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B R IEGCR AR AR A A b I | bt R b I e B e R AR S I O A R R A
R A 28 AR R RIS S SR RIS T R AR AR R R IR A R e AR I L ( AR ) TR
AP SE D7 AR AL S b R . (D7 AEREIE ) Mk s e Ak | SRR R A A 2 2k
YR IS S KR AN e S/ 7 R B 2 e NS AW e e A e SN RS R aw
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RO A K3 E3E b, sk AN R IR S e e R T — &I s
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T PSR R IR RS L IS A I A SR I I S BT IR A A I, B E
AN RS ENT G RF—RIEMK 5 T 6 LI ;

R’ HABREIE

X* i —0— -NR'—, =S—, >CR"™R'® mltt

X* 2k —0—. -NR'-, =S—, >CR'™™R"* ml &t ;

R® A ATIEHUAR IR 55 5 AT B IR Aot ik A T3 A R IR 2 A

Y' g >CR™“R™ mi gt ;

Y2 j'\J >CR15aR15b ;

R S Bt IR bt i AUE 3 PR Sk e 3 e R IR e 3 L R AR Ne 3 L CHLONL 5 3k )¢
FFIBEEE  -CHO eSS - ( ARESE ) Biedd 7 I Ve A B P 3 7 S B R e B
FEIRFE A2 —C (ENH) NH, —C (=NH) NHCN ., e Jfef B . O BT 2 L 20 | —NO BUARFAZE

R4a\ RS

— BN IR R B E

R4a\ R14a

— BN BRI R R B

R™ K& fr gk sk QRE IR B2 e 26 L e R B e 3 (BBt JE . CHLCONL —CHO. Bt FE J L
(I ARRE2E ) Pk o7 FE P Ik e AU R B 3 D7 B e I e B A R R S M S —C (=NH)
NH, —C (=NH) NHON Je AER B O FRRR R IL | 200« -NO BRARFAZE ;BY

R \R™ — e A AT B R I W o 2, HHb W e i v (1) — > —CH,— 7T LIRS 7B -NR™® &
e ;

RT ME skt
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R AR RS R ISt AT IR BRI 05 S fe s A A3 sk

ROVRY — 2 R et 58k

R N PR, Brid W est 5 A° W R IR 454 H A* 9 e

R A& pEsE sl SR

RY A& Bk, 5k

ROVR™ i o WA 3

R A AT BRI BT i R T pi g . e S BE e B L AR R e g AT IR B Y
7 IR

R kit , 5

R\ R — kD by B I BT BAR (1 S e 356, e P e o 1) — AN —CH,— AT DA 48R 1
ok -NR''- B

R A AT R BRI BT I a T b gk R B S BE e B L AR e I AT IR BUAR
77 IR

R'™ sk, 5

R R — 2 by B FE B AT BAR (19 S e 356, L P ot o ) — AN —CH,— AT DA 4R 1
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HARI 5 2R BUR 2

R & B bt Bl

R14a\ R14b

— 18 Ay P S AR 0k BRI I e R, L P o B K — A B S —CH,— T B AR
gl ~NR*- 0%

R AT IEHUAR I B dE  fr 2 SE e Ik . e SE s e 6 L 2L R IR e 3 AT AR 1
Fi BRI

R™ HEEK C,-Co Bk, B

R15a‘ R15b

— 0 Ry B AL BT I BOAR I I e 2, A b 2 1 — AN B S —CHy- AT B AR R T
2 -NR*- {5

R &K C,—Co— Bt 5

RY AR C,—Co— Bt

R A&k C,—Co— Bt 5

R™ A& K C,—~Co— Ktdk, Fl

R* A& K C,~Co— Fidt.
[0010]  [RIMH, AN SCAS AR TE R e SRR AT AR e ol A2 T 2k B (Y B ) FIoR T 26 M (Y
j'\j >CR14 R14b)
[oo11] Bk (1) 8¢ (1D 4b&9, BI (1) 8¢ (1) WZRBER AT A R LA 2 B i 52
()35, R H 2R e i A ) ERLE e AT T R 259
[o012] AR — 3 A T I8 (D 8 (T a.
[0013]  ARBHIGW K ZIMA &), S &ackfsX (D 80 0D 46E&9,
[o014] RS, Frik ik &4, RO Ge 2 i iy 2B ) S SLAR 38 B 52 1) 36 8 B 2 Be i 1a 1k
GlyT1 IFRHIF
[0015] Ak BRI GE— 2090 B T H 2 R s =8 (D 30 (D &9,
[0016] AR EHIAI KA (D) 8k (11) thEWLES & H TIHIH R REL S 1k GlyT1 254
oP R R IR A B 0 ) H 2 B e ia Ak Gy T 7%
[0017]  H &R i M il 57 ELAFR A2 H 2B 4 s 18 Gy T1 D50 O &nml iR d7
Z Pl 2 B RS HIURE A R4
[0018]  [Rlk, AL BHICH K H 077 MR hs s e b i i (D 88 (D) b &4
[0019] A BHIEH KA FRI7 R r= (D 80 0D 459,
[0020]  AREHHIE KA (D 80 (1D AEWLESS H T 167 MRS EOR #f 5 1 259
38 BB T TR G BIAH N 7. AR B &K (D 8L (1D A &W7El & H T
7 PR 25900 B 18 B R IR A Y 77 75 o

E<17-l§§§75’1§7'3§

[oo21]  fiie&r g Zifaia (1) 80 (11) KIZSEERENG AT A0l LAAS [R5 (R4 B A7 A8, i,
LUES bfl]ﬁﬁ AjZ%ATXﬁ/JFP/U,%EX&E’JHJZXR% S AR N AR BAR S AR, i m]
LIARE FH X e 7 A0 B VR 5 20, 2 3l e ST g Ak AR xof i S 460 VR & ) AN EL AR S AR S, DLk
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b, AR, 3 (1) BT ALAPIRT /B 3 1R 2% A 2 AR 2 R o TR S ) 4% L AR IR 37 A A4 A0 L
AR SRR
[0022]  HRAE— NSl r 5, A B I AGE IS AT B RO WS A A BAT R 5K

.

R
A -
YL o
xz""w..xa
e

H R RVWLAL QYL AR X X nams RS REL RA, XL XL R YL VAL RAL R A i X
] o
[0023]  MRFE I —SZHE 5 5, A K BH F R e R AT A e S R R B TR A

R‘-—W—A"’—Q-—»Y-—-—A’*’_\ﬁ\/x“ |
R |
axt”

rR® _R?
LI O
R—W-A—Q Nw N-"R‘a
m ; S Yaa- V“"R*‘h
A
Mafa
R5

HAp R WAL QY A X X nam RV RV RV XA X ROV Y YA RS R™ A ST 5 A o
[0024] X (1) 8 (ID) BRBEIENEAT DR B sz ()3t 02 5 A2 B 52 IR P
IR IRk i o A 3E I AR B Y A2 A HLER A E ATLIR (1) 55 9] A2 R R S VR IR B TR It IR
C,—C,— el () an B Beis e )  BRIGIDT IRTEIR. (A0n S— (+) 10— FRG TR ) 07 et IR
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(B AN 2t B AN TR 2R IR ) A 2-10 AR R 1~ 1) = — I =R R AR FR R IR, 9 W B e T
TR ORIR VE B VLR A TR TR R IEE LR C R TR . e A R
WiiR T4 Fortschritte der Arzneimittelforschung [Advances in drug research],
B0 %, 5224 WL LU R, Birkhauser Verlag, Basel and Stuttgart, 1966,
HAGESEREAT AE I AR i 52 () RIS B FE AR B L A2 I B B 5 AR SE R AT AR i,
e ANEE T NEIR AL, ) gl b TR (i an, FEEE S50 k.

[0025]  JhAh, AR Foan A S e KA (D a9, Kb 2 — A R ok Hsoe
Ryl (R 25 B e (9 L S AU 4, °C 4 °C B R, N g N B e, 0 0 B )
I H A 2 b —ADE R CHUR T E .

[0026] 4R, IEXFERIA S V)& A L RIRAF AL B 2 FIAHN R 3%, BRI AVE B
L&Y (1) 1215,

[0027]  FRERIFEIAIZ (A, °CL NG P0) A2 TR T TR 25, A5 AH Y JE 7 (1 15 F
R EZA LS H ARG T TG — BRI AT, Do vroy
AL B R AL S A -IFL I AR B IR Aok B AL A ) IR WA av i (Blake 55, .
Pharm. Sci. 64, 3, 367-391 (1975)). EXFERMIHITFAE 24 A BGTT Rt
e BB, B 2 BN BB A TS AL S s T 2R B 2 RO B B S AL AR
BYNER & A B EUER (Foster 55, M5t (Advances in Drug Research),
o143 5 2-36 7L, Academic Press, London, 1985: Kato Z& , J. Labelled
Comp. Radiopharmaceut., 36(10): 927-932 (1995) ;Kushner 2%, Can. J. Physiol.
Pharmacol., 77, 79-88 (1999).,

[0028] L J 145 AN R il A TR E AT LU A R A 32 2800, 3 A (R 28 A% Y. e AL
I ARBN J15o IX BN I S AN B, A SRR A T AR S A B
T o

[0020] 254 i¥AssE R b i w] DACSCAE HL B AL M 5T, 491 G pKa ATV ME . IX 28740 ] fE
WY 2538 o LA )0 B A6 AS [R] R 5 BRS im 25) BF) wazs o WROE 23 A BRI AT DA 2
A o WRSCRH 73 A A 32 A T 1) 43 - R /INFHSE IR P R It A o 3K 34 N R 5038 T L 5 il
2907y T W 2538080 1% N (pharmacodynamic response) , IR R 2B IS S Bk
A TR AH BLAE R DR 14

[0030] 254X W] LA™ A2 B KR (R 22 RN, 2 ST R Ak 2 B BT 284 2 st i R o £ PR
U, RERE R SRR IC S I L BN S RAR IS 2> F AR, (B2 HAk 24 b
UM AY) 2R 1 S AR R, Jerp— AN B 12 PR R 3R 0 G 0, 9 J R
FRG — R F T B AR o TR R R ANZ R 2 A TR — B, AE S o Bl (T 7 2 2 B
BT BRATAT SO A, 6 T HA ERALZR 58 7ok, OV AT 38008, X &R T “3h )
=R EMN (kinetic isotope effect)” Fral. ¥ AL C——D BT & N AT BE LU f2
i C——H BT R IR LR N T IE 700%. WR C—-D #EA S 5 SE AW IAEFTP I,
AR5 L 5 IAT ] e A TR . i RO E T2 SRR AL b, R
FC—D B W7 A PRI 2 BRI 1S A K M 21 [F] A7 28 200 o A UEHR 26 B, JC iR AT i Jlig 107 Je
C——H B 2R A A I, 0 T FVR 5 D) R AR AL B AL ) AL, ST E el 2 S BT
SRR RN o I T B LU WA 2 FE B AR AL BB A Hos
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2 P HAE AR B TR B S Ak i Bk = AR 1 S — AR A AR i R AR R, iIX — it
FEFR A “ACHI S # (metabolic switching) 7.

[0031]  Jiwiggsn (Hansibric (254 ) T &, fE SR i N B2, 20T = o oAbk
(FAK) , A H T I R fE RN, SR A LA 2, e %A S —H1 H Z (f5) @ Pons
GHlRey E, Pediatrics 1999 104: 633; Coward W A%%E, Lancet 1979 7: 13; Schwarcz
H P, Control. Clin. Trials 1984 5(4 Suppl): 573; Rodewald L E %%, J. Pediatr.
1989 114: 885; Butte N FZ&, Br. J. Nutr. 1991 65: 3; MacLennan A HZ, Am. J.
Obstet Gynecol. 1981 139: 948) . [AIIL, JE 2E A2 , 19 4N 7E A% & BHAL & 0 A Q5 A ARSI
AT AR AN A i B LS

[0032]  SZEMHELEI TR E 5 (2 9%) R EARERE (£90.015%) #B,70 ke
NAEIEF RSO SAREE 1 . thah, e FLahd (BFERESshmAs)) b, 224 15%
() 1E 7 S E e AT IR 4ERF RO BRI IHER , i Bk DU RIEIER (Czajka
D MFIFinkel A J, Ann. N.Y. Acad. Sci. 1960 84: 770; Thomson J F, Ann. New York
Acad. Sci 1960 84: 736; Czakja D MZE, Am. J. Physiol. 1961 201: 357). B &
ST BE, T8 R ok 5 20%, W] BB B E T2k o SR, 75N I T s 15%—23% A4 s
PEEH (acute replacement) WiARKILGIHEEM Blagojevic N5, 7 73RS LRI
FEIMEMEIT R Dosimetry & Treatment Planning for Neutron Capture Therapy)”,
Zamenhof R, Solares G fl Harling O %% 2 . 1994. Advanced Medical Publishing,
Madison Wis. pp. 125-134; Diabetes Metab. 23: 251 (1997)).

[0033]  ALE P AFAE B SCEBG IRk FAR = RO B AR BN - . B AEEN
SE AL FE LY 0.5.1.2.3.4.5.6.7.8.9.10.12.16.21.25.29.33.37.42.46.50.54.58.63
67.71.75.79.84.88.92.96 F|ZJ 100 mol %.

[0034]  HAKKIA WAL G WP AFAE RSN SIS HA B AR RE T . FLE R 775
AN RG] B A, I HAWUR R 1 B, WA BUNAESS 7 B3 )5, A A 5 AT e i
Fo FEEES R IR S R 4n D,S0,/D,0 [IAE W LAAZ iR £ o VRN — R IR, fEAK
BHAL GG A 1], 7E 25 A & h #fn] LB N R -0 FEL8 S 7R AR 5 ] AT i it
T BRI, FEAS R BHAL A ) A ), 7R R R A B R TR 7T B Rl A A 46 JrUp) sl e
[ AR B A

[0035] A% BH IR RAC AR 3= AL A A mT LI e A FH SRk b B ad 1) 20 07 vk il 4% o A
FHAE R R AR T 228 L 1 RIS 23500/ Brh ) Ak & AR SCHh R iide &4, 8
P | AU N bR vE S BT R R ZR IR T T I AN B A g, s v] LSE IR AR 1K 7
o HRIFEFFIAF RAR A T T 40 Lizondo, J%%, Drugs Fut, 21(11), 1116 (1996) ;
Brickner, S JZ&, J Med Chem, 39(3), 673 (1996) ;Mallesham, B%%, Org Lett, 5(7),
963 (2003) ;PCT A AF A< W01997010223., W02005099353, W01995007271 . W02006008754 ;
% + F] 5 7538189.7534814.7531685.7528131.7521421.7514068.7511013 ; il £
& R H3E A A7 5 20090137457.20090131485.,20090131363.20090118238,20090111840,
20090105338.20090105307.20090105147.,20090093422.,20090088416.,20090082471 ; iX 4&
JriEEs s S | & A BIASC .

[0036]  FAxE FiRE LR EMANES - BARER R — &4 sz 415
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iR EAARIE (collective terms) o BT C.—C, 76 PG UL T #827R Tk 20 P ik J 7
(R REZL H o

[0037]  BRAE A U, & WOARE “BUCH” IR ED 12803 M JCHE 14
HCACEE AR, e, PR BRI H i 2% C-Cy— ek 2 5 —C—C— Fi & C—Cppm 2%FA
B - Pk C-C BEfl gk —C—C— Fr gk, 2 2k -C—C,— S 2k C—C,— 4% 2. OH. SH. CN. CF,.
0-CF;+ COOH, 0~CH,~COOH, C,~Cy— %E4FE « C,—Co— REFEMTIE | C,—C,— FRgEHE . C00-C,—Cy— Kidk
CONH,+ CONH-C,—Cy— ¢ & SO,NH-C,—C,— ¢ JE+ CON=(C,—C4— Ht % )+ SON-(C,—Cy— ¢ 5 ) 5-
NH,+ NH=C,—Co— Ft 2« N=(C,~C4— %t 2& ) 5+ NH-(C,~C,— St & —C4—Cpo— J5 2% ) « NH-CO-C,—Cs— 7t
FE | NH-S0,—C,—C,— %EdE . S0,-C,—Cy— %k C,—Cpp— e 0-C,—Cp— 7535 0-CH,~C—C— 7555
CONH-C—C,,— 75 3« SONH-Cy—C,,~ 75 55+ CONH-C,~C o~ A4 IRFE A by 33— 25 (I EAR FE (1) 484K
(=0) « SONH-C,~C,,— Z% ¥ %\ S0,~Co=Cyp— 75 3 NH-S0,-C4—Cpo— 75 3L, NH-CO-C,—Cpp— 75 2.
NH=50,-C,=Cy,~ ZRHHE \NH-CO—C,=C,,— ZFRFEFN C,—=C o ARINEE, I AP O7 SR MR EL SR LU
REACHI S A LU 1.2 83 ANk H KR C,-C— Bk, C,—C— pifUkEdE. C—C,— e
C,=C,— e SE U REE 1 — 2 B

[0038] ARG IR ALITAE DL T H TR IR S, H ) A2 g

[0039]  C,—C,— %t HA 1-4 MRIR [ B RE B REEAE Bk i) S 2 2k . C,-C,— it
BB CEE IE S RN IE T 5 2- TR R T REBMT &, ¢ -C- i PR A,
C,=Cy— Bt AME R IE N R BT TN 2

[0040]  C,—C,— HEdEA2 BA 1-6 AR 1 BB RS . Sl 45 AR 2k AR S0 P 4
K CCm e i, ARG IR IR 1 - L T 36 2- L T 36,3 LT 3.2, 2- ST 3,
- ZERE . CHEL, 1- “HREEE L, - RN - PR 2- PR -7
TR A- IR, 1- R T L 2- TR, 3- T2, 2- I
THE2,3- TS, 3- R TRI- AR TR 2- ZEET I 1, 2- = IR
1,2,2- =FHRERFE - L5 -1- FEFNEM - 43 -2- FERRFE,

[0041] 4% C,-C, FEFE R HA -4 DRI 7 L% 1-3 MR IR 7 BEALE 18k 2 ANk
TR ERS s, b2 1 A0 1.2.3 4 A EE S8 EA R 74k 1.2.3.4 AN sk
R H AR TR BN [ ) 1 7 4, 9 /e AR 2R P s AR A 3 xR = AR
. R -1- KR4 (9)-1- KfREEE2- KR LEE 1, 1- ZHfR L2, 2- Z R LE.
2,2,2- ZHAfCZIE. R) -1- WA ZE. (S) -1- )RR FE 2- MU ZE - )ARAE. 1, 1- —
R AR ZEL 2, 2- AR L3, 3- kiU 3.3, 3, 3- AR (R) —2- KA -1- %
ZHE (S)-2- At -1- MIEZHE. (R -2, 2- iR —1- AE 23, (8)-2,2- —pift-1-
FOE, R -1,2- KR -1- FEZE, (-1, 2- " -1- FRZE, R)-2,2,2- =K
R -1- FRECE. (9-2,2,2- =xifl -1- FRELE 2- K -1-(KAFE) & 1-(=
AR S ) -2, 2- Z R4 TE. (R) —1- ifRT 26, (S) -1- ifUT 26 2- ifUT 26.3- if T
A AT L - AT 2, 2- TR RS, 3 AT A4, 4 SRR T
4,4, 4= =T S . AR SE s e SCRTaRAR C-C, e d, i = R 2 .

