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1. —FRARIETERERMNEEBZ TR EZZLGRARAROALE
H RN EH EEY, L OIEE Y AL 6H B AR HHF EBR G KA
o). RHE. EATAEYRE AL

2. WRBRAER | Frifehmsdd, HF, 2V —FRABNGLESHA -
By BB -d- K e ’

3. RF|BRAEK 1 ridemsdy, L, 2 —HRXRAEHELSHE 1-
S AR -d- R R R

4. RFEAFER | T eAEGY, L, GG HhELIIHIEZES
ey, HEA IR RITH e HEEE M,

5. WRERFNEK 1 Fridagsasdh, L, PIERREESHHE
Bk, BB, RERE. TR, R TASRE. R RE. EXRR
Ao, BRE k. B, RTEERCNHREN.

6. WMIFBARF R 1 Fridehnsdh, L+, AREsHRAN. KRE. £

s
7.

5%
.

B Me

A Ak &N, aAl. Bk, aRER . o BEENR AR R &R K.
WRIBARF R 6 Fricegensdn, ¥, PR RFH. &0 REHLTA
"Hey,

8. RIBAAZRK 1 Frikegsaddy, £+, £V —REAARYLEEY. L
. EITAEHREMAELUAKRY Img Bl K% 500mg # 3T 51,

9. RIERANER 1 Frikegnsdh, L, £V —FRAEHEH. %
. EAREMABEAKRY Smg B K4 250mg ¢35 A,

10. ARFBAFER | A ehndd, b 20— RAENGESY. L.
HATAE M REATHLRE VA K 10mg 3] K% 100mg 49468443,

11. ARBARF)IER 1 TR GA64, LT, 45 ERmRREILEN, £
V=R RAEG LS. L AATA SR E NS LR E LR BIRE T
A MFRHGHYRBBEETER, BERRERGHRELE,

12. RFAA)IER | Frikehaodh, £, S5HERORRRILEKRN, £
YRR LS. LR EATAYRCINNES KT LR BRI S
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LA MFBAO B HRAE AT ER, LR LGRS RE.

13. AkRibFEHNEZMNHES TRV Z ARG KPARKEROEL G F
ik, ROl BB o RL B HYHF LA K ENE Y —F 68 L AR SHE
RO KRB 4. L. HATA e Megas.

14. HABEBAER 13 Fridegensdn, L+, 2V —FEXABRGNELHE
1-5 A B -d- K R Bk,

15. RFEBAZR 13 Fridahensd, L, 2 —FRAKRNGLELSHE
1- 24 R BR-d- K A e

16. ARIEMA|ER 13 FridedFik, L, TR REH W TROFELT

AR I, BH. AR AR BBRBRA. BIRER. TIREA . o RE R
AR R RER,

17. RIFAFER 13 R F &, L, HERRRGESHAUER
A4,

18. ARBAANER 17 Friked ik, P, FMERRFTrrm, S,
BB, BRH%. ZRTAMBE. AERE. EREME, Bord. Bk,
. RTRINCMNGREN.

19. HIEAR A EK 13 Frikeg 7 ik, L8645 25 6.4 K% Img 2] K %) 500mg
HEY —FRARAGESY. LH, TTEhRenesuiz,

20. ARBERAE K 13 ik a7 ik, H 0464 25 046 K% Smg 2| K49 250mg
HEV—FRARGESY. LH, LTEHRENegesniil,

21. ARERAIER 13 TEF %, LOELHOAEKY 10mg 2| KY
100mg # £V —F R A sEa4h. L3, TATEHREMNHEEHH A,

22. AREAAER 13 TGk, £F, 52RO RABERER, £
YRR AR Y. . RATAMREMNAGESEERE ERBRBIEST
EADERAGHHRBBHETER, ERBERGRERE.

23. REFERFNER 13 rikay sk, £F, S5EMARBBELKN, £
VAR ALY . BITAMREN A RBERBIE T LAY
SR HMHRBBETER, ERELESHREGKE.

24. ARBAFER 13 Frikedrik, £F, FMRKARRRZEZE R

O
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5%%ﬁﬁ‘ﬁ%ﬁ&%%@ﬁ\%%ﬁ\%ME\RQE\WWE‘ﬁ%ﬁ\
K IRJE RS E M LEE.
25. ARIEAF|ER 24 FriE Gk, AP, ATRKARARZER G

% SRR,
26. ARIBIFIER 24 Frikeh ik, L, ATRRARKRRIZE ) ERIG
PR,

27, RABAH B K 24 Bk ek, B, PR ARRAANCHE.
28. ARIBAAER 24 ke FE, P, ATRKARKRRLREIE.
20. RIERAEK 24 Frik ek, P, PRI RAEIRZAPARE.
30. ARIEARAIE R 24 Frik ey ik, HF, PR KIRRAIRZEIRE,
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KA AR RRABRLE MRS E&FolE A 095 %

AR K H I

AiEER 2006 5 10 A 11 BRI, 554 60/869,375 694 B I af
i AR, TR BT o A SR EAR SR
RN BT T B AR T K

A .

