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[0320] ) & mEAALEY) 60

1)

[0322] [2R-(2a,3aa,8B,12bB)]+[2R-(2a,3aa ,8a,12bB)]

[0323]  {EEE FRAEALES (100 225, 2. 56 2% /K ) Al THF (5 2T, 10 ZEEEIK ) ¥ 2M 11
N, N= &I\ THE (20 =T+ ) F g RLA4) 23 (0. 3 35, 0. 64 ZJEIR ) i, £ 130C
GBI ) PGSR RIR G 8 /N HAF LN Pare MNP o 76 R NAAHI A2 =0
25, 0E BREEAIE BAE A N R E Y. BLDCM (100 271 ) W IERIF % ), S8 )5 LA
NaHCO, ( & KM FIVETR, 2 X 100 ZTF) K (2X 100 ZTF) FlK (100 ZT1) EHvk. T4
(Na,S0,) A HLZEFH B2 W ™ W Y, 285 8 40 T AR s (e, VeI :DCM/
(MeOH (NH,;) 71 2. 5% ) glifbimf3 2—5kE Y, Hid ik =W\ T Et,0 WRIERR (1.2 &) 1
A P A R L0 N B R R i e AR A L TR Y B AL A ) 606

[0324]  d) il mAELED 35
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HN
Y
O
[0325] L O -L-AERREE (1 1)
XY
OH
[0326] [2R-(2a ,3aa ,8B,12bB)]

[0327]  FEMNHHORE R ZALEY 34 (0. 367 ZJER ) VEFRENET 2 =) . fEIm#HAHH
(H)-[R-(R, R)1-2,3- Z2 T Z& (0.066 5 ) AN (3 2ZT) . ZEPREE
IIANEZ FIPAER (10 =) RAWIREGY, RIG R A IREGWE =MW TR 2 /. 38
B (B pERR ) VIR G T8 (B2 IR T 53 /0B ) =2k 126 =g (T4% ) [¥5x
LA 35.

[0328]  SEjfs) B12

[0320] il & &AL AEY) 3 A4

[0330]  (E&ALEW) 3 MU 0 )

HN

[0331] Y a0

4Qaz

o]

[0332] [2R-(2a,3aa,12bB)]

[0333] 7F DOM(20 Z 7} ) T $ii #: WO 03/048146 & Fr & ) [2R-(2a,3aq,
12b B)]-2-N-( LR FEE ) -11- % -3, 3a, 8, 12b— PUS{ —2H- — 2K [3,4 :6, 7] FRFE [1,2-b]
Wi (0. 00336 FE/R ) o B IIAW 7K (20 Z T ) PRI R (0. 01011 BE/R) (A5
B (0.00169 EE/R ) FIN, N, N, N= PUT MR E (1 ¢ 1) (0.00034 FE/R ) ¥ RIVIRE
WIAE I N HERE 22 /Y. 7ERETE L (dicalite) FUERRULIED), UL DOM YELAR G B &2 -
DAVEANE5 7K NaHSO, ¥ G vE— IR A WIAH. 73 EANLZ, 285 EL DM ZEHUK = =k . LLKTE
WEGWANE, T Od i Ak QO CRIEST ) ¥l HEREY (0. 981 w) gL T
BN, 2R 5l i KromasilKR 100-10 RP-18 ¥ HPLC (¥EFEVE :0. 2% [ DIPA/ (CH,CN+0. 2%
DIPA) BHREVEGS ) BT . WA R oy, IRJE 25k (B0°CHERE 2% ) Wi ™4 0. 269
R EY) 4. £ OB (13 ZFF, p.a.) FHHZHEYR G LL 6N 1] HC1/2- TR
(0. 150 ZZF4 ) BRI ER (1 0 Do A 2-TAE G #,p.a.) . IRAEVEER T
FE 1N EBRDTIEVIAR G T (60°CEAET 3 /M) =2 0. 200 52 (17% ) I
a1 3.

[0334]  =LZjifi] B13

[0335] il & A4 AW 104
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= N}[z
O
[0336] OO
[0337] .CH,0, (1 2 1)
[0338] [2R-(2a ,3aa,12bB)]

[0339]  7EERE T LU / ik (0.5 50 ) 1R AT E L MeOH (100 ZF ) FEIha1LE5Y)
25 (0. 00046 JEE/R ) LY 30 438he EMC H, (1 &) )5, fEREEE - B i RA5 a7
ARG TEUE P28 R B Y. iR T DA Ak (PRI :DCM/ (MeOH/NH,) 9/1) Zlifb7%
B T PRy RS o K 3RAF B 5% B WD A i & — B R AR S W SR AT 1)
[ AT 7= 4 0. 026 78 B &AL &4 104,