[0042]  C,—C,,— 755 —C,—C,— itk A 1-4 DMK JR 7 IRk 1-3 MR+ SEARIE 1 8 2
AR ST R AN B AR IR ) LR B e g, o — AN AR T G C - R E
e, HINAER .
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[0043] Ik -C—C,— it 2 BA 1-4 Mk IR 7 ik 1-3 A8+ SEARIE 1 8 2 kR
T E BBk, Ko — s AN EUR e S S B e, /e LU R SE B -
BRIELFE, R -1- BIELIEE, S)-1- BELE . 2- BRILLIFE. R -1- BFENIE., (S)-1-#&
N 2- RENE.3- BENE., (R -2- FHE -1- FRLKE., (5 -2- B -1- R LHE,
2- BRI -1-(OREFE) 436 R -1- I T I, (O -1- BE T 2- B THE3-RET
- RETHE,

[0044]  C,—C,— HEaZE —C,—C,— FEdb R HA -4 Mk R Ik 1-3 Mg+ BEAE 1 8,
2 MR AT B BB E, Horh— BN SR — A e A B 1-6, I01E 1-4, %
AR 1 B2 NIRRT B, G nAE LU R BB AR R, R -1- FEECE,
(S)-1- AL LH . 2- FEIE LEE. R -1- FEIENIE., (S)-1- FEAENE . 2- FEIE
PEE3- RN, R —2- FEE -1- FRCE., (9 -2- FHEE -1- FELE . 2- 5
F-1-(HEFERIEL) 438, R -1- FEFE T, () -1- A& T3k 2- eI T 2E.3-
FETHE4-PERETE.CHEREFE, R-1-2F8HECE, 8)-1- ZHECE 2- 28 E
LR -1- CEFENE. (S)-1- LHEIENE2- CRFENE.3- CEENE . R -2- 45
F-1-FELIE.S)2- 28R -1-FHRLE -8R -1-(CEERFE) 2FE.R-1-4
FIHTIH, ) -1- CEETE . 2- AT 3- ¢8R T H 4- 285 E T HE.

[0045]  ZiJ& —C,—C,— Fidhat B 1-4 DR 1 IRk 1-3 M B0 | 8 2 DMK R
T VREA AR B AR S B B B B eI, Horh — AN SR TR IR e, ) e
AL 2- Ak oK.

[0046]  C,—Cy— fidt 2 It —C,—C,— pidkie HA 1-4 Mk IR ARIE 1-3 Mk )i+ BEARIE 1 8%
2 AN SR R e N BB R I BB B BRI, e — AN C-Co bR
TRl C—C— prdkad L E #, Gl an /e LA R 3R IR I P IE LA I BN
EREPFE FANEAETFE ETEAEFE - TEAETFE. FTEAEFESMT
SRR,

[0047] = —C,—Cy— ke 25 —C-C,- i 22 A 1-4 MR 7 LIk 1-3 kR 7. 58
PLik 182 AR+ e il 2 — AN BN ANk IR 19 BB B B e 2, S — AN EUR B
T =C=Cy Bt dka AL R AR -C-Cy AR R B A, 9 i AR R AR .

[0048]  C,—C,— brdEpAEz ik —C,—C,— bkt B 1-4 M+ IRk 1-3 MR+ Ik
18 2 AN SR R AN BN N S5 B B R BB , o — AN EUR T8 C-Co— It
FERIE I R AR C-C- B A R A B, Gl nE LA R - R RE A T A,
CERBEAEPE IENERERAETE . RANERER TR ETERERETE,
2- TREBERERE 7T R PESR T BREAETE.

[0049]  C,—C,— brdkad FEPeIb 2 Ik -C,—C,— pidhat B 1-4 MR 7 I0IE 1-3 MR £
SARIE 1 82 Nk IR TR — BN AR IR T I B B b 2, Horp — AN SRk
C,—Co— Btk zd FEIRIE 2 B8 VR e 4 C,—C,— Wb s SE R AL 2 L B e, (9 tnfE DA R 26 ] -
BRABAAETE CEAERETETE . ENEREBAR LT E. R AERE R
RIEPEE T RS E TR 2- TRAEAEREAETE T B ERE LR
SR T R B Ak 2

[0050] - —C,—Ce— fidk A pedbzd it —C,-C,- fidkie A 1-4 MR 1 ik 1-3 ks
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T AL 182 AR T VR g — A B AR R 1 1 B B ek, Horh— AN EUR T
Bl = —C—Co— I B A FE I ZUIE R e b — —C—C— e 2 I I 2 S B 4, il anfE UL R 36
Pl s IR AR AR P I IR R R AR s I o0k T AR R AL S AR IE T 2
[0051]  C,—C,— bEFEMalh It 2 5t —C,-C,- bt 2 AT 1-4 MR 1 01k 1-3 ik R 1
SEPRIE 18 2 MR VR — S B AR R 1 BB O e, Horh — AN SR A
C,~Co— PEEMRWEIL 2 IE RS C—C, P I MESE 2 58 B 40, ) a4 LU N ZE [ - P2
W 2 28 AR 2L L LI IR 2 2 P 2L | IE T S Ik 2 2 2 PP L S TR 2R I R 2 A R 4 L IF
TIEREME AL S AL 2 T AR AL A AL AL R T SR A A A O R AR BB T A A A
EHE,

[0052]  (C=C,,— J7dE —C,—Co— btk ) &Ik —C,—C, e B 1-4 Mk 7~ Ik 1-3 Mk
JR BEARIE 1 8% 2 ANBRIE VR — B AR IR I BB R, Hoh — AR
THE (CeCrpm 59 —C—Co— bidk ) 2 IERiE Rk (C—Cpm 55 —C,—C hidk ) 2 LB H#, 1
WA R P I

[0053]  C,—C,,— Z8HJE —C—C,— etk HA 1-4 MR+ ik 1-3 Mk s . AL 1 8,
2 AR T R AR — AN B N R R T I B B B e, S — AN SR T CC 9
FEE e, AR N- N e B RE L N— WRE 3 A3k | N- ek FR e,

[0054]  C,—C,,— FRedEad HA 3-12 M 1 IR AL Ao e, 3-6 B IR 44 i
TIARG R, BN NI A T I R IR AR T Ak . FTIR PR G5 R AT LU AR BRI Bl ]
WA 1.2.3 804 A C-C, bidk, ik — ek 2 A%k,

[0055]  FiALJE >C=0,

[0056]  C,—Cy— edEpAt &2\ R-C(0) - ZEH], Hodr R WA e A 1-6. 01k 1-4.
Sl 1B 2 MR IR T et o SEALHE S RIE N IEIE | IE T RIS 2— ARSI RS B e Ik
Ko

[0057] £ C,—Co— e b eIk S AR e b s XK C,—C— Brdm I at, Sorh 2 /b 1 AN il dn 1.2,
34 M EATREUR A 122234 D BOHNEL B A R BAS [ oo I3~ B 4 . S840 45 50 P
FERRGE RSO SR PRI . PR 1, 1, 1 SRS 2 BRI L 1, 1 =
WA -3 R,

[0058]  Co—C,,— 7 it 2 R-C (0) — &[], Horp R AN ACS 2 K A 6-12 Mk R+
[R5 55 . S ALFE 2K I

[0059]  C,—C— HEIE PRI L 7 R-0-C(0) - ZE[], Horp R A WA e L EA 1-6.1L1k
1=AVRE A 1B 2 MR T ke dE . S B0 48 AR AR 2 e R R T S R T 2L

[0060] £ C—Co AT I 2 WAL 8 LI C—Co— Jefal 2R edi, Horp 22 /b 1 A4S i
1234 D EAIEUR T8 122234 AN EOH R EH AR R BCAS R ) = R 7 46

[0061]  Co—C,,— BRI 2 X R-0-C(0) - ], Horp R A e rboE R HEA 6-12 4k
JRF 75k S EEE AR TR

[o062]  FIEH -C =N,

[0063]  ZAJEHRILIE NH,C(0) .

[0064]  C,—C,— ftdkzd Fhfeditat x R-NH-C (0) — 2[4, Horp R A AT g L A 1-6. 4L
14 R 1Bk 2 MR IS . SEAEE AR s et
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[0065]  ( IfR C,—C,— Fidk ) Z BEPRIE 2 WA S E I C-C,— e AE s BE e st, Hrp /b
LA 1.2.34 DA IER 47 1,234 A EUE N E AH R BA R AR T B
[0066]  C,—C,,— 77 B2 P gk /2 X R-NH-C (0) — L[], Horp R Sy A S e LI HRA 6-12
NIRRT I 07 2 SERIALRE R B S IR AL .

[0067]  C,~C,— #dkie AT 2.3.4.5 81 6 D SR 1 (1) S AN AR S, 4] 40 &0 J5k 4 P 2k
(- Tl -1-5) - TR -1- F2- TR —2- B UG E - BIER 2- 8 -1- %)
o R, CCo MBS RN 1- AR —2- 4 —1- 552 T —1- 3.3 T -1- 2.
PRI T 2 TR —1- JE 03— TR —1- 34— UG —1- 20 1- 3T —2- 4% -1- el 2- 2
N -2- 4 -1- %,

[0068]  C,~Co— BRI 2 HA 2.3.4.5 8L 6 N R T~ (1 B A AR, #an L2t 2- TN
1= 2 1- B —1- 55 2- TR b —2- 55, Fedjlth, C-Com PRIt 2 2- g -1- 2. 2- T
BR—1- B3 TR -1 BE L2 o -1 R b -1 F 4 R -1

[0069]  C,~C,— W hiEse B 1-4 MR T I E RS REW e . SEFELHE I 2RI &
o — PR NI

[0070]  C,~C,— W4mZE 2 HA 2-4 Nk R T A BB WA &

[0071]  C,—C,— WARELZBA 2-4 DR 71 EAE SR R . Sl HE T TR Lt
[0072]  C,Cy,— P22 6-12 ORI 6-10 JC 7 IRFOIREE T . S B i 2RI ANZE 0
[0073]  C,—C,,— W73 77 % (aryl diradical) . SEfELFEZE -1, 4- WHRRIZE -1, 3-
Ho

[0074] #IERE -OH.

[0075]  C,—C— B At R-0- 2L, oA R A HA 1-6 Rl 1-4 ik I 1 1) B RE Bk
SCRERE L. SIS AR IR SRV IE TN AR RN AUE L IE T AR 2- TAEEE R TR
S (2- AN ) BUT &I A 1- I TS 2- I T I3 I T A,
2,2- “HENERE. - ZERNERE.CEE., 1- —PEFEE.L - —HEFEE. -7
BRI - IR 3- AR 4 AL AR AR L, 1- R T L 2- ZHE
AL 3 SHRIE TSR 2, 2- I TS 2, 3- ST AL, 3- A T AU,
1= QTR 2- CEETHEIE N, 1, 2- = HENEE 1, 2, 2- =FRNAE - 2% -1-F
FERNEFEM 1- 23k —2- FENESE.

[0076] R C=Cs— a2 B 1-6 03 1-4VRRAIE 1 3R 2 MR 11 B BB B b
Ok, Hor /b 1A il 1,234 DB AR 4 122,334 D EUH N B A R BAS [
()10 SR B 4, 9 e LR JE P e AP AU AR AU iR (R -1-
REEFE O -1- KNRLHEIE 2- KCLHEIE 1, 1- MR OHEFEE2, 2- K L3
2,2,2- ZfROEFE. R) -1- KARNEIE. (S)-1- }CNEIE 2- KR NEFEE . 3- KA
AIEL L 1- SRR EIE 2, 2- KRN IE 3, 3- S RIRINAEIEL3, 3, 3 = IR NI
(R —2- KL -1- FEELHE, (O -2- KX -1- FELHEE. B-2,2- Kl -1- FE L
FIE (S)-2,2- it —1- FFELEIE. R -1, 2- AR —1- R 24Tk, (9)-1,2- 5
R -1- FREOHEE. R)-2,2,2- = KfC-1- AR LHEIE. (9)-2,2,2- =t -1- FRELHA
2 A -1 O R ) S5 - (AU 3L ) -2, 2- iR &2E (R) -1- K0T
IR (S) —1- AR T4IE2- iU T 8- AU TR 4 AR T EIE L, - AU
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5.2, 2- TR T AL, 3- T AR 4, 4- TR T AR 4, 4, 4- AR TR IR,
F A S HE U0 F e SUIRRAR C—C, e da 3, 0 — 3 R 482

[0077]  C,—C, FREEREAIE R WA S L RA 1-6 LI 1-4 MR 7 BIbe s 5, Horp
— AN ER T RIEE . IR 2- BRI OHIE.3- BEERNEIE . 2- RILHAIE.
1- 3t —2- BRI LRES,

[0078]  C,~Co— KediJE —C,-C,— FEARIE R WA P XA 1-4 MR 7 Uik 18k 2 A4
WA T (eS8, P — AN s A SR R — A s A A S e IR 1-6. 8% 1-4
AR TR IR B S ARG AU 48 2- A Ot 1- IR 3t 3-
FIENEIE 2- FEEENEIE . - PR -1- PRI SRR QR TR 2- L8 O
1- ZEIECEFE - CEINEIE - ZEENEE .- P -1- 28I 8IS,

[0079]  ZJ& —C,—C,— A It 2 WA SO A 2 U B 1-403E 1 8k 2 MR T I8 e el
H—AER TR E R, S 2- AECE .

[0080]  C,~C,— HEdE 2 Ik —C,—C,~ e IE R WA S e U A -4 3E 1 82 B JR T 1
B g, Hoh—NEUR PR A ST XA 1-6. L% 1-4 DN IRJR T I e 2 2 B e
SIS AR AR PR CHEAETEE  CAREEFEE . FRNEREFRE LT
FEEIE TR 2 THRALTEIE . 7 TR T AL BT 2 P 2- (FEEE)
LRI 2- (LIRS ) LI 2-(IENRRAR ) Q8 2-( RNEEE) o%3E.2-(IE
THRER) CEFE2-Q- TREAR) CEFE2- (R THREAR) Q8 2-(RTHRASR)
LR

[0081]1  — -C,—C, ki & 2 —C,—C,— FeA I e WA ST L HA 1-4 00k 1 88 2 ik
JE T eSS, o — A ER TR A S e U R -6 01E 1-4 MR T 10 et 2
FEE W SLBARE T AL PRI ORI I N- L -N- SRS ) R
- ( ZHEFIR ) CEHE2-( LRI ) O8I 2-(N- FE -N- ZEREE ) 48 E.
[0082]  C,~Co BEFEFRILEIEE —C,—Cym BEEIE AR WA SO B -4 03 1 8% 2 Mk
JEF 1 pER I, o — AN EUR Pl ot 3 e U B 4, o e B AR S i 1648
14 MRIE T SEBALRE LR AL 2 AR QSR A A A L IE N BRI A SE
L FNEIREE A IE P EIE IE T AR R I P AL 2- TERBEALTEE. 7T HEH
S IE AR BT IR RIS FAEIE 2 (PR &3 ) OB 2- (LR EIE) &
A2 (IERNERERIR ) CRE 2-( RINEREEE ) o8 2-(IETHERERE)
LERFE2- - TRBERAIE) LI 2-(F TEBERAR) CHE . 2- (BT IR EEL)
LR

[0083]  Cy=Cp,— HEERILAIE —C—C,- e R A e L R -4 ik 1 sk 2 4
Wi IR TR e 3, Horp — AN AR TR A S S CCo- SRR AL B . S B FE
2- (KBS ) LS.

