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(H)-{1-[2-(3, 4-=RFBH)-5-RHA K- T K )-F I
13
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)

[2-(3-F-4- AR EH)-5- AR F K- F A,

(+/-)-2-[2-(3, 4- = B AKR AIH)-5- BRI )-wthei e

(-)-2-[2-(3, 4- =R K EIK)-5- AR ] - B % ;

(H)-2-[2-(3, 4-— AR EH)-5- AR Aok dt; Ao

2-[2-(3, 4- = AR EA)-5- A E L N-TF Aot dz.,

40. BRAVERK 37 4B Hasd, ¥ XN 1HEHE 1(BATFTR)HRT
TR CBAK I 9 MAE S-(+)-4-BK-3-C-FARK)TE, X XIVH
AR (1S-R)-4-(3, 4-—RFK )1, 2, 3, 4-WE-N-FHL-1-BE, XXV
#1682 (RS)-2-[(RS- o 2-TRAREAL) KT R ]-Gok, A Fakegadnk
ﬁr#ﬁwﬁnamﬂk%im%&%ﬁ&é\%, RE LA, HE PR RA T

EA e F LT e .

14
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76 FPARIE Ae £ S JE 0 L.3E 0-20 BRikfe
SSRI #=/2% SNRI #45£ /) 25 4%

R AR IR

AKX BRAET LIEHh, LARAL, ERPMERL LEE.
HEK BRGITARE., FEARBERYEIEARETHLEREE. AR
W, BRI FRIEN TR BT, KRG ROIEAE T L LRAEARA
M F 49 (a)a-28(A2D)Ee AR Fu(b)S- & i TR IR ) F) (SSRDAKA (c) 2 F B LAz
F F IR H ) (SNRDE A (a). (b)F=(c)4) B4 /A 24 45 (combination). A& B4,
B 4% a-20 Bk, SSRI 3k SNRI, Feffikedsh3 L T3< e R hdp4a
Ad, VAR ELIE 0-26 BiAk. SSRI A= SNRI BAA thpAftb 955 LTH L
W EAR ShhBo.

ERTFF

A2D Bk —Arehdh, CHETEMEA T XA AL EAM 451818 L)
A2D A AnsEA. EARART4nby, AT IRELELE P 64458 8 4
BmNEETREFOREENA, LRI DMAERA G LT
A2, thdodb 2 AR AR, ILRIKSE . RS ESNARRE A LY T
i, BITA5IBIEANF BN AD @R R BRIAL TR KA, it
ARAV 2 B oIk iAo S o B IR . Plde, 45 RNAPLZ T a0 AL T 6 2
B3\ AR, PR, BARG . MRRERKA. ZAMERMER, L
RERGEX, HREAXKA. dTFEfAERORERLEBIR, AL
G Ta R F)F | RGP ZRE . PLESEHCH)M R AR, TRR. Fm LA,
FARPRENS A RS ERA RAMERY . 8 R AH R 5 A ey
2 Z9BMH (AN B4e, Goldin %, £E£H) 5312,928). A9, 4H5HANS
o IR RIS H R B RS EEE . B, S AR
BIR, P 4B SRR G B, S HURE . Fe Aot S #) K 3B (Goldin
%, supra). Ee)5R S @I #BBKTA R REFERCENE
R B Ao % fo /& (Steinhardt %, £ B+ #) 5,559,004).

15
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A2D Btk E AR kA % 6918 R RATHEE. R MA 4y A2D BeARAm
©°% T(NEURONTIN ®), 1-(RAFA)FRTATE, £ US4024175 %
F) Rk F F) KT B KARREIE . ZAMCA- AR IO T A6 77 0 R Ao 24

B —A A2D Bodk, Eheeik, (S)-(+)-4-BHL-3-Q-FAAB)TE, AR
M & F) @ iF T 5 EP641330 P ARFGE A AR 696 57 T A R IR RIE ST
A1, 42 EP0934061 #4414 6 57 K9

AE R T AL Bk 248t 6948 A2D B2 4E A0 Sh ey ARG T, 1k
A A2D 2F4s 6948 2 AR & B AV 23 i A% A9 A 2 4R F B b s,
A0 K BRAG, X FAF AR R AL HARIF AT R4, L LZ AT AL
JeF) A A6 (AIBl4e, D. J. Wustrow,"Case History of Gabapentin and
Pregabalin”, in program material"Thel5th Residential School on Medicinal
Chemistry"held at Drew University, Madison, NJ, June 11-15, 2001).

W% KR GIPARIE . SH. AT A VABRAYZ BRI AR TR — s i KAy
B A RAE TR T T, flde, LREMNZEF O 5-HREK
(5-HT), *F K LREZFTFHLRE), % Tk,

X kA 22 18 ST AY 2 L E R AR B AL N A R (BP, RARE FR)HFEEE A —
M2 AT TR TF L. XAFEET|ARmien 6Tk, A TAME X
BHERBBEZAT R RAE T, REER 240023 L (B,
FHRP)E R AAFE T AL,

ARG 5-52 6B FARIRAPH) F (SSRI's)iB id 474 5-72 &AM NAYE
A EIRIRALAE A £ RATR A #4n 69 SSRI, ELIE(2 R FRE T4 ¥ A (Zolofi®).
AR T E T A S WK, REIT(Prozac®). # BB IT(RETEFRE
Rt =), BAR7 B (Luvox®). ™ T 7T (Seroxat®. Paxil®)Fe'E & 7T L 49
#)%), Paxil-CR®. HBEKE 2 (Celexa®). kL 2 NKift =4k F HEKE 2,
1R AL 4> (Lexapro®). d,]- UK & B (Pondimin®). FEHIT. F4EIT. A
£ B B F (cyanodothiepin). #1346 ®T. ® LA M. R AHIT. kL
(Serxone®). VAR i B (Desyrel®).

BT E ERERE T B LB E BT H] | (SNRIs)i8 138 An
T H EREKFREBIPAME, ERFBRA#L0 SNRI's EFFERRLT
%% % 7T (Edronax®). AP A 57K & T2 B FH4K, tde, (R/R, S/S, RSS,

16
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S/R). ¥4 148 (Norpramin®). &-E##(Ludiomil®). & 3F t4 8 (Gamanil®).
* £ (Remeron®). £ A, A= 3 7] | BT 4605 VT Fo % 3F b5 (Wellbutrin®).
AR BRI 0 2 R 2 AR ER . R F (Merital®). 4370 % (Vivalan®).
A A% EM(Bolvidon®).

Bracdrd) S-REBAMWH ETRE LR EFNIHQIE LB EF
(Errexor®). X4zikFRMZ 4 O-% F AL EF . AAK%(Anafranil®).
A8 KB T E T AEAASR. EAHIT(Cymbalta®). KARELF &
K % (Tofranil®=X Janimine®).

Howard £ B M & #) 35 EP 1 254 668 A2 ¥ 4877 T 74 47 ¥ ARE Ao E S HE
8 % I —A ik, 5 GABA-A o2/3 #HA LA A S ABITAND
T T 5-FEEEEBITH A FHE.

£ B+ 44,536,518 5877 4- K 5-1,2,3,4-19 - 1-F e 64 — 20 X H46
Ay, Gisdwak, AAEARIPAF, HFEETFEIE 5-F2 E RN EHRIRA
tem ., £EBEAF 6,197,819 SH A v BRATHREMY, CiEEmEK,
HAFL S AR IRANZ B G AR R Ao . T AEGESSE . Esk Fa bl
B ABRIPARGE . BEFAY a2 A 4.

£EEH 4,024,175 5H A —EIOKRE v -REBRITAY, QEWERT,
3L 57 B A K 69 R R Fede R, B R, 1B B Y LB B ARG A A 4.
£EE A 4229449 535 F H(RS)-2-[(RS- o0 (2- LRI R EA)K T A -"Lok
FoC W % L Z 6 R EIT); $E& Tk ELRE £ A4 5068433 T %
£ £ 5,391,735 5 FHLA.

AodiEd 3| A B AT AR R AR, AT IIAKASE,

A AL

KERFEEF LB ad, LERAL, EHIPARRA FHE —H
F LR, BRERRENGER, B EH GG LS (stress disorder)
W% AN F R, OB ET 57 HETAKEN(@)AD BARF(b)S-
% & M & 35 IR H7 5 F) (SSRD AR & (c) % T B LM & F 4RI 4 A (SNRD A
(a). (b)A=(c)4y B A 2 4 (combination), FTi& 7 F, (a)F, (b)&K(c), A (a)
Fa(b)Ae(c) T VA A A ARk B A R B 6h 7 Xebdh. ATk &+, (b)yA(c)T vA
ZARR tE A, PTiE e HIPARF R AR AR RE, @F{ERRE

17



200480033396. 4 o P E4/6270

T4 & AR IRIERT, QIERAR. INIRRA LA 69EK.

AR AL BT A K E 6 (a)A2D BeikAn(b)yk M ey S-ZEETHR
BRA7 ) FI (SSRD) K )ik M) £ F B LM F (T B LM E) TR IR 4] 7
(SNRI), RHEBRF 47657 &R WARE QAR H, LERAEKG XS
THG TR, BEREATET, (a), Fo(b)K(c)™T VAL RA 4B Y XA F] B 4
FREH., EARGFTHFT, (b)fe(c)TARMEI M ELTEY,

F—F @, RERFRMETHKEN()A2D BAF(b)rEtiey 5-
&, B T AR IR A7 B F (SSRD A ()it Hte o & F B L AR Z E 3BT %] 7% (SNRI),
KEBKFA 4, 677 QCHERLFHMARLRALZETHNT &, L¥@),
(b)Y (c)*T vAVA R A A%k A B BT 69 5 X425, AL F 49(b)F=(c)T A ZA4R
FlegE ey, Priaignd 8Ll TUATH—HFRENER EFRMA
JE: JRMAEE. PENIARE. HAAWAE. AR EBRE. FLA L
JERGIPARE .. A5 5 R AT E .. AR, 750, RiAMAPE KA
(OCD). A%A A, BIREAOLIEXRE. Hi¥R. BMEE. B35
[B5F. FREMRA A RAMRGER, BERE. BB A H LA 37 AR
JE. fRkkd, REE. BBREAME. EFHHERE. ARG, EFRATBLY
KIEThhE . LT HBRBM. T, FLAFERRRFILNG A ZHEEIE
(PMS). ##sr. BE. BSPRRE. LAREAT. RERLETIL. TH
49 ¥& % (potential stenosis) . & & 17 4 # 7 iE (modification) . £ #& 5
(carbohydrate cravings). BLAAFARBMBE R 42, A R A comorbid £ 6 iE
A REF 6933 B R 5 (ADHD). vABIEE BLE 5+ K 652K

F—F @, KNEPFRRETFHKEN(@A2D AR (b))t M4 5-#
&, e & 4% IR ) 7] (SSRI) 3K (c)ib 45 M 64 & F B _E AR & TR IR47 4] #| (SNRI),
KAKAAY, 77 O HADMARLRALLET AN T %, ¥ @), #
(b)3R(c) 7T vAVA R H A4 R R BT 6 7 X462, BAH F 69(b)F(c)T A A48
FlegE 4, IR EAEBRALE TUTH XS ER. ERRA
JE: ARPEETI. HA SRR AR EAY SRR, MBS, Mk
%ﬁ\u&ﬁﬁﬁ%%&%#m%&ﬂaT%A%@k HeJF BB M
(rejection sensitivity). #54¥(mental) XA RAEIKT . £ FEZFE. ARER
QIEA G A Fo RAL R B AMTEFE . £E 7 % (hyopochondriasis). B35 AR #1
WA gE . B RAEAYE YR BAEAY RS M BT FedbAv o RE

18
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Fo L 3L 0. 2. A RAEAT(mental) 3 H AR AR ER Z A48 X 692 K.

B —F @, AEPFEAEHTAHKXTH@@A2D Bikfa(bytHEiie) 5-57
&, I E 4RI 4] 7] (SSRD K (0)is Bt 69 & F B L AR & E4RIRAT H 7 (SNRI),
REBA G, &7 CIHEALNFIWALRARZEAENT &, L ¥@), &
(b)3(c)TT VA VA S A AR 4t B Bl it 6 7 X462, & 3 F 49 (b)A=(c)T AR A8
RlegEihdy, AL ERAEALA TUATH—FREMARK. BRRIR
G BRARTERE, SRARALIERT, #RMBAT. FREHMHEATER, FLR,
RAEZRE. ZFMWHERfo il Xk, AAERHER. LEGEK
M RBAL, NEHUELIE R, &y 2B AR A 5k | AL 6 A BRAR 1 69 R TR A SR F
HARBAYZ AN, H5IMMENIEZ ARG, LLRHEE. KAXEA
F 3. KEIRe kR, B8R4, MERRF %4 7. MELAS 4
Lo Fe A G KR, FofRidE KA.

% —F @, AKRFBA LA KT @@A2D BikFo(b)idF Mg 5-5
&, fe B 1R IRAT 4] F) (SSRD) K (c)it bk o9 & F B AR & F 4RI 37 4 %) (SNRI),
REBEA A, 67 QBRI MALRARLZETZ T X, L F@),
(b)3 ()T A VA R A AR 4K R A B B 49 7 X825, A H T 49(b)F(c) T vA R A
Fl6giE MY, FIRS R AERLE TATH—HREMRAR. EHFERM
e G Bk A2 -AIDs. A&ERE, L. IREFGERABRIA L
HIV-1 %&£ a2 4 %540, A ACE 494 F) S iFegmA T MERE| 49
sgedk . BOMARIMIZE. KMER. SRR TF R R LA HiE )
ARG TR EAN LG AR R, TALEMIELEMY, LLHTRIL
T A KRBV X GG BRAE, VAR MAFAY S AT,

B —F@, KEPFEAEHTAHKEN(A2D BiRFa(b)ik it e 5-7#
&, fie & 4RIRP B 7 (SSRI K (0)i 45 09 & F B LM 4549 4] 41 (SNRI),
REBEA N, 67 QBRI MARRALZE T A YT R, L ¥ (),
(D)3 (c) T vAVA A AR 2k KA Bl o 4y 7 X 28, Sk & 69 (b) Ao (c) T vA —A8
FleqiE b4, MRS EREER LA TUTH—FRSFRRF. BRIMA
gt RARTRZ(PCPYE. BAE. TFEB. BETR. HHiFTH.
SR L EFE. RFFH. EAMFFOUARTRMGTRAE. B
T O, FHEHELZRB. LR R LA ISR R 0 B R R
BRAMMIRIE, 2 E AR, FEZ . SAMAFAPIPAR . AR B kR

19
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MR MEARAY [ FF KA GG A G . 6 SAR AR AT EFT

F—F @, KEWPERRETHKEN(QA2D BikFo(b)iBM ey 5-#
&, fe & 4RI A7 4] A (SSRI) A ()b Btk 49 3 ¥ - _E A% & & 3247 4| 7| (SNRI),
REBERA Y, B ORI WALRALZEFHANF X, £F@0),
(b)3(c)TT LAA R A ARk A Bl ot ey 5 X 2h, HH 2 F 9 (b)fe(c)T A=A
FleyEehdh, AL ETAERLA TATH RSN AR, BREIRRA
JE: QIFEH. BEMYTERMGAERN. EAREHA comorbid £ &
&aﬁ7%¢%k£&rﬁmmm)?&,¢n‘%%ﬁﬁm7m¢w4
ARG ). PEREAEG) EMARMAIETT . BTG BMEAAE. Ry L
& 095% IR0 0 R R Ak

F—F @, AEPPEMETHKEN(@A2D Biikfo(b)idiEiey 5-%
&, B & 4R IR A7 H) A (SSRI) K (c)k M 69 F B LR & F IR %) 7 (SNRI),
RERA B, ST OERILIMAELRALZEAFZN T %, L ¥ @), F
(b)) ()T VAVAR A AR 4k XA BB 69 7 Kb 2h, K& H F 69(b)fe(c)T vA£AR
Rl E M4, IEZEAHEBRALA TUTH—FRENEAR. ERRAB
It BURIE WA KA T B ey M R IR B R L T 35 W E
HY R EWHE, QLD ELT A QAL E. REAMAFEZX
. MRS E. TR EWTIESOEERE. AMENEER. IXERMI
AR R E VALMEAFATEFE . Hlho LR B RE E B R E QIR RE
HEAPARIE . AR 1 Ao AR 11 BRAEAE oA BRI IR B 28,