[0340]  SLJf5] B14

[0341] & m &AL G4 122

1l
[0342] Y
=
F
O
OH
[0343] [2R-(2a,3aa,12bB)]

[0344]  FEZEL T HiFEDOM(10 ZF) R EAAAY) 112 (SEEfs) B13 Hh Bl ) (0. 00049
BEIR ) OHEEEEL (0. 00054 EEIR ) FI= 2% (0.00064 EE/R ) VB&EY 2 /N, SR 5 [ NV TR A
W5 JZAE7K (30 =) R DM (50 ZF+) 2 [Al. LK (30 =T+ ) FIfrEhK (30 =) &
AN, ARG T (NayS0,) I3k S 28 RE . T8k DAl (PRI DCW) 4k
VR R . W= IR oy 25 RIS =4 0. 085 T &AL A4 122,

[0345]  SCJif5] B15

[0346] a) Hil&mALEY) 131

[0347]

L
N. 0/\

[0348] i ZJiE (5 ZTh) PHRIREAGY 75 (LB S 4 Hili& ) (0. 00086 JEIK ) -
FBAIR 2R (0.00096 JEIR ) MIBKIRAR (0. 00257 W%T) RIVR S IAE 150°C IR B 55

10 80 BIREYA 2 =R G I DO, iy EIR &Y. L DOM B BE It uEsk B
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Vo 28 R PETS I RIS o AR N B R AR G (SRR :DOM/Et0Ac100/0 F1180/20)
iR Y. W= oy FF 2 R E N =42 0. 307 58 (90% ) WIEm&AL&4) 131,
[0349]  b) W& HmAALAED) 103

[0350]

WA

[0351] Na(l : 1)

[0352] s TK (1Z=FF) &Sk 0. 00085 B /R ) WA T ek (10 =)
W B AL A 131 (0. 00077 BEIR ) o OVIRGWITE S N HFE 24 /Mt I Na,S0,. 18
b gERR AR . 28R IET VI HIE . LA CBEAL IR B, AR e i uE R e A 0. 255
v (85% ) WImZAk&54) 103,

[0353] & 1 A1 2 F iR bk seitifl e — priil s sk (D a7,
[0354]
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((daz1'oeco)-¥e]  (1:1) DH H- a-11 H- HO- o= |1l €
[(daz1veg0r)-u7] H- 411 H- HO- o= |1 y
[(daz) ‘vecoz)uz] H- 41l tHOO- H- o= ]9 4
[(dazi‘vec0)ue] ¢ (1:1)'OHYY H- 4-11 H- H- o= |9 1
[(dqz 1 ‘vego7)-uc] - 11 H- H- o= |9 1
©J LYoy
HEFFE/EFUNYT R A A A X |
% HENISY
X
S
N\ /
A
EN—2HD
R-

[0355]
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[(daz10eg0z)9e) H g-1t ‘HO *HO- o= |9 98
[(daz1vego7)uc) H- 1011 HD- HO- o= |8 12
[(daz1vec0g)uz]  (1:1)*OHD H a1l HO *HD- o= 19 41
{(daztveg07) ] H- 411 H) HO- o= |9 €1
(dazi‘veg'gr) + (dac1'vecor) H H- HO *HO- o= | v L8
[(0qz1‘geeDT)-oST] H H- HO ‘HO- o= | ¢ 01
[(daz1 ‘o2 07)-o52] H H- HD HO- o= | v 6
[(0qz1‘dec D)+ 47] H H- ‘HO- *HO- o= |+ 8
[(dazi‘oee D7) oT] H- H- ‘HO HO- o= | ¢ L
(dazr'oeg'ge) * (1:1) *O*HO" H- H- HO- *HO- o= (¢ S
(daz1oee'ge) H- H- ‘HO- *HO- o= | v 9
©J Lo |5
HEFF/EXYT R R A B X 4] @
o WE (SN

[0356]
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102 [(daz1veg'0g)-ou2) : (1:1) 'O D a4-S H- H- HO- HO=| ¥ £6
[(daz1 ‘veg'0g)-4E) H- in JAuoyd- H- HO=| ¥ 26
((daz1‘veg'DE)-uC] H- a1t Kpg- H- HO=| ¢ 16
[(daz1 oeg'0)-uz) H- 41 H- H- HO= | £1 06
i(daz1veg v)-ue] H- | *(CHON-11 | °HD- HO- o= 1|5 0z
[(qz1708g07)-47) H- | SHOHN-11 tHO- *HO- o= | ¢ 61
[{daci'veg'o)ue] ¢ (131) 'O H- HN-11 HO HO- o= {1 FA
[(dqz1‘vegoz)-Ac) H- HN-11 tHO- HO o= 1{1L 81
[(daz1Des07)-¥z] H- *HOO-11 HO- HO- o= |9 91
((dazt “oeg ‘gr)-sTd
H- *HOO-11 HO- HO o=1]9 si
+H(daz1'veg 07yl
©J Lo | gu
HEXF/EUNT R A A Y X | o
HE LA
e

