Rt E-RE ORI EABET HER
&P oo |
K #1140

ZEOPBRBETRARABAZIREABRBERE A b £ 4
BEMEAXNINLEY R L ALE LT HILHBR > o
N-BE-2-[4(4- XA XmmA) N awbw-4-%]-C 8k

By %E® /EFF
K114 4 0.005%
& 89.995%
T B 10.000%

BRI AW ERALE Y » BRABS - REH X AR
AEHEAHNET AORARP o

T 541
ZEGMBTITREHAIRARBEE A S H oy R M &
MeRAAXNILED R A EEZLETHZYBR > fld
N-J8 £ -2-[4(4- XA XA Rabvk-4-A]-C &

>

Fa:l
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Ry %NEZ ETF
K1t & 0.10%
H#EAH11/12 98.90%
i B 1.00%

BRI EH s R EBRPFERT - REBHFEHRE
MEINEAFENYEFES T -
K #5142
e & B e M
42A. % & 8 MMPs #t 5 7 48 B
ARBRBE-10 A2 ¥4 » & KB4 & (E. Coli)
TOAEZ FAE -RZBRASEEH MM KX K A Gehring, E.R.
% A > J. Biol. Chem. » 270 » 22507 » (1995)) o % & 1t 3% &
cEa R BFA3TCTAInMAEXALBERR
(APMA) & 22 1 BF > {5 8 4 5 bm Ji B B 85 - 1 4% b bt 3 85 4
LERXBER  EEEHEBSRITERG&L o
M 3R % B (buffy coats) P o8 h F B X 9 A BB R
-2 #= B J& &% B (Mookhtiar, K.A. % A » Biochemistry > 29 >
10620 (1990)) «
A %85 R B8 -3 89 AT Ak (propeptide ) Av 4 1L M 3h AL ¥- 4% > &
BRBAPARLLZTF A - RIBEBFITUHBAELRR - &

i

0

Wbt 0 B EA37CA1 mM APMA R 1.8 » & f£ 43

G > EHEEHESRMTE RN -
RFEFEMMmpBIRERY  AEEBA&LE XA
4 BB J? B% -3 (Roswit, W.T. % A > Arch. Biochem. Biophys. °
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EAN L e
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225> 285-295(1983)) °

A #8 9 F¥ B% /R (progelatinase)A &y M 1L M Fo R -8 4 £ &
BN ERXRBREAETYRAZFE-—RIBEGEGHENH
RER - EAABEFRAEFNROYHE LR RSN - A8 F-
1Mz A Hmpeyzr iy it XKKWABEERA
# ¥ A37CFA1l mMAPMAR 1. B E L &1L £ F
FAT A R B F A APMA o

RERARFE AAB TN EARE  KREROEE
B mpf it ANBRMEZEMBER (prostromelysin)-1 o 4 #
E23CTFTUABREGBE (15K L/ 2H)REZIIBEZBE
HFAL > FEASR2BKDI Y YR AEY c HERKBRHA T
%ﬂjﬁ%&?ﬂ”’""ﬁ@?ﬁ?-l C REBMABRBMEEBREN Y
AR 4L 0 3 A37C FA A1 mMAPMAKR 21 » ¥
oL ERL EFPBEAFPL@pR Y RAXKYHER
BER-1> R ZBERXA P - FFEA37TCTRIL
mM AMPAR 1. » #F & L FM o

HIPBALRIF L@ P RAELICARIEATER TR
(promatrilysin) (Barnett, J. % A » Prot. Expres, Pur. » 5 27
(1994)) » # % £ 37°C T A1 mM APMA K & 1.\ i¥ & &£ &
> TREHESGRBT ERGLILZ o

FTEZ AP RA R K ILEWBE T HE LB REE
GO

A2B. A ERBII MR/
FAOMBRELSH LK LIBE A HBAAEAL P Z25%
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FAN SIEX

(174 )

= ¥ % #R (DMSO) 89 » # % fbr 5 & (50mM 4 ¥ 8 pH 7.5 »
200mM £, 1L 44 > 10mM £ 1t 45 » 0.005% Brij-35) ¥ # 47 - &
100% DMSO ¥ & # ¥ %I & 49 & & ° 4 100% DMSO ¥ # 4
RE2mM Y L EEH B R -