B—F @, RNERFRRBETALEN(2)A2D BiRkFa(b)ikHFH 4 5-7
&, M F $RIRA7 %) FI (SSRI) K (c)ik 4 69 & F B _L AR & & 48R4 %] 7 (SNRI),
REFERA Y, %77 ORISR RARZE T H 7%, FF(@@)F(b)
()T VA RH AR KA FI BT o 7 X425, X%ﬁ#%@%@Tummn
G EWTY, TEZEFABA LA TUATH RSN AR ERRMRE
SIEFE AL SRR, 8B PR MR, e XE. K a%
BT AR, AR FRANTF KB 64 0 Ae T B 09 B R A (S IEF RKA @
FFR)., ABRLEREHR. X HoE. SXBUARLYFES —ANEKSD
BRIEE 0 5

F—F @, REPFRRISEFAKEN(A2D A (b)it Mg 5-£
&, M & 4% R4 %) F) (SSRI) 3K (c)ik F i 69 & F B LR F TR 4| F] (SNRI),

20
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REBEA Y, 677 O HILIMARLRARZ A H Tk, L¥@), &
(b)3(c) 7T A A A A4k R A B B84 5 K2, R ¥ 6(b)F=(c)™T vA 248
Fleg &M ehdh, MTEZERHABRALE TUTH—FRSFFARR. ERFRRB
FE: BERRMECFR AT, WARGE . B M AR APIPAE. SBA A
#IERF, AW, WLRAFOEER. S EMAFEA LGOI s,
BATABRE, QFENBHERE. WEBRRAE, AR, BT AiEL
WP e AR bR e iR K MBI, Nkt Bkl E g, E B
FRERABDE ZGT). Farkeg,

A—F &, REPHERETAKEN(@A2D Bikfa(b)itFieg 5-#
&, o AR IR A7 ) ) (SSRI R ()i i 09 2 F B L AR & TR IR47 %) 7 (SNRI),
REBA M, 677 O HILIWALRARZ ST E T %, £ F@), &
(b)3 ()T VAVA A A4 KA B B by 7 X2, XA A F 69 (b)Fe(c)T A ZAR
FlegEdh, TEZEREERALE TUATH XS EA. BRRA
JE: ZHARBARRRAL. Tvn. BMRS. BIE. RARMER. KERE. THA
W, RS BMIFIE. BE T RETGEEAE. BHHIKREA/RA A% 4-E4
Ko ER . S EI. RRTFARR T TAREA LGSR EL O T, A
GATEGBIEE . KER, RIWAMBIFH G ER. SEHR/A R L JE. %)
PR TRBIMIE R . MR AEANE WA R R ARAR R de e
AR HEFSBM., Pt ARG S . AP E, RGN
B, RECEE G B R AR IR A AT I RA 5L G2 F R,
ER—F @, REPHERETAKEN(QA2D Bikf(bd ey 5-2 &
P& AR IR H) F(SSRD K (c)ie F 695 F B LR F THRIRIP |7 (SNRI), K
HILR 254, %97 O HIMARERALLZ BT HN T %, L (a), F2(b)
R(C)T vAARHE AR KA B B 0y 7 Kb 2h, A& HF 69(b)Fa(c)T L ZARF
GE MY, PR Z G T BR IR Ao/ B B S

EH—FE, RERASREWBLY, 0AEFHKEN(@AD Bk
RAATH . KA L A2D B R RATAATH e 45 LT, fo(b)ikdE
M 5-52 B E AP H) A (SSRDXR I ATZH, A Prid SSRI AT AT 24 49
g T2, (o) BEM e & TR LR E TR 4] 5 (SNRD A AT
%, RAPTE SNRI AT A 9255 LTz a9, K& (a). (b)fe(c)dhIk
A4, ABRAERN, HF ETHEZAOREH . BERIEHEN. 225D
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2R F (b)Fa(c)TT VA RARR) 697 M 254 . 1% 25 4B Mn =T vA VAT E) 84 7 AL
1EA .

AL A F kA RS MARE G A2D BAR R o &% T Ao o ©4K 2K,
HHAEATH 8 RH FTid A2D BRARk XA Pk AT 2 69464 25 5 LT 69 3L,
FAKATIR AN BT %06y A2D BUARLTT A ERZ A6 7 ik fath a6 + 1
A, AT RERGF EAhdhinsmty SSRI, @4k, AHIT. ALK
. T EIT. BEREZ REES. d, -RERAK. EERIT. £EG
T R, AFHEIT. RE LTI RATR SSRI K ATA AT 25 694E
fTeh 3 L T2 603, 4hikd, SSRIZ 4wk,

A FREAF kA th a5 4) SNRI EL3655K & IT. i wen, L
A &AM, RRF. RS, dEkB . IR ITRERER, X
H HAEATAT 5 R Pk SNRI AT AT 24 6945472 5 T2 a9 3. ik,
SNRI & 3% K 8T,

AR F EMRE ) FHFEEN G A2D BAARX 1 893K AR S
e L3 ETHZ 0,

H,N— CH,7~C~CH,CO.R;

C )

(CHy), I

£ F R AASIAIKBITI, FFH n B4 3] 6 698, FARAMYGERTE
1A X 1 89ee4h, P Ry AHEIH A n 2 5, IFLEHRL 1(RRTE)-
X IR A TBR (cyclohexanacetic acid), BFARAMEFT. Hpthit ey A2D
Beik, RAEHF ETEZHERX 18900, EPRBHMIRKRLY, ki
B A T AR AR, ARG ENESHERE (EBATFTR3 FARXD
£)-T8. 1-BAFRAI-FRRRA)TH, 1-RATFHL3, 4-—F LK
EYTBR.

BEFB—REGERFTER, REAKFRERAX I 45 A2D Bk 4
HAehz baizai,

22
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Ry R,

H,N— CH—C—CH,— CO,H

R; I

H o RS2 1B 6 AMNKRTF GBI AR A AR, A IR
R, KB RABIBKE 3 3] 6 MRETFHIREL; Ry ZAEA TL;
Ry &, FARAHRAL,

X 1 ALA4 6 AF 3T BRAR Ao d T BRAR ST A E R K PR GG 5 05 A2 )

AK AT F= AR EF £4EA X 1 691864, L+ R, #= Ry #FR2
£, FHE R;Z-(CHy)po-i CsHgr Z([R). (S). HRHE(R, S)FAHIK,

AL AT ik —A ARG F 7 £4EA X 1 6910e-4, 4% 2 3-8
PRS- FR-TE, RALLS)I-(RAFTE)S-FTAIHE, NEBTHAL
ABAK, Lo Bk ARAE"CI-1008"F2"S-(+)-3-IBG."

AL Tk B — ARkt RaGT EEA X 1 691sd, w44 3-(-
BHATHK)S-FHRERBEA 3-(-BA THK)-5-FATH,

AE A F & FH— MRk b FxkF E4EF 69 A2D ek 2 X0, [IC. IIF.
G & MH A4 LB F ETHSHH,

H,N R

Ly X (CH)
l R, 2n BN R
(o %_&XLRRl (CHy),
x R R2 Eq
R NG
Rg R 4
I mC IF
R
3 yCHZI;n R ()
R NSNER 14 Rg
ERNL Ry &
Rg Ry 13 Ri0
Rs Ry Ri2Ryp
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o

n A 03| 2 o84

m Z A 0 3| 3 6953,

R Z#BtM(sulfonamide). Bbie. BEBR. 223K, AR, RFFELHHK,
2L mAZ2HFHnR ] RREZHE,

RiB|R, & AMR it f FTARIRA AR H L 12 6 MREF R
A, FRROIEBEROFAIERL, LBRAALATFTRE. KL REA
A B B RARKA. ZATA. Frbk,

A'it B F A F&HF IR

R, R, R R,
S e
CHy, z, ’
Z4
2

¢y 3)

B 6

@ )

A

TR k45

7,387, S0k TA. FL

o A1 B 4 684K,

p A0 B 2 e,

AERF RO H — ARG RS E/AX 1. 1IC. IIF. MG R4
IIIH #9444k ) T
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(-84 F AR T AT 2B

(IR-B)(1-FE FR-3-F K- TR T AR)-M 8L

(RO)(I-BA F A3, 4-— F -0 A T )-8
(IR-R)(1-2AR F A-3-F 220 KA F A)-Be R
(IS-MR)(1-8A F AR-3-F JR-ZRR A F K)- MR
(S-B)(1-R A F 3R-3-F H-IR R T 2K)- B84
(IR-M)(1-RA F AR-3- F 330K T AL)- B8R

(1o, 30, 40)(1-B I F 33, 4-— F AR R T 284
(10,38 ,4B)(1-BIF -3, 4- = F L-INRA T )R
(R)(1-2A T HK-3,3- = F -SRI T 28)- B8R

(S)(1-FA T H-33- = F R -3R R FAR)-BE 8L

(1-2 A T A3, 3- = F R T AT AR)-BEBR

2-(1- 8K F AR TE)-N-#Z K- TBLK;

(1S-5)2-(1-FA F H-3-F A -3R TA)-N-2 K- TR,
(R)2-(1-BIR T K3, 4- = F A -3RRAR)-N-#2 2K - TBLAE;
(IS-MR)2-(1- A F 2-3-F - R A )-N-2 2 - TR
(IR-F)2-(1- B T A-3-F A-I0A)-N-2 - LB
(IR-IT)2-(1-F A T A-3-F 430K A)-N-72 - TBLE;
(18-R)2-(1-8A F 4-3-F AR A)-N-2 5 - LB,

(1a, 30, 40)2-(1- 8L F A3, 4- = F K30 RK)-N-F2 K- TR
(la, 3B ,4 B )2-(1-FA F A3, 4- = F 30 A)-N-72 8- LBLE;
(S)2-(I-B A F -3, 3-—F AR H)-N-ZAL-TBbA,
(R2-(1- 2 F 43, 3- = F AR RA)-N-# 28 - LB,
2-(1- 8L F 43, 3- = F AKX T A)-N-ZA- LB,
N-[2-(1-B A F A KT HK)-TA)-FHBLE;

(IS-M)N-[2-(1- 2K F A-3-F R-3R TA)- LR T A diie;
(BON-[2-(1-8A F K3, 4- = F R-30KA)- T K- F s B
(1 S-MR)N-[2-(1- 8 F 2-3-F A - 30 R K)- T A )- F 5Bl
(1R-B)-N-[2-(1- 8 F 3-3-F A-30 A )- LA )- T 8RBl
(IR-ITN-[2-(1- 8K F A -3-F K2R KK )- TR ]-F st Bie
(IS-NA)N-[2-(1- BA F H-3-F -0 R R)- TH]-F BB
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(la,3a, 4a)N-[2-(I-8& F -3, 4- = F E-20ORA)-TA-F s BLEE;
(1a,3P,4PB )N-[2-(I-8A& F -3, 4-—F AL RA)-THR)-F aBbi;
(SN-[2-(1- 8 F A3, 3- = F RN RK)- T A F AL,
(RON-[2-(I-8 & F -3, 3-= F IR R A)- T K )-F s Bz,
N-[2-(-RA T 43, 3- = F AR T AA)- TR )- T B,
(1S-17)3-(1-BH F 3-3-F AL LA F A )-4H-[1, 2, 4% —v4-5-B8;
(BR)3-(1-BHA T R -3,4-—F £ 0K FH)-4H-[1, 2, 478 —=-5-7r;
(1 S-M)3-(1- B F A-3-F AR A F AK)-4H-[1, 2, 4]78 = nk-5-8;
(IR-R)3-(1- 2L F A-3-F -0 RA F &K)-4H-[1, 2, 4] —r4-5-57;
(1R-NR)3-(1-2 L F 2 -3-F K -IR KA T AR)-4H-[1, 2, 4]% =nd-5-57;
(1S-R)3-(I- 84 7 2A-3-F AR KA F K)-4H-[1, 2, 4]78 —=4-5-F7;
(lo,3a,d4a)3-(1-8IF A3, 4- = F AR F 2)-4H-[1, 2, 4% =&
-5-BR;
(10,3 8,4 B)3-1(1-BA FH-3, 4- = F - RRK T K)-4H-[1, 2, 4% =%
-5-BF;
(S)3-(1- A F -3, 3- = F K- RA F A)-4H-[1, 2, 4]7% = rd-5-);
(R)3-(1-F F 23, 3- = F AR A F A)-4H-[1, 2, 4% = v-5-5);
3-(1-BAE F A3, 3- = F AR T AT HK)-4H-[1, 2, 4% —=-5-F8;
3-(1-2A F AR TA T H)-4H1, 2, 4] = -5-55R;
(IS-IR)3-(I- B F A-3-F - IR T T HK)-4H-[1, 2, 4% = -5-Fi bR
(R)3-(1-BH F -3, 4-= F A -30 KA F A)-4H-[1, 2, 478 =rk-5-#L8R;
(1S-NR)3-(1-F A F 2-3-F A-ZRRA T R)-4H-[1, 2, 4178 —=4-5-AL8R;
(IR-5)3-(1- 8 F A-3-F K- 3R F K)-4H-[1, 2, 4]7%—o-5-FiL R
(IR-IR)3-(1- B F 2 -3-F - RRA T H)-4H-[1, 2, 4]7% —rd-S-HLER;
(1S-K)3-(1- B3k F I -3-F A -IR R F HK)-4H-[1, 2, 4]°% = v -5- BB ;
(la,3a,d0)3-(-8%&F A3, 4-=F R IR F K)4H-[1, 2, 47F =
-5-ERLBR;
(la, 3B, 4B)3-(1-B&L T &3, 4- = F KA T H)-4H[1, 2, 4]E =
-5-BLER);
(S)3-(I-BA T 43, 3- = F A -ZRRA F I )-4H-[1, 2, 4% =k -5-5iER);
(R)3-(1-8E T 4-3, 3- = F -0 R FAR)-4H-[1, 2, 478 =r-5-FER;
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3-(1-BA FA33-— WA KT RA T R)-4H[1, 2, 478 v -5-5LF;
C-[I-(TH-m94-5- 3 F JK)-3R T A ]-F e

(IS-NR)C-[3-F 2 -1-(IH-w9 i -5- 5 F 2)-3R T AR ]-F A

(B)C-[3, 4-="F A -l-(IH-m7-5- 2 F 2)- 3R XA )-F A

(1S-1R)C-[3- F A-1-(IH-29 -5 35 F I1K)-30 /% 2K ]- F B

(IR-B)C-[3-F & -1-(1H-w9 w52 5 2)- 20 K 2 )- F A

(IR-MR)C-[3- ¥ A -1-(1H-m9o -5 F 2 )-3R KA ]-F Az

(1S-F)C-[3- ¥ F-1-(IH-m9 74 -5- 3 ¥ 2)- 38 KA - F Bz,

(1o, 3a, 40)C-[3, 4-= ¥ F-1-(IH-w97-5- 2 F 2)- 2R K A ]- F Az

(la, 38,4 B)C-[3, 4-=F J-1-(IH-m o -5- 2 F 2R A ]-F A
(S)C-[3, 3-= F F-I-(IH-m9»¢-5- 3 ¥ 3)- 3R K A - F Bz,

(R)C-[3, 3- = F F-I-(IH-m9 7 -5- 3L F 2 )- 30 KA ]-F A

C-[3, 3-= ¥ A-1-(IH-m9ok-5- 2 F 230 T & )-F ik

N-[2-(1-8E F AR TA)-THE]-C, C, C-= - F 52 BLAE,

(1 S-MRN-[2-(1-BA T A-3-F £-R T £)-TH]-C, C, C-= - T A4 BLA;
(BON-[2-(I-2 K F K3, 4-=F K-8 K)-TA]-C, C, C-Z - F#Ht

(IR-MA)N-[2-(I- B T 4-3-F - 3K X 4)-THR]-C, C, C-= f- T A4 B A,

(1S-BON-[2-(1- B F 2.-3-F £ - RH)- TH)-C, C, C-= - T Ak BLA,

(IS-ME)N-[2-(1- B4 F 2-3-F A IR RA)- T R]-C, C, C-= A~ T a4 BLA;

(IR-BON-[2-(1- B4 T 2-3-F -3 K H)- TR ])-C, C, C-= f- T Ak BLA:

(lo, 30, 4a)N-[2-(I-FIk T H4E-3, 4-ZFHR-FXK)-ZA]-C, CC-ZA-F
R

(lo, 3B, 4 B)N-[2-(- 5 F -3, 4- = F R -FRAL)-ZH]-C, C, C-Z -
¥ AR B

(SN-[2-(I-8 A F 5.3, 3- = F £-IRAA)- TR, C, C-= fi- T 8L

(RIN-[2-(1- 5k F 53, 3-= F 3R AA)- T A]-C, C, C-= A T A BLE;

N-[2-(1-BA PR3, 3- 2 F A AT H)-THE]-C, C, C-= fi-F A BLIE,

3-(1-2A F AR LA T AR)-4H[1, 2, 478 —v4-5-51;

(1S-NR)3-(1-FK FA-3-F AR T A F HK)-4H-[1, 2, 458 —nk-5-59;

(B)3-(1-8H F K3, 4- = F R-IRRA F H)-4H-[1, 2, 4178 — o -5-FR;
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(IR-M)3-(1-FH F AR -3-F -0 F H)-4H-[1, 2, 458 —»d -5 87;

(1S-5)3-(1- 5 F 2 -3-F A -30R A T 2)-4H-[1, 2, 41E vk -5-);

(IS-1)3-(1- 2 F A-3-F K-SR R T HK)-4H-[1, 2, 48— -5-88);

(IR-A)3-(1-RA T 2-3-F 23R 8K F K)-4H-[1, 2, 4K = =-5-78;

(1o, 3a, 40)3-(1-F F -3, 4- = F LKA T RL)-4H-[1, 2, 4K ==k-5-
ARl ;

(o, 3B, 4B)3-(-ALF A3, 4-ZF L RRA T RL)-4HL, 2, 4R =
-5-BF);

(S)3-(I-8 A F -3, 3- = WA I RA F A)-4H-[1, 2, 4K = v -5-5R;

(R)3-(I- A F A3, 3- = F AR T 2)-4H-[1, 2, 478 = ok -5-);

3-(1-R AT A3, 3- 2 FHR-INT AT H)-4H[1, 2, 4] —vd -5-5R);

C-[I-(2-8AX-2, 3- = &2 A *[1,2,3, 5%k — ok 4 F )RR )-F Ak

(IS-NR)C-[3- F A-1-(2-BAK-2,3- = 52 A *1,2,3,5]7 %%k — ok 4- 2 F 1)-3R

TA)-F i,

(R)C-[3, 4-=F F-1-(2-BAK-2, 3-=H-2 A *[1,2,3,5] %k —od4- 2 F £)-
R F A,

(IS-NA)C-[3-F F-1-(2-BAK-2,3-=R-2 A *1,2,3,5]7% & = vk 4- 2 F )37
AR R

(IR-R)C-[3- F H-1-2-FAK-2,3- = 5-2 A *1,2,3,5]"8%& —v -4- 2 F 1)
R )-F

(IR-IR)C-[3-F H-1-(2-BAK-2, 3-=FR-2 A *[1,2,3,5]" %0k —vd 42 4 )-
%K) F R

(1S-F)C-[3-F H-1-(2-FAX-2, 3- =52 A *[1,2,3,5]7 %k —vip -4 F 5 )-3R
AR

(1a,30,40)C-[3,4- = F -1-(2-FAK-2, 3- =52 X *1,2,3,5]" % — vl 4- 2
¥ AK)- 2R AR ]-F A

(lo, 3B, 4B)C-[3, 4-=FH-1-(2-8K-2, 3-=H-2 N *[1,2,3,5]" %5 —»
-4-2 T )-8 )-F

(S)C-[3,3-= F #-1-(2-BAX-2,3- = &-2 A *1,2,3,5]" %ok — o -4- 2 F &)-
HIRIR]-F Rz ‘

(R)C-[3,3- = ¥ 2 -1-2- BAK-2,3-= A2 A *[1,2,3,5]"8ek —wk 4. 2 F 2 )-
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MR A)-F Az,
C-[3,3-=F A&-1-Q-8AR-23-= 522 %1, 2,3, 5] %eg —vk4- 2L F H)-3R
TA-F i,
(1-BA T AR TR)-F s BhhE,
(R-B)(1-8A& F AR-3-F K- TH)- T Bl
(R)(1-BAF A3, 4- = F H IR KAL) T AR BLAE,
(IS-B)(1-FAR F AR-3-F K -I0 XA )- F st
(IR-MIR)(1-2AE F A& -3-F AK-20 K K)- F st Bbig,
(IR-B)(1-B A T 3-3-F 230 KA )- T s B
(S-MR)(1- B F H-3-F -0 R A)-F s B Az,
(10,3 B,4B)1-BAF A3, 4- = F AR R L) FriBLi;
(10,3 0, da)(1- B F K3, 4- = F R8I F a5 BLAE
RY(1-FIE F -3, 3-= F 3-SR A )- FARBLAE;
(S)(1-2A T 43, 3- = F AR RH)- T s
(1-2A T K3, 3- = F K- T ) F a Bl
(- F AR T H)-F a8
(IR-A)(1-BHA F H-3-F RN T R)-F Atk
(RO)(1-8A F -3, 4-— F K30 RAL)- T #4084
(1S-R)(1- B F 2-3-F -0 R K)- F #88
(S-MR)(1- R F 2-3-F A0/ 50)- F a8 8%;
(IR-B)(1-FAE FA-3-F K-30 R A)- F AR
(IR-IA)(1- B F 2-3-F -0 R K)- F 2484
(1a,3B,4B)1-BAF A3 4- = FH KAL) Faaih;
(la, 30, 4o)(-BA F -3, 4- = F L IR RAL)- F a8k
(R)(1-FA FR-3,3- = F AR L)-Fabdg;
(S)(1-FA FR-33- = F A IR KAL) Farak
(1-2A F A3, 3- = F AT H)-F 5484,
(1-2 T AR T 28)-BE R
2-(I-8AR T A-IR R )-N-#2 K- L BLIE
N-[2-(1- 8K F 23R )- T A - T B
3-(1-88 F AR XA F 4)-4H-[1, 2, 4]7% —rd-5-FR;
29
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3-(-RA T AR T 2)-4H-[1, 2,478 = v -5-H B ;

C-[I-(IH-w974-5-38 F 35)- 2R /X K ]-F Az

N-[2-(1-2A4& F R -3RRK)-TH]-C, C, C-Z - T #BLAE;

3-(1-RA T AR -3R XA F 2R)-4H-[1, 2, 418 —»-5-BF);

C-[1-(2-8AX-2,3-— &2 A *[1,2,3,5]"%ek — o 4- 2 7 2)- 3R KA - T Az,

(1-BUE F -0 )- F s B

(1- R T IR R A)- T AR EL

(9-F A F A -IR[3.3.1]F (non)-9- 2 F 2 )- B ;

2-(9-F A ¥ A -IIR[3.3.1]F-9- 2 )-N-#2 & - LBLAE;

N-[2-(9- 83k F 2 -3IR[3.3. 1]E-9-24)- TR - F AR BLAE;

3-(9-FIK T AR IR[3.3. 1]F-9- A F 2)-4H-[1, 2, 4% —~¢-5-58;

3-(9- B FH-RIN[3.3. 1]F-9- K F 2)-4H-[1, 2, 4% = -5-5LER;

C-[9-(IH-w9 2 -5- 2K F H)-33R[3.3. 1]F-9-38)-F Az

N-[2-(9- &K F H-3K[3.3. 1]F-9-K)-THK]-C, C, C-= A~ F sz,

3-(9-RIE F AR-RIR[3.3. 1]F-9-28 F 28)-4H-[1, 2, 4K == -5-88;

C-[9-(2-BAR-2, 3-Z &2 A *[1,2,3,5]"%vk — w42 W 2 )-RIR[3.3.1]F
-9-28)- ¥ Bz

(9-F A P R -BR[3.3.1]F-9-4)- F a5 B

(9-BIL F A -IEL[3.3.1]F-9- 48 )- F a1 8%

(2-8A F 3k-£ 4007 (adamantan)-2- 2k F 20)- B 8K ;

2-(2-BH T R -A4IR-2-2)-N-Z K - LB,

N-[2-(2- 8 F R -24R5-2-2)- T A - ¥ sk Bk

3-(2-RA F A -AMEE-2- 2 T H)-4H-[1, 2, 4]% w4 -5-BR;

3-Q-AAL T A-24RT-2- K F K)-4H-[1, 2, 4]"% —»d-5-518R;

C-[2-(1H-m97¢-5- 28 F 3K )-2-4Rkx-2- 2K - F Az

N-[2-2-FA4 F A -2405-2-2)- TR -C, C,C-= #- T 5B,

3-(2-2AL T -2 4)-2- 2K F AR)-4H-[1, 2, 4K — e -5-BR);

C-[2-(2-8AX-2,3- =52 A *[1,2,3,5]7 %k — ok -4- 2 F R )-24R00%-2- 2 ]-F

AR -2- A1 )- T AR B A
BRI -2- 25 )- T B BR

30
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(-8 F 5 2R 2 AL)- B B

2-(1-2A F A -IR R )-N-Z - T B,

N-[2-(1-8A F A - R A)- TR ]-F a8k

3-(1-2A T A-F R T K)-4H-[1, 2, 48 —&-5-FLFR,

N-[2-(1-B A F AR ERL)-THL)-C, C, C-= - T #BLE;

C-[1-(2-8AR-2, 3-=58.-214-[1,2,3, 5Bk =ik -4- 3L 7 23K 3 2 )-F A

(-2 F - R A)-TF s, A=

(-2 F AR )T AR

AR ATy ik H —F Rk 6) F75 £ 8 X 1. LUIC. IIF. HIG. IIIH &
feodh, HPHRikes AL e R i H F-NHSOR” H#-SO,NHR"
W REBLE A, B RP R AR L6 i = AT L.

AE B F ik H —Fithik b T35 £48H X M. 1IC. IIIF. MG 34 IIIH
Wb, B AEARL SR N-[2-(1-RA FR-IRTA)-TA)-FaEBtAE,

AEBAF iEH—F ik e FHH AR X L TIC. IIF. 1IG &4 IIIH
it P FIMLL AR R AR, -POH, #9164,

AL AT kB —F kb Exes £428 X 1. HIC. IIIF. 1IG 34 IITH
e, PR ENZ(1-2ATR-ATATR)-BEBAQ-AALATFTA
-4-F F RN BR

AL AT ik B —Fhik b E375 248 A L 1IC. IIIF. 1TIG K4 I1IH
Laty, HE A ML IS R Hik f TUA T 69 IR e9L4:

N N N
7 /4 \
N , o, O = s %v\(
= N—< ﬂ—Q —Q
H % S

ARE AT ik H —F ik 69 F %5 £AE R A L 1IC. IIF. 1IG 34 IIH
WALt EPHRELHE C[1-(IH- w52 FHA)RTA)-Fhe Fo 4-
WA 2-(1 H-mgode-5- 20 9 20 R B,

RE A F k—RAF L 0 Fe75 428 X T 694684, L+

m A 0 B 2 6983

p A% 2;
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_~N
/;§)N . IN\Q
FHEHRAZ

L FARAGZRL R T EGFEAT FEAGL S 3-(1-BAF R KK
¥ A)-4H-[1, 2, 4% =r-5-80, RA KB F LT HGX NI HIC. IIIF.
G & IIIH #9454,

T ARG AR T R EHT R TE A 3-(1-RAFTA-TTE
¥ H)-4H-[1, 2, 4% —ed-5-BR 2L B 45 49 X 1L IIIC. IIIF. IIIG A& IIIH #94%
.

FIAR KL 69 2 KK BA 75 ik ) 2677 RARA 8 4 3-(1- 2R F AR K
¥ H)-4H-[1, 2, 4% e -5-B, XA H B F ETHEZ L KX O TIC. IIF.
IIIG & IIH #4454,

RIAf EARE R AL F R AT REAFTLH 3-(1-BRATA-KE
A FHE)-4H[1, 2, 4]PE v -5-F 3 8% 2 ¢4 X, [ IIIC. IIIF. IIIG 3% IIH #)
1o,

FIAFL L 69 R AR KA 7 ik 0 Z3e 7 ARG L A C-[1-(1H-974-5- K F
B RA-F e, 4 HHF ETHLEGK L TIC. IIF. 1IG 34 1IH
e e,

FIAE FAR GG R AR F b Ea b BEAG LA C[1-(1H- -5
BRI R A-F A X L. IIC. IIF. HIG k& IIH #9454,

AL F kA — ik 6y R LA X VAL A2D Betk 4 1L
BEFETELG®

R2 CO,H

H3C
R}

fd. RIZA. 136 /MNBERTFHAMRE ZH4ORARERL, P21 3
SABREF) AR E XL, 23 8 MR T AMRE X4l
.35 7T ABRBTFHIREL. 13 6 MEBTFHRAL. BHAREL, -
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AR, A OH. mARE., WAXAL. KARRKROEL; #
HERPAETAN, R'Z 12 6 MERTFHAMERE L9 AR KA,

Pk ) R AL AT B FF EEAX IV e91Le, £ F R AL, #
HR* A,

AE N TT ik 6 F — R GG FA T KA KX IV 691064, P R' AT
A, FHR AR,

RERF EEA H —RRk e FaF EEAX IV 9064, L+ R
AFA, REFARA A,

AFANRL P RAL AT EAERFTREALH TFTATHX IV 69144
4.

3-RA T A-5-FRREK;

3-RAFTAS-FA-FB;

3-FR T AR-5-F -8

3-R AT -5 F KB

3-RAF A-5-F K-+ — B

3-FA T E-S-F -+ B

3-RATFRS-FR-+ =8

3-F R T A5 A AT

3-RAF -5 T AT

3-FA T A5 R R T

3-BRF RS- TAK-TE;

3-RAFAS-ZRATA-TH;

3-RMA T RS- KAR-TE;

3-F AT A-5-Q-RF L) TE

3-RA T HA5-G-AFRR)-TE;

3-RA T E-5-(4-RA KAL) TE;

3-RAEFA-5-2-F AARL)-THE;

3-AIAFA-5-B-FERAFL)-TH;

3-BHAFAS5-(4-FEAEAKK)-TER; F

3-RAFA-S-(RATFR)-THR,.

