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KE® (6 .6g°0.0257mole) BRES
MEBET  FRES  BEFRAKADONLOOME
EHEEMRS  BHEMLI 9 . 15 (0. 257 mole) =
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E4E—EH® 6 .58 (519%)

NMR (d>DMSO-—4ds)

5 .00 (s »2H) 7.4 (m~ 1H)
7.7-8.05 (m>2HY -
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BE# - 50 FERTHRMARLEEZREFENE
BEEMEBRT  AEBRARADN 1 0 0 - B &
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14 9% &%)

M5 3
6 — (2 - (4 — (8 —mHE) AEHBE) Z8) %X

# A

0 .36¢g (1 .5 mmol) ¥ 6 — & & 2 3 5

B~ 0. 32¢g (1 .5 mmol) & 8 — /A & Ut o & nE ok -

0. 2¢g (1 . 9 mmol) ZWBRM -~ 5 0mg LR

B ZBMEMELE AL RERAAATN 3 5 o HEMHE S
S REWE T 2 0 NE o KT S Al Bk W
AINGELMELp HALE A RBEWEVENEZ
BMZED c BB ABRZBZEE > TUEDR > e

0. 3 g HEHRY - BLEERVERZBRZESF > 4
BZBMZEBRFANMNERBRAMFEN LEZESD
BEESERL AFEABAEVLANBEELS > U8

AMEREE A P EHERALDE (ONS ) ALIE (21029704 ) -13 -

i e e s s i e ¥t Saeerer v ——e— —— ——
) N .

¥

—— e e e b
& S —

R



448 0.

A7l
B7

o RREA 1)

0.18¢g (32%)<c®EE® > m.p.200°T -
NMR (d»CDC1 3)

2 .74 (m>»2H) 2 .89 (m*» 6 H)
3.44 (m>4H) >

6 .76 —-7.42 (m~>» 7H)
8.07(m>»>1H) 8 .83 (m=>*»1H)

B i 6] 4
6= (2 - (44— (6 —BuhiL) AFHHE) ZH) —

% 3 I W
%0 .36 g (1.5 mmol) Z 6 — i B A 3 3 I 14
B~ 0.32g (1.5 mmol’) &8 — 7 & U b 4 0E W% 0ff
0 .85¢g (8.0 mmol) MEESH - 2mg 2B LME
3 MEZEAMEL AR EERAAADN 3 5 o HE
M MBERERERI X REFUA > BARE
THINZHC | MEpHERASE 4 - SEEAE > A
INZHC | BWEDHABE 7 » U BENENZZBZ
B - B AWK ZRZER FUSERALRSE W8
1 . 3 g v EBBMRY - SZHRPVESEFR (1 . 1
) EFH  BWEBERZBZED &2 82 8% 5

M RBERAEREN UHZECYREERZ HBHFRF

LBEDEUR/O0 . 9g (58%) cEBEE m. p .
200%C -
NMR (d»CDC13s)
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2 .72 (m->»>6H) »2 .86 (m=*»2H) -
3 .83 (m~->4H) 6 .9~-7.9 (m~ > T7H) >
8 .72 (s »1H)

B i B 5
6 — (2 - (4—- (4 -—hoFRE) NEHHE) 28) —
& H UE U ER

M1l .13g (4. 7mmol) 26 - HZEEHER
B~ 1 .0g (4 .7 mmol) & 4 — A & Ut o & ok of -
0.64g (6 .0 mmol) ZHkEME I3 Ol Z ZEHRM
ERERESREARADNIOILBEERST - BMEKEK
20NN RETFUURA  AAHE ZH1INZ
HCIMWHEDPHHAERL - SHHEAKE FLNZ
HCI®EPHFABRT U KEMENEZRZETF -
B AKBERZBZIBERE FPULEERES  TH0 .5 ¢
ZABHRY  HZBHRVWETYBEWN A=K/
FESEREA > AR/0 . 2g Bl eadmRY - KEZHRK
MERIBZIEBEY  TIZBRIEH#ARININVNEEREBT
HMANTHBZEREGWERSE  THO0 .37g (11%) F5a
W-m.p.200°T -
NMR (d:»>CDC13s)
2 .78 (m-»>2H) »2 .88 (m=*»6H):
3.65(m>4H) »7.0-8.1(m~*»7H) >
9 .18 (s 1H)
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B0 .24g (1.0 mmol) Z 6 — W B & % 5 1%
B~0.24g (1 .0mmol) 24 —HEH-1-AKE&
M EZR -0 . 13¢g (1.2 mmol) ZHEHRE2 5 m
CIBAMELELRESERARADTNW 3 5 ol HEES -
MR EREN S 6 B RETUBa > BARE &
WEMENEZBRZE S - ABABREZBZER L7
MZES > T/0 . 49 g2 BEHBEMKRY - HZ MKW ET
BWBEEN  AZAFRBSEER > THO0 .36 g2 %@
G BXERBANZIMZET 4% 2% 2 8% HEM
WEABMAMP NN THFEEWBEHSE - 78
0.26g (55%) xHE®E®B m.p.200°C