% 2 M & k1% A MCA-Pro-Leu-Gly-Leu-DPA-Ala-
Arg-NH,(Bachem » Inc.) £37°C F &) &K Bt R A& K #
(Knight, C.G. % A > FEBS » 296 » 263-266(1992)) °
Perkin-Elmer LS-50B & k3t » A 328 &M Kk Bk k
3BERRKZLEHEARRERAE ALY RYE - EZ ST AT
R ZEEH RAEBIOMET o £ & 54T F #100% DMSO
A BRRBEHET S > mH R AR RAKE MG DMSO
A@EETRAE I T ZIHHNE BT HRBERS P&
DMSO & 5 2.5% o v 5 3 # 1 & (K- 330 4 8) KR 2
EMEES0%WHAERGH B RE(Cs)) R R THHE
% o

E #43
EEBL G M

o AEZXNINLEY  HEARARFHBEDIBRES

AEBE(BRERAMBREYBERARINEB )G 28 (HE F AR
VSR TFXE BRI BB RRAE I ERER GRS -

ARG FRME TP EGEIORFTHAD(3ERA
8)» 3A3°S0, 0 PPS- T 4B Mk % 8 (GAG's) R & &
o BHEBREGGH R BEXEZEEAFY > X R ErhIL-1-

atgmN o BRFEBER TR AT LBE T8 (MMP's)# &
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FED PO E P mR R

£ gmst (1)

R OEMEEBERBREE - sk Zrhil-1-a B A
FEA R AR F8 K B B Ao GAG's B X I 4l B 21 o

EhZaMm PRAAKXILE Y  BrEHFHRKFHA

Wt BAEREG R BEF S GAG's B F 89 #E
K 44
B ERA Y SN

BREETHEI>HN > AEZHAINAXNABRAIKTETY
% F X H % A% ¥ (Bishop, J. ¥ A > J. Pharm. Tox. Methods °
30> 19(1993)) «

BEHIOEE - ANLEARIFEHRTET » EAR
% 4% 4% W (Mycobacterium tuberculosis) # £ 89 R ¢ W & &
o BRAETFTXIHAAS A MR S M (Lewis) R KB A -
EHBIHEIRMBHRE T AEAXYNY -—BAZIHEEEZE
FToHETHE kB EHNEARIABERY LSS - HF
gL H-REZARBHREZIHRBE » THEAF KM -
RV EZ I TR TEWHKRFTETFTERY R

E #145
EEBRASMZIELF
4SA R ELPSH X % Y TNFZE 4

1% M 6-8 1 # < ¥ M Balb / & (Jackson Labs 5% Harlan) -
HRERBEABEA6-8E IR - ERAXILEHREZH] - M
% M B AESLPS(Sigma 13129 10-204 % /& &
MR) ELPSH K ZAT30-60948 » Ak FTH X(S.C.)#&
T —RAIb e HEH - HBaAaHHHEHEZTCMCR

~
s
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F~ ERERSER (178)

CMC+2-5%DMSO > £ LPSEH % 1.5 » A A X%
% (metofane) ®y FRB X F » 2 A EH ERH FRBRER &
EE BBk o H kg B E M E E E (microtainer)
> fn 7 % # % (Becton Dickinson #5960) ¥ o & # £ & i #
Mok ATRA R M AKRELE-20CTF > A 3 £ M AR
TNF-a B ik o
45B. ) ARTNF- a ¢ ELISA 5 #f
WBR(EM-TNFAL A@) ) AXERBERE T o (mTNF-
a)%l%@%$ﬁTmhaiE%M M EMSBE-BE
%R M M (Z B FEH : EM-TNFA : Endogen °> 30

(S Di- 05 ot o e Be N Ep sl o3 )

Commerce Way > Woburn > MA 01801-1059 > USA) ° & &
AEER-mINF-a 232 FREHELF > W ARHRRED
(AREBRVELRBFBE-T4E XD RTNF- o) o iF R
H(&E50mA) e mAEH F RO RBSOMI) > £ AZE
BT AZBEAB2-3K o AW k& HIE R W RF ML
AR X AEBEMBILFTFRAIOORIIECBABHEBERAE
HEEZEGHRP » RHA A TR TR £3004 - £ ¥ % (5X)
Z % EHEILFAIOOBRATAARSYTMBEE R &
R BB EBEBRAEATBTHERFERIONE - HF
ANT00 B e P b E R EHR BT L - £BABEFAKEB
(ThermoMax » Molecular » Devices) L Bl & /& 450-575 £ &
k& 89 %% % & o #] B Immunofit Beckman #k 2% » # 2 @2 %
Mg E Gt E B EAME FEHATINF-astg &R - XK
T MM L HFEIFTINF-a > EHEBA(EEZHLPSH