[0084]  C,—C,— HEAREIRIEE I —C,—C,— S SR A b LW EA 1-4 0k 1 802 4
Wi R 7 R AR, b — AR TR e R R IR 2R B e, o B e 4R A A s
X 1-6IRIE -4 AR T o S LR R AR R R IE S0 AU L SR IR U AR
IEREE B AL PR RN ARREAE P AL TREREAETEE . 2- THEE
PRI PRI T R I AR BT I AR R R 2- ( AR IR IR AL
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) LRI - (CHEEBFEEIRE) CHI . 2- (ERAERILEIL) 285 2- (AR
FRE) CEIE2-(ETRERERIL ) L8E . 2- - TEEBRERE) C8HEk.2-(7
TEEBEAR ) CHEIE2- (T IR EIL ) LR E.

[0085]  C,—C,— #i%i 2k A2 2 R-0- ZE [0, Horp R A HA 2-6 FE A2 2-4 ANk IR 1 1) BB 5L
ORI EE . SRR SRR IR TN AL (- TR -1 BRI ) L 1- TR -1 B
2- i —2- FEEEIE  FAUA TN B4 TE (- FIEEIN —2- 0 —1- 265008 ) 5. e, C-Co- 4
A RGN AER I - RN -2- 4 -1- A 2- T -1- REE3- T -1- A
T ARG T R4 2 UM —1— FRARTE 3 M —1— R4 IE V4- s —1- AR -
T -2- I 1= FEEIE R 2- LHEN -2 4 -1 IS

[0086]  Cy=C,,— 777 —C—Cy— BRI R UIA S 2 NI EA -4 1 302 AN 7 1%5¢
I, A — AR PR S 52 X CCpm S AL E . S RE R 4IE

[0087]  C,—C,— HEdEMlidkad & —C,—C,— Fiel S WA e I HEA -4 0k 1 82 4
R FRIpEA S, i — AR PR A ST WA 1-6 0 1-4 N8R R 1 (15551
Witz JE B . LR 2- ( FIEMEEE 2L ) L8R 2-( CEEBWI 2L ) L5k,
2-[(2- FIEENIE ) AL RS 1 L5

[o088]  ( XfX C,—Cy— Hidt ) MMtz A —C,—C,— K R A XK RA 1-4. Uik
L8k 2 MR TR s, Hoh— AN EUR TR A S e A 1-6 i1E 1-4 MR T
(Kot FERATE S IR B e, Horp TR B 2 iU . SEBIALHE 2- ( =R FRBER AR ) &
I

[0089]  C,—C,,— 77 FEMAIR I Z I —C,—C,— S IR WA S e U EA 1-4 01k 1 8 2 4
WA T e A, Horh — AN EUR AR AR SO e U Co—C - 5 SETRIR AL B #  SE49 F
B 2- (RIS EIL ) L3 2- (2RI A ) 2R %E.

[0090]  (Cq~Cp— J53& —C—Co— FidE ) MAMERL 2 HE —C,—C, Fraa 2 A b e L A
=4 PR3k 18k 2 AR T IRe s, Hop — SR P (C—Chom J53E —C—Co— FEdE ) RIS
RIE M (CClm F53E -C—C,- HidE ) MAEE R EIE B e, SLHIEHE 2- (TR A
5 CEE

[0091]  C,—C,,— M EEREMEIL 2 AL —C,—C,— e B R A S e B -4 3L 1 82
AR T e 3%, Hop — AN SR TR i A S e U Cy-Cy- ZeR BB IE 2L B . S
BIALHE 2- (nikbie —3- 55 - BAEEEE 3L ) 283,

[0092]  C,;~Cyp— A¥FFFE —C—C, BRI R WA SO 2 LI EA -4 03 1 80 2 MR R 71
B s, o — AR A S 5 L Co=C = AR EEE o S 045 2- (N- ML e e )
LATE 2 (N- IR ) Z5RFEAT 2- (N- DKM ) 2R

[0093]  C,~C,~ W Hidt AL 2 —0-R-0- ZE[H], Hrp R WA e LImEA 182 4
B SR T BB B B W e . SR T A AR

[0094]  CoC,p,— FFHIEE R R-0- FE [, P R A WnA S 2 LI A 6-12 05 3142 6 Mk
JA T 7. SR AR

[0095]  C,~C,,— Z4IRFEAAIE A2 30 R-0- ZE [, oAb R A A S i B A 3-12 ¢ A1) 2
3=T NKIR T Co—Cpo— ZeIREE . S FRILIE —2- FE4

[0096]  C,—C,— fedEfmdi i 2\ R-S— JE A1, Horp R yfnAcserboe U A 1-6 0 1-4 ik
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JRF e . SRS B IEm 3 . L FEm Ik N IR A I L T IR | IR L - I T IR
F5.2- AL T AR 3- AR T AR 2, 2- IR NI IE | 1 - LI I L A AL
1, 1- Z LB S 1, 2- LN EA 2L 1 - AR 3L e dhmi 2k  2— AR e dh i ok L 3- K,
Tttt A- ARSI R TR 1, 2- TR T M 1, 3- AR T A
3.2, 2- TR TIRMIE .2, 3- I T AMAL .S, - TR TR 1- 4T M.
2- LIETHEMIEL L, 2- =FEREMIEL 2, 2- =FERNEME.1- &K -1- FERRE
i 1- &% —2- FRNE.,

[0007] B AX C,—Co— K Em K5 2 X R-S— ZE [, Jerp R g A so b ORI BAA 16, f ik
1=4 A R 7 1 AR Bk o S 491 60, 5 e A Y Bt 2k L i A P s 22 . = o 4 P 2 25
R -1- KR LEM L. (9 -1- KR LEME2- R OEMEE 1, 1- Z KR LR
2,2- "L HEEMEE. 2, 2, 2- =AU L EEm AL . (R) —1- AU m L (S) —1- AU 2
AL 2 AR TR 63— AR i AL 1, - AR M 5.2, 2- — AR A FE i 5
3, 3- AN M3, 3, 3— AL R) —2- iR —1- FERELEME. (9)-2- X
R-1-FRCEMEE. R) -2, 2- " xR -1- FRZEME. (S) -2, 2- “xifC-1- FHE LFEM
(R -1, 2- SR -1- R CER S (9) -1, 2- i fR-1- R OHEm A (R -2, 2, 2- =
A —1- AR CEME. (5)-2, 2, 2- =K -1- AR LEME. 2- i -1-(KAFE) &
T - ( SR ) -2, 2- TR AEmZE. R) -1- xR T iz, (9)-1- i’fjﬁT%
s 2— AT ZEm 2L 3 A T IR M A AT IS 1, - AR T 2, 2- =
AT MR 3, 3- ST EEmE AR 4, 4- AT B 4, 4, 4 S AT AR S, B
PR S 45 e SCHY AR C,—Cy e 2 2, 451 fun = 960 PR Bl

[0098]  C,—Co— ek WAl B 2L /2 3 R-S (0) - 2[4, I Rﬁﬁnﬂixqﬂﬁxmﬁﬁl -6, {1
e 1-4 MR T peEE . S L FE T AR WA IE L | £ J IR DL | P R P A2 . T 2k P
PR3 | SR IS | |- AR 2E T SE R IESE 2 AL T R I Ik L 3- FR3E T 2 WP I e S
2, 2- " PR FE WAL EL | 1- TR IEAE A MR IEAE | 1, 1- — P I A A MV Ak
JE 1, 2- TR EEAL | - A S RS | 2 O A W R RS L 3 AR AR A
R IERS A B IR R L 1, 1- L T SRR R L\ 1, 2- T SR I fh R
1, 3— AL TP RA AL (2, 2- — R T AR AR L 2, 3- AL TR AL (3, 3-
BT IE WAL 1- 25 T R R 2 23T I WRAIERE 1, 1, 2- = F 3L T R WA
BEIE. 1, 2, 2- =R WRRIESE | 1- &5 —1- FELNIEA 1- &3 —2- EENE,

[0009]  C,—C,— HEFEME ML & 2\ R-S(0) ,— F [, H i R 4y an A e X RA 1-6.41k
1=4 ANBR R [P e s o S A 46 R IR T I 2 . QM 38 U SRR I 2 L T SR A LSS L 3
AR AE 1 AL T AR IE 2 MR T JERAME AL\ 3- I T JEmale At 2, 2- W LN B
BEdt . 1- ZIETA LRI OB ESE 1, 1- — LN LRAIESE 1, 2- — PR 3L T SE I 2L |
1= PO SRR LI  2— PP O ORIk \ 3— FROE SE i R i\ 4- R R RS 1, 1- —
AL TR EE 1, 2- R SE TR IR L 1, 3- AL T S REEESL . 2, 2 LT LR I
.2, 3- LT AERAIEAE (3, 3- AL T AEARMEAE  1- S HE T SRR 2- LR TT Fh
WEIE 1, 1, 2- AL MAMEIE 1, 2, 2- = FIOL U EmEIEIE  1- &0 -1- FENEM 1- &
3 -2- FEA .

[0100]  (ifX C=Co= e ) fimBlidi 2 WA SO b i SO C,—Co— Bt bR EESE , Jeh 22 /b 1
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BT 1,234 D EATER THE 12234 R N AR R SAS 7 7 o S 1 4
[0101]  Cy=C,,— J5 FERAME R 2 2 R-S(0) ,— HEH, Horb R A inA b XA 6-12 Mk
JE T 055 . S AL S R

[0102]  (C,—Cp,— J55E —C,—C,— ik ) T EdE 2 2 R-S(0) ,— [T, Horp R A AN A S e I
Cs=Cro— J55E —C,=Cy= FedE REIIIE CoCpp= J72E —C—Cm Jidh o S A AL

[0103]  C,Cpp— A4 RIETEWEIE A2 R-S(0) ,— &1, Horb R A ST b I Co—Chpm 243
5.

[0104]  ZEFERAMEIL 2 NH,-S (0) -

[0105]  C,—C,— HEAE 2 ZEMAMEAE & 7 R-NH-S (0) ,— [, Horp R AR Se g S HA 1-6.
PIE 1-4 MBI 7 I Re k. SE A0 HE Ik 2 ZE Rt 2k | £ FR 2 SRR 2k | 1 A ik 2 SR Tt It
SN P e o ] SN S I L e S I o ] SN S B o L N
AT

[0106] - —C,—C,~ btz FERm L2 X RR” N-S(0) ,— ZEHT], Horh R AR 4 st Sz o4 2
A R EA 1-6 0L 1-4 MR 7 RIbEsE . Sepi 0 4G — RS0 SL . — 20
SRR N- F3E N- LSRR LIRS

[0107]  C,—C,,— 5 ZEZ AL T I 2k & 20 R-NH-S (0) .~ ZE 4], o R b A S oo I R A
6-12.JL 1k 6 M IR 7 1) )57 %

[0108]  ZFEE NH,.

[0109]  C,—C,— Hrhkad 2 3 R-NH-BE [T, Horb RO WA S b g WA 1-6 R & 1-44
WRFRIPEHRE . LG IS QR EE I E N RIS E T REEIE . 2- T
FEHE T AR VBT SR

[o110] (X C=Co bidk ) ZIER WA E I C,-Co— ek 2 g, Horh 22/ 14> il
13234 D EAREUR T4 122234 B A H AR R SIS [F] 59 g J 7 4

[0111] = -C,—C,~ etz 552 50 RR” N- JE [, Horh R AT R 4 bbb s b 4y G A S b g S
HA -6/ A2 1-4 DMRIR T Ik . SEff s — AR 2 8 HE - FE -N-&
Rkt

[0112] = - (4R C,~Cs— Fidk ) 2 IEAR WA SCH & LI -C—Co~ Wit 2 g, Hh a1
AT 1,234 DBATER P8 122,334 Ao N 2L E A 1R 3AS B 1 1 R B
[0113]  C,—C,— fedk Ak a2 X R-C(0) -NH- B[], Horp R oG A S U H A 1-6 . FF
A 1A AN RIE T bR U QB (RS ) AR IE T BEE .
2- FENBERE (RNERERRE) 2, 2- —HENRAES.

[0114] (4R C—Co— ikt ) FRELE IR WA e L) C-Co fi b a5, Hph 2 /b
AN 122234 A ERASHREUR T4 122234 Ao N A E B R 8AS [ o SR B e
[0115]  C,—C,,— P AL PRI Z 2 K R-C(0) -NH- 4], Hor R Sy WA S e LR 6-12
AR TR 05 2k S RS AR e A

[0116]  C,~C,— MAE 2 2 2 R-NH- R, o R O Bfr 2-6 5 )2 2-4 MR R 11 B B
BRI o SEHIAUAR SRR RN AR (2- TR -1 ) (- TN -1 B
2- N —2- L2 ARG RSS2t (- SN —2- & —1- 25208 ) & R, C-Co- 4
RE BRI - FREWN 2- 4 -1- 2.2 T -1- B 3- TH -1- "
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S AR A R 2 2 iR —1- 20k 3 s —1- AR 4 s -1 Rk gk -
T -2- I -1 e 2- LN 2- A -1 B
[0117]  C,—C— bl 2 A5 2 2N R-S (0) ,-NH-ZE [, Horp RO anA S rpoE S RAT 1-6.
FAE 14 AR B Rk o S 4R B IR R 2 A . IR L 2 A | IE N R AR 2
SN N L N Sl M Y L SN B W L LS L o
e P i 2 i
[o118]  ( ifX C,—Cs FEdk ) TMEIE S5 A2 WA S P U C—Cy— e B i 2 28, Horh 22
A LA BT 1.2.34 DEVA AR T 1.2.3.4 D EE N EL B A R ECAS B R TR
e,
[0119]  Co—Cy,— 77 FE Ml I Ik 2 2k 22 X R-S(0) ,-NH- JE [, Horp R M n A e o SO HA
6-12 MR 11072 . S ARG AR RS 2 2
[0120]  fiFZESE —NO,,
[0121]  Ci-Cp,— Z4IAZEEE 3-12 JuZe T, AR Z A ] (H—K B 3.4.5.6 5
T A RT CHRROR ) AR T AL B (A 5.6 807 MR R+ ) H
FFFERER] (Fo55 ) (H—AH 5.6 BT MRIE T ) o PR Z4BREE ] DUE a1
(C-85) AT -85 ) 5. ML 1 ANEIR AR R 5
FEIE 1.2 803 MBI IRFE IR, Prid Hog 26 b 1 Sk 5 0.S AN, [RIFE,
IE A A | AR FAE ISR, I 2 8 38 © 0. AN, MIfFikL 1.2 8% 3 4>
FIEMR IR FAE AR o
[0122]  C,~Cpo— Z%FAIE I S AL FE -

C— B} N- 41 3—4 ST FIER, 41

2 RN AR I \ 2- SR T bE ik 3 T ek 2 AR A B ik \ 3- i 230 T e
% (thiethanyl) (1- EAIR T HEdE 2- B T Sedd 3 B T hidk

C— A1 5 JUAER, 1

VU SRR —2— 25 DU SRR —3— 256 DU SUmEmy —2- 28 | DU SmEmy -3 256 DU g —2- 2%
DU ALE s —3— 256 PUSKNEE e —3— 6 USRI e —4— 35 | DU ST S g —3- 5k | DU S mmge —4— i
PSS me —5- 361, 2- S 29I Rt —3— 6. 1, 2- S R IR e —4- 2k 1, 2- LR
BessE —5- B PUS S WEME —3— FE  PUST 7 WEME —4— L DU 7 EM: —5- 5501, 2- RN IR
Bt —3- JE 1, 2— TERAEEA R —4- FE L DUSURK M -2 JE | DS KM —4- | PO S M —2- 2
DU SR8 M —4— JE | DU S E M —5— k| DU S e g —2— S| DU S ME M —4- S DU S e M —5- 3K
1, 3= RN RE —2- JE. 1, 3- AR BT —4- JEL 1, 3- AR ER SOk —2- JE L L, 3- A
TR AR Nt —4- F5 1, 3— B AR e —5-F5 1, 3— I INIR b —2- 351 1, 3- AR IR
Bt —4- JE. 1, 3, 2- AR AR b —4- 2

C— B4 1 6 JUIEAIER, 1

D &k g —2— . DY SN A —3- 25 DU Stk AR —4- L R IE -2 JE L URIE -3- FEL IR
WE —4- 55 VUSIER —2— 55 DUSMERg -3 2, DUSIMERR —4- 2. 1, 3- 54 Okt —2- 2.
1, 3= TR ORE —4- 2.1, 3- TR O -5 1, 4- TR Ok 2- .1, 3-
et —2— . 1,3 MERE —4-FE.1,3- T MERE 5351, 4 Mk —2- L1, 3- AR 2%
WOk —2- 5.1, 3- A Ot 4- .1, 3- EM A Okt -5- 3.1, 3- AL 2
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e —6-F5. 1, 4- EMM AR Ok —2- 35 1, 4- M AR Okt —3- 351, 2- AL -3-F .1, 2- —
EKE -1 3 B 2 3 AL - 3 AT 5 3 AU —2- . <L

% —3— JL  NEMEME —4- FE L PUA -1, 3- WEnE -2- B PUS -1, 3- MERE —4- FE PUS -1, 3- 1
% -5- %5 Y& -1, 3- W E —6- 3L, DU & -1, 3- MENE —2- 3L U4 -1, 3- MEE —4- FL . Y
A -1, 3-WEE 5 JE DY & -1, 3- MR -6 JE, DU A -1, 4- MEE -2- AR DY & -1, 4-
e -3— Jk . PUA -1, 4- W8 —2- JE DU ST -1, 4- W@k —3- 6, DU &L -1, 2- B e -3- &5 1Y
A1, 2- WERE —4- FL PUA -1, 2- BERE -5 R PUA -1, 2- BERE -6
N- 841 5 JUHLRIER, 9 4
S —2— | DY A S e