[0357]
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(0qz1'0R¢"gr) + (0qT 1 veg'n7) H H- HO HO- | HO=| ¥ 68

[(dqz1vee0T)-41] H- H- ‘HO ‘H)>> |HO=| C ST

[(daz1‘dec07)-4S7] H H- *HO- HO | HO=| ¢V vt

[(0qz1'0BE07)-4ST] H- H- HO ‘HO- |HO=| ¢V x4

[(daz1'dee07)-»2T] H H- *HO- HO |HO=|+¥ (44

[(0qz10eg D7) o T] H H- HO- H> |HO=|¢ 1z

[(daz1 oeg'd)-sue) : (1°1) *'O*HD a4 4-01 H- MO |HO=| ¢ 86

6'€81. [(dqz1 veg'de)-sue] © (1:1) 'O D" 4-9 411 H- HO- |HO=|¢ L6

[(@az1vRE07)-SuE] ¢ (1°1) *OHO! 4-9 d-11 H- HO- | ™HO=| ¢ 9%

8761 {(@azieeor)-527] < (11O HYD H 411 H- HO- | HO=| Vv 56

6112 [(oqzr*decor)wuel  (LD'OHD" | 3¢ H- H- HO> |HO=|V b6
©J S |5
HEXE/EANYT RS Rl A R X i | @
Rt WE|SW

[0358]
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7691 {(daz1'oecozyuT] - (1:D'O*HD" H- | XCHON-IL | HO- HD) [ HO=| T 1€
[(dazivec 0797l H- | HON-11 | ‘HO- HO- |HO=| ¢ (4
[(daz1'vegn7)> 47} H- *HOO-11 ‘HO- HO- |HO=]1 8
[(daz1'veg D7) u7) H *HOO- 11 *HO- HO | HO=| T o
41)¥4 (dazr'vee'de) £ (1) *OFHYD" as d-11 ‘HO- tHO- | HO=| ¢ 6z
(dazr'wee'de) a-s 11 *HO- HO- |WHO=1| ¢ 8z
[(daz1oeenz)9el £ (1°1) 'O HD H- 411 ‘HO- HO | HO=| T Ik 4
((dazyvecoz)-uz] H- 411 ‘HO- H> |HO=| T 92
©J AN
HEFF/EFAXYT oA o A R | X 4| @
W WL

[0359]
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(1:p) 'O’
oLl H- a1 HO- H- HO- H- 1 4 €L
[(daz1‘ds veg g)-yz]
[(daz1d8 ‘veg 07)-uz] H- J-11 HO- H- HO H- ¥ w
96 [(daz108veg )Nzl H- 411 tHD- H- HO- H- ¥ SL
(ao) O Ll s
wy¥E/EvwT | o S L S 4
HmEx E-p £
¥

[0360]
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Tint

SO°H"D

[(daz108'vegc0Z)-de]

*HD-

tHD-

101

Lne

SO°H"D

[(daz1‘dsvee‘dr)-ou2]

:»

a1l

HO-

=l

n—.—Uc

:n

001

1'L81

(I:1) 20°HD"

Y5 08
Utk L F ogsoL
[(daz1"0gveg 07)-5C]
+ [(dqz1'dswec nr)-stl

a-11

‘HO-

ml

HO-

.—le

$$°02°(BND) o' 101+

(e
[(daz1 o8 veg ng)-AT]

g1

HO

"

ml

vL

(ao)