RKEAF R B —RAF AL EF AL TUATHX IV 44k
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o8
(3R, 4S)-3-FHL F A-4,5- = F &R-TH;
3-RA T A5 H-TB;
(3R, 4S)-3-RAK F -4, 5-—F 3X-T#H MP;
(3S,49)-3-BIL F -4,5- = F A-T A
(3R, 4R)-3-R A F -4, 5- = F X-TB MP;
3-RA TR 4-FAA-CB;
3-RA T A4 A AR B
3-RA T -4 A A-F B
3-FB AT A-4-F A AT
3-BAFR-4-FRA-BB; A=
3-BA T A-4-RA-5-FR-TE,
REBRF kY7 — ARk FHaF REAL A TATX IV 6LE4h:
(38, 5S)-3-AA F A-5-F - TEL;
(3S, 58)-3-BA T A-5-LAK-THE;
(38, 58)-3-& A& FA-5-R AT
(3S, 5S)-3-A A F A-5-F R AK-TH;
(38, 58)-3-R & F HE-5-d=-T RA-TH;
(38, 59)-3-A & FA-5- A F A-TH;
(38, 55)-3-FH F HK-5-2-A- TEAMK)-TE;
(3S, 58)-3- & F HK-5-(3, 3,3- = A-R A )-TER;
(3S, 5S)-3-F A F AK-5-KEHK- TEL;
(38, 55)-3-RM F AK-5-(4-2-KEAK)-TH;
(38, 58)-3- A& F A-5-G-A-KAK)-TE;
(38, 58)-3- A& T A-5-2-F- K AA)-TE;
(3S, 5S)-3-FL ¥ £ -5-(4-A- KAL) E'Jﬁi
(38, 58)-3-AA ¥ A-5-3-A- K AHK)-T
(38, 5S)-3-FA A F HA-5-Q-A-FAK)-T
(38, 58)-3-RA & F A&-5-(4-F 2K Fﬁiuik)-wi;
(3S, 58)-3-R A& T A&-5-3-F ABA-FAL)-TH;
(38, 58)-3-F A& T A-5-2-F AA- KAL) TE;

4
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(38, 58)-3-2k F A -5-(4-FH - K AAL)- TER

(38, 58)-3- B T A-5-G-AA-REHN)-TH;

(3S, 58)-3-F 3k F A-5-(2-AH K- K AK)- T,

(3S, 5S)-3-FA F AR-6-72K-5-F K-

(38, 5S)-3-FH F HK-6-F £ A-5-F A-TH;

(3S, 58)-3- R F HK-6- TARKL-5-FH-THE;

(38, 58)-3-R A FA-5-F K-6-RAH-TH;

(3S, 5S8)-3-2 A& F AK-6-F A AK-5-FA-TE;

(3S, 58)-3-F L T A -6-4-T B -5-F 24 -T8%;

(3S, 59)-3-2IL F &-6-#F AA-5-F A-TH;

(3S, 58)-3-R A F A-6-2-A- TRA)-5-F A -THE;

(3S, 5S)-3-8HE T A-5-F £-6-(3, 3, 3- Z A-A AK)- TEL;
(3S, 5S)-3-R I FH-5-F X -6- K AMNK-TER;

(38, 58)-3- B F H-6-(4-F-FAH)-5-F A-TH,

(38, 55)-3-R & F H-6-G-F-FAHK)-5-FA-TH;

(3S, 58)-3-B A F E-6-2-R- K AHL)-5-F A-TH;

(38, 5S)-3-F L T K -6-(4- A- K AI)-5-F L -T L

(38, 53)-3-5%‘%&-6-(3-& FEH)-S5-FH-TH;

(3S, 58)-3-F A& F £ -6-2- - K B HL)-5-F A -TE;

(3S, 5S)-3-F & T #-6-(4-F 8- K AHAL)-5-F &- T8
(38, 5S)-3-F L F &-6-(3-F - K EAAL)-5-F A-T#L;
(3S, 59)-3- Ak F H-6-(2-F BIA-KAHK)-5-F A -TAL;
(3S, 5S)-3-F A FA-5-F K 6-4-Z A FA-FAKNL)-THE,
(3S, 5S)-3- AL FE-5-F R 6-CG-Z A FTA-FKAN)-TH;
(3S, 5S)-3-AAL FA-5-F X 6-Q-Z A FA-FANL)-TH;
(3S, 58)-3-F L T A-5-F A 6-(4-A - KEARK)-TE;

(38, 5S8)-3-AA F A-5-F A& 6-G-AHEA- KAL) LA,
(38, 59)-3-AA FA-5-F R 6-Q-FHA- KAL) TH;
(3S, 58)-3-F I F K -6-F AA-5-FA-TH;

(3S, 5S)-3-BK T A -7-F K -5-F K- R B

(38, 58)-3-R A T A-7-F AHL-5-F - R B,
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(3S, 58)-3-RA F A -7-TRKA-5-F A& B

(3S, 58)-3-RA FA-5-FR-7-RAA-RE;

(38, 58)-3-A &L FHK-7-F A EK-5-F AR,

(38, 58)-3-BA F A-7-3-T A -5-F R-R K,

(38, 58)-3-A A F A-7-AF £ A-5-F R-REK;

(3S, 58)-3- &I F A -7-2-A- TEIK)-5-F A - KB

(3S, 58)-3-B A T A-5-F L -7-3,3, 3-Z A-RARL)-EB;
(3S, 58)-3- B T A-7-F A A-5-F R-EHK;

(3S, 5S)-3-F I F A -5-F A -7- KA KB,

(3S, 58)-3-F T A& -7-(4-R- K EIHL)-5-F - & B

(3S, 58)-3- R F A&-7-(3-R-F AI)-5-F - E B

(3S, 5S)-3-F ML T H&-7-Q-R-FAK)-5-F LR,
(3S,SS)-3-F Ak F A -7-(4- - R BI)-5-F K- & AR

(38, 58)-3- B F HE-7-G-A-FKAK)-5-F A&,
(3S, 58)-3-F A T A-7-(2-F- K AI)-5-F A E B,
(3S, 58)-3- R F AK-7-(4-F BA-KAHK)-5-F AR,
(38, 58)-3-RA F A-7-G-F &A-KEHK)-5-F AR B,
(38, 58)-3- R FA&-7-2-F BA-KAK)-5-F K- R B
(3S, 58)-3- R F A -5-F HK-7-(4- = B F - KAL) E B
(3S, 5S)-3-F I T H-5-F HK-7-G-Z A F K- KAL) E L
(3S, 58)-3- AL FE-5-FHL-7-Q-Z A F A-KER)- KB,
(38, 5S)-3-F M F HK-5-F IK-7-(4-FH K-SR EIR)- R 8L

(3S, 59)-3- B F A-5-F K -7-G-A A - KA )- R B

(3S, 5S)-3- R F A -5-F A-7-(2-AH LKA )- R 8L

(3S, 5S)-3-RA A F A-5-F K -6- KA -TEL;

(3S, 58)-3-F A F A -6-(4-R-F 2)-5-F £ - T B

(3S, 58)-3-F A F H-6-3-R-F3)-5-F A -TH;

(3S, 58)-3-B A ¥ A -6-(2-R-FH)-5-F A-T 8,

(38, 5S)-3-FH F &-6-(4-F AA-FA)-5-F R-TE;

(3S, 5S)-3-F AL F £ -6-(3-F A A-FKH)-5-F A-THL,

(38, 58)-3- A& F H-6-(2-F &A-KK)-5-F K-,
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(3S, 5S)-3- R A F K -6-(4-A-FH)-5-F 2 -8
(3S, 58)-3- R T HK-6-(3- - K H)-5-F A-TH;
(3S, 58)-3- R & F A -6-(2- - K 2)-5-F - TBL;
(3S, SR)-3-&JK F A -5-F 3R-7- R AR B
(3S,5R)-3- A2 ¥ A -7-(4-F-FH)-5-F 2 - 8L ;
(3S,5R)-3-FA A F A -7-(3-F-FH)-5-F &4
(3S,5R)-3-F A F A -7-(2-F-F2)-5-F A -E B
(3S,5R)-3-2 MK F AK-7-(4-F BA-FKHK)-5-F A-E B
(3S,5R)-3- B3 F 2-7-3-F RA-FIH)-5-F -k 8%
(3S,5R)-3-F Ik F A-7-(2-F - FHK)-5-F L& B
(3S,5R)-3- B F A -7-(4- F-FA)-5-F - R B
(3S,5R)-3-F A F A -7-(3-F- K 2)-5-F R -E 8L,
(3S,5R)-3-F A F R -7-2-A-FKA)-5-F R - R84

(3S, SR)-3-R A& F A-5-F K -F-7-H 81 ;

(38, SR)-3-RAJ F H-5-F A -E -8R

(E)-(3S, 5S)-3-2 L F 3A-5-F K-F-6-W K,

(Z)-(3S, 58)-3-2 I F H-5-F L -F-6- 15 B

(Z)-(3S, 5S)-3-F Ik F I -5-F K -F-6-M BR;

(E)-(3S, 58)-3-8K F &-5-F A-F-6-1 8L,

(E)-(3S, SR)-3-2 L ¥ A-5-F K-E-7-1H 8L

(Z)-(3S, 5R)-3-2HK F 2-5-F K -F-7-W 8L

(Z)-(3S, 5R)-3-2H F 2 -5-F AR 74 B

(E)-(3S, 5SR)-3-2JL T AR-5-F -7 B

(38, 58)-3-R A F -5, 6,6- = F K- E B

(38, 58)-3-BA F &-5, 6-—F K -& B

(3S, 59)-3-2 I F A&-5-20 A - T

(3S, 5S)-3-R A& F A-5-IK T AR-TEL;

(38, 58)-3-B A FA-5- A KA-TE; Fo

(3S, 59)-3-2 L F A-5- SR T -TER,

RERF EER OB —ANFhTEZRALHTATHXIV 691L54:
(3S, SR)-3-& K F RK-5-F K- R B
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(38,5R)-3-FE F A -5-F 4 -F 8
(3S,5R)-3-Fk F A-5-F -8R
(3S, SR)-3- R T 4-5- F 4584
(38, 5R)-3-RA& F A&-5-F -+ — B
(3S,5R)-3-2 K T A-5-F 2+ 8%
(3S,5R)-3-FHE F 55, 9- = F 4584
(3S, SR)-3-AAL F -5, 7- = F A-F 8,
(3S,5R)-3-F S T &-5,8- = F K- F 8
(3S,SR)-3-F A& F A-6-3K 7 A -5-F - T8
(3S,5R)-3-FJL F H-6-3R T A5-5-F AT,
(3S,5R)-3- B4 F 2 -6-3F R IA-5-F A -TH;
(3S, 5R)-3-8 L T A -6-3R T A -5- F k- T 8%
(3S,5R)-3-F A T & -7-3F A A -5-F AR B
(3S,5R)-3-B A F A -7- 3T A-5-F R &8
(3S,5R)-3- R F A-7-3K R HK-5-F A& B
(3S, 5R)-3-BHk T H-7- 3R T A-5-F AR,
(3S,5R)-3-F F 28-3R A A -5-F A -F 8%
(3S,5R)-3-Fk F 2-8-30 T 2-5-F A -F 84,
(3S,5R)-3-FA T A -8- IR KA -5-F A-F 8
(3S,5R)-3- Rk 7 A -8- A TH-5-F A-F 8
(38, 58)-3-F A& F H-6-#-5-F A- T
(3S, 58)-3- I F A&-7-#-5-F AR
(3S,5R)-3- R F A-8- A-5-F R-F 8L
(3S,5R)-3-R A T A -9-#-5-F A -F 8,
(38, 58)-3-BA T H-7,7, T-Z R-5-F A& B,
(3S,5R)-3- R F 4-8, 8, 8- = A-5-F A&-F B
(3S, SR)-3-2JA F AK-5-F K -8- K- F 8%
(38, 58)-3-RIE FA-5-FH-6-KK-TE; H
(3S,5R)-3-F A F A -5-F A -7- R AR,
B —AEHFEEAE A2D BehZ X V. VI VI & VI 694es
YRA LT ETHEZHE,

38



200480033396. 4 oM P ZE25/621

HN COH HN COH COZH HN COH
g | %i\cnan’ i *

(CHy)n

v VI vII v

AP oA 2 46988, YAt S, B—AIMFSTURIEZ
R &4 S.

REBRF E—FRik b FH#FEEAX V. VIL VI RH VI 4948
A4, P n B2 B 4 6985,

AE T B H — AR FEH-T REAXNV s,

AR T EIL LN TG EEALA TATHX V. VI, VIIL X
# VIII ¢9106-4:

(o, 60, 8B )2-AA&F H-\A-# (inden)-2-1)- T

Q-BA T A-NA-H-2-K)-TH;

(2-B A F E N E-FH IR KM (pentalen)-2- 2 )- L& ;

(2- B FE-NE-F IR M-2-4)-TH;

(3-F A F A -RIR[3.2. 01 &-3-2)- L

(3-BH F I -IK[3.2. 0]&-3-4)- LB, Fo

(-8B FIR-NE-8-2-28)-TE;

REAFELZHAOH —RERZGEHRFSEEALATATHX V.
VI. VII. 3% VII #94L6-45:

(o, 5B)B-AA T A-WIK[3.1. 0] T-3-28)- T,

(la, 5B )3-FI FA-MIL[3.2. 01&-3-1) T8,

(1a,5B8)2-84 F EA-NE-H MK M-2-K)- TR,

(10,6 B )(2-BA FHE-NEA-H-2-28)-TE,

(10,7 B )(2-RHL F -+ &-H H K (azulen)-2-3)- T,

(10,5 B )(3-FIE F A -3IR[3.1.0] T-3-4))- LB,

(10,5 B )(3-RA I F -3 [3.2.0] &-3-1))- T A&,

(10,5 B )(2-BIE F A-NE-H IR M-2-28)- TR,
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(1a,6 B)-BH F A -NER-2-2-3)-T AR,

(1a,7 B )(2-RA F K-+ A-H HKR-2-K)- T,

(lo,3a,5a)3-8AFR-RIK[3.1.01T-3-K)- T,

(la, 30,5 a)2-8&FE-NE-FFHRK=H-2-K)- T,

(o, 60, 8a)2-RM4F A NE-H-2-K)-TH,

(la,7a,9a)2-8AF A+ R-HHIR-2-X)-TH,

(1o, 38,50 )3-85AFH-NIR[3.2.0]T-3-4)-T&,

(lo,3B,50)3-8AFR-HIR[3.2.01&-3-K)-TH,

(o,3B,5a)2-8&FR-NA-HIRRI-2-2)-TH#,

(la,6a,8p)2-8&FHR-NE-F-2-4)- T8,

(a,7a,9p)2-RAF A+ A-HHR-2-)-TH,

((IR, 3R, 6R)-3-RA L F - 3IN[4.1.0]&-3-L)- TE&,

(1R, 38, 6R)-3-F & F 2 -3 IR[4.1.0]&-3-4)- LB,

((1S, 38, 6S)-3-FA& F A-RIL[4.1. 01 &-3-5)- T,

((8, 3R, 6S)-3-FH& F &-RI[4.1.0)&-3-3)- T,

((IR, 3R, 6S)-3- £ F A -M3IR[4.2.0]F -3-KX)- T &,

((IR, 3S,6S)-3-F & T A -IR[4.2.0]F-3-1)- T8,

((1S, 38, 6R)-3-2 A& F A -WIR[4.2.0]F-3-1K)- L&,

((S, 3R, 6R)-3- R F A-RIK[4.2.0]F -3-24)- L,

((30R, 5R,7 a S)-5-F K F A-N\F-F7-5-2)- L&,

((30S, 58,7aS)-5-2 & F A-NE-%-5-K)- L#&,

((308, 5R,70R)-5-F & F - N\A -7 -5-K)- T &,

((30S, 5R, 7aR)-5-8 & F H-N\A--5-K)-TH,

((2R, 408, 8aR)-2-F A F -+ &-H-2-K)- L&,

((2S, 408, 8aR)-2-F A& F & -+ A-F-2-4)-T A,

((2S, 4aR, 8aS)-2- B F -+ £A-K-2-4)-T &,

((2R,40R ,8a8)-2- A& F &+ &-K-2-K)-TH,

(2R, 408, 9aR)-2-FA F 3 -+ K- K H 3L & M (benzocylcophepten)-2- 35 )-
.8

((2S, 4aS, 90R)-2-F & F -+ &K IR EH-2-28)- TR,

((2S, 4aR, 9aS)-2- A F & -+ 8- KRR -2-K)- LB,
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((2R, 408, 90S)-2-F I F -+ R -FKIF LR M-2-5)- LB,

((IR, 3R, 68)-3-F & F A-MIR[4.1. 0)&-3-1K)-T#,

((1R, 35,69)-3-F & F AR [4.1. 0)&-3-28)- L&,

((18, 3S,6R)-3-8 3k F K- [4.1. 0] &-3-2)- TR,

((1S, 3R,6R)-3-2 & F AL -2 IR [4.1. 0] &-3-2)- TEL,

((1R, 3R, 6R)-3- &k F I -RIK[4.2. 0]F-3-&)- T,

((IR, 3S,6R)-3-F & T £-3IK[4.2. 0]F-3-2)- L8,

((18, 38, 6S)-3-F A& F A -RIK[4.2. 0]F-3-5)- L8,

((18, 3R, 6S)-3-RA & F - I[4.2. 0]F-3-4)- T,

((30R, 5R, 70R)-5-FA& F & - N A-#7-5-2)- T,

(3R, 58, 7aR)-5-F A FH-NA-#F-5-K)-T &,

(308,58, 7aS)-5-AHAFHE-NEA-F-5-K)-T&,

(3aS, SR, 7a8)-5-BHFA-NK-EF-5-K)-T A,

((2R, 4aR, 8aR)-2-2 & F 2+ A -5-2-4)- T,

((2S, 408, 80R)-2-BHA&A F & -+ A-F-2-4)- LA,

((2S, 4aR, 80S)-2-FA F -+ A-F-2-4)-T &,

((2R,408,8a8)-2- A& F &+ £-F-2-K)- L&,

((2R, 4aR, 9aR)-2- 28Ik F H -+ £-FKIH IR R M -2-4)- TR,

((2S, 40R, 90R)-2-B M F A -+ A-KHF I EMH-2-1K)- LA,

((28, 408, 9aS)-2- B F -+ E-KIFF M -2-14)- T8 Ao

((2R, 408, 908)-2- B A& F K-+ A-FKIF KB H-2-K)- L,

AEAF ik EhEEHFEMSEAX V. VI. VII. &4 VI 49 A2D
ferk, ©R(a,3a, Sa) G-RAFHR-RK[B2.01R-3-1)- T8, XAHLH
F E LR,

AR AT kL EHE TG E#EAX V. VI VI &F VI 4 A2D
fedk, €& a,3a,5a)@-RAFA-RIK[3.2.01&-3-54)- LB g,