DU & —1- 26 (mbmg g —1- 2% )  PUS ik me —1- 2.
M —2— FE  DUSLIDK M —1— | DUS @M -3 6 DU mEme -3

N- BEE 18 6 JTILFNER, 451 40

WRIE —1- ZENEMERE —1- JE VA LR —1- 28 (URIE —1- 38 ) N & - WemE —1- 2510
%—LB—%%—S—%JEI%—L3—%ﬂ%—3—%\@§m—1,4—@%—4—%\@%—1,4—'@%—4—%
(nmpk —1- 2% ) JDUEL -1, 2- e —2- 2

C— BEE 1 5 ol 73 ALAIER, 51 4

2,3- A MR —2- FE.2,3- S M -3- i\25 A e —2- %2, 5- :mﬂjg
M —3— 3.4, 5— AR —2—- 3.4, 5- A e —3- 3.2, 3- A MEmy —2- 3.2, 3-
WEWy —3— 2£.2, 5— A WEWy —2- 5.2, 5 & WEmy —3- %\4, h— A MEWy —2- %\4, -
SMEMy -3- FL.2, 3- & —1H- kg —2- .2, 3- A& -1H- miEeg -3 3.2, 5- & —1H- hit
g —2- FL. 2, 5— — & —1H- kg —3- FE 4, 5- & -1H- Mg —2—- FE .4, 5- & —1H- 0t
g —3- JE.3,4- — & —2H- Mt g —2- .3, 4- = & -2H- niE g -3- %E.3,4- — & -5H- it
g —2— 5.3, 4- & -5H- AL Mg —3- 3.4, 5- & -1H- Ak gk -3- R4, 5- T & —1H- itk
Mr —4- L 4, 5—- = & —1H- L Mk —5- JE .2, 5— — & —1H- nip mk -3- .2, 5- — & —1H- it
Mp —4- F 2, 5- & —1H- mth Mk —5- %54, 5— A S IEME -3 3L 4, 5- A FIEmk —4-
4, 5—- S phEm -5- FEL .2, 5- :%%’ﬂﬁujé—:s—%\z 5— & M —4- JE 2 5 —E( RIE
uﬁ 53,2, 3- " FhEM -3- 3L 2, 3- T FREM —4- L 2, 3- A FEM —5- 3 4, 5- —

SRBEMR —3— 4k 4, 5—:%%%%—4—9;54, 5— A FMEM -5-FL .2, 5- A SpmEME -3- AL
2, 5—~m M —4- FE 2, 5 — A FMEM —5- L 2, 3- A mEME -3- JEL .2, 3- T4 FE
W —4-FE .2, 3— & S EM —5—%\4, 5— A& —1H-BRME —2—- 5 4, 5- & —1H- BRI —4- 3
4,5- T4 —1H- kM —5- 3£ 2, 5— & —1H- kM —2- 3£, 2, 5— — 4 —1H- Bk Mk —4- 3L .2, 5- —
S -1H- BEME —5- 5.2, 3— & —1H- Bk —2- FL 2, 3— & —1H- BkME —4- 3L .4, 5- S8
M —0— 3L 4, 5— A NEME —4- FE 4, 5- —A(MEM: —5- 3L 2, 5 A IEM —2- JE .2 5- T A(IE
M —4—JE 25— A MEmMe —5- KL 23— TA(MEME —2- 3L 2 3- —AIEM —4-JE 2 3- —&(IE
M —5- .4, b— A BEME —2— B 4, 5— A MEMe —4- JE 4, 5- A EME —5- JL .2, 5— A E
W —2— FE 25— S MEME —4- FL 2, 5 S (WEME —5— FL .2, 3- A mEME —2- JL 2, 3- &
e —4- JE.2, 3— “EUMEME —5- JE 1, 3— AU A —2- L1, 3 AR A —4- 2
1, 3= ZOi A9 M —2- 2. 1, 3- RN IO —4- FE L1, 3 A A A —2- FEL 1, 3- 4R
Wi AR G —4- FE 1, 3— S 29 G -5 2

C— BEEHI 6 il 7 AMAIER, 451 4

i
=

H
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2H-3, 4— — & it g —6- AL 2H-3, 4- — & Mt Mg —5- AL 2H-3, 4- &tk M -4 .
OH-3, 4— &ML —3— JE . 2H-3, 4- — AL —2- 3L 2H-3, 4- T A MERG —6- JE . 2H-3, 4- —
SWE W -5- JE2H-3, 4- &L WE W —4- R\ 2H-3, 4- T & WE R —3- JE.2H-3, 4- T A
W —2- 3.1, 2, 3, 4- PUSREIE —6-J5. 1, 2, 3, 4- PUSRLIE —5-J&. 1, 2, 3, 4- PUS(nLIE —4- &
1,2,3,4- PUEntme -3- 2.1, 2, 3, 4- PUSIEIE —2- 2 2H-5, 6— &k —2— 2& . 2H-5, 6- —
SN T —3— JE . 2H-5, 6— &L Mtk Wl —4- L 2H-5, 6— - & AL T —5— R\ 2H-5, 6— — &l
W —6— 3L, 2H-5, 6— A& WER —2— JE . 2H-5, 6— & MEMG —3— 3L, 2H-5, 6— A MEME —4- 3.
2H-5, 6— & MENG —5— & 2H-5, 6— S MERR -6- L. 1, 2, 5, 6- PUENEE —2- 25,1, 2, 5, 6- VY
Sk E -3- 3.1, 2,5, 6- YA M rE —4- FE.1, 2, 5, 6- PO &Nk e -5- %61, 2, 5, 6- PO &Ltk
ME —6-355.2, 3, 4, 5- PUSRLIE —2- 5.2, 3, 4, 5— PO SGUNEIE —3- 3.2, 3, 4, 5— PUZnLiE —4— %5
2,3, 4, 5= VUSERE —5- .2, 3, 4, 5— PUEnbie —6- & 4H- nibisg —2- & AH- mibig —3- 28 -
AH- MR —4— J5 . AH- WENR —2— & 4H- WE —3— JE 4H- WEMG —4- L1, 4- &g —2- 3,
1, 4- S LR -3- FE. 1, 4- SN BE —4- 5 2H- itk g —2— 2k 2H- niE i —3— 2L 2H- it
M —4— JE 2H- it g —5— 5. 2H- nib M —6— JE L 2H- 1 MR —2— KL 2H- WE g -3- L. 2H- 1E
M —4— & 2H- WEMR —5— & 2H- WEMR —6— JL. 1, 2— &(NERE —2- .1, 2- &nknE —3- 4.
1, 2— & MERE —4-F 1, 2- T AERE -5- L1, 2- T AERE —6- 5.3, 4- Ak —2- 3
3, 4- “EkE -3- 3.3, 4- TANEE —4- 6.3, 4- TAeE -5- K63, 4- A UnE -6- A
2, 65— A EIE —2- .2, 5- T ANERE -3- 5.2, 5- T ANMERE —4- 3.2, 5— A NkEE -5- 4.
2, 5— A UEIE —6- %52, 3- T ANERE —2- £ 2, 3- TANLRE —-3- 3.2, 3— T ANhnE —4- A
2, 3- " &EnE -5- %52, 3- A NENE -6 FL . 2H-5, 6- & -1, 2- WEmE -3 L 2H-5, 6-
4 -1, 2- WEE —4- L 2H-5, 6- & -1, 2- WELE —5- 3L 2H-5, 6— — & -1, 2- WEME -6- Fk.|
2H-5, 6— & —1, 2— WEIE —3— JE 2H-5, 6— & -1, 2—- WEME —4- KL 2H-5, 6—- & -1, 2- I
1% -5- %K. 2H-5, 6- 4 -1, 2— MEME —6- K= 4H-5, 6- 4 -1, 2- WEME -3- K 4H-5,6—- —
A -1, 2- WEEE —4- FL (405, 6- & 1, 2- BEBE —5- 3L 4H-5, 6 & -1, 2- BEER —6- Ak,
4H-5, 6- & -1, 2- BEME —3- JE 4H-5, 6- & -1, 2- WEIE —4- JE 4H-5, 6- & -1, 2- &
% —5- JE. 4H-5, 6- — & -1, 2- MEIE —6— L. 2H-3,6- — & -1, 2- WE Mk —3- 3L, 2H-3, 6- —
& -1, 2- WEE —4- L 2H-3,6- & -1, 2- WEE —5- JE.2H-3, 6— & -1, 2- MEE —6- JE.
2H-3,6— & -1, 2- WEIE —3- L 2H-3, 6— & -1, 2- WENE —4- JE . 2H-3,6- & -1, 2- &
% -5- L. 2H-3,6- — & -1, 2- MEIE —6— FL.2H-3,4- — & -1, 2- BEME -3- 3£.2H-3,4- —
& -1, 2- WEE —4- L 2H-3,4- & -1, 2- WEE —5- JL.2H-3, 4- — & -1, 2- WEIE -6- Fk
2H-3, 4- & -1, 2- WEIE —3- S 2H-3, 4- — & -1, 2- WEME —4- JL 2H-3,4- — & -1, 2- I
% -5- JL.2H-3,4- — & -1,2- WE £ —6- 3£.2,3,4,5- PU & mk M -3- .2, 3,4,5- 4
SOk IE —4- 5.2, 3,4, 5- PU & Wk -5- JE.2, 3,4, 5- DU & Wk E —6- %E.3,4,5,6- ] &
Wk 1 —3— 5.3, 4,5,6- PO & Wk g —4- 3L, 1,2,5,6- PO & Wk Mg -3- FE .1, 2,5,6- [0 & Mk
R —4-FE£.1, 2, 5, 6- TUEMERE —5-F5. 1, 2, 5, 6- PUSE AR 6L 1, 2, 3, 6- PUS hARE —3-3&.
1, 2,3, 6- PYE mkE —4- 5k 4H-5, 6- —4&( -1, 3-WEME —2- L 4H-5, 6- — & -1, 3- W& —4- 3L,
4H-5, 6- & -1, 3- WEME —5- JL 4H-5, 6- — 4 -1, 3- NEIE —6- JE.4H-5, 6— & -1, 3— I
% —2- L 4H-5, 6- — & -1, 3—- MENE —4— 3L 4H-5, 6- & -1, 3- MEME —5- JL 4H-5, 6- —
& -1, 3- BEME —6- JE.3,4, 5, 6- PUS MERE —2- 3£.3, 4, 5, 6— PUS MERE —4- 3.3, 4,5, 6- Y
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SmEng -5- 3 3,4,5,6- YA MERE —6- FE.1, 2,3, 4- Y &L —2- 3£, 1, 2, 3, 4- TT & i
% -5-3E .1, 2, 3, 4- YA MENE —2- 3L 1, 2, 3, 4- DA MRNE —4- 6.1, 2, 3, 4- PUSMEIE —5- k.
1,2,3,4- A W ng —6- 3.2, 3- & -1, 4- BEME —2- 3L .2, 3—- & -1, 4- MEME -3- 3L,
2,3- & -1, 4- WEE —5- %L .2, 3— & -1, 4- WEME —6- L\ 211, 3- IEEE —2—- KL 2H-1, 3- I
E —4- Zk 2H-1, 3—- W@ W —5- L. 2H-1, 3- W@ MR —6- JL.2H-1, 3— WE Mg —2- JL . 2H-1, 3— M
W —4- 35 211, 3— ME MR —5- 3L 2H-1, 3— WE MR —6- FL . 4H-1, 3— W& & —2- FL 4H-1, 3- &
% —4- 3L 4H-1, 3— W@ 1E —5- JL . 4H-1, 3— I8 1% —6- FL.4H-1, 3— WE 1% —2- 3L 4H-1, 3— W&
R —4- Fk 4H-1, 3- WE B8 —5- FE . 4H-1, 3— WE B —6- FL.6H-1, 3- W& g —2- FL.6H-1, 3— I
% —4- 3L 6H-1, 3— @ 1E —5- JL . 6H-1, 3— IE 1% —6- FL.6H-1, 3— WE 1#E —2- 3L 6H-1, 3- IE
% -4- %L 6H-1, 3- @ 1E —5- JE.6H-1, 3— WE IE —6- JE.2H-1, 4— U@ 0% —2- 3L 2H-1, 4 IE
% —3- JE.2H-1, 4- U@ & —5- JE.2H-1, 4 U@ 1E —6- JE.2H-1, 4— WE 1 —2- JL.2H-1, 4 B
e —3— FL.2H-1, 4 WE & —5- FL.2H-1, 4— W& BE —6- FL . 4H-1, 4- W& B —2- FL 4H-1, 4- &
e —3— B 4H-1, 4- BEBE —2— JL 4H-1,4- BEWR —3- FL .1, 4- “ &AW -3- JE. 1, 4- & mk
e —4- 3.1, 4- A WAHE -5 F .1, 4- &R -6- FE L1, 4- TEERE -2- L, 2- A
e —2-FE 1, 2- AR —3- 3501, 2- AR -5 FE L1, 2- AR -6 L1, 4- A
WE —2— FE 1, 4— A MERE —4- B 1, 4- A MERE -5— B 1, 4- A MERE -6 3.3, 4- & W
W —2—- 3.3, 4— A Mg —4- L3, 4- A Mg —5- FEak 3, 4- S WENE —6—- 3L

N-BE 1) 5 ol 5> AAER, 451 4

2,3- & —1H- mtrg —1- 3E.2, 5— & —1H- nikng —1- 5.4, 5- —4&( —1H- nitme —1- 2
2,5- & —1H- kM —1-3E£.2, 3- & —1H- kM —1- 3£, 2, 5- S Fimmr —2- 3L 2, 3- &
S —2—- 3L 2, 5- A SpmEM —2- 3.2, 3- A S IEme —2- 3 4, 5- & —1H- Bk -1
2,5- & —1H- BEME —1- FE .2, 3- & —1H- B —1- 3E.2, 3- 5 MEM: -3- 5.2, 3- =&
e —3— L 5

N=BE5 1) 6 ol 7 AN AER, 451 4

1,2,3,4- P4 &k mg -1- %501, 2,5, 6- U & 0k mg —1- 5601, 4- & - ke -1-
1, 2- & ErE —1- FE . 2H-5, 6— —4&( -1, 2- FEBE —2- 5L 2H-5, 6- & -1, 2— WERE —2— FL|
2H-3,6— & -1, 2- WEIE —2- L 2H-3, 6— & -1, 2- MEME —2- JL.2H-3,4- — & -1, 2- IE
% —2- FE2H-3,4- — & -1, 2- WEME —2- JE 2,3, 4, 5- P S Wk E —2—- 3.1, 2,5, 6— PY &k
E—1-3E.1,2,5, 6- PUEREIE —2- 351, 2, 3, 6- PUSMEME —1-5£.3, 4, 5, 6- PUS memg —3— .
1,2,3,4- PUS e —1- 3501, 2, 3, 4- DY memg —1- FE.1, 2, 3, 4- PUSMERE —3- 5.2, 3- —
S -1, 4- WE B —4- BE 211, 2- W R —2- L 2H-1, 2- WE MR -2- L 4l-1, 4- BE I 4 H
AH-1, 4- BEME —4- FE .1, 4- & mAE —1- L 1, 4- T ANEmE —1- R 1, 2- AR -1- A
1, 4— ZEWEIE —1- FEO 3, 4- “EMENE —3- %

C- A1 5 JuAT7 G, il

2- WRMG 2L\ 3— MR 2 | 2— MRy 5L | 3— Wy 55 b —2— BE . nibig —3— ZE bk —3- ZE ik
e —4— FE e lEmg —3— JL | SR lEmMe —4- JL S Em -5 JE | S —3- JL | S mEmE —4- L e
M —5— Fk DKM —2— BE DRI —4- L WM 0 FE M -4 FL B -5 FL WEME -2 L
M —4— B EME —5— FE 1, 2, 3- T Mk —4-FE 1, 2, 3- M M —5- L 1, 2, 4- T Tk -3 - JE
1,2,4, - @ me—5-FL 1,3, 4- T8 —2-FL 1,2, 3-ME M —4-FL 1, 2, 3-WE M —5- 3|
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1,2, 4- WM —3-FE 1,2, 4- ME M —5-FE 1,3, 4- WE - MRIE —2- 3L 1, 2, 3— =Mk —4- FE |
1,2, 4- =M =3- FL Pqmg —5- 3%

C- BE1 6 JuART7 S,

It mE —2— 6. b mE -3 SR mb e —4- Sk (4- b gL ) Mk R -3- Jh L WA R —4- gk mE
e —2- L WEIE —4- L mEnE -5 FLnhiE —2- KL 1, 3, 5- =R -2- HE L1, 2, 4- =R -3- 5
1,2,4- =M -5- 3.1, 2,4- =M —6- 3.1, 2,4, 5- DM -3- 3 5