HYWEF

HE¥TF/EFUYT

'm

ed

A

i

A

o

&%

&
i
N
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() romw
2T09 ‘(BN) oL9+ 61 H- d-11 tHO- HO- HO H- € 99
{(dazi‘vg'mec02) )
(a1 ‘dsoegnr)-uzl+ o . o o o o c 6
(gqz108veE DE)-uT) '
[daz1'ds wecd7)-4z] n- 311 HO- HO- tHD- B- s $9
06 {(dazi‘agveg'ng)-yz] H- g-11 HY- Ho- HD H- y 89
[daz1‘dgmegvr)ue] H- H- HO- HO- 1o H- € oL
[(daz 10 e 07)-dt) H H- *HO- HY HY- H- £ 1L
() oy
U5y by
1'261 U L ¥ (A F Ov09 a-¢ H- - H- HO H- b 201
[(oqz1‘gs‘gus v7)-uel
+{(0qz10g8 ‘gec 0T)-A7]
(ao) (N L sw
u A A A b u | @
HEXE/ENYT | ¢ t ! t s w¥ | e
HWE¥ B
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[(daz1*08 0ec02)-u7) H- 311 NYOOHD- | ‘HO- ‘HO- H- Sl €01
[(dazi ‘g8 vec o) yz] H- HHOIN-11 Ho- HO *HO- u- £ 6L
[(daz1 08 veg DT)-ue] H- CHOIN-11 HO- HO HO- H- € SL
1:0 "0
6L [(daz1‘gsDec'nr)-ouel+ d-s d-11 HO- HO- HO- H- £ L
[(daz108‘DRe'dT)- o101
(gacr'dgoeedc a-s 411 ‘HO *HO- *HO- H- € 9L
(dac108'oecdr)
td9) )y
H- 11 HO- HO HO- H- 14 L9
[(daz10g*veco7)uT]
((H 32(eLi2 Co X
H- d-T1 HO- HO HO- H- £ »9
[(daz1'ds veg'z)uzl
(ao) (o N} S | o u
k. | | b | ? { }. | ', § g 7
HE¥XE/ENYTE | £ : ! ¢ ’ w¥ | ey
HwwEY Bt £
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[(daz108 vec07)-uz) H- 11 Koyg- H- H- *HOO- v o1t
(B o
881 [(daz1 g8 oeg 07)uz) H- g-11 HO- HO H- HOO- v 09
+{(dqz10gvec ‘07)-ut]
[(daz1‘g8‘vrg02)ue) H- gl 4d-*HO- H- H- HO v 601
[(dazi‘ng‘veg07)4e) H- 411 4d-HO- H- H- HO- 4 801
[(dqz1°g8‘veg0g) -zl H- a1l wya- H- H HO- ¥ Loy
[(daz 108 vee0T)-sT) H- a1l Kag- H- H- HO" 4 901
[(dazi ‘g8 vee 0T)ue] H- d-i1 H- H- H- HO- €1 Sou
[(daz1“0g veg07)¥z) H- a1 H- H- H- HO- £l $01
[(dqz1'0g veg D7) MT) H- a1t HOO'HD- | HO | HO- H- St €1
(ao) Q) S| s
L 1 e C A L 4 O
HaE¥ E )

[0364]
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(1:1) °0°H*D"
S L
rAYA “oE H-S 101 HO H- HO- HO- v 911
{(daz1°gg oec'dr)-suc]
+ [(daz108DRg ' gT)-SNT]
[(oqz108‘dec D7)+ uT] - H- HY- H- HO- HO- b s
14 {4 [(0az1'g8" dre D) -+ ¥T] - H- HO- H- HD- HO- v 1418
[{daz1*ds oee o)zl H- 11 H H- HO HO- £l €11
((daz1*0gvRg0OT)AT] H- I H- H- HO- HO- £1 411
(D oH
H- 311 HO- H- H- HO)HDO- | O1 £9
[(daz 1908 oeg'ng)-u7]
[(daz 1*0g‘veg 0Z)-u7T] H- 11 43-*Ho- H- H- HOO b i
(aw) (0%
L | L
' | ' | o A L | t: | (4
HEXT/ EWE | ‘ i _ ‘ ’ W ,«w
HwE¥ - £
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LSOz {(daz108veeDT)-ST) H- a1 HO- H- HO- HO- 14 1741

[(@az1'g8 ves07)-4T] H 11 mo w\ﬂ B | wo HO- v | s

[(dazi'0gvee07)-uz] H- a movmuﬂ H- *HO- HO- vl w

{(daz1'gs'mec0)-¥) H- J11 qd- H- HO- HO- b F41

[(daz 108 ves0y)-a7] H- g1 ud- H- HO- HO- (1741

[(daz1‘gs vee0r)-u7] H- 11 - H- ‘HO- HO- v 611

((daz1'0gvec07)-¥T] H- a-11 - H- *HO- HO- v s8N

(©1) °0°H"D"
1Ly [(dqz1'g8*oeen7)-SuT) + H-§ J-01 ‘HO- H- tHO- HO- p LU
[(dazi08veg D7)-SuT]
(ao) X

A

b § . § b . | a t! § (4 l
HEXE/ YT | " ¢ : : ‘ ’ W¥ /m\m

HuUE¥ o )
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[(daz10gveg ) uTd H- d-11 HO- H- HO- HOO- 14 29
[(daz1'ds‘vee 0g)-uc) H- a1 9d-“HO- H- HD- HO- ¥ og1
[(dazi0gvec07)-ue] H- 11 Yd-HD- H- tHO- HO- v 671
(¥1)°0°H"D
L'€61 [(daz1'ds pec'd)-uc) 49 an *HO- H- *HO- HO- v .41
+ [(dqz1vg‘vRe’de)-suT]
((S030% se}
1414 B s 49 a-11 HO- H HO- HO- 4 L
[(daz1°dg'vecny)-suT] +
[(daz1'08'v8E 0T)-S47)
9161 [(daz 108 vee‘dr)- A7) H- a1 ‘HO- H- HO- HO- 4 971
8'80¢C [(daz1'ds e 07)-ST) H- 311 HO- H- tHO- HO" v 174 |
(ao) o) Ly Lw
. § b b § o q ' (4
HEF T/ EWHT | , “ L N A 4
HEY Eot )
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7%
(aD)