AERFEH —FRAG FoT ELRLRL T4 A2D B2 AL A
FUATF AN RA L HF ETEZLHH:

3-(1-8A FA-ZRTA T HK)-4H-[1, 2, 4]F —r-5-87;

(S, S)-(1-8 A& F 3-3,4- = F - 30RK)- T

(R, S)-3-FK T A-5-F AL-F 8,
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(S, R)-3-R M FHA-5-F K -F B

(3-RA T A-RIA[3.2. 0&-3-1)-L#;

G-B A TR -RIK[3.2. 01&-3-4)-CTB, HFPARTARS FRADZR
Nog; Ao

C-[I-(IH-v974-5- 38 F 3 )-SR R AR ]-F A%

XEALSH T AR T RA AT EHNF LS & PCT £4¥iF
W099/21824, 1999 4 5 A 6 B/, PCT % #| % W000/76958, 2000 4
12 A 21 B2F . 3:# PCT #4935 WO001/28978, 2001 5 4 A 26 B /7.
X W FA L AL FIAL TS LE,

AE AT k—IR EREG FHFTEEANED 3-(-BAFR-ARTLAT
F)-4H-[1, 2, 4]7% == -5-BRl 64 2R AL 3E

RERF R —RRL G FHFTREA X HIREIER, XA R
+#) 4,024,175 5 A £ B £ F) 4,087,544 5 FHLEA, BEHACNHLLFIA
A SF,

RE P F kD —R kit F3F5 EEA X I 69 A2D Fedk, FHiX sk
St 2B EH) 5,563,175 5 FHLER, ZEHUALLIIAMKEA LE,

AE AT % B —F ik o £ £42A X LIIC, 1IIF, IIG K4 IIIH
) A2D Bedk, XA PCT 4935 WO 99/31075 5 ¥ 35, & Hluk
AXFIANEHHZHE,

AERF k7 — Tk ey £35 £A X IV 6 A2D Beik, X Fuik A
PCT % #) &3 WO 00/76958 5 #H#.0A, ZEFALLIIAMED AH,

KK BR T iEAR R 6 Ak ik 6 A2D Bedk 2 X(IXA)(IXB)# A4, €
/114 PCT £ 4] %35 WO 99/31074 5 ¥ 58, ZEAALLIIANEHLE,

A A o XAGI N A AH 69 PCT £ 495 WO 01/28978 5, BLAARK
B ARAL 69 23 5 T T VAE R 69 Akt 69 A2D BeAR. XA TT VAR
XV, VL, VII, FeVilgg1La-4.

ARER T kA —RARL G FE 7 LA XN(IXA) XA (IXB)LEH 4
A2D BeAk, KA HLHF LT,
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H,N
2 lﬁ H)N g
CH9 q éHQ
H = n
A "
(IXA) (IXB)

£
n & 0% 2 6983,
R 2 #5Bhle, BRMc. BEBR. 23R, BEABRRE F M5
AZARE TR, HFH

B &
<(CH| 21-6
— (CHy)og

1 3] 11 AR T ey A4 RAE LA, KA -(CHy)u-Y-(CHy)oy-F 5K,
HE¥ Y Z-0-. -S-. -NR3, £ F4 R ZMN 15 6 NRBEFEE. 358
NEBRFHIIRA. FRIAERE, BFFRIA RETURFRKARA
1 E) 3AE AR A T T BRARMKL: A, AL, A%,
A BE OREHA. ZATFTA. A,

AL A F ik th— R AL 6 F 6 H £ A X(IXA)RIXB)L A4 44
A2D fedk, H# Rikf -F-NHSO,R"” #-SO,NHR" #9#4Bthe, £+ RV R &
4 RH XA RH Z AT A

AL AT e — TRk FFH R L A TATFHXIXA)RA
(IXB)# 4t 44

4-F F 2 (IH-w9 v -5- 2 9 ) K e

3-(2-FA T A -4-F E-KA)-4H-[1, 2, 4% ==k -5-518F, HC1;

(2-B A T H-4-F K -RIR)-BEEL;

3-(3-Rh-2-3R R A- A A)-4H-[1, 2, 4]"F —4-5-F0);

3-(3-RA-2-3F R -FAK)-4H-[1, 2, 4]E —nk-5-B);

2-3F KA -3-(2-BAK-2, 3- =82, 4-2 M [1,2,3,5]7 %0k ek 40K R
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3-(3-R K -2-F T 2 -AHK)-4H-[1, 2, 4]7% —=L-5-5R);

3-(3-BH-2-FA T A-F3)-4H-[1, 2, 4R —=-5-FF; #e

2-3R T A-3-(2-FAK-2, 3-=5-2-2 A *[1,2,3,5]7 %k — w430 )- R B2,

AL AT ik D —F ik 69 365 E4A XK(IXA)RA (IXB)#y1Le4,
+ R B, -PO;H;.

AE B 7 ik B — R T B4R N(IXA)RH (IXB)#Lbdh, H
T R &

HN-N A0 /N‘o 4 Mo
DR K

F ARk R ALK A F ke —A FaeF B X(IXA)KF (IXB) g 14
%, £F R £

HN’\N)X\(i

R F AR R ARK R T i — A FT RAER 6 &(IXA)%@%(IXB)&@
At % 3-(2-FRA T R -4-F HRE)-4H[1, 3, 4% =k 5-FR, XA L%
THZ L,

iE B AR 6 R ARK B R0 — A E T KA 6 X (IXA)RA (IXB)#Y
At % 3-(2-BA T A -4-F E R H)-4H-[1, 2, 4% e 5-BR B AR 2

AR K B 7 ik 64kt 2365 o ST AR AR ) 69 S 4 A2D BeARAE 2003 SF
3R 7 89y ER A EIFE T 10/401,060 FHLEA . AR A2D Hedk 2 4o
FATiZ 8 X X, XA, XB, XI, XIA, XIB #= XB-1 #9164, £4 X X 498464

HoN
i Ry Rst
HO,C
X
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AP

R R A4 (C-Co)d9ln i, LI 1 5] 5 AN0G 2UR FIRAX,;
R, Z A& (C-Co)fk sk, &AM 1 3] 5 A6 2R T IRAK;

R; Z(CrColih. (C3-Co)IRkii. (Cy-Co)FR - (CrCMAA. K. K
A(C-Co)bt A mbo A ke 2-(Cr-Co)be A - R AE-N(H)-. 3 o2 2 -N(H)-,
H b /AR AR SR AR A 1 B 5 AN AR TFIERAR, Kikibik 0
2| 3 ARBRTFIRA, A AR KA Ao BT 8 R -(C-Cote Ao
FIF 32 b o 3 -(C-Cobe 2 o 49 F I Fortbog 3 - R T A fEik sk 1 3] 3 A
B, R 03 2 NRARARA, AARBAREE L g Ta. A
I A TR (CRC AR AFR AR 1 3 3 AN AUR T IR (C-Cs)
WA ABRAELHA 1 3] 3 A AR T IR (C-C)lt AUk

A4 R ZAH, RyFAEA;

ARty th 5 LT % 6 8.

A X XI 69154

Hd R, RyUBR Ryt L@ E Ly, ABRFTES M F LT e,

A X XA 8444
HoN j/\|/\ Ry

HO,C
XA

EP R E @A X, ARFFAESMEEF LT,
A X XIA 894654
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HoN

Hozcj\/k/ Rs

XIA

¥ Ry @A), ARATEMNSHHF ETHZLHE,

A X XIB 9o
(R)
H,N o Ry
RN R,
CO,H
XiB

HEP R\ RyAR Ry e EdE X8,
A4 X XB t44eo¥h

£ R, RyVAR Ry Ldy & L4,
EA X XB-1 694054

XB-1

ﬁ(—“P R; iln_l:tﬁ]/’iXé’Jn

BARE R F ki EHhFTEF TR GLE A2D BidkfE PCT £ 4] ¢
# WO 99/31057 5 F#L8A, Z & A difh HALHIIAFHEAHLF, Kb
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A2D Bk 2 X(XIDF(XID LR E 53 LTS,

BN R BN
CHy)p CHa)p
#o
(XIm (X1

HF:

n 2 0 3] 2 654K

R 2B, BRik. MBR. 223K, BhBR. R EREFR, H A

X #-0-. -8-v -S(0)-. -S(O)-HA NR', £ TR\ ZEA. HaRH L
409 1 3 6 AERTHREA. FA. -COR AT R, ZANA L4869 1
3] 6 MRBRTFHRE. FERFRE, RAH-COR A+ Ry Z 1 E 6 MKE
Foy A RH LA, A TR, H 9 6)F RS RATARFRAKH
RAEBARE. ZAFEFAFiLdeg 1 5] 3 ABRARAIRKE.

BEARERF EREERF EFTAERA G HE A2D BARE PCT 4| ¢
#H WO 98/17627 5P L, £ A FIFULLIHEIALFHALE, Kb
A2D Bk & T Xe9ib b3 L F L T2

H
R A A XA KA
Ry A A RH KB

R, &
(CH5)1 6

— e |
7 3| 11 AR T A RA LR, A -(CHy)gay-X-(CH) e
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A, £+ X2-0--S--NR;-, £F R; 213 6 MNERFIE. 35 8 ek
BT, FARERL, EFREAPTETARFRRG A ZHE
At f Tk, AL RF. £4. B4 BAREL. ZATE.
RAEAR Pt 6g 1 3] 3 ANBRARAEIRIR .

ARE P Ty ik Rk 3T KT TR 69 3LE A2D BAR/E PCT % 4| ¥ i
WO 99/61424 54580, ZHEFADARLSIMIIAL TS AL, Kk A2D
Ak 2 X(1),(2),(3),(4),(5),(6)(7), Fa(8)ta4Aody, FaiX sefbodpysh ¥ T3
2k,

H
CoH %NXC%“ (Cﬂz)izgj‘(cﬂz)
q
(CH,) . (CH,) , )
Ri-Ryp ’ R]‘Rlo p Ry-Rg CHp),
) V) €)]
H H
N—(QHy)y N—(QH,)p, N—( Hy),
COxH CO,H CO,H
o | @ |
(CHy),
4 (5) (6)
& H
e ~(GH,
CO,H
2 CO,H
(CHp)s  Fa
(CH,),
)] 8

H

R 2| RS AL A TEA. XA B 6 MRRTHAEERH X4k
k. FA. RH XL

m A 0 B 3 69 E4K;
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nAZ 1326583,

o 023 6984,

pA 13 2a9%HK;

q & 03] 2 6984,

r2 1326985,

s & 133 e9%4,

tA 03 26984 #A

u A 031 6983,

i L@ A e B HFUAR WO AFHAEMNH LA THH
A,

RLIBFRGYR, HAbA KL e ks Kat, REEA. "H A"
Fa KA RT AAR B ARG,

A" ARBIAL "R T B 6 MR Ty AR L4t e, HHE
QFEFA, G EAXL. FRA ETA. BTA. #TA. RTE. £
R ETHE, FF.

ATE SR TN 1 B 8 MR T8 A Ak A LAk ey B H, PR dE B oM LER,
QiEERRETTA. A BEA. E@A. AL, TA 2-TH. &
TA FF R RATUARFRAGRFREBERE 18] 3 MR FRKH.
ik ey A2 F AF K.

ARIERIH R R 2 B B NBRB T A4 1 3 2 R 3 A4y Ask K&
FEEMAR, QEERRETUHEA. AH-1-4£. B%-2-4. AH-3-4.
1-TH-3-. Fof-1, 3-20-7-2. BHATUARERKRGRAH 1 3] 3 4
AR T A

RBTIA" RT3 B TR FHFHRKRLAR, CHEERRETFRA
A RTR, FIEAL,

FRAFRATRERKRGRER 1B 3 MRt g FRELLZA.
A, KA. Fo NH, #9 R B R4,

"R E"LIER. A Efent,

REBREAARFTAB-OBA, LPiido bz,

BB AR & X -NHSO,R " &4 -SO,NHR" #94b44, 3+ R ZM 1
BloNRBRTHAMRA LAORE, REZATL,
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BLAE 2 X-NHCOR" #94t6-4, 9 RZPAZM 1 2] 6 MNERER T o4 A4k
HFARA. FRAARKK,

J¥ B8 -PO3H,.

FEBR 2 -SO3H.

F IR

0O
e -
OH

22 1B 2NN AE, BIRAIA 4 3] 7T NIRRT H ARG HTA
TR 2ARET, 2ALHTO. NFSe136MRET.
K% b F IR 2

HN’N /N\o N

sy —\< ﬁ—\(s' —4 *’\(/\OO

RIBIRA RN B 11 AR T o) Ak LaEe) A, R T AR ff
ooy B IMIGEAGGVASL, BRI E T TR, T, AL ERE. FARA.
TA.2-TA, RTHEA. KA. TR ECK. BE. FA. 24 2L,
Fot—dt .

TIARAE S AR 3B 8B T ALZIRAK, FTH, TX
A, RTE, REARKRFLA,

FAPRATURERKGRE WL O FLE AL BEBEL. BE.
CF;. A, MAFKALN 1 3] 3 ARAREBRNRE . it AR

AR KA -COO i, HP AT EdmE sy, Kt FARHEL
Fo LRI,

AL AR 694Ki% A2D BRARGG BT R A T &9 & ) Lk P o FF 69— 69
RE LR AR S U. S. 4,024, 175, LEMWEFT; EP641330, L i
£ 4o B 4k ; U.S.5,563,175 , WO09733858, W09733859, WO09931057,

50



200480033396. 4 oM P E37/62m

W09931074, W09729101, W002085839, X [(IR, SR, 6S)-6-(R & F &) IK
[3.2. 0)/&-6-2) LB, WO09931075, AL 3-(I-8 A FAR-ATA T K)-4H-[1, 2,
4178 = -5-BR Fe C-[1-(IH-297&-5- 2 F 25)- 30 & K- F f; W09921824, £ 338,
48)-(1-B A F 23, 4- = F A-30 /% 8)- TE; W00190052,W00128978, A (1
a,3a,5a)3-8 A FAR-RIA[3.2.01&-3-X)-TE; EP0641330,W09817627,
WO0076958, WP03/082807A2, L (3S, 5R)-3-RAFHA-5-FH-FB. (3S,
SR)-3-FA A -5-F R -E B, #(3S, 5R)-3-F -5-F A -F8; EP1178034,
EP1201240 , W09931074 , WO003000642, W00222568, W00230871 ,
WO00230881, W002100392, WO002100347, WO00242414, WO0232736 #o
WO00228881; AR 255 ETa% e & FmFl s,

REPRMEE A2D BARQIE: EFT. ek, (IR, SR,
6S)-6-(F L F A )WIR[3.2.0)F-6-£) LB . 3-(1-AA F AR TA FHA)-4H1,
2, 418 = vk -5-BRFe C-[I-(IH-m97-5- 3K F 2K)- 2R K )-F Az, (3S, 49)-(1-AA F
-3, 4- =W AR-IRRAK)- T, (la, 3a, Sa)(3-RI&-F K- IK[3.2.0] &-3-2)-
LB, (38, SR)-3-BAL T A-5-FA-F8. (3S, 5R)-3-RA-5-F A& B A(3S,
5R)-3-EH-5-F A -F 8,

st ARZ A T ik Fe a4 A &9 SSRI, €LIH(ERFLE T4tk
(Zolofi®). £ MKt Z4h2 F A4 Wik, A& IT(Prozac®), % ¥ A& T(A
BT F AR~ ). 7R A (Luvox®), 1 F & T (Seroxato®,Paxil®)F= &
89318 49 %) 7] Paxil-CR®. 79 8k-& 2 (Celexa®). Bk 2Kt ZHEFL
Bk 2| R'E L £ (Lexapro®), d,I- 8K A (Pondimin®). EE &HIT. 748
BT, RAEAFE. AlEIT. Bk, XIAFHIT. Ak ER(Serxone®).
VAR o BFl(Desyrel®). A HALFTAT 25, KA ik SSRI A Fr ik aT 2 6945
frghs E T2 a3, ik SSRI R 4wk,

STARZ P 7 ixFath e oA A 69 SNRI LFE(2 PR T oA ®IT
(Edronax®)#e AT A 3 & & iT 69 3T B F A 4K, #)4e(R/R,S/S,R/S,S/R). 5 1 BA
(Norpramin®) . & % # 4k (Ludiomil®) . % 3F 74 84 (Gamanil®) . % & F
(Remeron®). FZ A&, FFediifh, B35 T2 MR (Wellbutrin®). 52
A HbER RS F2 R LB . BR T FE(Merital®), 437/ %(Vivalan®).
KA K% EAR(Bolvidon®) KA LAEATRI 25, KA Frik SNRI KA ik a7 2 ¢4
fEfTEh 5 ETHEZ 0, Rk, SNRIZIHEFHIT.
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Pl 5-#Z &l T H _LigF TG 24 636 L350k F (Effexor®).
L FFREY O-F FALEEF. AA%%(Anafranil®), R ARENKH
Y& FREAFRSE. EEHIT(Cymbalta®), KARL £ Fok 48 (Tofranil®
# Janimine®).