N—SA 11 5 TCA S TR ER, 49 anntb i —1— 26 ntb e —1— R Sk —1- 2 1, 2, 3— =i —1- 2
1,2, 4— =M —1- FL Pyme —1- 5L,
[0123]  Z&IFRSEBAFEXNON LR, HAETE 5 80 6 ST I — R A4 — DA
(1) (anellated) VR ANERAS VL ATER 75 et 30, 9 1 20 R bt s B0 Ol B C 46 38, 83053 4F
— DA 5 B 6 TUAIR BN, X IR I 2 MR BN R B R o IX LA R IR I |
S AR | | O 2\ Mgl MR S | e Mg | W 2 | M R L S P iR 2 R JR Iy R G [b] WE MR
2R IR M I A G MM LRI R KM I . AL S I A ZE A I T T BN TT 2R T AL B )
Sl i7IEE e U] e~ e~ i A= S 17 S 7 & e 2 11 7 BN 2
R 2 P 2 JF — S Pk PR 2
[0124]  C;—Cp,— WA IR A7 — 3. SLH RN -2, 5— WA RINLRE -2, 4- W2,
[0125]  XFALGYINHI H R BREIE K 1 IRES, ZRER, W, A, Q ¥, A% X, X, n,
Hl, RG, RZ, RB, XZ’ XS’ RS’ Yl, Y2, R4a, R4b, RG, R7, RS, RQ’ RIO’ RH, R12, RIS’ R14, RIS,
R, R, R®, R®, RUUERATHIE S, I, 2 SR BB A HUE I, AR A SCA T
(D)« (TT) BT HoAh 8 X A R b R AT A P I 2 SR 7 o
[0126]  {EATARSX (1) 8k (I1) A, nTUAFAEZ F—AHUREE R AL/ 8 R°. BRI HE, 782
(1) 8¢ (IT) Hn] DAFLE R 3 ANEUREE RS, FIER (1) A mT DAAFAE s 7 AN EUREE RS (
BX N CH,, ALGE N X B IR RS, IF HLAm R XE 24 SCH,, AL G1E R X BRI RO
FRIE 6 NEREE R° fRikHh, 77 4E 1 8k 2 AHUIREE R? A/ 5k 1 sk 2 NEREE R°. AL,
X (D) AT TR A
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R—w-AlQ—y—aZ
&
{R b (1
1 » l...., o
R—W-A—Q~—N an
Hrha k1,283, 3 Hb KA 1.2.3.4.5.6 807 (£E (1) A, 80 1.2.3.4.5 806 ({F

X (D o WRFEZ F— AP R, XEn] LU R B FRER . R EE2 T —4
FEF R®, 1k em] LI A AH [R] sl AS RIS

[0127]  R'AEC—Co Fidt (BIUTF L, 456 IFNIE RIS IE T 238 A T R 8UE 5L ) |
Cy=Co— Mipidk —C,—C,— be s (W BA P 26 AL VIR G R B A O R S ) kA C—Co— hi s
(540 3— 3N —1- 53— &N —1-F£8k 3, 3, 3— = &N -1-3& ) . = - (C,~C,~ %t dk ) - FhEfe
5 -C-C peds (W, =R O ) R —C-C— Je k. C-C— St di 5 —C,—C,— bt
B (BN AR FE ST ) VB -C-Cp- Be gk C—Cp— Bidb a2k —C,—C,— Jedk . — —C,—Cy— bkt 2
B —C—C,— fidik . C-Co Frdkedk 2 it —C,—C,— e dk . C,—Co— Fesl AL AL 2 2k —C-C,— Fi k.
C,=Co— HEFERIEIRIL T I —C,~C,— it = —C,—Co~ B I R IEIRILZIE —C,—C,~ B C—Co— Hi
R AR 2 5 -C-Cm pidE . (fRIBHUR Co-Cpm J55E —C-Co— Fidk ) 25t —C,-C— Fi k.
FEIE BRI C—Cyy— 752k —C,—C,— Stk I BRI Co—Cpp— 283 EE —C,—C,— Bk C—Cpy= 31
Pk (BIINFR ARSI T 2k ) | C—Co— BEdEFRIE  C—Co BT pedis . )X C,—Co— il AE i
FE\ CoCp— 7 UIE AL B BB R AL L C—Cy— e St . (4R C—-C- e dik ) 2k gedik
CoCrom JFEEZ A IR C-Co M BE (HIAnTH -1, 2- 4 —1- 6 )« GGy H BB AT IR B
Co—Coo 53 (FITAHE, 2- FFERSE) 23 C-Co B (Hlanil T 83 ) ki C,—Co— k¢
I C—C I IE . C—C B EE —C—C— B R I —C—C— R . O G R
5 —C—C,— BiddE . = —C—Cy e bz it —C,—C,— Jifl k. C—Co— Fib AL 2405k —C,—C,— Sl
FECyCppm HEIRIEREE —C-C,— BB IE . C-Cy— WA B IREE A -C,-C— Jti 2 . CCy— 5
5k —C—C,— Fif k. C—Co i BEmmi It 2 3t —C,—C,— pdl s, (pifR C—Cy— Jedt ) Tliitad
B -C,C B EE . CC o R R A 3 —C,—C,— B L (C—Cyy— 5L —C,—Cy— BEkE ) Tt
F2HE —C—C,— Fea g\ C—Cp AR EE MR I 2 3 —C,—C,— B4 36 . C—C oy 24 —C-C— Jt
BHFE L CoClo— R IE C—C o= YR FEARFE L C—C— BEFEM I . 48 C,-C— }:&ﬁmﬁ C,—Cs~ %t
REIE, (KR C-C ) BE. T -CC A (i R = -(Xf8
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C,=Co— Jtdk ) 25 C,—Co— e bz ik . (X C,—Cy— pidik ) PrILza gk . Co—C ,— 7 Hh ez
5 C=Co Pk mE AL 2 gk . (AR C=Co— Jedk ) MlkIE 25t C—C\,— D5 A Ik 2 L BT
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L) V' I —C—C- Btk CCpm FRedk (1, BRTAZE ) | CHLON, C—Cppm Hibedt (Mt
INNE )\ Co=Cpom J72E —C,—=C= JedE (Wi, *F3E ) L C~C- HedE it (foltn, IR a7
IEFRIE ) o (IR C-Com edE ) BRI (9, & IR FRIE . 5 IS PR IE ol — 3 TP 2L I
FE)\CoCrom JFIEFRIE (BN, ZRFEIRIL ) (€ —C,— peIEEE (N, ZRFERILSRUT 4
FEIRIE ) CoCpm FERIEIRIE (4N, ZRAEIEHIE ) « —C (SNH) NH,« —C (=NH) NHCN,, C,—C,— Hi i
PR RS L B2 L NO B C,—C o 23R IE (A, 3— 3R T e ) .

[0209]  ESIHL, R* H&.
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[0210] 83, R™ IR —H TN € -Cm WktdE  (flln, WL 1, 2- W45,
HoAth SEB 4 1, 3- WA ZE 1= AR -1, 2- W L 56 1- AR -1, 3- WA 2% ) BA{#F R™ AR
5 Y'Y N- FA RS R RN C IR — AT AR R, e Sl b, 2L 4.5 516 MR
RIRF (BFEEIET) o R R R — A TIEEURE C-C,m WS, X AF 1Rt SR e A AR )
AT LLE AR o SRR

) Wi
Ri-W—AL-Q—Y— z X! /Rw
1A

Ho A HREEURHT C-C- WAL, JF H RVWLA L QY AZ X X nam REV RV XL R,
Y YEORT A ST E X
[0211] & R™ R R, BUAR K C—C,— WREHEERR A AL FE 4t 1.2 3 3 ALK ¢ ~C,~ W
Rk, TR EURIEIE A iz (B, #)  C,—C— Fdkali & At
[0212] B, Y' hy SCRY™R™, 3 H R™ Fl R"™ — & AT B C—C,- Wk (o, S A
B DUE R R R™ 5ATEREN -C(R™) ~Y*-N=- #5r—AL BALFR R, e b, L B 4.5
a6 NIRRT (EFREIR T ). R®FR™ —2h C,-C,m Whtdk, IXFERIH T LLH R 4
T ER R

R—W—A"Q—Y—Az X. R
A'm EN ~
Y?
R 14b
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Horp A AR € —Cm WS, H REWLAL QLY AL X X nam RV R XL XL RS
YYPL R WA ST E
[0213]  SGF R™FIR™, UK C,-C,m WAEIEFE AL FE 1.2 3 3 MU RIEEUR K €,-C,- W
Pk, TR BRI A iz (B, 5)  C,—C,— Bt FisE AR
[0214]  R* A& C—Co ktdE (fldn, 3%, HAhseflh 258 ) kAR C-Cm Fidk. 35
B -C,—C,~ Bk, C—C— St —C,—C,~ frdk &It —C,—C,— HEdE . CH,ON, —CHO. C,~C,~ hrdkir
S (RARE C-C Bk ) FRE CoCym HEEIRIE . C—C, P IRIE | C—C R EIREE
C,—Co— R L PRIE | C,~Cy— M5 . —C (=NH) NH,. —C (=NH) NHCN., C,—C,— S FEfiit 3 . ¢, —C,— 77
TS V&3 -NO B C,—C,— A4FAEE
[0215]  RIEHE, R® HEEK C,—Co- B (Bdn, L), B JUH 24T R® FI R — e A Tk
HUARIY C=Cm WL, R® W& C—Co- fidE (N, FEE. £36.2- NEE 2,2, 2- =L
T ) CACH C-C- B RE (B, 2- R AFE2, 2- T AFEL2, 2, 2- =R AFE) C-Co K
5 -C-Cfidd (W, 2- AR ) L (RN C-C- e s ) Bk (i, 2- i SRS
2,2- ZHROWEEE.2, 2, 2- R OWEL ) B C-C- B (i, SAREEIREE ) o el
Hh, R KA.
[0216]  EiF, R™\R™ — & WAL EUCIK) C,—C— WkEdE (i, 1, 4- W T 3.1, 3- WA EE.
2- G - T -1, 4- WIS 1- 48 - T -1, 4- W), Hordp €, —Co— WhEHER — 4> —CH,— ] LAg
SR T B -NR AR (i, ~CH,~CH,~0-CH,~CH,-)
[0217]  S&F R™MIR™, BURHY C,—Co— W eIt il A4 1.2 5 3 ANEURIEERAC A C,—Co— WE
Pk, TR L A iz (B, SEia ) | C-C,— Wil iUk R BE M C-C,— Je il o
[0218] R" W& B C,—Co— %idt. ik, R A&,
[0219] R® W& EK C,—Co— Kidt. ik, R® A&,
[0220] R’ H&(. C—Co itk (@, AR L) C-Co ke (Hlun, MR ) (&
5 —C—Co— Fi it AFEEURR Co—Cpo— 772 —C,—Cy— BEFEEL C-Crom 28 FFZE (9141, 3— AR
Tt ) o ik, R ASEE C-C— fedk (i, MIkek23t) .
[0221]  FRAEHRFAI S 77 48, RFI R —i&2 2k C,-C,- Wpedt (il 1, 3- 1, 2- WF LA
L) DME R AR HAIR EHM Q PR 7L Y R EENEIR T— R A R,
S, L HA 4.5 806 NIRRT (EFEEIR TR Q) o WAL A B8, KRR LA
H T G5 R0 -
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?:N,Aix1

|

(CH,),
Horb QAP X A SO SC (i, S0),), Hon 24 0.1.2.3 B 4,

[0222] AR S B SEHEIT 52, RO 5 A% T BRI e BRI C,-C,m SRS (4, S FF

Feo 13- W), IF B A 2 C\-Cm Wik, LUE R AIZEA3 M A% S5 R I £y S

TR N IR ER, Rk, H B 4.5.6 807 MR RRF (BIREIRT )« XFF
I a] LR 887 S5 2R s

e
-

W .
R Q"‘*m !

\—(CHz}r

HA R WA M QWA EN, p A L2, r 5018023 H q k0.1 8% 2, fEiZkr
SIS 7 S, X ARIE R 00 par B q IRERIZL A EHE p=1.1=0.g=1 ; H p=1.r=0.9=0.
BE,p A0 3 HaXl L, X RIEN -0
[0223] R W& C,~Cs— Brdknl C,—Co— HEIERRMEAL . PLLEHL, R A .
[0224]  R" W& Sk C-Co Fidk. LML, R A .

[0225] B, ROV RY —iek C,—C,— Whedk (i, W3k ),
[0226] R NEH C-Co kidk. Lk, R HE.

[0227] R HEN C—Co Ktdk. fLikth, R™ H&.

[0228]  R™ &N C—Co ktdk. fLikth, R™ H&.

[0220] R H&E K C-Co ket (fldm, L) .

[0230] A< BH (1) 2R B SE R AT A= 0 9l S ey 652, 82X (1)

R' H C,=Co— Bt FE BT IEEUARIN CoC o= AYFRIE

W oA BE

A" A

Q4 -S(0),~;

Y 4 NR?;

A* Dy C=C- WERE (foltun, W)

X' -0-;

X' —-0- B NRY;

nkl;

R® W& ;

R W&,

R W& s

X2 ?l\j CRIZaRIZb :

X> A
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R* M HE

Y'OMEE

v % SCRIP*R!SP ;

R™ AE 5

R® A& 5

R12a j‘j/g\‘ ;

R12b j'j/éj ;

R15 7'333 ;

RIS 7'3 S

R By C=Co— e (i, 3L )
[0231] AR IR A BERERE AT A DI RE 0 SE 7 202, 20 (T

Rl j"] Cs_c12_ %%ﬁﬁ% _C1_C4_ Fﬁ% ( Wﬂﬁuy %W% Eﬁ% ) \gZ’H:IZEEX’fJﬁ [ILI/‘J CS_CIZ %H
(fFltm, 1- B3E -1, 2— —mp —4- JEER 1- F3E -1, 3- =M —4- %)

WOhBE

A Ry

QA —S(0),— B —C(0)—;

mA2;

R NA 5

R NEA

R NA 5

X2 % SCRIZ#R2P .

XA

R® 2R

Y OB

Y2 g DCRPR™ ;

R & EK C—-Com etk (fltun, F3L) ;

R™ A C,-Co fedt (i, L) ;5

R HE

R ME 58k

R HAL M

RIS yj/ﬁo
[0232] AT BH R 79 STt 77 5k w28 481 2 DT B R e B BT AR S L AR P B 32 B 2k o R
TR A, XA FE ) A S ) LA B AH R PRI S A G A R A ey A A 3 i 2
(K13 Can SRS YA 2 ), B BRI AT A2 38 i 52 10 3 Can SR A& ) A i
B ) o X EIE A HE B BUE A FT R BT A ) R0 Bl S A A | K i S A R AR S
PR HAth S AR S A A T K
[0233] AT BH B il FRIAL & 00 A 484910 o 2 O B 7™ A% R R e R AT A2 4, B AR P i
IR N s o
[0234] 3 (D) & (ID) A& Yn] I 5 AT AN 1) 77 VR 2R 5 ki 4o 3 2 ) 5% =X
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(D) 80 (I1) HAWITTELE T AT ik

[0235] 3 () AW S ARSI H R T2 B0 T i) 4 o 18 M il (D fE
W T3 AE T AT Erpaiiid . AR X X0 X0, XA R R AR ST E X, LY RoRBESE AR IE
(I, Me Et) , L F L J23E A0S (B0, L= CO0tBu Fl L= tBuMe,Si 8k Bn). J%
1 Eiﬂiﬁﬁﬁsaﬁﬁ/zﬁﬁ%%%ﬁ A 5 bR, b X 0 B XA N,

[0236] e

KX 2HEWATLIH S 2, 3- ZIRINRATEW B R N AT LIS 21 2 [ S e
BERIZEF (J. Med. Chem. 2006, 49, 7095, Bioorg. & Med, Chem. Letters 2006, 16,
1338) o (f3ltn, AL ) DUBE AL MR I R4 T EEE 1 40 BRI R 258 IR 330 5 1R,
HHIE SR E LR (Flhn, L= tBuMe,Si B Bn) »

[0237]  J5 % 2 "R HER I 75T F T3R5 M I e ki, Horp AR g XL XL X0, XEL R AR
SCHTE S, LONTE AR IE (1, CO0tBu) , J H. L' 275 i B 32 B uliAH R 1) g (WJil[I H.
Me. Bt BedE ) o B, X 7 f4b&9, 2o XRI X O 0, 76 SRR AR G- Hu B AR - HL@
AT o

[0238] 7% 2

Xilf , ﬁ;& N @Qﬂ

3 x{ﬁ ¥4 xi}w
pg!e L3
R’Siﬁ*f*g*; x;r:a"‘ B g »g ¢
& | "
ﬁ’;::{"\ﬁifﬁ: i _ME
w o, g AL Rk R
£ i
w w

W75 2 s, AT BT LIE SR ) (B, B A ) B S e JR L
F20EA 8 b 5. ARAERACT % (1, FEBL AT BN A 4E R IR PBrs) #2A6 AHRN
R 2 9. JIF 10 ol bR st (B, NaCN) BURERAS . BilLJm O7ERR (1]
Ui, NaOEt) A& = (B, 2R ) A7 A8 T AR R4 6 S, AR I ST R A XU B
RN 1L A R BE RN . AL G 11 W] DL DR3P 20 SRt — P A o 3 12 L &0
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wn ERTR, B RYE AR T 2 (40, fEBR W1 Et N /77 T I PBry) Al A5 13 [1K7R
14, FonliE it B JEACAR S5 PPh, I8 I p 2% S b e A6 2 3K 14 19 )1% (Staudinger—protocol,
Bioorg. & Med. Chem. Letters 2006, 16, 1338) ., Sfmfta V- S3 15 HIAH Y )i
B, X 16 FLaYmT LLIE RS 3AT (B, iisEht &4, Raney—Ni) .

[0239] U7 % 3 FTIR ¥ 515 mT Fl T 3RAF A% 1R e 3 i, Seh Y DB, A° 4 CH,, HL Q24 S0,
(Journal of Organic Chemistry 1985, 50, 5184).

UE K
G ¢ i St W el P e
; P ¥ i
!