® ————i——————P—————————————

PRI SRS I R

v
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By AL BEUWHBEAIRRERTZ  ZHBRAUREE L
100% # TNF- & °

T hEG M P BATR XY - XIS % B FE wH TNF-
a B MR

T #146
TNF & 3 9 & & 2 #

#£37°C F# A # & Monomac 64 L3z & & M L A 10% 6
4 % B9 RPMI 164032 £ A F » 21X 10° B/ £ #
FH o A BEHERAEZTCTR AR - H230A MR
Lt EA96-L M AR FHEIL T ERE LMW
M15ndE - BAELXRAZHAEATHIORARERAEY
RIfbadh » mERBEHLT > LR FHAI Y1554 - £
H#ILF mAL0MFLPS /' PMARASY » A& FLPSH &R

BEEIOEME £ 0 EEPMAY K REZEII0OEMK
L/ c R Hwhi 2 8 IHBKERERES
o B AR ESMTNFY 4 & - Al A R&D & % TNF
Quantikine £ % 2 # > # F XL R X 9 ¥ R (R&D % &
614 Mckinley Place N.E. » Minneapolis » MN 55413 »
USA ; Catalog No. DTASO) R T A & - #7 - & 4% 2] 3% &

AP ZTINFOyp #8590 &3 HI1Cs, o

TEZ MNP ETARN > AILEHBTHIHHMTINFAE
3Ll A B

T B 47
TNFRBEA G & & 2
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TP 3 O R SR e R S

£ - B (78)

#£37°C F 4 A #8 %) Monomac 6 % s 3& & £ # £ A 10%
4 ¢ 7 45 RPMI 1640 3% A Ad > 21X10°B@mp /£ H
SR o A B G A AITC TR A H230H A=

%)

hmm EAIC-L T AR BEEABIHELT > BB EFE

15504 - BAELXREZBAAFTHIORIBERAR
.Mw%%’m5ﬁﬁﬁ%¢’iﬁéﬁ%%wﬁﬁ°ﬁ
%%?mqu&%PMA’E%RFBJO EWMAE /%

# % # TNF & # ¢ & ¥ - #1 A R&D & &% TNF % #
Quantikine R & » #f » B F A LB XN FE X > REAZ A
oo A FREBEIFBEETINFZHR(Z2HIPZTHINGAFE
MK AL PZTITNFHH B LR FTHEICs, ©

RGP BEATRRE > XIS BATHRENENH
TNFE AW -

AN FLEh AR e AHEERRMAEREN > BF
B K AR AEFERAEANRE T » THERATES A
Mg BTRARNEY - EEEHAMESRE RS F LKL
EMskZvyH 2 ARBHEEA -
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) "ARYL-S(0),-SUBSTITUTED HYDROXAMIC ACIDS,
%  X| AND THEIR PREPARATION AND USE"
g g LRFFFORE 2. x5 M e
3 Y RBM 4XEHR FFH ARG FE
5.8%18 afwc ?4 L3 H A6 EAE VI
7.5 &8 XKL FF
B £ 1.2.3.5.7}’39&@ 4mEX 6.5
~-. g;fg 1.2 B Aw i i 7 3545 #76065%
2.EZBE R ET AT T W RER215K
{5~ AR 3.2 BN H 4T 5 W A F49495%
4. £ RN T 2 RHIR
SEBMMMEBET ST BEFEGERIKS655K108F
6.2 B Aot R &M T REIREFSTHR
7. 2B i L7 T IHRARIE10365F
Jl(ﬂli,g, f,&':)g L E R #hF 3 ERp 4
2. EHERARBA LN 5]
3] #
1.2+ 2.£H
= WHA . s , .
v o LBE RS TRE L EH1245
2. % B v £ 47 2 T 3L 6 R AN 103505%
K £ A
# & ladpibik - £ 54 b.iEM - oW
2K R E
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W o XERAEE ( BRZ LR 2% o 5 S(O)nﬂiﬁzﬂﬂ ’fb#@&;}i?&{%‘ﬁ/i‘

&mﬁ

)

AEHAERMATRAIILEHY

3t

n&0~13x2:;

Y & 7 & R XONH- » £ ¥ X & & K& 5k &
R'2Z & 3 1& 8t 3% &

R2&B & -~ d #FA - FE -t FAHERLE
BlRE B A A - BFE BF A BT A RKR
(X BEBHE (BAx2 24 "ARYL-5(0),-SUBSTITUTED HYDROXAMIC )