ST AK B 6 75 ik A By M BA- WA R 4 Sk SSRI €45 F X 69 X A4k
o4

NR|R,

w O X)
Z XIvV

He, XFX XIV, RR&AFEMF 13 3NMEKARFHERL, R,Z 13 3

AT ERE, Z &
X
~

XAFY&AiLh: & A A B ZAFA 123N ERETHREA
AFFA, AFXFYES—ATREA, FAWHA: & A & B,
ZAFTRA B 3ANAKRETOREN, FF B F e REIRXFH "8 NRIR,
Fo 7 AR AR THIRAAR F A5, HELATRA ) RE Z(1S)-2F B FH R K
# & (IS)-*F B F H R Fo A8 B 69 (IR)-*T B F AR 64l s a4, XA HAT%,
KA AFTEANAAF LA G B F ETHRZ A,

SEARK R 8G 7 ikFe B ML A K A 69 F 4k SNRI &L45 F X 69907 32404
) Faze X F MR,
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(0] (Rl)nl

R20

XV

]
¥ od

Z

ik A8 & X XV & SNRI 693X 449 R BE e Aeelolk ST 4 4, EF n Ao
m A EHZ 1. 2R 3;

HF—/RAR AR, TUARME XA RE, LA, FE. B94K-C-Co
B B C-Co B AL L HIRR Y Cp-Co W25 A1 R BRAX 49 35 25-C,-Cy
Bk AEE IR FE-C-Co B, -NOy;

R,

/

—N
\Ra

HF Rsfo ReARZ R SRA C-Co A, KA HAAB4R4G R A H KA
AAR4AREG Ry A H —RA &-0-CH-0-4; Ry £ A AF 3B C-Cpp e,
REFL-C-Col i B—ARFRAR, TURAMARERRAM, 4.
FER IR C-C AR, Cr-Cy #MAk. Cp-Cy A FRMIK GG F A
-Co-Cy Fhk, FRIEARE C-Cr M, A& Ry 2 Ry A HEAMEH
RBTHBERTIH R TF IR Rofaty ., EARRH L ERL,
Fik AT 0. S N EHLRRT; R4 RWRERE—R, H
MR-CHy-CHy- A . AE AL QLA X(XV) e 5 L THZ e &,
AR T Rt Fe Ak Ao AN 6 i B dhy , B 35 32 2 a9 Rl , bty K(XV)
WS RATARS . F A RBATR, A, AR, RAFREALE
TR AR XY,

H—/3H % AR Ao Ry A B ARG C-Co 0930 I, ik o9 RAk—
M B Ak BT T A 9 BRARAIRKE C-Cotith: £, C-CotmAL,
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/Rs —COo— N/Rs

x,

—N

}3\7

HF )RR AW E@RE L, FRKEZ R,

L —ANRH S A RyFe Ry A B ZMIRAKE C-Co e AR, ik 2k
—NERHZNE AT T A HERAREIRKRE C-Celtdh: BE. BA. C-C#)
A,

HF RsFo Rg Ao LB 2 X, ARR) 69 BT A G 2 FEAKE C-Cp ik

I

B 5 R -C-Cedtth . FA-C-Cotn o -C-Co It R AL L 3, 2
HK-C-Coti . FR-C-ClakFF E-C-Co a8, HPeyrtik—/NR#
ZEAFHARBNK: C-Coltth. ME. B9A&R-C-Coliih. £, C-Ci A
ES

ki

Rt Rs Fo R R Ao Ed 2L H.
BARE) Ci-Cr AR —NR E Mk Hik § F F 7] 69 & B IR
Cy-C; FRMidk: CrCo itk BE. BAK-C-Cotihh. #RK. C-Co ARAA

H ) RsAn Rg R4 LB T X H9.,
Cr-Co MAMLIA T, TEAREF AL,
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C-Cp, AL EZ TR, A, FREASIEFL,

Co-Cy B M BRI TR A WAk,

Co-Cy B AR 12 1 M K

B X-C-Co WAL MR = B X-C-Cy B, 4709 R Z AT A,
C-Cs WAL IR F RARH TRA.

FH-C-Cs MARA FH-C-Cy AR R FEIRARTA.
FI-C-Co I BAM IR KT AL,

ETFHARF

Rs #o Re M h ik o B B A C-C; Ak, #HARFTHE. TAXER
SF -

C-Cr I AME IR IR AL, IRRLAREIRTA,

4 R; A Ry Ao g1k 45 09 RUR FH ARBAK GG 2 2 300, AR KL
WoZ Cr-Co A, XHAFR, FAHRTARFERL KRANLETRARD
WA TR F A, N-stbe bt A N-F A sk A A N-RR ko A,

4 A ASARAR G R A H A B SAR4R 6 Ry A H S AR-O-CH,-O- 28, 4Litk
o2 34-2F R A,

B FHAAEE Y ANTTHRERT, HF—AXXV)HGILEHE S AANRE
6 AR B F AR TT B A2, AL ¥ 2 TTUURF A KRR #93t  F Mk #
M 64 AF 3 B T A AR Fa 1] 64 IR A4 VA B R 44 3T B AR LA R K K B 84
KAETEF. EMXV)EHF ETEZAEAE T RS LB, 4o 8L
SURBR. RBRAE, AREAMNER, woAMERE. BoB. VAR, R TH=
. FRE. LREK. FomikBiegil,

ARAB R K BAARL 694 H (X V)8 3 R 3 ¢4
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5
—N

g,

AR L @R B o) —FF B L B R 49 2L,

AT ARLRE T ik Fa B 40 o4 04 FAb L O G35 8P Rk M489 5-%
G THEBIF F XA X T B LR E/ 3 el R IR0 45 (SRI/DRI) 4 14
4, FERETXAONSMALSEF LTSS

3 R
R N/
X \Rz
R

0
g

HPRAIRAFELIRB TIAL AL AR A, S HL 4 RAR A
ALK, 4H XVI 8 EAE R’ R'UAA NRR? A0 98 R F % i%
B R IARAR G IR T LY, I EBLATEARARG) PN BRAR R T 39 AP iR B
#9 AR A R B T AR AR

nAm EIHEhFL 2H3;

R' Fo R? BRi3it TR, (C-CORE. (Cr-Co b An(Cr-Coyl 2,
A4 R Fo RPARESEMNMEGR—A, HARDTEARGEA | A2/
RBFehtarin, il RFasE R A ROMMENR, EPHEALERT,
LHEEM, LA TEH. Rfm, FHAMENATROSANAHERET
KA BNARARG R T, FEE PRGN TARBE T A TFHRER
(C-Co)tt it 1 3] 3 NI T A 69 (available)4d A3 Az 4E 12 ML BRAX

R’ #= RYEZ Mk f F A AtEmdik 1 3] 34 AR FIRARM(C-Cx ik,
A R Ao R* ARG CMNEEGERF—RYRWEAR 94055 K, 1
H AR G INTT AR 1 B 3 MR it B TR EF(C-Colt R A BRAR AT
JA 04 4 AR AL AR WL ERAX

KH RPF ROUARLE RPEHE0 A A R EHGE R RDIANT G
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A1 A& 2 ANAER TR, TEALRRTOIERERNRA, HFHF—
MR, SAER, A TA. R PRASHZMENTIRE SR
AR R T BA AAABARG AR T, FF LA AT 69T AR 5 it B T
£ F(C-Co)hi A9 1 3] 3 NIRRT A 6945 43T A b BRAX;

H—AX kit FE. RECLR. A EREH). K15 3A
AR TFAL R M IR (C-Cl k. K 1 3] 3 AN BUR FAELHIRAK 69 (C-CM
A, REA. A, A4, (CCORLERE. Z-[(C-CHORATRL.
NR’(C=0)(C-Co)lt 2. SONR’R® = SO,(C-Co)idk, H£F R A= RO I
it B FAaA(C-Cotiik, FHpAO. 1A 2; HAH

HF—/Y BRidit f FTA. (C-Coi il &,

MR (aFRAiT—44 NR'R®. CRR' #= R®NCR® 449 # & 3K; (b)
HHR® F2 R* AR A, (1R #= R 2 M ik f F EF(C-CoM i, #a(iii)3R B
SR HAR 1 RF 2 AR EAE LA WK, 2VH A X SRAREZA.
A X XVI 69884 4£ WO 00/50380 + #L8A.

EFH—F &, REPGRIETZETH, LIRS, LARALLY
Tk, TRZET A BRI, A HEA BEGITRE. FFLFE
3 K IRE 09 BERR AT 09I ARIE . A T AR BIE 49 A €35 R ARJE 69 BR IR 55
BIFPARIE . B I G 6 BT, QBT T RIE 7T A BIE ST E Y.

(a) A2D Bedk, ROX 1894s4, X+ X FXIL R RyFaR; £4 b\
T8, FFE OGN RS R A LA AR, RE KA, K
H TR RA TR LA e ehF ETEZ G E, AKX 1 91s,
AP XFXI RiFon R E@EXE, RELWTH, KBRS MWAE
R aTeh e shF ET %60, RALRAY; Fo

(b) SSRI, & Il ¢4 tL&4, X+ XFXIL Ri. Rys Xo YA Z R
@A, FAATRA Y R A R (IS)-A e F AR R A (1S)-2F e F M R
FoAAzt B 64 (IR)-3 B ARGl 38 RA4, R R, RE RS AR
FH PR R e 2 F LT B0, Frif a4 (a)F (b)) A 3 & 48 4k 24 ) B
W XK, A

(c) SNRI, &£ IV #9iba4h, ¥+ XxFX IV, R. R;. R;. Rs. Ryv Rs
Fo Rg Ao LB X, FEOIELINH RS S A LIR 3T R F A IR Ao
FExTRE MR, RE R, REFTBMEYRE TR H G F ETHZ
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e 3, AT ed(a)fe ()i RE A% A R i 6 7 Kb dh, 34

(d) (a)5 (b)F=(c) 9B A 54,

BFH—F &, REAFGRELT LT EFPHRGEWWBEW, A4S
#H A HILM, LARAX, MEZEAHEERWMERINRE—NXEZ
ARG IR R R AEF L AGITANIE, Pk a9 hin oM eI56 7T A XK
=0

(a) A2D Bedk, £: DX 189184, £+ £XFXI, R, R, R; &4=
L@ 8, R OIELINH A A R A LIRS F AR, RAH L AT,
RA RS M RAE AT HF ETHLHE; RF )X I 9sdh,
A XFXIL Rifen oo b @E L6, RELANH, A LAmEarsde
B3 P THS L, XA LR,

(b) SSRI, AKX XIV #9o#, H¥F X FXXIV, R, Ry, X. YHZ
Ao B @ L6, F ELATIEALE R R (1S)-3F B F AR KA (1S)-7 B 349
Aol B 6 (IR)-2F ik AR 69 91 I s 4, RAE AT, B EY
REERMANHF LTEZHE,;, F,

(c)SNRI, X XV #is4, £+ XFX XV, R. R;. Ryv R;. Ry
Rs Fo Rg Ao L@ & L8y, F @450 ae bt A 3 Ak o 5 e A
WA e b B F AR, KA LA, RF TR RA LA 255 LT
Bz E

(d) ()5 (b)F(c)H B 24, Fo

fEik i, HEFETEZORT Y. BARIMHEH.

LFERHRIE 677, RIBELE. BB, LEH. AT ZAR
EHRB G FERRERIE, RERGARLRERE R RO —NRE S A E
K, XPEAGRIE 6777, B LERELGE7FER.

AERA K R A4 T VAVA SRR AT X Anim A X, @LiEKE-49
RKAE., — &, BFEKEHBIXEA, TUELERZEHKHI4, D20. db-
AE . d6-DMSOYEFMH X, ZHIFEAE XF R LKL ER
KAWL E A,

AER—EEMWER —NREANTFHRF SHBEAFHF ST
AR R AH S ARG E . KK QIEFTA 6 5F a4 AR Fa £ 6 AR 6T Kok
B E B RAEAY. o B AT AMIRE A K Fe R X 6 A MR T B F
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HAGE AR, i@ 5 RER. EiERA HPL.C.4H B RLALES M) K
FHRA Y RA HLIE B L RAITENEIR,

AERHFS A2D B ALK, T RARI AN, HEF AR
-t 3 7T VAR G-I ) AR M ) RAURA A AL B R A okt B 350 B A,
HARBKRE, RAZRRKRE. $‘¥ PR . KA. B A /AR . R A
& Eharii . ATRERE. Lo, LERE. RTHZBRE. Ak
R, FABRE. %#&ﬁ?}ﬂfi AFARTRE. EME/sULs. &

BR &L A misﬁﬁiﬁm/@lm% l;fﬂ‘;&ﬂm\ # LA, D-Fo L-5LBR

CFREE. DRmE. AomE. TaEE. TAREBE, 2-RaE .
JRER L. K ﬁiﬁﬁ LA B (orotate) AF AR BR 3 (palmoate), B3, B/ BR
. s ERE. PR, AMERRE. D L-BABE. UATREKRYE,
A6 RMTY s AF A B 0 BT ARG, BT R4N. AR 4B, 45, 4K 4%,
fesk. — OB, CHBE. ARRBR. HAR. ATZ8. F2. #i&AH%K. A
Whin L. AE#BETHETURN o T R4S T4&. KRANGY
AT AFIE TR XM A&, sust, & F AL+ % SSRIs,SNRIs, #o
R E (dual) T HEZ I H A LB ELIFZ AD BAHBRE KA
(functionality), AKX A H —F @ LK 2B BB, LHEU 1 144,
& S A 0 ey X m ek T A B R4 1:1 404,

AL RIABRIA M EL 0 R BB & 50 3 69428 AL Stahl
#2 Wermuth, Handbook of Pharmaceutical Salts: Properties, Selection, and Use,
Wiley-VCH, Weinheim, Germany(2002).

CEMEERLAGTEEAN, Sa@RIGER DR, FHh-5 1
LKLY hhFerg TAENFHESTHAE. SX LB LW LRA,
AL J Pharm Sci, 64(8), 1269-1288 by Haleblian(August 1975).

BT XF RERA W G TR Ak Lk @45 2 3 AR A ety Fo KK A
1ot 84 B M B Bh 69 A K,

AERAHE % L o ERLANESWHTERA.

AL Lo a 8 G2 ARLAKTEA, LFBhidh. &
BEEBERARRAHERHAFSH, R EH TH IR LB, L5
&9 3£ 7] A& (formulation) Fo/ R is M, RS T A RAEE M (H e, HEhinh R F R
#), XA FEMBA XTIAE
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(1) T VAR 5] 4o B Bl X 6 Bl 5 A7 6 B8 R E BR AR 69T A dh . *F T B8 6947
A4, ZBERBIT I T ENAY S THRBREAITAL, T TFEBAEGLT
A4, Bl T vAR L O4et) 7 ik R M oT 09 R BRI B R A B AL A AT 4 49

(2) TrAB TR XA TR EEBEIRA K, KT UBL L4 eh
7 ik BT RRARBRAR, aF sttt s T1a6.

(3) it AR pE AT AT 25 7 K A 545 69 77 24 X e ip B A AE A 42 B A
ETEY.