4% 3 LI S s wt

g ﬁ‘-‘
g A E
WO
2
o

M 13 AV IT U, A5 R IO B 17 BT B A 38 2 AR S A% 350 (49 4, o Bl ) EY
B ZRAT . EA A 18 [FIBAR] DL ik A0 (1 20 BR S I (451 4, NaTo, i it i &L 8
(oxone) \KMnO, [AJ A R ) o 285, @5 19 M A Pl iB i it JFoP RS (75 2) .
[0240]  J5 %% 4 FTid (57T F T 3R1G A% 10 2 he dk e, 2orp Y fT A S8k, A2 D CH,s Q 4
SO,, H. W 45 No
[0241] 7% 4.

Tk
&
"

M 13 AW T 46, AH R TR EE S 20 BT W SCRR TR 3518 (Org. & Bioorg. Chem.
2007, 51, 1093) o Pl n] FH AU S 0 4 I e W AR 1T LIS 2k &4 21, HomT D i b
BRSPS 22405 (TER 2) .

[0242] & (I1)

K (D) WEYnT S AR T E R T #il&K (TD AEPE Y
TR T i, R X X, R AT X, IF B LOE MRS (B, 1=
CO0tBu) .

[0243] 755 5 AR A v 0T FH - 3R13 ™A% 1 A b S5 i, Frh 8 X2 0C R AR SCAT e X
L i 4 iy OR4rEE (12, CO0tBu) , JF H. L, Foniie B R R el 4 ls (40, Hi Me. Et %t
5o

[0244] 5% 5
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w75 %5 s, B 23 AP n] LU 2 A DLIRIE I 50) (4 dan, Bl e e &4 ) i
IR RE A 24 AL 5. RIARERCTT %8 (100, FEB AN BN 748 R ¥ PBry) #4L 4
RFRA S EGK 25, 15 26 ATl BEA wesUe sk (B, NaCN) BUFU 25 3/45 . BJA 1
FER, (491401, NaOEt) AI3E 28 (B, 22 PR ) (7 L6 IR R4 5 SN, SRS IR U a6 2
SRS 23 27 (RS ARG RE NG . AL G 27 Al LUl — DA 7 % 6 Bon (38
32 AL EW.
[0245] 5% 6 Frik i) m] T 3RAG 1T IR kesEL, Horb Q 9 =S (0) 40

[0246] THE6
m ....... % oy W.gmﬁ

b4
;?‘1
Q&

e e o A e
i )
i

" 1321.2:

TEJTEE 6 1, AL RKW\AI\RZ\R‘“\R‘“"XZ\X3 WA g X 9 B L AE A Ry 2 (4
U, L = COOtBu) »
[0247] W E3ATT % 6 ik, X 28 (b & WA H A Uil MRy 2E (Fldn, CO0tBu) 15
fifto TEBRIESAT (44N, DMAP IERE ) F HREIE L7528 X 30 A &9, Bl S i 2IAH R
fi% 31 fRid SR nl A AR AE T 58 (90, e &4\ Raney— 8\ H,) S, KedEfl P HGE 32
B e R A e B
[0248] & 3 ) 28 Fik O 37 25 A AS ST AR BT Jo 6 ), 4910 4 AT SCRR o 8 ) 2 FE AR A 2
Protective Groups in Organic Chemistry, J. F. W. McOmie%s, Plenum Press, 1973;
FT. W. Greene & P. G. M. Wuts, Protective Groups in Organic Synthesis, John
Wiley & Sons, 1991,
[0249]  Jirik A (D) & (D) b5 W ae % M H H 2 R e iz 1k he ) & H & iz 1k 1
(G1yTL) HIEME.
[0250]  HR¥E A B HIAL S W) LE I H 2 R e i A PE VRe il 2 GLyTL W& 1 i B AT AT LA
A C AN B T M EGIE R o 28405k i, W] LA IE N GLyTle B =4 hGlyTle_5_CHO 41
J eI e H 2 B B A Hopk =X (D) 80 (ID A& eamifER (IC,) .
[0251] £ (1) 8¢ (ID) AW, fEBKR T st B IS 2 S/ E IR & W02 10
MRy BRI, £ 1C, < 1 WMol BIZKF, BEARIELE 1C, < 0.5 Mol HZKF, el Lk /E
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ICy < 0.2 MMol 7K, Sk 1C, < 0.1 Mol /K FBEWSINHI H 2 messiaik 1 (GlyTl)
= (D) 8L (D) AEWRILIER

[0252] PRIl MRAE AR A0 (D) 88 (I WEWn] HEZiY).

[0253]  PrLL, AR BH R St S gt AR (D) 8 (T aWmima &),

[0254] AR B KA (D 80 A1) EWAESH TI0HH 2 RS 14 GlyT1 K254
Hh R S T H 2 B IS 1R GLy T AH Y. i

[0255]  NMDA SZ4k4b 72 ONS IR O B, HAE N sl e Wb (1) 2 Bl b 4 A
CUA R . GlyT1 I EE RIS BR R B Sl H 28R , Mt 5 #e 5 H 2 BRAK P T & o 1
T RGN NMDA A7 0k b H U BR 45 A A s 1 B, IX S 38 0k B S BT R R 1A 2 B R
J& NMDA SZ AR IKpvE ko PRI, L H 2 BR e da il 37 HLARe ) A H 2 BR AL 15 44 GLy T1L (il 5]
Al HFIRTT 2P S A RS MRS . HAh, H R A SZIRTE N S B Wl 1) 2 Bl
T RIE . T H 2 R 1B 1 0 M A H s R FE W] DA R H 2R A S AR
PEo BRI, H 2 BRFL I iR HARE 2 H 2 IR 18 K GLyTL HilsRImT FH TR T 2 M
SR RORG AR PR o

[0256]  [AIL, AN B Ko X (1) Bk (1) LA WTES] 35 H 1077 R 28 B i BOkS o B g 11
iR IR S TR T BT IR B RG RAH Y 7 o

[0257] R — B ARKSE 7 48, ik s 5 H 20 HR BE B 2R B P 48 % 14 T e R 15 AH
Ko

[0258] R4 —AE— B HARSEI T 5, i B i A2 1 IR e B () — el 2 A
KA o3 ZONE SO PR AS, ALFERS Ao ZE (R ImBh A RS ALY L Bk B RS 8 ) VR o 2R
E A R B A7 B 7 R BEAG L 2 REURE T B RS PP A5 I = 2 (shared) FEAPRERG . T4 5 1t
P 27 i 5 | PR ARG o R ST B S0PRS003 2R PR L P R B PR R iy =
KA RGN FN DG, ARGk (R 2R P R PO AH DG PR R i Bk i M ok L 2 %
A i A B e O A PR R LA I A R DG IR R  HIV o PR R A 4 AR G
o M . RN SRR (Huntington’ s disease) M. 5o [ (Pick’s disease)
PEFIOR . e —HE G (Creutzfeldt—Jacob disease) PR [l = SRR . 5L E 4
Br P 2 22 0 E B T A SR OB R ) 5 VR %2 02 B R B SO A SN 980E , ARG AR AH DG T
WHNTEIE AR LB AT, ARG SV NS R AT ) 3 R E 72 AL T R FE R A L 5 EUE L R R A
i I BYIE A S5 AR S 0 20 A R R A A 2 B RE SRR R M E ) T I B A S8
BFATE T4 5 PR B 22 i he 5 | S I A FE s 4 JBUAH G T R G RN e AT A (RS 48 40 Jo P S0 18
T B AT OR R AP DAL SR e BGOSR BAE TR ARG 5 A B EE WRS L R I E
KPR TR ELLT 2528 SNSRI JE oty T Bl 28 2R IR 52 VB 57 25 2 IR 25 sl i S
2 RV 52 1 AR SR BT P 5 | S KT BB ) 5 A PRI | o 2 P i R i P B s XU
VRN fh (5 A5 A B S L FE P IE 5 PO B 48 B AH T FAIOIE 22715 Pk PIAIRE A 7= Ji AR
hE H AW ATER-G 1k (PMS) A1H 2 AT AN 22 fE g (PDD) « i T4 B PR B 2= Wi 5 | A2 1)
T B 15 R4 S I BP0 5 2% S Bl Al R B B i AL R PIUMVIE « 7 7 8l B B 1
BFEER T - B R N RS (ADHD) 1YL AT RES s18 s [0S, B IR E sh AN Re Rz 3 A
RE—9R E L A1k (akinetic—rigid syndrome) (HLFEMAG ARG 25V T BRI MAE R EE G
(drug-induced parkinsonism) \Jix % J5 iH < R &8-S 1k REAT VERZ EYERRIY . 2 R RS2
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46 7 TRFEE T A (corticobasal degeneration) MG ARLEGE —ALS i & E AL
PRETTEGAL ) 250 P B IA B AR ZR-A 1k (404022 58 25 T BURI IR S AR &R B Ik 2 8 25 % 1 25
b 228 25 T BUR SV 5K 0 RG22 8 25 P B S PR AR AN R L 22 8 2 I B HIR R s B
SE S RN 254 B 8 AR A7 PERE B ) B RRSRAAE (Gilles de la Tourette’s syndrome) .
T VLR 2R A L PR 5 BB ) AR R B, G FE B0 i BB AS [ RE (i
PR RE B 2 A R BRI R ) RE ) BRI () a0 v B S R IC SR  (Sydenham’ s
chorea) « & XL SR IG5 « [ 1 60 A Pk 0 0 9 « 0P 448 0 20 A0 R oRE S oK T BRI O 25 P 3K
(%) S B 5 0 O () B4 )  DLIE 2R (B 455 4 B P LR 22 R0 SR b e LI 2R ) L oh 38 (B4
af e B e e RS R e A ) ek BEAG (RLEE 4 B PRIk D BEAS, 49 dn iy A T
(iodiopathic) 5K JjREHG \ 2549 Il BRI 5K 07 A5 i R 1 o ) B i AN e 1 9k 0 B dis, R
Sk MR 5K 0 R 1549 A R B RE 2R L 1R AR g R A5 3 2R 1 e 75 TR A o 2R 1 kit At =Xk g
D5 5K 7 B G M S 00 705 Rl SR PR 5K D Bl ) ] s PRR AR s oo A R 4 47 IR P4
W 59 B o B 2 M NS T g gk AR AR 2, R R i 5 X i 5 SR R s 1, A0, 455 R IR AN
P B o

[0250]  HRHE —AidE— 2 (0 H AR SE Tl 7 52, Bk [ B AT o il 2 1 1k AT A JC G 2
2 T

[0260] &R AT 432 SRR A PRI o S HE AR AT M A A s IR 2 s PR AR
L isW G EIAAHTE

[0261] SIS AR AL A 2 IR, 22 i 20 4% B 1), 5 4R SEREAT B 23 45040 LA &
JaRMAZ B R EEZGEN, ClE SHIB. BT RBUERE 2N, 52RO EE
RERAR D o BPEBSRSE T o — R 32 0 BB R AR A= 6 Al C- 250 B PIR IR A% 1)
A2 AU AR )

[0262] 12V IRAE T — 5 0 A BRI A 2= DhRe e o AH R, & 2 AR B4
(PR, BRI G N F, C 2 — P 18 IR E RS A2 A5 1, FF HoT
CLRFEETE , BT EWIIR 52400 I P T 4F o A8 TR vl BEXT 2 PR TT T AR RN 5
12 1 AT AH O (O B R L1 1k AR 8 L RV AR SR ARAN A AT AR D o 18 PR B R
PR S 2 B AR 2 TR FF HLIR W KON ] 2 R BT KRR 2 R S 4 d
[0263] S A R 2 e AT AT A2 R AS (R 1 b 2 AR B R 5 LR 1, PRI A A 2 AN [T 1)
BT RN . SRS ERT RE R SRR BN IR . SRR MR ) T2 T
Sy FR A 1) 1B 2 1 95T O HLA iR 4 B (sharp) &R (aching) (kY (throbbing) 5%
W (gnawing) o 7E 75— J5 [H, PIE MR AR S0 _EAE 5340 S8R A T TH 2 IR BRI I,
I BRI B b 3 B IR O YRR (deep) &R (aching) (s (squeezing) BRETM
(colicky) o A 1) SE A0 46 T A5 70 AR AH DS AT A G S8 i o S oA
TN FHB R 2R AR R 25 a7 R ROV .

[0264] P2 PEIAR, 5 S EIR A S5, MR T b U0 A IR DA ek SR A KRR SR SR B R
K LE, EAREEESE B RIRRAEN o 12 1 58 bR & 22 v 5 2R AR
LI S TR R HIE S T 00 T HE AT (ellicit) MV IR RN (] W2 Ak )
PSR o T D BB 4 LE S PR BRI 3 o i A e i e 80 52 A A v 37 B
KA o R R B BOR AR AR S2A% JE TR BARAA0 X e 18 AT 1 S A9 A5 A2 A 1 DX S
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PEIRERA L b BB 28 5 RS R T A i 0 18 MR 7 2 G A MR A Rk 2R S
FH BB A 22 52 A0 5 S R TR N B e ohe AR « [ A8 i B PR PR B 1 L RAE V2 R
P A S5 2 A % 1100 7 AR BRI SR AT o R 1 i SR LS 1 B A S AT 9K
I o

[0265]  FAREK v 28 25 ) BRAET B0 A R0, AHR AR HL AT v & AR P B B A e s A A 1
VERT S 53¢ OH S 1 2 PR AR AUV L R B 5 4, W25 T (] 2R 254 1A 30 3 52 B30 IR IH:
{EBIA o8 R P PR VG B ) PR )5 K S R I i 2 5 SRR A R B 9 5 VI A 4 il i A IR
AR IR e NI IEIEH . Ihoh, XEERIEF i 2 REUEH R EERKAERIRTT . B
R 29w R YE R, R AE I 2 s U e R 2.

[0266] BTk (1) 80 (11D Ab-&WHe 5 FH T8 T7 RS A 43 Z80E  SURH PR NS R 15 PPARRE £
FE AR MEFRARIE 2257 MEHDARRE AL = f5 PIARAE . A & BART 2 & 1E (PMS) F1H 28 B A 00 B A
ZERS (PDD) L2 2] [ h5 . A (pervasive) K H Fa ARG OIUMULE | v B ) B B b 15 A0 Hi6 v
B - whRE /o B R NV RS R RS R R B TR RE (Tourette’ s disorder) fEIERERGAL
8 R MIE AN o SRS 55 R AT DG DB AS  ALDS iR Bl ZR 2K i BRI A4 s
TSI 5 L UL VLA AR B T kiR R 2k, B R ) )
[0267]  EAKKIIASNBEAS 2R B2 A2 B RBE IS A ARIE (impartment) , fFEAE#Y
FHIGIAFNEEIR o

[0268] LA A b8 R i 2 v AL M AR FE RIS | 53R A S R i 2 RE R A o

[0269] LA (1K fH 43 ZR4IE BIORS 117 993 2 288 O PR L B L 28 L 5% ok 2R BV RDR ot 4 2
S FHA) I T 50 P R

[0270] WA (D) B0 (ID) AAWIaTT 1B AR 20 B iR i B8 DA Jn B i 461 i & « DA
PR T3 T BB I S N R A

(02711 WTHA (D) 80 (11D AW TT I B AR A R G ] 455 £ 18 B b | 7 S s iS4 2
FIASIE BOSUAH P A A R A5 K o 2 R R A A

[0272]  {EVAIT I BRSO, IEA R RS (D) 80 D) tb &SRR 5. EXF
TER B EMER RS Z R (D 8 QD AbEY CGEERE 2525005 B2 22 52 B i) )
Y5 BTIRTT W, LI L, Kl N . 215 75 BHXAE IR TT BLECR - a7 i K
BT MG LR B 25 0Pl G2WT) . X5 i3 B ar M AEJE iR / B h ReRens R e
[ RARTEIR CREAR N / BT Re RS i fa 6 L R HL e TR R

[0273] 3%, A AT WKAE RIS 298 RS, 15 U g 5 s 4 EiE &
B2 EIFH— RS A E LB Y.

[0274] AR BB KA 67 AR, DLIEWE L3P e il e N B 294G 10 2% o
I, 50 (D 8 (D) (&l LLAMA Mg 7, b 004 & V)6 & 1 8k
(W n22E Bnl sz BT ) fZ b —FA R LA, LA 29 1 g i o, & g 24
Yo IXSC SR HIINZE IR B 5 R ER R UL B S N 45 25 .