NMR (d->CDC13). :
2.8—-3.2(m*»12H) >

4 .01 (s »3H) 6.7—-7.6 (m> > T7H) >
8 .26 (m:» 2 H)

BERAT
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1 .0g (3.9 mmol) & 6 — ¥ B 5 % 5 1% W
0 . 85¢g (3.9 mmol) &5 — A &M W% /W& k&
0 . 4g (3.9 mmol) ZHEN - 2meg 2HALHE
SOMZEARAMELARESERARKA LN 3 5w H
ERS - BEBERERBWK L 8/ PULA - BHED
EEUHFEBEUBERNZBZE K+ - BLNZ
HC IMEpPDHAEB 2 . OLHMABHEREFRBRY
MBY - - WENBWEERZBZE/ KT ALNZA
GHMEEDHALSS . 5 ULABMLZBRZIBE - A
BAWHZBMZEE  FPLULERRAES  WHO0 . T7Tg2
Ef - WEZEBERZBRZET S ZBZEEAEN
WEEGBRABFRERN  THIRADERESE > T8
0.70g (40%)Z%®BHE m.p.200°T -
NMR (d»CDC1l1s) 1.9 (m~» 4H) »
2.95(m»16H) »6.8-7.2(m*» 6H)

B i Bl 8
6 — (2 - (44— (6 -—RE-—-8 —EwH) SNFHE
) ZFE ) — FHEWE

0 .84g (3.5 mmol) &6 — & B 2 3 3 g wk
B0 .80g (3.5 mmol) 26 —FKHE-8 A&
MEIEH - 0 . 37¢g (3.5 mmol) WEH - 2mg
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BAERZBZEE > FUERRES  WHO0 .33 ¢
PEGCEHE  BERBEBMBARZIBZIEY 4% Z2BZEW
FANMEERABFEN  THZECYERES - &
FBRIVERABRELANE  TH0.32g (20%
) Z®EEB® >m . p . 200°C -
NMR(d’CD013)_=2.8(m'8H)

3.4 (m->4H) 6 .7-7.3 (m+ 7H)
7.7-7.9 (m> 1H) :

T 5B 9
6 — (2 - (4= (1~ (6—-—FHE)EZE) XNG0HYHLE

) L HE ) — A E

A . RH345m (3 .68mol)cHEZEER4LS
g (0 .428mol) ZHBRANELEELRERLER
AODWEEBRS - %1202 (0.899mol) Z&
CEZERHEMERBRIVERRT - K T95CT

KEBRBRLIO6IR  BEEHEMK K/ 1
NHCI - AREBBERE - £E8/% 1/ % BKBEK
H O RBRAFAWERBMAONBRBEF KBER - #2185
BB AEREAE FLUBALBEFENEZ
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MZE -  AARBABRZBZER > &5 & 55 G S8
EHHERRTEBEL  c FEARENZERE > TE
5.0g (6 .1%) CHGBEESG -—HE—-1 -8 -
NMR (d »>DMDO—-ds)
7.0-8.0(m-">5H) »8 .6 (m=*» 1H)
B.#5.0¢g (26 .3mmol) 26 —H—1-2
MESOMFAEAMELEAEE MBARYERESE AD
B 125 EEMRS - ¥6 .25m (28 .9 mmol) &
“HEEEBREB ALY ( diphenyl phophoryl azide ) & 4 ml
(28 . 9 mmol ) CEZRBFHUEAMELBR TN E S
B - MEERER 1 /MK REBEEAK 2825
FoBTFUBR - AARBABERE  SECRBHS
RETFLUZESR  -FAEEARE—SREBEY  LEREE
BE - AAGELATUESR  WRREHARD NG R
w6 -F- 1 -KEZE 1.0 (24%) -
C.#1.0g (6 .21 mmol) 26 —f— 1 — W&
£% 1 .8¢g (7 .76mmol) ZN-—FHE= (2 —%&
ZH) BEELY - 3 . 3w (19 . 2mmol) 2 —HKF
EZBES Oy RRMANELELEERARA DK
125 M EERT - K ERE R 2 4 N6 - 5538 40
EFURBERTHRY - BZHRUPIAZRZE S
AARBRPURE S EERBASER LFURDE
MTHRY - HBERVETPBEEN  EH AP 5ES
HRE > UBEMRWZ1 .58 (75 .5%) 1 —%