(4) M1 3] 3 914404,

R A B IK - T 8% BRBR Ao B BE AL FUBR BSARGA S R R BR 49 AT 25 (Wermuth
C. G., Chemistry and Industry, 1980: 433-435). &K 69 & AT B L E4nth
7 ik ERAL., BT 24 Ao gk 2h & KARIK € 4n 69 (Palomino E., Drugs of the Future, 1990;
15(4): 361-368). RGBT XA ERX ZIIAKEHLF,

R AL

ATGLER B F T 6 A2D BeAk R I RAURBEARA R bt 75 k4869,
AR, LF 5| AEH], RS9 EFRERY, B—BRIALTHEH LS,
B4, TVAR EARBERLAGIKA Z4 . hdhiaadh, FEFRANNEF Y
A2D Bk, Aok FHl&ARs A2D Beikrik: U.S.4,024,175(E 4k, mmerh
T)Fe U.S. 6,028, 214(EAR M, LI E4k),

AV F AT SSRUs A8 id RAUIBRIEAA R Adn by 7 41649
4k, TEOEF, ERPERERY, E—BBEFIAIPHYEE, 6
do, STARERLAGIEKA Y. Hpined), FiEFXH & F e SSRIs,
Fa % F 4| & AR SSRI's #9%5 ik: U.S.4,536,518(F 4k, 4 #k); U.S.
4,943,590[RE 34,712], U. S. 4,650,884(E4k 3, Hik-E£); U.S. 3,198,834(&
ik d, -AKARKER); U. S. 3,912,743, 4,571,424(B Ak, EEHIT); U. S.
4,314,081, 4,626,549(FA4k¥, AFIT); U. S. 4,085225(E4kH, #AHIT);
U.S. 3,912,743, 4,007,196(EA4R, 145 &IT). FHBIT. FILEHRTF A5
FFITRIEARAR foil 6 5 BT vAB i RATR O 4m 69 7 ik 4 &

ABLIA B F A6 SNRI's £ B AAIRIFEARA R #do bl 7 ik 4609,
Bk, FTaeEH, R PERERY, BE—MEIIAIFHEYLRE, 6
Yo T AR ERLAGBER 54 . hiinsdh, FikAiXH & F 4 SSRI's, #=
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% F 4| &ix g SSRI's 49 7 ik : U.S. 4,229,449, 5,068,433, 5,391,735(E AR 3, 7
JEPIT); BP 908,788, 980,231, U.S. 3,454,554(E4k, H&t8); U.S.
3,399,201 (B 4k, L-E#4K); BP 1,177,525, U.S. 3,637,660(E Ak, &-3E T4
BR); U.S. 4,062,843(F4k#, K #-F); U.S. 4,314,081, 4,018,895, 4,194,009(E
R¥e, F3EIT); 42 U. S. 3,819,706, 3, 885,046(FL /Kb, S JEHLER), #2 A%
AR Fe A el 45 B F ARARIRIEARA T ©hnty, F BT LA 38 ARAR I E’ﬁuéﬁiﬁ%%ﬂ
& B P NFE 5-R E AL T B LI E TR0 A 238 1 ARAR
W R, Bk, TaOEAH, SR FRERY, H— éﬁﬂAi
FHAHLRE, Bl T AR ERLAGIKA B4, HHcd, 7 iEfRAE
T eI 5-2 Ef AT ERE EHRRAOLESY, X THEX LY
897 ik L3k F(Effexor®), XFiEFAK#td O-% FALILEF, AAK
“%(Anafranil®), A AXENKHYEFREARAARSE, EEHIT(Cymbalta®),
AL, FoRta8A (Tofranil®; 2 # Janimine®).
stARL A X XIV 91a4, A8 69 Exh £ AXTBRFMAOR-(1S)-N-
¥ 3-4-(3, 4-—&FKK)-1, 2,3, 4-9 R -1-A M (nanphthalenamine)f= ¢ 49 25 % £
ST BRI R, X XIV /LRt £ 035 AT &4 69(1S)-2F B 3
MR B(1S)-Fo(IR)-31 B F M AR 6 513K 2 iRty . X EALA WA T L A K
K A K.
A Kot b —E QA OIETIMEY, P R ZAXHFT
AR AFTEMZEAT: 3-AFE. 4-8FKKL. -ZAFTEAFRL 44
WA EA, 34-HFA. 3-ERA. 4B RA 4FERARLER - ZATF
H-4-F-FOK.
A bt —EH5EHNRSYHAIETIEY, £+ R ZREAXET
. Rz,%‘f’;;'s W RS Z A F: 34-RFKA. -ZAFHER-FKL 4
FAL 42K A 3-Z AT R4-2-KA
5 A MR AT 8984, AR AE (1S)-%F B F 4R R4 (1S)(1R)
SN BARG T XA, Foe 69T LT HZ B A i
NR-N-¥ 3k-4-(3, 4- =R F )1, 2,3,4- W A-1- 2 0%
JNA-N-F 2 -4-(4-18 K HK)-1, 2,3,4-09 S~ 1-B 0
NA-N-F 2-4-(4-2FKK)-1, 2,3,4-09 A~ 1-R Iz
JA-N-F K-4-(3-Z A F K-FKHK)-1, 2,3,4-19 S-1-5 08
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JNA-N-F H-4-G-Z A F HA-4-8KHK)-1, 2,3,4- 09 8- 1-F %,

JNA-N,N-= % K -4-(4-8F K )-1, 2,3 4- 09 £-1- R,

JR-NN-=F E-4-G-Z /L FAL-FKH)-1, 23,40 A-1-Fhx;, Ao

JIR-N-F 35-4-(4-BFKHK)-7-8-1, 2,3,4-99 £ -1- R,

B A & SLEG ANA-N-F £ -4-3, 4-ZRFEHR)-1, 23419 &-1-B M6
(IR)-*F B F#4Kk

ALRH K XIV AT AR L RARR 4t A WA RABR GG 25 5 1
TR BT X, X%M?X%mkmﬁﬁﬁiiT&x b oG ..

*TAL GG XXV LS, 580 T RR 2-[(2- CRARRAL)N(FR)
F AL SN e sy TRk MR E TR MR, RAAHX XV A
EHEHRFTETARLE KR Lo A MA RV R A B A F LT HEL
HHHX, REWARA ARG HF ETHEZ RGO X,

AK AL IS RA XXV, L nfon it 1 K
# 2, B—AAARAF R BIHAZR. FEL TREA A ZATFTEAX
F W AARATE R AAH A-O-CH-0-4; Ry RAXRA FA;, ReyA RyAAHE
dARE, HEF-ARTE, UBEBEF ETHESHE, KLAHKINL
H S RA &(XV)WJ@/—\% HL#n ﬁn nEEHA 1 RE 2, HANARF
Ry ARz A, FTARA. THRE. A ZRFTEREL A4 R &
Eik;7 ﬁk-O-CHz-O-}_&, R, #= R4 "i'ﬁ/ﬁ-CHz'CHz-}:g, R; Z&A. FHRAHHF
A, URRBF ETHEZGE.,

AL BRS04 5)F £

2-(0-F BR-TF 2Bk,

2-[0-(2-F BA-REAK)- K F A ]-"Gokk;

2-[0-(3-F FIL- KA )- K F K-Sk,

2-[a-(4-F FA-RKEIR)- K F K]-"Doik;

2-[0-(2- LRI-KEHK)- KT K]-"Gok;

2-[a-(4-R-FREIR)- K F ARGk,

2-[0-(3, 4- F Z FA- KAL) KT K ]-"Dok;

2-[0-(2-F A - K A HL)-2-F LK F K )-"Dok,

2-[o-(2- LRI R EIR)-2-F AR T A]-"Bok;

2-[0-(2- T RI-KAH)-4- TRA-K F HK)-"Dok;
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-

2-[o-(4-8 - %
2-[a-(2-F &,
2-[a-(2-F &
2-[o~(2- L E
2-[0-(2-F £
2-[0-(2-T.%
2-[a-(2-2. %
2-[0-(2-F %
2-[a-(2-F £
2-[0-(4- T2
2-[o-(2-F Ak
2-[0-(2- T RH-
4-% 3 -2-[a-(2-F &
4-F 3K-2-[a-(2-T. %
4-% 3 2-[a-(2-F £
4-F K 2-[a-(2-T %
4-% K2 [0-(2-T %
4-F K2 [0-(2-F £
4-F K 2-[0-(2-F &
4-% 3K -2-[a-(2- T &
4-5F A I -2-[a-(2-F £
4-FF k-2 [0-(2-T%
4-5+ A F-2-[0-2-F £
4-5+ R I-2-[0-(2-T %
4-3F A K -2-[a-(2-T £
4-F A -2-[0-(2-F £
4-5+ A I-2-[0-(2-F £
4%%%2@@&
N-¥F 3-2-#K-3-K

NW%2&%3@?%
N-F £ -2-#3K-3-2- TR

*}A\

A

A

vvvvv

ﬂ$?] ok ;
)-4-7- K F K-G0k,

v

JOBK KRR
*>*¥ R RS *9“*

EroS  ER MR s MR MR

-
A-
-
K-
A
-
K-
A& -
-

)

%W%%%%%%W%

‘...
vvvv

B S

ﬁ‘ﬁ*ﬁﬁ‘ﬁ‘ﬁﬁﬁ%%%%%%%%

%%%%%%%%
%%¥“%¢%%¢%%t%%¢

I

VAR TR TR T T 4>w
WoE B A N S

*}‘ﬂ‘}“ﬂ‘?ﬂ‘?ﬂ‘?ﬂ‘?ﬂ‘ﬁ?ﬂ‘%%%

%%%%%%%%

.lk

)-4-

E;ﬁiw
%Héwz«

(o]
w

4-Z FCF KT )0k,

-4-Z FUF AR F K-Sk,

-3, 4-Z R-KF ARGk,

-3, 4-Z - R T K-k,
L) K F K)ok,
FUR)- K F K-k

AR )-3- 8- K F A -k

UK )-3- - R T A -k,

f&) 4-2 - F AR ]-"Dok;

)-4- ﬂ-:&‘?f&]- "ok,

Y-4- = 5 F 2K F A"k,
)-4- ﬁ?ﬂ$ﬁﬁ+%%;
)- KT A ]Gk,

Y- F K-k,

)-3- - F A"k,
)-3-F-K F K]k

)-4-F - F K]k
)-4-2- K F K ]-"Gok;
Y-4- = BT AR F K-k
ﬁ?ﬁ$ﬁﬁq%%
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N-F HK-2-# K -3-(4-2-FK)-3- KA -R Az
N-F H-2-%8-3-3, 4-T F AR AK)-3-KEK-A M,
N-F 3-2-#2 5 -3-2-F B - R AR )-3-2-R-FK)-A K

N-¥F 3-2-#3K-3-(2- TR K EIL)-3-(2- 8- R A)- A L,

N-F AK-2-# K -3-(2- F £ R EK)-3-G-A- KA )- A I

N- ¥ 38-2-#2 3K -3-(2- LRI - R AIL)-3-(3-7-FA)- A IE

N-F 25-2-#2 K-3-(2-F - R EIL)-3-(4-F-FHK)- R iz
N-F K -2-3K-3-(2- CRA- KA )-3-(4-2- K K)- R Iz

N-F R -2-5-3-2-F BA-KEAH)-3-(4-Z A F A RK)-R i,
N-F &-2-2K-3-2- LRA-KEAK)-3-(4-Z A F A-KK)- R
N-F&-2-% 45 -3-2-F AA-KEAI)-3-3, 4-—R-FKA)- R Iz,
N-F 2-2-# 3K -3-(2- LRI - K AIL)-3-(3, 4-— 2 -FA)- R A
N-F £-2-F A3-3- R AA-3-F LAk,

N-F 2 -2-F 8UIK-3-(2-F AR A )-3- K K- A g

N-F K -2-F £L-3-2- T RA-FKAK)-3-KAE-R I,

N-F 2 -2-F AL -3-(4-F-F ) 3-F - A g

N-F28-2-F AR -3-3, 4- . F AR R AHK)-3- K AR-R AE;

N-F R-2-F F-3- R AR -3-(2-R-FR)- R iz,

N-F 2-2-F 8K -3-2-F R - R AH)-3-2-R-FKHK)- B i

N-F A&-2-F 8K -3-(2- LRA-FKAH)-3-2-R-FR)-A I

N-FA-2-F AR -3-2-F - K AL)-3-G-R-KR)- A I,

N-F 2-2-F 8K -3-2- TRA-KAHK)-3-G-A-FKK)-A

N- 7 K-2-F FOR-3-(2-F 8- R ER)-3-(4-2- K A8)-A I

N-F 2-2-F B -3-2- CRA-FAHL)-3-(4-R-FK)- R 5

N-F2-2-F AHA-3-2-F AA-KAK)-3-(4-Z A F A-RKK)- B

N-F&-2-F 8 -3-2-THRA-KAHL)3-(4-Z AT A-KL)-R Iz,

N-F2K-2-F £ -3-2-F - REH)-3-(3, 4-— R -KA)- B I,

N-F 5E-2-F 8K -3-2-TRE-KAL)-3-3, 4-—F-FH)-FA ;s

VAR EAT 5 RAR C 4 69 A B Fe RALBR 6 2 5 LT 482 69 3, RH
VART 25 647 X R HF APT IR AT 269 25 3 E-Ta 2 B 9T X,

4Rk H SSRI A= A2D BAR 2R 4 wikAfeit f FUA T 49 A2D B
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K mEAET, EArEak, [(IR, 5R, 6S)-6-(R & F £ )RIL[3.2. 014&-6-K]T
B, 3-(FRA FA-ROETR)4H[1, 2, 4P&—r4-5-FA C-[I-(IH-w=-5-5&
FH)-IREK]-F A, (3S,4S)-(-RAAF A3, 4-—FR-FHKK)-TH8, (lo, 3a,
50)(3-F - F R -RIR[3.2. 01F-3-2)- LB, (3S,5R)-3- AL F 24A-5-F JL-F 88,
(3S, SR)-3-&A-5-F A-& &, (3S, SR)-3-RH&-5-F £-F 8, (3S,5R)-3-& A& -5-
WA -FER, FRIR[3.2. 01 F-3-5)- T8, Fe 253 L T8 & & S E B AL,
Ak 28R 2k R ARk e 2

HREPH—FRTRABENRAE S —F @, BRE—FKALHD
(combination), A HALWEIVER (9K 24, SIEMEF T Fo/ R Ae E Ak Fa
SRR A R F T2 6 RIEF .

%ﬁ$ﬁ%%*ﬁ7@ﬁﬁiﬁﬁfﬁ@ RAE—F IR 25045 7| R AL
WRIER G BLR e, a4Emehfo bR A LHF ETEZ LR
74 .