[0275] 53 % 245 w30 40 S 40 Ay [ 4R 25 0 0 X, A0 an 5] JORE R 750 R 2 v
) VEEF /N 2 HE | BT R AC P ) S B TR A A 5T B s ) N R BH R IR A 5 A
F BB E 25 258 3 5 24 AR 25971 2 40 a5 70 3208 500 KB R R0 BSCRE B 5R) 5 DL R
A AR, BN FLR CRea2& AR FLIN ) TR BSHIE] Wik ) | v S 5 A

62




CN 103209964 A OB B 54/65 i

Sy TR 5 A e HR R R R o A NG BB T T 45 TARAE A R B &R . 46, 18
A] LA e A B R AR
[0276] A= HEDN, AR ML ST S —Fe 2 Fhaiik (RTER]) G s0H MR .
Btk (MRTEF] ) AT LA R AR [ A BORAR BT, EATT 78 0 ML S RS 1 LA B 5L
[0277]  EMbBE B h )28 T Sl EUA (BTER]) oS4k, w8 255 Erliesz
(Y58 A J5T, 490 Gy 7] 5 LA AR BB 28500 5 7 JE 300 s B4 AR) s ORISR s BE A0 s Ak
s FLAARE T 5 BT B8R T BGR) 5 R 55 71) 5 R WRR s i s SR AK IR A v 1) s G
) s RS P EOMIER) s R s FERAEY s IEFIFEIER (overfatting agents) ;&
B I s R IR ) BT i TR AT A WA B AR R 5 A BN B RIEE BT s A
W], 90 Wkl & 500 S 78 50 Baai il s AR B AR s PSR R AR50 s SR s HEARSR) 5 m
F R AT WM. HIFIAEX A EE T ' A R T E R AR, S 0460 U1 Fiedler,
H.P., Lexikon der Hilfsstoffe fiir Pharmazie, Kosmetik und angrenzende Gebiete
[ FH 3 25 - A M it R0 AR 5% 85038 B 4l Bh 420 B B BF 4215 (Bncycelopedia of auxiliary
substances for pharmacy, cosmetics and related fields)], % 4 hk, Aulendorf:
ECV-Editio—Cantor-Verlag, 1996,
[0278]  JiriA:X (D) 80 (ID) &R EH T 5 ERETHIE .
[0270] AL, A B R At

i) —RrAA S, B ERX (D B AD 4G Ae—MEiE I ERHRIT R

ii) —AWAEY, B UL E 1) doE A G R DR R B Y

7 5
ii1) BLE 1) e SCRIAL &7 b AE il 6 H 67 BB A 30 & SCR R RS S 2 80m
REHT 23 P AT 5

iv) BLE 1) Ao A 5 TR T7 8Os A S0 e SCRIRBERG 0 BORIE

v)  H RT3 e SRR G S 5 BOWAE 1 2557 & (kit-of-parts) , iR 257 &
AL 5 — A T RGP h 251 — Rl el 2 P BRI, Pk o6 — 185 0 (D) 8.
(ID) WA, kL EFHIT & B A S —MEl 2 ML e a7 7l
[0280]  vi) A T¥RITHILL L 1) o XA G o

vii) —PRIT BB AR S SRR AS BE BORIE B VR, AR A E R DL L
i) HE AAT

viii) FHFIRIT eI A SCb e SCRIBSE RS R BORIE R L L 1) TP X A7 o
[0281] AR BMIECA I IE ] CLA B ESS T BT iE Sl Bh M 25 2548 1102 75 44 7 IR ST 1)
HYHEWMEEEERN N ZE (coterminous) BAL S (overlapping) #5245, PP EE
Z PEIT R BX PR T s 2577 B Mt AR STEE RN 1 IF BAE AR SO R S IR T
P25 25 (adjunctive therapeutic administration) ;JNFR K B NG 97 145 25 (add—on
therapeutic administration)., H#FFEREZA (1) 5t (1) ALEWF 2 /D—Fh e iE57 5
(RIS AHHEIE (coterminous) BYAZAHS (overlapping) VAT 45 2 KRR ITH 6T 77 S48
TEARR WG Z N o AEASTHTIR B B 167 M4 25 1 — AN St 7 S, B R e 11
—MrEkZ B AL 5 VR IT TR e 2 — BN R, PR O — AL 4R 2
[0282] AR BHECA T LRI S T . ATIE [R5 2596 102 Frh AN 00 8o DA,
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TECE A AL S 1 B — 2 A Bk B B BB AR N T A S el B R g
THIETT J7 5 ik ShSr (4G ) 8l B 2 A & — PP RN 25 7 945y« T RTINS 5 1)
BST AL 3 BIX AP A A 7 o] LG & e e it

[0283]  E—ANalk— I J7 1, A IR AL —Fif 7 RS A e i 1) 77 vk, B ¥ =X (1) 8.
(ID) A& BGTT TS T IEAE 82 20— R i 25 (0967 M4 25 1 3R o fE— ik
— BT, AR RAE (D 86 (LD A A WAE & H TiRI7 IEAEB 2 2 /0 —Fh B Uk M
PHIRTT TR 25 25 1) B8 3 IRORS b B G L S i 7 Mg 2 25 I R i o AR B IE SR A
THRIT IEAEHE 52 22 /D — P huRs o5 24 I VR T 1t 25 25 1) S 3 RS AP B i () (L 3l B v o7 e 2
i (1) 8L D a6,

[0284]  FE—ANuE— B HITT I, AR IR AL —Pra 7 oRS ok B G 1K 7 v, R ¥ 22 20—
HURE PR 255 B T 45 T IEfER 25 (D) 8 (I EWEIr e A i . £—1
BT, A R A 22 /b —RhBORS i 25 78 il 25 FH TR 7 IEAE B2 X (D) 8 (TD) fk
ERIATT T2 251 B ORGP S AG I SR BV T TR 2 M 259 P R i o AR R B R 1
HEEE G YT e 25 2/ b— b i 25, B TR 7 IEfER 2 X (D 80 (U &Gy
PR 25 24 (1) 583 TRORG PR B0 o

[0285]  FE—ANuE— P HIJT I, A W A — Pl o7 RS ol B G ¢ 77 V2%, BIVSE I (R IR 7 1t
2570 (D) 8 (ID) AL B 2 /b —FPHuRs pois 25 25 7 i o A& Bt X (D) 8 (T1)
G AN A D — RGOS A5 24 (1 45 7 Wt A8 5 T T8 7 RS A R A R AR [R] v T P 4n 2
(K125 I FH & o AR 2 BIIE SR A B 1897 RS AR S IR £ (R I v6 7 Hk 25 2410 28 (D) B8R (TT) 4k
G R D> —FHURS AR G . ARG (D) 8 (D) HEWAESl#H T
TBIT RS PRSI b 22 D — R BURS M 25 [RIIN VG T PR 28 25 25 A & o« AR B FR A1t
T 52 0—Fau o 25 RN G 7 Mg 2510 (D 80 D &9, F TR IR phBERG .
AR I FR A 22 /D — PP BN A0 2570 )25 FH TR RS ARG It 5 20 (D) 80 (T &)
RN Y7 MR 25 25 P I g . AR IR T 520 (D 8k (ID) & WIRIG 7 T
EYII D P PURE M 25, F TR T RS AR BE G o

[0286]  FERE—20 (1) J7 11, A A BH AR AL 16 77 R A B 5 1040 7 v2s, BIIE ook (R 397 e 2 7 & X
(D) 8¢ (IT) fAEYH 20— R A 2 2 B PUBR I 25 29 A &4, 103 X (D 8 (TD) 1k
H A — i B E BT A AL G a5 K (D 8 QD adis b —
T AR T 25 BUPLERAT 25 M 25 AL S AR & F T3R8 RS e G i 259 b A i 5 DA
TR RS S X (D 80 (D ALEYH 20— Bae e 25 kP LB AT 251 25 41
“We

[0287]  HUKE P 245 4 BOE A 5 L 29 R BORS A0 254 ]ORL 5 AE L B B BURS M 2. mT
T AR R B HUR M 2590 00 SE AL RS H AN R T - T BE 28 (butyrophenones) , 41 401
K BE BE (haloperidol) . Ut 3% 5% KF (pimozide) F i Wk F] £ (droperidol) ; Wy W& MR
2k (phenothiazines), 1 {1 & A " (chlorpromazine) . Bt A k& % (thioridazine) . &
Z hk 1 (mesoridazine) . — F $v & (trifluoperazine). &7 /it (perphenazine) « % &7
J4 # (fluphenazine) . thiflupromazine. [N & $7 % (prochlorperazine) il EE 7y /5 &#
(acetophenazine) ;WENT 2 (thioxanthenes) , ] Ul Z A MENE (thiothixene) FH & ME N
(chlorprothixene) ;MEMy FF8 I A 4 BF =42 (thienobenzodiazepines) ; 2K JfF .
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B FE =458 (dibenzodiazepines) ;7k JF S lEMER (benzisoxazoles) ;7% At &l 4%
N =152 (dibenzothiazepines) ;BKMEEERAZE (imidazolidinones) ;2K Jf S5 BEMEILNR I
2k (benziso—-thiazolyl-piperazines) ; =W (triazine), i1z 5 =B (lamotrigine) ;
TRIFR A NI 45 28 (dibenzoxazepines) , il 41 ¥ (loxapine) 5 — &4 W] W Al
(dihydroindolones) , B4 &fifili§ (molindone) ;P37 WkM: (aripiprazole) ; N HA Bk
P TEAT AR

[0288]  ¥§ ik [ Bo kS A4 245 W0 I v o 4 M R Y R B SE ) A0 R s RUACE (clozapine)
(B &4 44 N CLOZARIL®, W] 48 H Mylan, Zenith Goldline, UDL, Novartis) ;3 & P
(olanzapine) ( F§ &4 A ZYPREX®, w153 H Lilly) ;55 F7 Vil (ziprasidone) (7 &k
% % GEODON®, "[ 15 H Pfizer) ; F|#%5Hi (risperidone) (1 &t 44 4 RISPERDAL®, W] 13
H Janssen) ; & & R L °F (quetiapine fumarate) (R &k 44 & SEROQUEL®, W] 15 H
AstraZeneca) ;B WERERT (haloperidol) ( Ty &4 & HALDOL®, W[5 H Ortho-McNeil) ;&
AE (chlorpromazine) (7 &h4 4 THORAZINE®, T[S H SmithKline Beecham (GSK)) ;%
45 )i (fluphenazine) (F&h444 PROLIXIN®, W45 H Apothecon, Copley, Schering,
Teva, 1 American Pharmaceutical Partners, Pasadena) ; & jk ME Iifi (thiothixene)
( B b 4 i NAVANE®, W] 13 H Pfizer) ; — J fu P& (trifluoperazine) (10-[3-(4-H
B -1-WRERL) WA ]-2-( = P E) wymenk — e £k, 19 & %4 4 STELAZINE®, W]
19 B Smith Klein Beckman) ; &7 J5 #% (perphenazine) ([ it 44 A TRILAFON®; W] 13
H Schering) ; fifi #] Wk & (thioridazine) (i it 44 A4 MELLARIL®: W] 13 H Novartis,
Roxane, HiTech, Teva, fll Alpharma) ;& gifii (molindone) ( Fi &k 4% 4 MOBAN®, W] 75
H Endo) ; f1y&¥>°F (loxapine) (i &h44 4 LOXITANE(D; W13 H Watson) . It4k, 7] LA
{8 ZK Wk F] 2 (benperidol) (Glianimon®) . % 7 (perazine) (Taxilan®) B3 WK [F#
(melperone) (Eunerpan®) . & FHURE MM 2P FEAE (promazine) (7] LLLARY &b
4, SPARINE® 3543 ) . =AM (triflurpromazine) (A LALART Fh4% VESPRT N® 3575 ) (&
e Eml (chlorprothixene) (A] LL LR 5 44 TARACTAN® 3515 ) | Wk F| £ (droperidol)
(AT LALLRS & 4% INAPSTINE® 3875 ) (47 J5#% (acetophenazine) (A LALAF i 44 TINDAL®
K3 ) WA PLIE (prochlorperazine) (7] PL DL & 44 COMPAZINE® 345 ) | /2 32 A
(methotrimeprazine) ( A]LLPAF fh44 NOZINAN® 3575 ) (WRYAMERE (pipotiazine) (HJLA
DR b4 PIPOTRIL® 3845 ) .55 47PN (ziprasidone) Fl hoperidone) .

[0289]  FE— kP71, AR S &AM — e v 7 o 2 A e A1) ] 7% g R 1)
J7ig, B@ = (D) 88 (T AL &4t a7 g 7 IEEEZ 2 /0 —Fia & TR T s
P 5 48] AT BO] ZR R M R T 2 IR T R e R . E— NP T, AR B R
B (D) 88 (ID) A WAE e F T6 T 85 IR 2878 T 5 3 18] B 7 2 v B 1 AL
WG TT 25 25 25 i A, Bk S8 38 IEAE R 22 /b — R & TIR 97 M & 28 M 5 191
LB IR g BRI I 25 iR TR 4h 25 o A BRIR SR A A T4 Bh a7 25 251X (D) 8 (TD)
A, FoH T a7 3 I A 22 78 PR 5 s 491 dn o] R % g B, ik SR8 IEfE e 2 2 /b —
P A TR T P28 AR M P 5 491 Gn ] 2R % 1 BRI Y 29900 (YR T TR 2 2

[0290]  FE—NRE— PRI 1, A I FE A — A v 7 P 22 A P 1 5 491 ) 2K g R 1)
773, BT 1K 22 /b — Fidi G TV 7 A g A0 P M 95 995 1) A B 2R kg B 1Y 250 Bh v o 7 Tk
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gy e (D 80 (T W EMHIT RS 4 EE . fE— N2, AR R
P 22 /b — R G TR T PR 20 AR P PR 5 9 48] LB 2R i RO 1R 25 WD A ) 5 TR T AR TR
PR A P e 9 461) A SR 2% g B L St Bh v T R 5 25 I 25 R R 3, IR AR IR AR
2R (D) 8L (D A EWRETT L 25 AR I ER LI Gy 1t 45 2510 2 /b — P &
TRIT NG AR H ME P 9] W ] 2R B R 24400, FH T IR FR A TRk 22 2 e 5 491
SRR, T i IEAE 250 (D) 80 (1) AT e 25,

[0201]  FE— k2D I 11, AR B P& AR — v 7 o 2 20 e A1) ] 7% 2 g R 1)
J5i, BB AR T s 728 (D 80 (D EWE 20—l & TR I7 a8 MR s
U ] JR P BRI I 2 2 e AR B AR (D) 8 (TD) (kAo &b — i
H TR YT PR 7R P 1 05 151 L n] 7 ¢ R 1) 2 R AL 6 7 A ) 25 T IR 97 A A2 1
3503 491 4n ] 7R i B AL (R I V6 7 R 25 25 I 25 R I & o ARk B FR AL [R] I YR T
PMegn 251K (D 86 (T ALE A 2 /b — Pl & T30 7 P 2738 P 2 9 461) i 7 i B
(RI259) B4 7 i, FH TR T AR 7R 1 M 5 491 A B R P g B - AR i A4 iR 5 (1) Bk
(ID) AEWAE A H T8 57 PR 2 28 P P 95 93 491 4n Bl 7K 2 v BR08 1K1 25 400 vh 1R o, T ik X
(1) 8¢ (OT) EY5E 2D —Fhii & T 1057 P78 P 195 995 191 A1 B0] 7R 2K 3 R0 110 24540 [
BT 2 . AREIREEH T5 20— PG & 1897 PP 2278 11 M 35993 1) 1B R o R
K2R vG 7 PE2a 250K (D) 80 (LD A, H T8 57 0200 1 35 993 18] Gt B 2R g 2R
o AR BHIEHR L 22 /b — B & T V0T M A8 PR 1 0 461) A ] 71 2K e BRI 1) 25 0 1 il 2% 1
THRIT AP AR PR P 49 an ] 2R s B R 25 ) T i D, BITiA 22 b — R idE S TR T A
AR MR P ] B R Ik B m I 25 5 58 (D 80 (D) b BRI S 25 . ARk B
AT 5 (D 80 QD B RIBEIT TR 251 20— Pl & T 1897 28 PR s
51 Gt 80 R U BRI KT 2400 s T T V6T 1 0 72 e 0 480 4 ] 2% e R o

[0202] W] F] T AR S BRI IE A T 16 7 A 40 20 e 9 47 St o) 2 3 g BB 1 2454 S A1) 4, 4
AELAN R T R iP5 T A1) 551 5 S0 v R i 2 Bl S P S IR SZ 17 A NMDA. 52 44 i # IR 2 11 T
Ji BRE R Dl BE Fi 15 52 9 AH OC 73 45 2 1 B 1 W M2 RE (neuroinflamation) | g IR
PRl 52 fA  NF-x B i S8 AL B AR TE s 248 v IR #EIE 828 (Apolipoprotein) E
ek 4 (ApoE4) JHPA BRI AH G M0 I PE IS f (epileptic discharge) L& D #E
SRR i A8 PR BRI A AR AR B SR 2540

[0293] W] 5 AR BHAL A W IE A )6 %) JIE sk 1 A ) ) 570 60 456 ) Gt e AR (tacrine) 2
Z5WRS% (donepezil) JN2ZAhf (galantamine) FIA] FLEFHIBA (rivastigmine)

[0204] W] 5 A & B AL A 90 6 FH ) G 38 (1) 58 ) NMDA A2 44 1) 25 9 A, 4% 151) a1 36 4 W1
(memantine) o

[0205] W] 5 AU BHAK A 4K FH )6 38 TR 52 i) HPA by PR 165 I i) 250 B 45 49 4 CREL 551
FIBL Vb H5HUH

[0206]  [KlUth, 7R — 227 10, Ak SRt —Fif 7 5 772, BRI ¥ =X (D) 8 (1D
WA BGIT e T IEER 2 20— Fid & TR PRI 3 16T TR 2 38 . 8
— A H T, A B ERAE S (D) 8k (TD) A EWAE & F T6 97 B3 w4 )
BIT L 2B 25 I, Pk B IEAR 2 22 /b —Fhid & TR 7 IR 2 a7 T
“5ey. ARUIEIRMEH THBEIT hes 25100 (D) 80 (I WaY, H a7 IEERE R 2/
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— Ml G TR IR B IR T 4h 251 AR B

[0207]  FE—AuE— B HIJ7 1, AR Pt — Mg 7 AR B 72, B g 2 b — ol &
TR PRI A Bh e T M gs T IE AR A (D 8 O A& sr e A 8% . 18
— AP T, A A B PR A A D — B A TR T R B 2 AE e T TR TT IEfE A2
X (D) 8L (D) AR TT LS 250 B35 R B T 25 25 P I & . Ak
A PR AL BTG TT TR 25 2510 22 /b — PP IG5 TR T BRI 259, H TRy iE e #2 C (D
8¢ (1) AR TT 25 25 1) SR 35 1%

[0208]  FE—ANuE— P HIJ7 1, A B AL —Plid o7 5 B 7 v, BE I R E 7 R 25 7
K (D B 0D WAEME 2 —FidEE TR RN AMRNAS ™ e Ak et (D
8¢ (ID) &2 /b—Fid & Ty IR AL G 7 S A5 2 V6897 R I A R NG
TG AP R IE. AR HEERMEH T R R a7 g 25108 (D 8
(1D fhEmE b —MiE & TR RN A -G e AR e (D 8 TD
a2/ —Fd G TR TT RN 28§ 2167 PR AL RN VG 7 R 25 25 1 254 v
FHIE. AR HIEREH T5 20— Fid4 TR R 2y R w7 Mg 251K (1) 8-
(ID) WE&W, HTHRIT M. AARHERUE 2 DRl & TRy R A Hl 2 0T K
M HA (D 80 AD ALY RGBT S A RAY PRI HE. ARIERME SR (D) 5
(ID) tEW RN G725 T M 20— s & TRy 5 mIm 2.