15
¢O)

IR F /R RAH
[2R~(20,320,83,12bf)]

R‘
-H

R3
11-F

Rl
-CH;

R
H

R‘l
-CH;

R‘
-OCH,

1%

4

%
61

[0368] 4 HTH Kl
[0369]  MRFE T A v iE i v H VAR iy / i o AR A (LCMS) 23 #7736 3 AL &40 o
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[0370]  HPLC #fFEvH 2N [ Agilent [ HEAWE R 40 CIHRIEHMFAZS K HP 1100, i H
ERERBUA A B ARE R (PDA) AN S AR5 43 U 2 OGHUN R ES (ELSD) k2 A
A HEL I 28 U 1) B DA E R A HL A A K ERAE 1K) Waters—Micromass AT IS [A] (ToF)
ST o

[0371]  7EHUH Agilent A H) [ XDB-C18 B4 (3.5 1K, 4.6 X 30 =K ) FLIEEp5h 1 2
FH PR AT A HPLC, A FH =R sl (ahAH A 0.5 5 / FHEE R W s sl AH B -
LG SBhAE C L) JHENHAE & 80% AL 10% BL10% C & 6. 0 43Py 50% B 1 50%
C, 22 6.5 7380 100% B FHARFER 7.0 208h, SRS TE 7. 6 43P LA 80% AL10% B Fi1 10% C
PP A AR R 2R 9. 0 20 Bhe FHAE A IRV NEN 5 FTF.

[0372]  FIH 1 A 45 B o (R I 1 AP Py M 100 22 750 (436 301 2 R g . B
R R A 3 AR SR AL B AE AR 140°C o B BUSAE A AL 2SR, IEAT
T A R A2 30 IR, IR — M EITRCA T I B a2 2% . B AT
Waters—Micromass MassLynx—Openlynx &l R4 LIRS T T % k] .

[0373]  J3#fr&i RANF3K 3, FLINAZ T AR IEAR 9+ S b 5 1B 2L +H

[0374] %3
ey w5 Tiir B 1] WA R s HiE
5 3.53 308
7 3. 84 308
8 3.73 308
9 3. 85 308
10 3.7 308
15 5. 78/5. 99 338/338 FERBEREEEY
17 2.76 323
21 4. 12 306
22 4. 29 306
23 4.1 305
24 4. 26 306
25 4.73 306
26 4. 94 324
27 4.79 324
28 4. 83 342
31 4. 99 349
40 3. 48 342
41 3.05 342

[0375]
WwEY s Vit B B 1] WA R s it
44 2. 96 354
45 2. 16 328
47 3.32 360
48 2. 89 324
49 2.77 324
50 2.82 324
51 2.83 324
52 2.85 324
53 2.88 324
54 2. 84 324
55 2.85 324
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56 3. 67 356
57 3. 94 356
58 4. 22 370
59 4. 07 342
60 4.1 342
61 4. 02 342
62 4.13 342
64 4. 69 325
[0376]
WwEY s i B I} 1] WAF R0 & it
66 4. 57 326
70 4. 55 307
71 4. 76 307
72 3.92 312
74 3. 87 312
76 4.62/4. 69 344/344 FERGEREEEY
78 4. 88 351
79 5. 12 351
80 2.97 354
90 4.1 296
91 4. 324
92 6. 55 372
93 4. 19 310
94 4. 09 310
95 4. 16 310
96 4. 29 328
97 4.21 328
98 4.18 328
99 4. 05 312
[0377]
WEY s it B e 1] WAF R & HiE
100 4. 06 312
101 4. 00 312
102 3.91/3. 99 312 ERG A REY
103 361 370
104 2.67 300
105 2. 44 300
106 2. 82 328
107 2.79 328
108 4.86/4.93 390 FERGEREIREY
109 4. 87 390
110 3.83 342
111 5.62/5.67 404 ERGEREIEEY
112 2.35 314
113 2. 46 314
114 2. 49 328
115 2. 54 328
116 2.75/2. 83 346 FERGEREEESY
117 2.81 346
118 2. 87 342
[0378]
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WEY s i B I (] WG 2R & &iE