AR AN P RBEFAES (ONS) AL (210X 20748 ) -19-



448 0q

A7
B7

Fo~ BCEEER AT )
E-4 - (6-HEH) - AG W .
D.#1.5g (4.69mmol) 21 -F%—-4—
(6 ~WMEE) —AEWY -+ 1 . 2. (31
FE - 3. 0225 %N MMBENERS 0l 2 B E 1 5
REARAOW L 25 LHEMN -REBT BIRER
BELE6IME RAZED  HRELE  TEEBEESD
" HIBZEEBMRWON - (1 - (6 -HE) BE) — A
GUWH (0 .420¢°39%) TEERRTENS

. 3 mmol )

o

E.®HO0.420g (1 .83 mmol) 2N—- (1 -

2E) NG MWL -

0 .

440g(1

. 8 3 mmol ) &2 6 —

(2 -BZE) - EHEWE

194mg (1

. 8 3

mmol ) R B $h -

5 O0MBFERTERN - BEELAENRL

A MELEETRMERETF

WRERABZADOKNL 00

HERST KHEREEERI X R 4HB A8 TR
BMBEROBRY  HEZBRUSBERS5 0l AKBRT 5
CBLEF AINGELHFEEDH  BWEBLHE - I
AARBABERZMZER - SR 2B BB RABHNE

% MUFUER  REETVEBN - B2 EWNE S & 0
ol BPUEASR HHBBEUMAZR /2895 &8
.

A MABTLUEE  BFEeCEYNEERERARY A
i —H®@E® ' m.p.295CT-300C:>214meg
L (EE: 229%)

b

ﬂ

AR BB F R FARA (ONS ) AL (210 2972 B - 20 -

Hﬁ

xﬁ
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A7
B7
A R 8 )
5 11 0
6~ (4- (d4- (1 %E)AGHBE) TH) %
RE N ~
A.RH200gs8BE - 16.7¢ (0.1 | %éj’
mol)24-METMR13.51g(0.1mo1l |7
) EHBEBAMELAMARRFRARAONS 00 |5
¢

MEEBRD -EFEL115CT BRERBSR L E > 2H i
6O0CT M#BL1 .50 - ABELEA KT #a
45408 REWEBRELAKTLUESE - BXEBS 2
BRAMST  #B2 2058 B¥ FEWERTUESE
E%H%ﬁ’W%12 3g(43%)2%5@@%%
6 - (4 -WMTHE) - EHEH -
NMR (d >DMSO-—ds)
1 .77 Cquin-»2H)>3.00 ¢t »2H)
3 .45 (t»2H) »7.0-7.8(m: > 3H)
B.#10g (0.035mo01l)26-(4-3
THEE) - X4 E®HE26 . 08w (0 .35mol
VZERZBEMELEERBRRY  BEFRIAEAONY
i IO OM=ZSHEHERT - %12 .93m(0.08
5 mo l) ZEZ2ZERWKIWEMEZBL DN BE ST
3 ’mm5ﬁ?'%ﬁ@ﬁﬁ#16m%o%@%ﬁﬁﬁ@
E ARG - BRHFBEROEEEBLE A KTLUERE - R
§ HEBENERBY  PLUBSRRER  THAEN@ER
B M6- (4-SHZEEETE) —EHE®@E . m . p