[0200] W] I T A & BB & & T 90 97 & 0 25 4 1 52 6 A 4% {2 AN R T :NSAID
(Nonsteroidal Antiinflammatory Drug) i k256 ai-~k &4 (carbamazepine) FIN
ELE T (gabapentin) 8418 1 PH W 24  HTA0AR 25 L KRR 22 28 25 A R R IR 25

[0300] 5 Ak WAL & W I F B & 3l 25 ) A0 35 49 G0 ZE Ok 75 (celecoxib) \ 3 AE %
& (etoricoxib) . /& K # & (lumiracoxib). X & Bk 2 3E My (paracetamol) . ] & £
(tramadol) « 2€ b ] (methadone). 3C $7 % ¢ (venlafaxine). A K B (imipramine) .
FE#% VYT (duloxetine) v % JE Ath A (bupropion) . I E2 W5 T (gabapentin) ¥ ¥ [ K
(pregabalin) f7% =& (lamotrigine) 4¥ KJE (fentanyl) M¥i% L (parecoxib) 5545
7 (nefopam) \Fii 2+ K JE (remifentanil) JWEEENE (pethidine) UG Z5HR (diclofenac) &
FE% L (rofecoxib) ANATME (nalbuphine) &74F KJE (sufentanil) JWEEEBE (pethidine) .
SR (diamorphine) FIATFEMEE (butorphanol) o

[0301]  AAIF AN SRR, AR B AL AT AR -5 — P el 2 Pl s va T 7 5 e
HAT Bk He g v 50 4 90 an i Al 25, 45 o 5HT3 F5H15)6— R EUZ a5 NK-1 #5491
) EFREME 5- IR L E SEECIMHIR (SSRT) 2= 'S IR F S HEHCIMHIGR (SNRIT) =P 2E41
PIRZG . 2 EL R PLINAER 25 13 $H 557 SHT LA FEPUFIGHTL B 3EHTHIGHTL D FEHUID1 3%
B3R ML ISR / STk 2, LU AN 5 2

[0302] W S AR BAL-S W B4 B SHTS F5P17) 4545 1 5 P} 7] B (ondansetron) .
¥ praE) B (granisetron) s G L (metoclopramide) o

[0303] W 5 AKR BAA I G 1) 5- Pl sh I AREEr B it (sumatriptan)
WHE (rauwolscine) B FE (yohimbine) « FE S % (metoclopramide) .

[0304] W 5 Ak WAL & W) Bk R A il B SSRT 4G §5 98 VH VT (fluoxetine) o 7§ BK
I 2% (citalopram) . JF % P VT (femoxetine) . # IRk ¥» B (fluvoxamine). IH % Vg VT
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(paroxetine) M[iA (indalpine) & iAk (sertraline) 553 %E (zimeldine) .

[0305] M 5K BHAL S B KA 3G K] SNRT A0 45 S (venlafaxine) Al pay]
(reboxetine) .

[0306] W] 5 AU BHAL G IE IR G0 ) = IR R BIPIAR 25 B0 G N K S (imipramine) | Fil K
M (amitriptiline) . chlomipramine flJ: MK (nortriptiline) .

[0307] W] 5 A BH AL G ) A8 1) 2 EUI BE DT AR 245 A0 45 22 E Al (bupropion)

AL EYT (amineptine) o

[0308] W[5 A AL AW A1 1P R 25 G 8 4] i XA IR (divalproex) < R
ViF (carbamazepine) PG (diazepam) o
[0309] "IN THI % Sl FH - iAo AR A BH T AN XS A e B A4 R PR 1 o
[0310] b5 W FH itk e AiF, — Ml ik HPLC-MS DA B 0B B 30 3 78 C18— AL | ( Fumsg
% - BB (BSI) #).
[0311]

il 24441

S 1

{2-(2-(1- A 3E —1H- mRme —4- SLRATESL ) —1, 2, 3, 4- VIS e Memk -7- & ) -3- KEW
ot —1- % )

1.1 T- (PRI ) -3, 4- A Mk -2 (1H) - FRIR AT i

TEZE T 1 0. 245 mmol 1 2- (BUT SR ) -1, 2, 3, 4- VUL Rk —7- FRIL 1Y) 2 ml
Te/K THE B N 0. 736 mmol it — FRIEMIECE 4 (borane dimethyl sulphide) Jf
TR AV . FH EtOAc MRETR &4 FH VAT Nay,CO, ¥R #h /K BE% . EtOAc ZHUK
7o BEEA IR NLE, 76 MgS0, B FfituE. ZREHIEE] 60 mg KIyRTEHRY (93
%) o
[0312] ESI-MS [MNa'] = 286  C,H,NO, [{I 1151 = 263

1.2 T-(CIRAH ) -3, 4- & Fmemk -2 (1H) - LB BUT BS

o
Q)kh(D/\m
1E 0°Cla] 0. 380 mmol [ 7- (FFRILHIRL ) -3, 4- S Mk -2 (1H) - FREEHUT KE 2.5
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ml CH,CL, ¥ H N 1. 139 mmol Et,N A1 0. 456 mmol =JRALIE. FHIRA YT & %96 I
FE 1 ho [ BVRA YA I IAT NaHCO, ¥ EtOAc. H EtOAc ZEBUKZ . PEIE&IFIK
AWLZ, 78 MgS0, BTt u. ZAREHFIGH] 105 mg MRS RE, 18 P (i a4k LS
2|76 mg FIJCERY) (61.3 %) o
[0313]  ESI-MS [M+Na'l = 348/350  CH,BrNO, [{Ii144( = 326

1.3 T-(CHEERIE ) -3, 4- & Mk -2 (1H) - RIRAUT e

£ 0CI 21,76 mmol ff) 7- (JRFFZE ) -3, 4- S5k —2 (1H) - FREZ AU T &MY 80 ml
DMF ¥ 3 /M i 65. 3 mmol FALAN . 7E= MRS Y 2 he MRAWTIMAR
IKEEHWIEH EtOAc UK . H KBRS A FFRIA VLS, 76 MgS04 BT dFid g, ZZARE
R 5.6 g MAECHRY) . Bl it Mpl LIS 2] 1. 63 ¢ kT AR 1A (27.5
%) o
[0314]  ESI-MS [M+Na'] = 295  C,H,N,0, [T E{E = 272

1.4 (2) =7-(1- F I —2- FKIL LIFFL ) -3, 4- A Wk 2 (1H) - SRR AU T Fg

0. 231 mmol 7—(EUIEFHE ) -3, 4- “EUFWENE -2 (L) - BB T BRI 2 ml ZF0
WA 0. 278 mmol ) NaOE %W (21%) H1 0. 254 mmol 2K S . 7= FHiHHIR AL
0. JH IR HO TR IR A, USRI CUTE . Ukt I A P S BRI B0 VeV . 611 6
[ (A T . 28RV RIS 3 64 mg (77%) I 1A Ko
[0315]  ESIMS [WeNa) = 383 Col N0, HGHHEEAH = 360

L5 T (1- U -2 BIELIE ) -3, 4= USRI -2 (1) - SRR T
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FEO°CH 0. 178 mmol [ (Z) -7-(1-F 2k —2- ZRIE LI FE) -3, 4- Z& ik -2 (1H) - &
BT IS 2 ml SEEETEW A 0. 178 mmol [IFNEA LS. R AW T B IFRiHE 3
do BHIRAMEFEVOK EIA IR 6% HEIRYE. H EtOAc ZAHUKAH. HERKIEGE
HIAHIAE, 76 MgS0, EF it ik, ZZREH1F2161. 2 mg (95 %) KISl ARy,
B B BT Boe R .

[0316] 1.6 3=k —2-(1, 2,3, 4- U ek -7- 2% ) NI

0,171 mmol 7-(1- &Ik —2- KR LK) -3, 4- A FMEM -2 (1) - REE AT BEE T
1.3 ml FRRIFTEEIR NHFE 1 ho IR NaCO, ¥ » F EtOAc ZEHUR-AY) . 1E MgSO,
FFEAEIFRAEVUE IR IS 2 REFIFGR] 38. 5 mg HIE A KL (86%) o
[0317]  ESI-MS [M+H] = 262  CH,N, [Ii1551E = 263

1.7 2-(2-(1- F Z& —1H- BK M —4- J& B BE 2L )-1,2,3,4- 0 & = ¥
Wk —7—- 3% ) —3- FKELAE

70



CN 103209964 A OB B 62/65 1

7] 0. 135 mmol 3- 285 —2-(1, 2, 3, 4- DU emamk —7- 2% ) TG 2 ml CH,CL, %
I 0. 203 mmol DMAP F10. 162 mmol 1- FFZE —1H- BKMe —4- BEWE S 7E IR M HFHREY
3 ho BIANFHME 0. 162 mmol 1- FFEE ~1H- KM —4- FEEE SR 54 3 d. H CHLCI,
B A6 IN HCL VS NaHCO, Fl 1,0 Peik. I CHLCL, ZEHUAFERIK)E . 16 MgSo, b
T IR NI I8 . 28RS 90 mg MM R, ik s (i Ak bR LS 3
53 mg M EEE (97%) .

[0318] ESI-MS [M+H'] = 406  C,,H,N,0,S [IiHE{E = 407

1.8 2-(2-(1— B Z& —1H- mk Mg —4- 55 i B 3L )-1,2,3,4- D A F

Wk —7- 2 ) -3 ZEEABE -1 B

M 0,123 mmol [ 2-(2—(1— FF & —1H- Wk M —4— 355 f WE 38 ) -1, 2, 3, 4- U & 53 v
Wk —7- 2% ) -3- ZREEWIEH AT G B B HEE T THE (1 ml), 28576 0°C AN 0. 37 mmol
[¥) BH, THF Bd&4 (1 M, 7 THE ) o FHEAWT 2 EEIFHH: 2 he H CHLCL, MBIREGY)
1 N HCL.H1F1 NaHCO, F11 H,0 $eic. FH CH,CL, ZEBUKAH. 78 MgS0, 4 IE 14 HLAH
Irityk. ZBREFNGE] 50 mg MM L, B P s aitb AR LIS 2] 11 mg [ A L &
(22%) .
[0319]  ESI-MS [M+H'] = 411  C,H,N,0,S HIitEAE = 410

S 2

{2-(2-(1- F3E —1H- niEme —4- FEREWESE ) -1, 2, 3, 4- PUSL Mk -7- 25 ) -3- KR
ot —1- i )

LIBALT St 146 2- (2- (1- 3L —1H- mfme —4- FEREIEESE ) -1, 2, 3, 4- IS S0
Wk —7— 55 ) -3- 2RI b —1- M, AT 1- AR —1H- mib e —4- BT SUARE 1- AR —1H- Bk
W —4— T RS
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[0320]  ESI-MS [M+H] = 411 C,HN,0,S FIHE{HE = 410
SETEf) 3
2-(2-(1- F2& —1H- nipmg —4- FERAIEIE ) -1, 2, 3, 4- DU ek —7- 26 ) -3- K& N

fot —1- J&
0 I
O/}
A\;\S{“‘“ N
1
3.1 2-(2- (AR ILRAEER ) -1, 2, 3, 4- VU Semsmpk —7- 25 ) -3- 2K IE

DL 2R AL F S 9 1) 2% 2- (- (30 T 5 A 66 hd Bk 2 )-1,2,3,4- U A 7
Wk —7— 55 ) -3- AREENME . AT PR SE A B AR 1- AR —1H- ke —4- TR S
[0321]  ESI-MS [M+Na'] = 403 C,H,N,0,S fIiH5{H = 380

3.2 2-(2-(1- 1 2% —1H- mb M —4- L R W S )-1,2,3,4- 10 A R ¥
Wbk —7- 2 ) -3- FIEERHE —1- %

B 2- (2 (RN 5 P SEREREESL ) -1, 2, 3, 4— DU Mk —7- 3% ) -3~ ZRFE NG T e
HA# A H-Cube AR (Raney-Ni #2514, 1 bar, 2 H, 8 Sfb. K48 R NIREWIHN
A1 N HCl. #RJiF, BN H0 F1 CH,Cl,, 3£ CH,CL, ZEBUK AR T KAHIF1EE] 2.8 mg (8.7
%) PRI R [ 1A
[0322] ESI-MS [M+H] = 385 C,,H,N,0,S HIiT & s = 384

S 4

N, N= = L -2-(2-(1- A 2 —1H- IR M —4- 3 i R ) -1,2,3,4- 0 & 7
Wbk —7— 2% ) —3- RIS —1- %
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4 0.058 mmol [y 2—(2—(1— A & —1H- WK M —4— JL i W 25 ) -1, 2,3,4- PU & 7 &
Wbk —7— 3% ) —3- ZRFEbE —1- i (SEHEfE) 1) % T2 ml (I NN RSV (0. 351 mmol,
37 %) F10.351 mmol IS IEMIEALEN (sodium cyanotrihydroborate), FF4EZE 1R FHiFEIR
G 0 AR RNIREY) I CHLCL, Z2BUKAH. 78 MgS0, EFEE AL
FHFF I g8 IRAAUETE A2 6 mg PR AR . FH S PO A PR [ PR JFH Hs T AR .
NGEFE/RER L N HCL FF A BR AT R Y « H SBEVEG TR W), ¥ T 1,0, H 1 N HCI
FEAL I 53O0 SRR . R TAKAHLAA3 2 4. 6 mg IR ™) (16.5 %) o
[0323]  ESI-MS [M+H] = 439 C,H,N,0,S HIHE{HE = 438

S 5 -

N, N, N- = A 5L —2-(2-(1— A % —IH- it e —4- 0 1 B 55 )-1,2,3,4- 0 & 5 &
Wk —7— & ) —=3— ZRIEABE —1- BAL R

¥ 0.022 mmol /) 2-(2-(1— T 5 —1H- nb e —4— J il Mk 55 ) -1, 2, 3, 4- PU & = W&
Wbk —7— % ) —3- ARFE P E —1- % (SEHE) 2) ¥ T 1 ml 20 R T FZE W A 0. 022
mmol IR LEHT 0. 044 mmol FIRKIRE, HIFR AWt 4. H4 H,0 A CH,CL, 0 A FI R MR
GV CHCL, ZHBUKAH . 5 MgS0, ETEG IF AN I8, WREGIER LIAF 3] 4 mg
(PR [ AR . T SRS T AR I LS T4 3R15 0.5 mg FIHIEE ™4 (4.6 %) .

[0324]  ESI-MS [M+H] = 453 CoHuN0,S HIHFEAY = 453

AR

L. PHI- HEBRER IR E A GLyTL (Y ZH CHO 41 -

BRIZEANGLyTIc EAHhGLyTlc 5 CHOZA M (Human GlyTlc expressing recombinant
hGlyTlc 5 CHO cells) % 20,000 > 4 i / 4L ¥ b 3] 96 FL Cytostar—T [N 4k f8 & R
(Amersham Biosciences) I3 2 /3074 (sub—confluency) i& 24 /pif. X T H &L
PGS, W 7R 3E, & 5 mM L- N (Merck #1007) [ 100 k1 HBSS (Gibco BRL,
#14025-050) YESRAIML— K. B 80 K1 HBSS &, FEANA 10 K1 3055 s & (10%
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DMSO) 110 K1 [PH]-HZMR (TRK71, Amersham Biosciences) FHZIRA K 200 nM LLJ3
I HZE R . BEHCE T Wallac Microbeta (PerkinElmer) H1,7E2 % 3 /i H[E], i@
o [E A AR e LS. 7E 10 WM 0rg24598 f74E FllE AR F i3 . Y2 %0%
T AE LR MR 2 M1k (GraphPad Prism) , {# I £E 60 23 8PA1 120 28h 2 18] [P H] - HZ&
45 NI 2 M1 n Y Tl P PR s {8, AT 1G5 H 5
[0325] 2. fFAHFKIEAN GlyTl R CHO 40 M 1 iU M e AR &5 S -

M Mezler 2, Molecular Pharmacology 74:1705-1715, 2008 "P45iR )75V, i€
TR EAA 5 R IE N GlyTlc ¥z R R gs &,
[0326]  FH S Fr A AL GRS T R iRSE R -

* 1
R BCAA L &
SERER) K, [nM]
1 = 10000
2 = 10000
3 = 10000
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