119 2.92 342

120 5. 63 391

121 5. 64 390

122 4. 14 406

123 4. 14 406

124 2. 45 328

125 2.53 328

126 2.35/2. 62 328 G TR E Y
127 2.79/2. 86 346 G FHIREY
128 2.73/2.83 346 G FIREY
129 5. 03 404

130 4. 96 404

[0379]  C. ZjBE2ETTE}

[0380]  SEJif C1 -3 144N 5-HT,, Fl 5-HT,e S AKHIGE 26 )

[0381]  FEVE RSN MERC AL il e X (D WA 5-HT,, AT 5-HT,. SZARMIAH EAE
Mo 85, ¥ BA SRS G oG AU R B RO MR R A s SR 2k (1 2 5 =
20) LRI S REAIL R FE T s 983k (0.2 £ 5 ZTH) . ERFREN, U PR
WG B R NG GBI, 43 8 456 52 VR B IRCR 18 M) SRR R 256 1R I 3
YT, ARG T 25 A 2 AR BT TR R R o D5 4 T & 6 0N 72 52 Ak & 0 RS2 A TR AR
HAE o 8 Pl B (1 52 AL A4 N 225 ) 46 RN RO TR AR I B R IR S . 30
TSR T P A 25 B SR B 5 52 DAL S ) B 45 G S R0 ) R BE R L8 o A G % 5-HT, 5244
(RS0 7 I 52 FRA R 90 2 AR AT RO PR AR 45 A58 < (a) AN ZRIETE 5-HT,, 24K, FI
[ TIRIL150 1B AU PEFC AR R I T 1929 4 ;LA K (b) AZRIETH 5-HT, 5244, FIH [H]
FhFZ2 M (mesulergine) VRN HEECARZRIL T CHO 40 L.

[0382]  sjitifs] C2 :NET 4% FH I3 A4 40 20 #r

[0383]  WAeAE AR R 2 B IR R Ultra—Turrax T25 XML JRHLLE S Tris. NaCl
HIKCL (43791 4 50 S IR L 120 ZEJE /KM b 22 IR, pHT. 4) HIUKYA Y 82 i P 3047 221 JBiAk,
SR G R B AR S ME R R R R R 4 A S M B TR R 45 5 /E Tris.NaCl F1KC1 (43
Wil 50 ZEJEE IR L300 ZE R SR 5 ZEEE SR, pHT. 4) (R UK VAR I 22 P PN 4 SO PR IRE A [3H]
Nixosetine (NEN,NET-1084, ¥p i Pk~ 70 J& B / Z2BEIR ) ke 20 N EEIR / TR B i
AT o ARJGHRI S 50 ST 10% DMSO A R SRR IS (Mazindol) (fZ8IKEE 10°° IR
/Tt B2 AL AP PSE R R Y R TR A (400 Bt ) R R A5 40 43 R ) 2 1
FOR MR (50 4Tt ) dLEEFE. B GF/B Unifilterplates i) Packard Filtermate
W SRR ik 8, 2R 5 BLE NaCl FKCT fPKyA Tris—HC1 L2y (50 2B /R 120 =B /R 4
ZEJEIR, pHT. 456 X 0. 5 ZF+ ) IEPE G e SR Es G iE M. RN ISR B i e T
B 24 /Yo FEFIH Topcount IR T ELES BT VHEC BIAE N SRR AN I 9835 24 /hAf . A
H S-Plus M (Insightful 247 ) THEREF M G4 454 & E 4 L

[0384]  SEUfifA) C3 <D, ARG & WG RSN

[0385]  Hf AR Z Uik D, 524k — H R By CHO 40 Mo (1) ¥4 VR Wi JEE A%, F) FH Ultra—Turrax
T25 RN KBS IS Ak & T3 NaCl . CaCl, MgCl, KCI ( SR h 50.120.2.1 Fll 5 ZZJEEIK, DA
HC1 J%& 42 pHT. 7) W) Tris—HCT A6 I 2% by N BiRe 2l 5 e ME AR e ME 45 & O 2 2
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TR S o ZERS I S8 1 8 P9 B O PR C AR [3H] MRIR % (NEN, 5 Jeys Pk~ 70 f2 L / =ZEEIR )
W RE . 2 ZNPEIR / FEo 4345 50 FUTH ) 10 % DMSO Xof I\ A fth by 55 (e &K 107° EIR /
TE) BRI G W HIE BN HEEAA (B0 3 ), SRS R IR (30 438, 37°C ) T 400 ST+l
A . 1t GF/BUnifilterplates I Packard Filtermate WEERR KL UE, SR )G
LLUKYA Tris—HC1 221y (50 %K spHT. 736 X 0.5 2T ) JEVEC JGlllEiE Mg Ak
TEMA NSRS T Topcount NFRTEFEAS BT UL BT e TR 9825 . R S-Plus A
(Insightful 2w TR RS SMEEG5 MR H ot