AR BT P BB RAZA (CONS ) A4S (210X 2970 & ) -21-

A
5



44804 8

P

<. Tge on

1§

TR RS RS

A7
B7

L BRBEA {9 )
. 100C~-103C>10.47¢g(98.7%)
C.H5.0g(0.0164mol)Z6—- (4
~EZERZMEETE) - EHEWHE 100 LFBERI]
EXHBMMAMELBARAONL O OLEER S « R
ERT HARXEHEBR LB REFLUED > 683
HUMA_RFR,/ FES BHC L KE®RFLUWNE -
THERBRMER AFLUES TEZHGEBWG6 -
(4-RTHE) - FEHEUH >m.p. 130T
133C>2.57¢g (75 .7%)
E.H®O0.658g (3.10mmol) 26— (4-—
RTHE) " FHERE- -0 .7¢g (3 .10 mmol) N
- (1 -FE) NEM®Y -0 328 glMM- - 2mae
MAEMES OLEAHEANELEELEERAEA DN
IO OEERY - WERERERK I K > FUED » %
REVMA_RPRS  DAARBEATLUBE 92T
MEBRNERATUEDS  -HFENBEDERTW BB -
AZBMZERSERA  KWEWERAWD > BFHC 182
REBEEYARAFYE  YHEREFENOCEE > AR
MPLUB®HEFTUER > THE6 . 76g (46%) 28
“E® m.p.231C-233°%C -

B 1 1
6 - (2= (4= (3 - (N-(3-—ZHHE) XEE)
I ) — NG MMEE) Z 5 ) I E W

ABHR BT P BB A (CNS ) AdULE ( 210X 2970 4 ) -22-

BpsEest )
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SRt A

[P

( mipres

i 3



448 04§

R

D TRk

AT
B7

P R

!

Z~ AR 5LEH RO )

1 .0g (2 .89 mmol) ZN—- (3 -—=HHE

BE) B ME) AHEMY - 0.70g (2.89mo !
) X6 - (2 -BRZE) EHERE -0 .31g (
2 .89 mmol) MW RS OLFEETEFRGANESRLS
WEREN 125 MEERYT  UHZIRSWERK 1 8 /I
- HEKERSANLESESBPRZBZERAST - 8L
BIEBULAKRGONNELBABERTLUBLE » o5&
MBRMEBRLEPURSE T8 MRy - HZHRyEs
WEREBK RAZBZIE/ _GFRBKER KESEYD
MBRADLGHEBRZBD - AERABREEEE YR
EHREREENER  THEELAYNWESEBRE > m .
P.280C-282T>0:758g (47%)

EMEA 1 2
5 — (2 - (4~ (1 -%HE) ZH) Kot

A .30 .T7Tg (230mmol) “&HIMLE- 150
mZ ZHABRE3 . 8w (48 mmol) EEHZEEEMNE
EAWRERSBRARAODNZ2ZES OLEERSD - R 1508
MM 85 . 0g (37 mmol) XEBUZEGERMEH
MEPETFTHRGY D - WREBREER 1058 RETFU
B2/ K BRERSWS > BENEKRS - PLURESR
#oOBREAREANVRY  BABE > BTFLUE®R T
BT .67g (9 7%) 25 -—RZEBERG B -
NMR (d>DMSO—ds)

AR A P E BRI (ONS) ALK (210X 2970 4 ) -23-
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i, 48

PED R R B P I 2

A7
B7

A BB R )

3 .40 (s »2H) 5 .05 (s » 2 H)
6 .8—-7.9 (m ' 3H)

B.H®5 .02 (23 .9mmol) 25 -RZMER
MG RE18 . OMZEMZIBANELETSERERAEL A
D6 100mEERT - —BHa > —BES . 77w
54 .9 mmol) ZEZEFHEMELBR G N BT > 1L
BiEBah  EREBRT  BERERER 1 61 - X%
MEREBREAAKKAS > PLUBSE  BELEFH RO LS
CEE AKRSHMUB®R  EFUSH TE5 — (
2-RZHE)LHY® > m.p.168C—-170°%C -
3 .0g (64%) |

C.#¥370mg (1 .69 mmol) 25~ (2 — 4
Z%) BBk 400mg (1 .69 mmol) 2N~ (1
—RE) AEMHALABE - 200mgBEH 2ng
Bicsh  LDRS OWMZHERTEMAMELE AR EER
ARAONS O EERS - BERERE R 2 4 /8
FURARES - SBREUMAZBRZE S > 8k R Bk
TURR  SHRBRBACERLTURS - HAEREY
ETRWBREN  AZBZEBRE  KEEWES LFUE
BAB-WHERY BEBEBHERYERZET > AER
MEABTURE  LKENBY  BZRELEZABRYE
FUEZHR TH-SHEEH® m.p.303C—-305
T »6.03mg (845%)