YEARK A RRLG F &, BRAHMLE:

M T Fe - dAk;

Ae Bk T Ao BT

MQ%Tﬁﬁﬁﬁﬁ'

IR T Ao BB 2

An B e T Fo g2 AE AR

B T Fo X FLik

Ao ErE T Aa 3K BT

£ e E KA S AR,

- AR A BB T

EhoCikFatl T HIT,

3 o B3k Fo G BAE- 2

Ao & Ak Fe 2 3R

A po @ik Fe L Lk

A AR Fazn K G T,

e B ARF(S, S)-FhIK FIT,

[(IR, 5R, 6S)-6-(F L F )RR [3.2. 0]/&-6-3] LB Fo o vh 4K,

[(IR, 5R, 6S)-6-(FJ F £ )M IK[3.2. 0 &-6-2 | LB A AT

65



200480033396. 4 oM P E52/621

[(IR, 5R, 6S)-6-(RE ¥ A )R EK[3.2. 01F-6-K | LB AH T K IT;

[(IR, 5R, 6S)-6-(F & F £ )WIR[3.2. 01&-6- K] L Ao BRA-E 2

[(IR, 5R, 6S)-6-(F2 F 2)RIR[3.2. 0]&-6-2] LB Ao 3z AF 4R,

[(IR, 5R, 6S)-6-(FI F K)RIR[3.2. 0&-6-2] L8 A X4k ¥ ;

(lo,3a,5a)(3-F k- F HE-RIL[3.2. 0]&-3-K)- TE A4 w4k,

(la, 30, 50)(3-R k- F R -IR[3.2. 01&-3-2)- LR A BB IT;

(lo, 3, Sa)(3- A k- F A -IR[3.2. 0] &-3-4)- T8 Fott) T HIT;

(la, 30, 50)(3-FA-F A -IK[3.2. 0)F-3-2L)- L#k Ao AL £ ;

(la, 30, S0)(3-FA-F R -IK[3.2. 01 F-3-4)- LB Aoz 3 4R

(la, 3@, 50)(3-FA-F R -RIL[3.2. 01 -3-4)- LB Ao L 323k F;

(3S,48)-(I-2 A F 283, 4- = ¥ K -3R R R )- LB e 4 4K

(3S,49)-(I-2HA& F 3K-3, 4- = F A -IRRK)- LB F= BB T

(3S,48)-(I-R A F A3, 4- = F AL KL)- LB A8 T HIT;

(3S, 4S)-(1- 2K F &-3, 4-— F R-IRRA)- LB A B Bk-E- 2

(3S,49)-(I-2 L F 253, 4- = F B IR R R)- LB An L ARALER; Fo

(3S,49)-(I-2 A F 28-3, 4-— ¥ AR-I0XRK)- LB e L2 ik F;

AL F ETHZ R RER A,

AEZAX L I I Fo IV 948840 T AR B3R89 KA 5 RAR 4
g b L B sEE BL 0 A Y, FEE US. 6,197,819, US.
4,024,175, U.S. 4,536,518 #= U.S. 4,229,449 F#F, €A1 FH# I AL
W B FHEALRE, FEL KRR D PTG SRR, KR T
ARRIE RATIR Cu4n 5 5 US. 6,197,819, U.S. 4,024,175, U.S. 4,536,518
F2 U.S. 4,229,449 P Treg 7 ik itk i it, L OAKTR A THHE
M. (QAKPHX T RA X I 9o, R LREAY, KA ADbVAKLEH
AL X XIV AL R E A K EHALAHX XV 891ebH, R#(a),
(b)Fe(c)t B 2h4h, B F R ETH A,

RAAMEGEANBRET 51, RIFPALAG T &, O8@)X 1 A
KX I 9o RF LRASWGHMHIF, ThHaLE ) —FX XIV 691k
S R FI(b), REF LS E DV —F X XV 64169 2447 (c), VAR
Bt SR E ARG 64 5 XFES 25, R (a)7T VA B (b)Fn(c)vh Bl BF A AR 4% 44 5 X,
9w,
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A2D EeAR. SSRI's #= SNRI's #97) EK-F B KRS0ty , 1 ETH K
49 A2D BLAK T A 578 202 49 SSRI 24 SNRI 3.4 SSRI F= SNRI #9 B A VA )
B S ARGk 69 7 X i3 RATR O ety 5 Xe 25,

Blde, LARAKLAN LSO ZMEFGTEKELT: EFHLEH
ERFGEEHEF O ETUANERY Img 2|4 300mg/ke(E AHFTF H)E
R, K FFH 70kg RA. B HAELEY Img 2% 50mg//kg ALk
0., A, AZTUARRBRAGE L. 2577 RENE EWAPTA HHE
WEACE) . STIFIRIF LA ER T LR BARAR 0940550 B
A

Qe AKX Mo 64 M5 F) L7 B 46 F R G s b 254 5
249 50mg, Fo M (enterally)% % £ 20 | 200mg.
BAARLAX XIV A hhFBFELHAEKEHEFRER

FAREY 03 mg 22 10mg, A% EBARIEISTT %0657 & R LAFT
@%éﬁﬁﬂwﬁﬁﬁizmo

A—kxpld, KTEEE TRAEKETUARRIE LT, HA
FINGHE LT EXGHETAER, 8 RIFLIRZHH BRFE £HELS R
T wlE, E—RARASLH,

b@$i%ﬂxvmé%%%%ﬂm AT 3 ARA T IR 25 6918 F 4
BRI R R ZRKF LS, RikeIRE 5 22 30mg AYE—KF E(pro
dose), —R #2344 4.

RIEARL A T ik, FHRGQILA 4 @16@)A2D Bik, @41F4T
A1 KF X NS WRAH L REY, (b)SSRI, EA41ETX XIV 6491044,
HA(c)SNRI, EAEATX XV 91684, HH(a). (b)F(C)BRAHH, LA
F BT HGEIT, KA RIPARG BT, FELRKANHZEFTHE
HIPAF R WA BR AR AT A I AR . BEA B IRIEFF 0 42008, KA
IMG G BGAFAY IR MR RE, TR 48 (@)F(b)3k(c), KA (a)F=(b)F=(c)4) 2
%%% T, BE VA A (a)F(b)R(a)F(c) A (a), (b)F=(c)t EAFI R 42,

wHoAT, FHRS(2), (D)F(C)TVARE LIRA 2, A& BEATHF] A
%é%xﬁ*%&%ﬁ&,%?#LT&x%ﬁwmam% F LA 2
BT BT gL R F RN,

F RN, RIBARLAYTE, HEA®A SSRIb)HRAE SNRI(c)H,
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A2D B4R (a)fh A A B KT TEE T VAMY 5%F]49 100%. 7 ob, HATideY
SSRI(b)& A& SNRI(C)R#E £4 5 A2D BAR&EAE A, A5 A2D Bk A
—AAE A, EARHNERKFERTARRAEA A2D BARK A 25 K
o424 5% %5 100%.

AR AR BF Chnth e L E M F ik, LHERAEAN, (a)A2D Beik,
QAT 1 F 11 6914, RALREH, (b)SSRI, QIFETX XIV
69eb-d, Fo(c)SNRI, QIFAEATX XV 89184, LA EKFTAAES)
RIFRAEH KA FAKE.

AL R M oAy ik PR GHFFRANTAZ O3, 1 F bk
REBHW, FRREEHF LTHETARRIEHERNLEGL Y, FHX
HOALTUABTERNN EXA ZHNEA K. BAFAH, KLAKET HHT
VAR ILH SRR FIR A2, BPe Tl 5 & sh 3 LT 8% 69 SRS
AR A IRE. 42H). 4 A (troches). A2#E X (hard candies). #7. *% &7 .
FuE . 2 F(salves). A, AR BERF. BA. A KE. SKRE
. EAR. BRA]. BERAEFH XL H, X BAK OIS BRI AL
. REASKNMN R ARSI AEFZHGHIENF. M, 20dHHEsh~T
VAR IE 4938 4R/ Aeiflnk. B, REETA K EGNASH A LN F
B RENKTFTEEMY 5.0 EE%E|4 70 £E%.

stF R, R A GASFRE A doa & . ATHBRA. KBRS,
BB A A5 A H A B, AL EMARA i ER, LE2REL4E
), mEBALE I ARRME —RER, SRRSO WREER. B,
0 B e P EAB IR —ALAE R . H oL, AE A ke RE B4R, A M RRBAFIT B
BWAHRERBAZERABRARY. BEREGERALSY T AEREF AR
Ay Rikegra kR OIEIERIAE, ABFSHTENRTC B, Y0k
B E AR BRI/ REBA BT, TE MRS AL &S FPIEHF) RAERA
FEEFNRAE LA, FHREE, LA AN F/RBER, HHFER 4K,
LB, ABE, Hibfe i S A £ —RESEA,

st B o th, TR AL BA 64 2 E MR A Z ARh B E LA T K
H R BERKERPHER, wRAE, KERHEAZSEWE ik pH KT
8), FHERARIMFEA B AMATHES, XWRIERE THIKA EH, Xibihixs
BiETFEFA. LAR. RTiEH. AR ERELGEHTHEE, i@
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i KARBRIEARA T BAn AR R B R AR T H TR,

A8, WRIBARLPEIHA R FHA LT, TABILFEFES
HEEILE. IRAER . BARF . BF. R, kA FEIA.

RE A F ik Al oM b uap AR A AR B T A B AT T #Y R 8, AR
AL A B — AT E MR R AR A B 094 A

X 5, Vogel Water-lick Vogel Conflict 523 ] F A& 4u B EAF 64 & M 2t &
—ANEB, BRAFEEGRKMMEMG 8. AR ELREE —X
ABTK 24 DB, EF—R, KEKETREHFAFLAFBRIRERL S
I G IRHARAR R B 4K 2 Sml K, HRBE LR K RERELEF A, XA #HA
RIREA G K B —F R T HeR, FHLRAELERA. A ARG
BT KA 24 B, EIRBGE R, £ FHE-RARXKE L LR HF
HERIE AR, AHKK 10 24P, FRRKE GR—ANFAH LRLD E 6
AFHRIITHE, TRER BRI GERIRE,

EFHRALSE ZRLHAITY 1000 KB, Kd, LiXBEHT. & 10
KK, KRBIMAKE LB —RBMOIESD, ZARRKAT A 04| 2] EF K
F04 10%. fH AT AR EEGRL, db, BEREKFHRKRBR
T RJE. 5 R BT #AT 69 F BB PLAR A B3 Anag ) 69 AR K eG4 - dh AR B A £
I BB, R REF R TR E BN ERRE T R EMNY.

K BB G RORIS KA M R AFATAR G M, P —ANREE, KX
IR RS2, EHE—RKBBEBNAKI T 15 547, ZBEHSH
HFEFF. KBEZA/KREY RA —ANEELRE, KA RKE B
KL FRAE, HERAEBQRTOES. BTOHLETEHIRE. ETRK
BARK, TR EHG—RRELINEXRUE, KRMAKEKAF. BFK
RAS —AXHRARE ®HLEAKE L, KR EEAMTIKIK T G5 T4
). BITHTFIHHAN T, WEERNEWT F R RGES. HHT
VAR H B A (acutely) A £ L1 T

2h 440 o4 6 )

BT ERBIT, KiE EHASY A EHARY BIRBAL
B &4 A2D EeikFe SSRI, SNRI, SSRI/SNRI, R:# H A Hfe/R %5 LT4
X 3 R A B RN IE B R RS
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() kA swm
T & A AFe B T ABE R w4 (a) 2] (c)fe(a) 2] (d)F R f BRIARIE
ERRL, X B R MANAERRAE, E K FIF.

oM A
mg/ A mg/h
(a)7& M A2 250 250
(b)3L#% B.P. 210 26
(C)R A 72 T BR AN 20 12
(d)JK 457 B.P 15 9
QLEE T 5 3
500 300
454 B
mg/ k mg/h
(a)7E P AR5 250 250
(b)3L#E 150 150
(c)ikdh 4 4 % (Avicel) PH 101 60 26
(d)i 8 #2 TERAA 20 12
(e)K 4R B.P 15 9
(f)FE I BR4E 5 3
500 300
5% C
mg/ A
EE RS 100
LA 200
Ay 50
I Y FR) 5
A% RE B4R 4
359
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TEeh4a44 D #o E TTAiB it st R0 R HAEAE B 414, £4F E
hERFAEAEEERA,

8454 D
mg/ A
& MRS 250
AR IS B4R
AR A NF15 146
400
ik /)
mg/ h
E MRS 250
ARG PR 4R 5
FLAE 145
Mk 100
500
Ao F(A=HEEEY)
mg/ A
(a)7& MRS 500
OELESES T ¥y 112
(Methocel K4M Premium)
(c)5L#% B.P. 53
(d)FE 48R B.P.C. 28
(e)HE g B4R _ 1
700

& 28 - T vAE AR (2) B (c) ) TR 4 BRISRIR TR R, LB A NAR IR
FRAESTE R M4

WMoY GURER )
L84 C 49 ME R A #) 7T vAB L A 25mg/ K 69 M s RGeS B BRAT R
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ZWERT S E . REEB OHARKE T ERES . A AR T AL E 48K = FBLES.
KA FTEARGRATAAEHKRT B A B -F RS (Eudragit L)3T A Fl &R
%)%, I Eudragit L #f, X REGMITH 4 .35 10%(A1E R RAH 6 EEiT)
Q93 BRI, VARF AL EAE R A R R g IR AR B, 1E A0 A ) ELAEAR R =
VB = LBS . MMRER = T s Ae-Hih = BB B,

Lo HMBEREEZER)

LM F 4P R B TTA B A S0me/ B 49 M JE M oo BE BR AR K =
TE A E . REBMUHAAK TR, BAA TR % E 40K = FERAS.
KH FTREAHRSFTEAHRTE A E T4 (Eudragit )3 B # &K
#]4-. I Eudragit L 9, iX 8 REYT 4 648 10%(A 2R RA M EFit)
Q38R , VARSI AR A RN e B B, E AR R GIEAR K =
VB — B, AMER = T BsAeHid = BEBR B,

(i) IRELEH

WEY A

JREFT vAB It LR 4864 D ) Rk, RE AR5 6 RA 4 A
AR E R L. oM B (TFTLEy) Tl B AR 7 ik 41 4.

Bed B
mg/fR &

(a)7E P A A 250
(b)3L#% B.P. 143
(C)RAN 2 LB 4h 25
(d)FE A5 BR 4% 2

420
e C

mg/f &
(a)F MR 250
(b)3K T —8%(Macrogol) 4000 BP 350

600
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IR ETVABITER T8 4000 BP 154b, @ g o mNEMRS, R
J& RN T ARt AR ORI AR )

BeH D
mg/fX E
& MR 250
5P & g 100
&4 i (Arachis Oil) 100
450

IR T VAB I E MRS GNP BRBE AL A, R BT AH
ARG 1 0 B IR B R

A4 BRI E)
mg/fR &
(a)iE MR A 250
Ve Sy 125
(c)¥L#% BP 125
()T HhTHE 13
513

PR E AR T Al i A R NE R RA 6 s (2)F)(c), KRB HRALH L
FFr 4. F 64 BB AR I (d) & R H ELAIA 3| P 3R o 69 A8 BA AU &
W .

Mo FUREIKE)

mg/fR &
(a)7E MRS 250
(b)fk i 4 4 & 125
(c)5L#% BP 125
(d)BEBRAR R — FBRAT 4 & 50
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(YRR _F B — T Fs 5

555

Py s PR R 40 T VAR 1T R FHEAHE A4 R~ (2)F (), KB HRALHF

AR, T 60 A AW H R () MEE(d) LR, ZHEE| A5
78 B I R oF )

A GUHBERIEFRRE)
405 E 690 Ik & T vAB 1T ) S0mg/ik & 64 Jh s T A b do B BR AT K

ZVBRAG L RBBR OIFATR T ERES . A AL TAS B EAREK - T BLES.
KA FTERAHRF T RARAHER T B B TR AW (Eudragit L)&RizHEH
M4 %, % Budragit L vAS), X sk R AWt 4 6035 10% (A2 BoMmis &
TG RA], A AR AR e IE ek 5L, B A B R s
ARR W —LES. MMRER = T B fodih = BEBRAS .

ﬁn
Ny

(iii) #AREHEEY

RS 0. 200g

RE . ARFBHRR % 5% (pH 9.0) £ 10ml

& MR IEMRE] 35-40CH RIS BE AN ERT, REALIE ZMIK
A AE ISR LR R A R E H 34 E 349 10ml 693k 38T (1 &),

(iv) LA EHL0-9

&R 020 g
KB 0.10g
Glycofurol 75 145¢g
AARK EF % 3.00ml

& M5 5% B glycofurol . KRG Ae N K F BE F-18 548, Ao K £ 3ml.

R A R EMILEE L EFFHALE 4 3ml HEEMRF (1 R),

(V)#& K (syrup)2L&-#
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& MR 0.25g

Ly BLES IR 1. 50g
Hih 1.00g

E T 0.005g
H#t 0.0125ml
YK EF £ 5.0ml

WRT BANEME| — 3K T, ANLRBRER, lNFEWRYH
R, PIFEREHHRE, RERLSEKIMEE ZHKRR,

(vi)ie R Ao

mg/#&
MRS 250
% i Fs (fat), BP(Witepsol H15-Dynamit NoBel) 1770

2020

R & 45CERA RAXENRN BB RN Z —4 Witepsol H15, 75 M A%,
-8 2001m 77 55 5, KRG £ FA BF) k& (cutting head)#9 Silverson 334
ST ANEVEACO) KR ¥, A 3L 3] 978 (smooth)a#K. HRIERAMAE 45C,
F A/ 4 WitepsolH15 Ae N B HEH A RER FUE LG RE, ZEHENR
BRAFEIH TR 2501m REMI, #4332 40C. ABAE 38-40C,
AP 2.02g F M ENGEQRIAE T, FF L3 T,

(vii) [ i& 42 (pessary) 20 -&-4)

mg/&
7 1 A 2(63 1 m) 250
F 7K #] #) #2 (dextrose) 380
EE Nty 363
AR I8 BR 4R _7

1000
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Bk ey ARG, B ATIFRE4 Bk E S hl & Al

(viii) FZELEEY
& MRS

ZB% USP
RUAAHRE

200mg
0.1ml

E MR Ao LB USP A 2 LR A E BRI, EALA 10ecm® A @8

EREE.
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