[0386] K 4

[0387]  BIRKGINAIZE REL (pICs) {HAT T « "n. d. 74aRKIE . MR RN HARYE A
RGP ER WO 03/048146 LAY 2, AR T a4 AW EY) A, FHECA K

1Al D,/NET $I4E A -

’fJC/E:\% éﬁ% 57HT2A 57HT20 Dz NET— W%M’Eﬁﬁ Dz/NET
A 8.9 9.2 7.5 7.8 0.96
73 8.7 8.7 7.2 7.4 0.96
43 n. d. 7.2 6.0 6.3 0. 96
111 n. d. 7.1 5.5 5.7 0. 96
58 7.6 7.9 6.5 6.8 0.95

16 n. d. 7.3 6.0 6.3 0.95
70 7.9 8.5 6.9 7.3 0.94
105 8.0 8.4 5.2 5.6 0.92
63 6.5 7.0 <h 5.4 < 0.92
109 n. d. 7.9 5 5.4 < 0.92
118 n. d. 7.0 5.7 6.2 0.91

59 n. d. 7.3 <6 6. 6 < 0.91

[0388]

WEY s 5-HT,, o HTy D, NET— 03 D,/NET
78 n. d. 7.0 5.7 6. 4 0. 88
125 n. d. 5.2 <h 5.7 < 0. 88
45 n. d. 8.1 6.4 7.3 0. 87
41 7.5 7.3 <6 6.9 < 0. 87
66 7.6 8.4 6.5 7.5 0. 86
107 1.7 8.2 5.8 6.8 0. 86
25 7.9 8.4 6.7 7.9 0. 85
115 n. d. 5 8 <h 5.9 < 0. 85
56 n. d. 7.3 5.1 6.0 0. 84

12 1.2 7.1 <6 7.2 < 0. 83
114 n. d. 6.0 <h 6.2 < 0. 83
44 n. d. 6.9 <bh 6.2 < 0. 81
77 n. d. 7.3 <6 7.5 < 0. 80
60 n. d. 7.4 5.4 6.9 0.79
124 n. d. 5.2 <h 6.5 < 0.77
34 7.5 8.3 <6 1.7 < 0.77
113 n. d. 8.1 <h 6.4 < 0.77
74 7.9 8.4 6.2 8.3 0.74
93 n. d. 8.4 6 8.2 0.73

71 6.9 7.8 5.9 8.0 0.73
23 7.6 7.1 5.7 7.9 0.72
29 n. d. 7.9 <6 8.3 < 0.72
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51 5.9 7.2 <5 7.1 < 0.70
101 n. d. 7.7 5.4 7.8 0. 69
126 n. d. 6.3 <5 7.2 < 0.69
99 n. d. 6.7 <5 7.2 < 0.69
[0389]
WEY s 5—HT,, o HT,, D, NET-  I4EH D,/NET
102 n. d. 7.3 5.1 7.5 0.68
106 7.7 8.3 5.9 8. 4 0.67
95 n. d. 7.3 5.2 7.8 0.67
119 n. d. 7. 5.0 7.5 0.67
94 n. d. 7.7 5.3 8.2 0.65
24 6. 7.6 <5 7.7 < 0. 65
100 n. d. 6.8 <5 8.1 < 0.62
110 5.9 6. 4 <5 8.0 < 0.62
104 7.9 8.6 5.1 6.7 0. 60

[0390] =t C4 A A e MK b

[0391]  DARASINAI A N S Aok AR IR A & B AL A 0 A AR e P DAFT Bk O HR

RS9 A FHELEL.

[0392]  FEHUBIY BALAHLA 2 Ja , P T B Lo 73 BTl Ot AL 2R 58 . AEUKIR 1 0. 1
JEE/R Tris—HCI (pH7. 4) Ze R NUERR A LIE R I 2 (M. 2R )5 T 212 R B IR
FARBIREBIR . £ A RRRIUKIS 1 0. 1 BEIRBEIR sh B2 rP il (pHT7. 4) 3 iUk 4 2tk 24
TX10 B FEI AL IR PR BOEIE TUKA /Lo £E 4°CHY 9000x 3¢ B LA i)
2920 73l REIRAGH LIFWAEAF T -80°CIHF A4 04 “S97,

[0393] £ 100, 000x 3¢ | &L SO- L) 60 7 b (4°C ) o W ARG 9 LIR30, 1 I3
BRI AR KR LA 0.5 58 JRALZUE &R 1 =TI SRR BIVE T
0. IM FRIBRR Eh 2l (pH7. 4) TP If A “TloRifg”,