AR AR P BERATA (ONS ) ASLIE ( 210X 2972 4 ) -24 -



“ GO U4 O

A7
B7

WP RO N omn BRSNS

2o BB 22 )

7B 13
6 - (2~ (4—- (4— (2, 1, 3 —FEHmE_8x)
AFE M E ) Z8) — %5 E K
A .#2.0¢g (13.2mmol) 24 —frg— 2,
I, 3—FHFmE_m® .2 .54¢g (13 .2 mmol) = H
EAZKEE®HE - 4. 19¢ (39 .6 mmol) 2BE
e 2meg P MUMBES OMZEANETETLRER A
RAODHN]1 25 MBEERT HWIEKERBER 22X > R
TUBRARES BREREYMA_EFHD » BAT
DI  PHECHBNERETUERS - SFEBTWE
TWBEN  AZBMZE/ PES®HEEH LKEEYSE
HSAETFLUESE THEHRWZ4 - (2, 1, 3 -%3i
BoWE) -N-FEAGEM™Y 6 . 28mg (20 %
)
NMR (d »>CDC11 3)
2.5 (s »3H) »2 .8 (m:* 4H)
3.6 (m>4H) »6.8 (m> 1H)
7.5 (m - 2H)
B.#¥620mg (2 .64mmol) 24— (2, 1
, 3-FKHFHEoBWE) - N-HEAGHBHE -0 . 22 4

nd (2 .6 4 mmol) ZEFHBZEER]L S L - ZER

MEEFWESERARALON 2 SMIE]E?EI? R FE
BEAH L 6ME  REFURARES BFEWEYY
ETWBRBIN  B_RQFKR /ZBZES%RER » ¥ kE

AR RS B 3454 (ONS ) A404E ( 210} 2970 4% ) -25-
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AT
B7

& BB 3 )

EV@Sy THEFEGCEHEBZ4- (2, 1, 3 - %
THME) -N-ZHBEEBREASAEMYE - 53 0meg (
69 %)

NMR (d»CDC 1 3)

3.6 (m>»4H) 3.8 (m>»4H) -

4 .4-5.0(m>2H) >

6 .6—-7.6 (m:> 4H) -

C.#¥530mg (1 .83mmol)Zz4—- (2, 1

3—FHBEB _BE) -N-ZRBEESEAS MR
COMZZERMELEERBRERALAODMN]L 25 £ H
BEG TSN ERR AR EN - B
BEER 2 . T/ 08 KBTFUSARES - W W R
KB REY  THEHEGEBEZN- (2, 1, 3 -—%
HE_WHE) AEMY > m . p . 240C—-244C
365mg (52 %) '

D.#365mg (1 .13mmol) ZN- (2, 1

3-FEHE _WE) ALMH - 275mg (1 .13
mmol ) 26 — (2 —WHEE) XHEWHE - 359mg (
3 .39 mmol) ZHEM - 2mog MAUMKE4L 0wl ZER
MELEREBRERAODN L 25 LHERT - $% R
BEER 2R RETFUSANELER - BB BIUM
AZGRELE  AAER  SECRBHISRLETURSD -
HEBRREVWETHBREN  LZBMZE,/ FES%EA
UMM EEVRS  BEBR -SRIk / FET > #HE

AMGRR B T BB FARA (CNS ) A4HLAE ( 2102070 48 ) -26 -

Bk )

B

e B

M
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448045

A7
B7

A BEYHEI 24 )

MHC IWZBER  BEVWRARFY > BEAEFHSES
 HZBTUWEE  ERETE228me (45%) 1
BELSEY m.p.166C-170°%C -

B 1 4
6 - (2 - (4-(1-%H) -—AEaMHEE) 28£) ¥
padl -3

BEHABEMEH - 822mg (3 .88 mmol) ZN— (1 —
RE) AGWMO - 41 0mg (3 .88 mmol) Z 8
KOO ZAERTHEMANELELBERRAZADON
lOOwBEERSD - WEARKEEBKR 2 4/ > K% F L
WAIRER BHREBYEYWRMAZBZEDS » AA RSBk
TURR TERGRAEE BEFLUES - BRZBZ
FREFMBNER THEACQEBWERELSY -

P .198CT-220TCT >540mg (36%)