ACIDS, AND THEIR PREPARATION AND USE"

Compounds of the formula:

W'W= -
o |
.OR?
wherein:
nis - 0,1 or 2
Y is hydroxy or ‘{ONH- where X is hydrooen or lower alkyl;
R1 “is hydrogen or lower alkyl; ’
R2 is hydrogen, lower alkyl, heteroalkyl, aryl, aralkyl,
' arylheteroalkyl, cycloalkyl, cycloalkylalkyl, heteroaryl,
heteroaralkyl,  heteroarylheteroalkyl, heterocyclo,

heterocylo-lower alkyl, heterocyclo-lower heteroalkyl or
-NR6R7,~ wherein:

-2-
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i
AS
B5 '

v P R AR (KPR )

A~ #BRCBERZI-KERA ?MMQ%%%%E&
-NR°R"» & ¢

BE-KBEREA BRALERERA - FE - #
% A o R A
BR RSB A CERARLER AR A - 3
X # % A - & Fw A - -C(O)R® ~ -C(0)
R®R® -~ -SO,NR®R’~ -SO,R'"* ~ % & # £ & % & &

b
&

‘

iﬁ%%ﬁﬁwwﬁﬁ*ﬁ’ﬁiﬁﬁﬁﬁ:h¢

(1 3 mi D e Joh il i otk B A B el B v S )

RUFR S B A MARE  BRE - RRER |8
B R FRACBRFEA BRFRAKMER L |
ARVE AL BRA BRARE - F A - |
FRE - RFEBRFRA - BRAAME LA |

3T

EXBERHE (BPZLMHE , ” )

R6 is hydrogen, lower alkyl, cyclbalkyl or
cycloalkylalkyl, aryl, heteroaryl and heteroaralkyl;
R7 is hydrogen, lower alkyl, cycloalkyl or
cycloalkylalkyl aryl, aralkyl, heteroaryl,
heteroaralkyl, -C(O)R8, -C(O)NR8R?, _SO)NRERY,
-SOzR10 aryloxycarbonyl, or alkoxycarbonyl or &
’ R6 and R7 together with the ~mtrogen atom to which
they are attached represent a heterocyclo group;

AR
=)

wherein ° ‘
R8 and RY are independently hydrogen, lower

alkyl, cycloalkyl, cycloalkylalkyl, aryl, aralkyl,
heteroaryl, heteroaralkyl or heteroalkyl; and
" R10 js lower alkyl, cycloalkyl, cycloalkylalkyl,
aryl, aralkyl, heteroaryl, heteroaralkyl,
heteroalkyl of heterocyclo; or
R1 and R2 together with the carbon atom to which they are attached
represent a cycloalkyl or heterocyclo group;
R3 is hydrogen, lower alkyl, cycloalkyl, cycloalkylalkyl, aryl,

- 2a -
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v b SRR (LA )

AR FHR BRMELE &£ REFER L

R B & ~M%h%‘ﬁ%%~% AR A F A F R
A~ A EF i‘% A RKHE R EA K

R*E & ~ &3 m%~ﬁ%£iﬁ&§&%:ﬁ

AR THRER MELE - KREABREAXBEZLAD © &

u%&%%wﬁww&&—ﬁ’ﬁﬁﬁﬁﬁﬁ%ﬁﬁﬁ:ﬂ
THMaE A BRA B RARE S F A FRA &

%Ea%%mﬁ,
tﬁ%%i &%z@ﬁ&%ﬁ’um% P b B2 M
R & AE KA *é%%é%ﬂﬁMﬁ@%m oo 5]

¢ Mg B R BEE o
EXERBE (BRAZLME : )

aralkyl, heteroaryl, heteroaralkyl, heteroalkyl or lower
alkoxy; ’

R4 is hydrogen, lower alkyl, cycloalkyl or cycloalkylalkyl; or

R2 and R3 together with the carbons to which they are attached

- represent a cycloalkyl or heterocyclo group; or

R3 and R4 together with the carbon to which they are attached
represent a cycloalkyl or heterocyclo. group; and

R3S is lower alkyl, cyéloalkyl, cycloalkylalkyl, aryl, aralkyl,
heteroaryl; or heteroaralkyl;

or pharmaceutically acceptable salts or esters thereof exhibit useful

pharmacological properties, in particular for use as matrix

metalloprotease inhibitors, particularly for interstitial collagenases.
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