[0394]  FE FHMARHPIATE 7% -
[0395]
Xt
IR £5 22 Py (pHT. 4) 0.1 FE/R 0.1 FE/R
MR V5 R 5. 0 JHUBE IR 5. 0 PE IR
HEAJE - &b LOZw /2T | —
R - ARG — 1.0 =5 / ZJf
NADPH- F=AE 2 48 ™
[0396]  * & — AL nBE” S9” SR A ANTEAL (£E 95°CTF 10 43%h)
[0397]  ™NADPH- f=4& G HE 0. 8 =L B8 SR 245 W —6- MR £5.0. 8 ZZBE /REAULEE S, 0.8

AT 2 B -6 TR 2 SR

[0398] ML 0. 8 ZZEE/RK ) NADP FFUGBEAT I B S 1555 15 438, SRl &E 4 250 7t .
[0399]  JEIL AN 2 AR DMSO ( B Mg ) &b B0 (10 4380, 900x 7 ) FEAFFAE

oM ARE BRI A AE =R (2] DMSO 281k e B, ANt 24 /i) 80-20°C (A0
LJEE AR NI, AL 24 /) .

[0400]  #RJEiE L LC-MS IS HORLAAR P 32 AL S W AR R BE 1) 7 VR o0 i EiE VR
[o401]  HZEH %) FK 6.
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[0402] K6
W) SRR AR R %
SERIE S WA A [2R-(2a,3aa,12bB)] WATRER 21.85
41 [2R-(2a ,3aa,8a,12bB)] Ui 25 R 2.25
26 [2R-(2a,3aa,12bB)] Ui 25 R 2.6
66 [2R-(2a,3aa,8a,12bB)] R 11.35
[0403]
=] SLAKAR 2 EhR I R %
70 [2R-(2a,3aa,8B,12bB | W S 13.5
40 [2R-(2a,3aa,8a,12bB) |- Ui 25 B 4.0
71 [2R-(2a ,3aa,8a,12bB)] UiE 25 R 8
72 [2R-(2a,3aa,8B,12bB8 )] UiE 25 R 6
74 [2R-(2a ,3aa,8a,12bB )] g 9
80 [2R-(2a ,3aa,8aa,12bB )] Uie B3R 1

[0404]  D. ZHEYIHISLiER

[0405] A& Sfe] T Ad FH K “ IR MR Ay (AL 1) 2deR (D iy, B 25 BT i
FRCER S, AT AR AL 25 S A AR BRCE: N- S

[0406]  SEjtifdl D1« 1 ARVE R

[0407] K 4- FRILKTFERTEE (9 50 ) F4- BIEEARXTRANS (1 ww) WIEEZIMAIK (4
TF) e A 3 FHEZEEBOCE R 2, 3- 2R T R (10 %), RIS O (20 78 ) o
WG IS TS G TR S R4 43, ARG N 1,2, 3- TN =BE (12 F+) J2 70 %6 (1) 1L BHE
B (3 TF) o KrbiAsah (40 70 ) WfRAEK (GO0 =TH) ARG IINF4A (2 =) M4
e Q2T EHREEEETE, MALEERKZR 20 HARMmERERE 6 =) &
B & LI T LA I IR o A 3RAT IR VR A BTG M A Y o

[0408] St D2 : JliAc 2 5]

[0400] il EEFRZ L

[0410]  HyEPERr (100 38 ) FLBE (570 5 ) ATk (200 o) RAIISIRELIKA (200
T ) W AR IR (5 7 ) R ZMGMES e (10 58 ) WVeAik. FiEmiem KR A
W), TG F AT — IR IR I . ARJE IR ET4E R (100 358 ) REALREm (15 30 ) . K4
HREG BAIRIE AT IR 258 10 2258 3G PE 2 14 10, 000 FEEF.

[0411]  fEAC

[o412] B AL (150 =) PILFELYER G ) WA LR (75 ZF)
WA IEET4Es (10 50 ) W REHMA &P He (75 =7) & 1,2,3- W= (2.5 =
) RO R (10 578 BT AT (76 ZJF) . ¥aEdamAmTE, A5
TN B RREE (2.5 50 ) JER LIRS el (5 50 ) MIR4e (0 BIZ W (30 = T1) Ik 4
B . A RATE B SRR G WIRE EE R L o

[0413]  SEjfs) D3 <351

[0414] 4 4- BREKFRFE (1.8 3%) A 4- BEKLFIRANS (0. 2 38 ) BHAEMK (500
=Tt ) PR . AR EIR 50 C AR IMATLER (458 ) N (0. 05 578 ) K&
WEPERY (450) o VA EI 2 BRI e 2 BT KA 1000 Z MRS 4 =50 /
ETF I T R A P . R I JETR VETR K B AR 5 A 2 T K 25 N
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