HERE 15
6 = (2 - (4—- (3 - FHHBBEWE) KHEHBERE) Z
) F I E W E

M4 .82g(0.022mol)ZN- (3%
HRBEWE) NS Mo (KEHHFAS
44119 01FBIANWAFERNEB) -5 .32¢g (
0. 022mol)Z6-(2-RE) ZEEHEBRR

W1 .0g (3 .88mmol) 26— (2 —@EHE),

AHGER AT BEREESE (ONS ) AdRIE ( 210K 297 4 ) -27 -
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AR R R Op R Hom e b

&~ BEAGLE g5 )

2 .332(0.022mol) ZHWBMMES 0L
FERTERANMELEESEEN L 25 LEERT - 1
HEEVEWN L 8IE - BERERSANLSESERZ
@ZE&K¢°%%&Z@ZEE*%*&%ﬁ%@kﬁ
KEBTFLUHELE  SHEEHRBOIES EFUER > T8
—HARY HBHMRUETWEBENR R ZBZES%®
BH - KMREVBSELA S8 K  EFBETUER o
Ff—HGH#® m.p.185C~-187°TC -

NMR (CDC13)
1.7C(Cbs>»1H) »2.8 (m-*>8H) -

8.6 (m:*>4H) >6.9-8.0(m> 7H)

HHEH 16
5= (2-(4- (1, 2 "FEHB®ER -3 _H) A&
Mok D Z M) ¥R E g |

0 .62¢g (3.20mmol) 25— (2 —827%
) — BB 0. 70g (3 .20 mmol) Z MM « 2
mMglBMUNBRSOACFEETEMAMEL T &S A
DRBEHEN L 25 LEEMRT - BEREHEE W 4 0 /b
BoORGTUSRA  BREREDR N EBSUERWE
B AZBMZE (1 : 1) 6REY LEA4%ZE
ZRZEYMEE (1 .5 1) hEEYw - BEUH G
B (R:=0.2 5%2RZBZBEEHERE) X% > &
REMMA_E PR  BHEMEHC | AN Z B

AR AGAR B BB EALE (ONS ) AL ( 21020704 ) -28 -

)

A
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44804

A7
B7

A~ HESLEA o6 )

RUBHTHEY  BRHEFESEBLBZBETFUELE - 7
DBRYMARE®ESE DUAMBEWBEIRERNF M
MEEBRREL  RETFLUEBRMER - B EBELS
MERBEEEYE THRRWEBED m.p . 288<T
-288.5T -

MEBFES — (2 - (4- (1, 2-FEHEmE®R
—3-E) AEMH) Z8) - RO EMUNE R TR
BTEILEY

5-(2-(4- (1, 2 -FHEEW -3 — &%)
AERWHE) ZH) -1 - ZETH A ERABRE 25 9%
'm . p.278C—-279°%C;

5 (2 (d- (1, 2 —H#REW— 3 — %)
NEWMHEE) 2H) - 1 -—FELSEBRERRE S KkSY
»42% "m.p.283C—-2865°¢T:

MS (%) 392 (1) >232(100) >
177 (31)
ﬁiﬁ*ﬁ’szHzthqOS-HCl- 1/ 2H:0 -
HmwfE : C 6 0. 33.H 5 . 9 8,N 12 .79
# HHME:C 60.37,H 5.84,N 12 .7T7:
i 5-(2-(4- (1, 2 -FHBmEMHK— 3 — )
o AEWMHE) ZH) -1 - (3 -HFHE) REB&EEB
i BRka® 8% m.p.221CT-223%C:;
f MS (%) : 488 (1) 256 (4) »233 (
! 100) 177 (15)

e B B R 2k )

[T T S e i e e b e — . et —— e
1 T

v
R

AR RE M ¥ REE AR (ONS ) A4S ( 210 % 29720 ) -29.
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Al
B7

I BB T )

LRI » CerH2sCIN,OS «-HC1 »H20 -
HeamE: C 59 .6 7,H 5.19,N 10 . 31

TWME:C 59.95,H 5.01,N 10.14:

5-(2—-(4- (1, 2 -FEHFEmEm_— 3 — &)
NEWMUBE) ZHE) -3, - HESHRERBEES
K&EW+»40% > m.p.289CT—-291°C:

MS (%) :406 (1) 232 (100) -
177 (42)

TRAH > C2sH26NsOS «-HCI1 »1,/,2H:0 -

BHwME:C 61.11,H 6.24,N 12.309

HWE:C 61.44,H 6.22,N 12.01

5 - (2-(4- (1, 2 - FEHAmE® 3 - 5x)
AEWME) ZHE) -1, 3--FELBG . 76 %
m.p.256TC:

S'—(2—-(4- (1, 2 - FEHAEEK -3 - &)
ANEMHE) Z2F) -8B (BRKE- 1, 3'—mo:— ) —
2 -MERBBLAkEW > 50% 'm.p. 29 1T —
293C (5@)

MS (%) 432 (1) >232¢(100) -
200 (C11) 177 C36)
TRAM - CesHesNsOS-HC1 +«1,92H:0 >

HwE:C 62.81,H 6.33,N 11.7¢9:
KHWM@E:C 63.01,H 6.32,N 11.34:;

0 - (2-(4-(1, 2 -FEHBEmm _— 3 — )

$mﬁﬂamm¢@@$ﬁ$(GW)Mm%(deW%m) -30 -
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LR SIE TR

AT
B7

Ao RS B8 )
NEWMBE) ZHE) -1, 3, 3-ZSHEKE GGG
BEKEW  63% m.p.225CT—-257C:
MS (%) :420 (1) »>232100)

177 (37)
TRIH > C24eH28NsOS -HC1 +-1,/2H:0 >

S - (2—-(4- (1, 2 -—FEHEmEuw 3 _ 1)
ﬁﬁﬂttﬂ#%).z%)—G—ﬁﬁﬁéﬂﬁlﬂ%ﬁ@@@?ﬁé%’
18% m.p.291C—-293°<%:

MS (%) 420 (1) 232 (100)
177 C37)
TLHRFH » C21H: 1 Fa0S - -HC1 1,/ 9H:0 >

5- (2~ (4-(1, 2 - %XHBEmEWE_ 3 =
) AEMHE) ZE) 7 —mMESE G AR RE - Q%
'm.p.253¢%C:

5 (2—- (4~ (1, 2-—FHRmEW _ 3 1)
AEWHE) ZH) -6 -RESBBEERE > 2 0 %
'm . p.>300°%C:

MS (%) : 488 (1) 256 (4) >
232 (100) 177¢C15)

H@wf@:-C 61.85,H 6.49,N 19 .029:
THWM@E:C 61.97,H 6.34.N 11.93:

BEwfE:C 55.93,H 5.36.,N 12 .42
HHME: C 56 .39,H 5.30,N 12.19;

ﬁ%ﬁ*ﬁ,C21H21C1N4OS'HCI' 1/72H20 >

AR R LS P o B 4R (ONS ) A4 (21029704 ) -31-
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PR R P S S S N

50— (2 - (4

AW E) TE)

AEMBEE) ZE) —6 % - 3,
FBR® > 359% m.

A7

B7
A EPASLER B9 )
ZwfE:-C 52.50,H 4.71,N 11.39
EWM@E:C 52.83,H 4.93,N 11.42:;

- (1, 2 -FHEmW -3 - &%)
3 — Z HE R0k

P .284C—-—286¢6T:

THFSH > C2aH25FNsOS - -HC L1 «- H20

B : C °>7.67,H 5.89,N 11.70:

EWmME:C 58.03,H 5.79,N 11.77:
5 - (2 —-(4- (1, 2 -~FEHREHEE - 3 — &)

—RBEEBPLEKEYW > 26 % > m . p

. 131C-135T%T:
MS (%) : 406 (2) 270 (8) -
243 (65) >282(238) 177
(45) 163 (100)
RRSGH » C2aH:6N2sOS + 1,/ 2H:0 >
HwfE: C 66 . 48,H 6 .55,N 13 .48
EAME: C 66 .83,H 6.30,N 13 .08
5~ (2—-(4—- (1, 2 -FEHEE® - 3 - &)
AEMHRE) TE) 7T -HERKBBAEW > 7% > m
D . 126CT~-129°T:
MS (%) 424 (3)
RS+ CeaH:2s FN4,4OS » He O
W@wM@:C 57.67,H 5.89,N 11.70:
HHM@E: C 57 .96,H 5 .862,N 11 47
AR KA P BB GRS (CNS ) A4 ( 210X 2970 8 ) -32-

{ SRt iN BB )
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RN BE Mm-S R

"

AT
B7

Jo~ FEEABLA B0 )
5—(2—-(4-(1, 2 -FEHEEmw -3 — &)
ALY E) TE) -1 -ZEBEBEELAkEY - 25
m.p.126TCT-128°T:;
MS(%)=424(2)’298(10)’271(
50) 232 (34) »177¢(538)
163 (100)
TEZHH » CosH30NsOS + 1 ,/2H:0 ;

EWME:C 67.94,H 6.73,N 12.2921
5 - (2 - (4-F-1-%) AEdHE) Z25&)
—l - ZERGRESREBBEAKEY - 21% > m . p .
>300°T:
MS (%) 399 (1) 22596 )
182 (30):70¢100)
THEDH > Cee Hzas NsO «HC 1 » Hz O ;
Zw@E:C 68.78,H 7.10,N 9.26:;
TWHME:-C 69 .09,H 6.72,N 9.20:
5 - (2 - (4-F-~-1%) AEHE) Zz&) —
6 - RERXBLESHEBE - 23% m.p.289°%C-—
291°7C:
MS (%) 389 (1) 232 (3)
182 (32) 70 (84)

BEm@E:C 62.82,H 5.60,N 8.97:;

€

HEw@E:-C 67.69,H 7.04,N 12 .63:

EESH,C24H24FNsO -HC 1. 1/2CH2C 13

AR A P EB FALA (ONS ) AGEAS (2102970 4 ) -33-



A7
B7

Ao RS 81 )
BHME:C 62.42,H 5.82.N 8.77:
5 - (2- (4-F-1%8) AGHBE) 25) -
T-MESHREHEE > 22% m.p.308C (

5 )
MS (%) 889 (1) :225¢(100)
XD CesHz2aN30 -HC1l - CH:C 1, ;

H®E:C 58.78,H 5.93.N 8.23:
HHEMB:C 58.82,H 5.80.N 8§.27.

EHH 17
6 - (4- (2 - (3 -—FEHAWEWE) AHUBL) 7
®) K Hmw g

1l .03¢g (4mmol) 26— (2 -BZE) —%
FHHEMWE - 0. 83 ¢g (4 mmol) ¥ N — % 5 5w & ~
WY -0 .84g (8 mmol) BESH - 2meBAHmE
40 R ER TER AN EL GO BEEEEAON
10OOmMEEBRS - WEKBKE R 3 6 165 » %% F 0
WAl B THEBRED  NFEBEVESYEEF
M ZBZIERERE  TEHE—WHRY > B mKRYH A
—RFELY CHEBEBRMAHC | MR Z BB Ry
MBRATH - BWE AR HZBEE > PGSR
BHIENHABRLEFPUER T8-S @HE  m . p
- 288T-290C 1 .44g (76 .7%)

$mm&£mm¢@@$ﬁ$(mmwmmﬁ(mmwwa#) -34 -
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AT R B B SR

AT
B7

£ BEEABLAA B2 )
% 55 5] A
EKEERA L 2 AT 2 ERES - (RZBE) B
W — R R F 0 BE O E SR o ARG T 5
& -
5 - (RMZME) — 1 - ZEZLBBE  (81%  m
. p.157C~-1597%C:
NM.R(CDCla)
0 (t»3H) »3 .60 (s *»2H)
3 .85 (g »2H) »4 .70 (s »2H)
5-8 .15 (m> 2H))
5 - (BMZEEHE) — 1 — 5 4% T8 gk (
Ci:Hi10C1NOz2>92%>m.p.201°%C-

-

202T)
1 - (3 -REHE) -5—- (RZEE) BE 5%
8% m.p.143C—-145°%T"> |
MR (DMSO—ds)
.85 (brs*»2H) 5 .10 (s 2H) >
.8 (d1H)Y »7.4-7.6(m-*»4H) >
.9 (s+d-»2H) -10.6
5 - (#zEm%E) -1, 3, 3 -=0£Ru 0k
82%  'm.p.182C~-185
NMR (CDC1 3)

-1 o W Z w

(brs »1H)
c

1 .45 (s »86H) ~4..65 (s 2H)
6 .9 Cd1H) »-7.9 (s »1H)

AR R L R BB AR (ONS ) A4S ( 21029700 ) -35-
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Abstract

A pharmaceutical composition for treating Tourette’s syndrome obsessive
compulsive disorder, chronic motor or vocal tic disorder in a mammal, including a human,

comprising an effective amount of a compound of the formula

' X
e LD
Ar—N ; v

N— (CZHA)
or a pharmaceutically acceptable acid additicn salt therecf, wherein n, X, Y and Ar are as defined

above.
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