Ya IR H IIRAR B Xtk

AEA
AL PG H F

AE BB ARKRIGE T 4 5H KRGO /a0 (3 1-KAL
2-M ) UEARABIEIFERARE S, L&, L AsbtrEdhfeiea
A A, RE AL IR RARL B B &AL ] P37 6 81 /4864
a7 ik,

AL AR RABREE Y —FEEFEFNBHH NG RKAEGIR/AFE T
B ad, FAGKERERREANRLERETY, BAFLE/Tiwitiz
FARNMA IR FE R, BV IR PR — LS4 /B Tr eV BRI ORL |
RS R AR R AR ) A/ R A B R A e A AR AL A AR X 6 R R 3% A
FegaltEm. SAAHE, 4R 0MR, PrifBHm TR S T 9677 /T8N
Brapr, ARG ESME., BH 6N A/ R 4R AT L4,

A7, 63K AR (amphetamine ) o HAT4AY, REXBMNE Z Y%A/
R PB4V % 4 (central nervous system, CNS) #97& M, FHF4&H ARG —
ZA Y RFEAKRIR, TEOIEHIIEE HETE % SRR (attention deficit
hyperactivity disorder, ADHD). &% #4:[4[%#F (attention deficit disorder,
ADD). JeftsE. "BIRE. REIE. WAGE. BEEAKIRAE,

L& & A4 % SR (ADHD) % FR— AR X AR RIET. 128,
Fifik, stARSFABET 69 ADHD /657 & 7 B F 6938 dn Ay o AL LU T 35 89
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¥k, REBIHSAHHLHAT ADHD #5657, Bldookss Fig (Hak L-T/#F
Ao LB IR AG (2 FHEBER), FAFAAM (Ritalin®)) Fodk X4
F FTHE&HIT (atomoxetine ) ( F bk ETHF ALk S (T EEPE MK
FHF) HAT4F#n (Strattera® ) ), 122K &2 ADHD 7657 Lég 38, & A,
FERF R 5 R AT AW, ESLEF LR E S ADHD B e9LE
AT HAEZE T RILBEEGEA,
ADHD & R4 #4176 77 B TR T 36 A A R B4 A Beag A2 3 (oA IT

(Dexedrine® ), &k _E7T4F A 4% T3 E 64 £ Z 09U 24 (Smith Kline
and French ) #)#t 4 KA AR Y ), TIl X —ZF0BETRT 400 34ER,
Bldo Q.35 3% B R AW 76 STAE A S Pl g, FIRRBIER, S Rk
FE (R, HfuEFS LR ), AR (R ARIE. FRBRIE. #F
AR AR ), R

L AMRE N, EFAETFRERAEKHS ADHD L& FRETAHE
1. (behavior deterioration ) ( K 3%/ “Ai# (crashing)” ). R IEGEAR L3544
i H M (irritability ). {3 (crankiness ). A ZHHRE T IR EF L

(hyperactivity ). 5. FiafaB48 0 sA 0] P AP R LA, X B JEAR T he ik
THBRFH RN, — B EETRA Ak TR, A
WAEALIE T . BB B e E R AL S| AL R IR 89 ATy, 3L 5] 8 L A Ut
FEESEHF], R E TR R B RFEER.

SEAH, kB TR RN, CEFTEFH LRERGOERAFS Sk
B ER, AR nEFMS, QMR 0, ok, SF, SFT
AN TR SR TR AU AR, B, B TR 634
AR ERANERESER TR AT ECEREENELRBEALEEX
BT, SERAZEAB T 2F TN IABGEHAEA . 22, B85
EEOE, HHEHChEHn, HlioasRof /R @R, RETSHG
M. Bk, H T8 LA BOFLEE, SRFRAKA BN MRIREH
WG T MIAAIER T EAKE) S o E GIe,

RAMAF S AT A D (e FARRE, 34-2F R 8-FRK A
kA (Eestacy ) ), T &A B mak ) 2B A, doFFRbe. 2RKREH/ T8
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BT IR), R bRBRREE, REREFRHFRTLE HRLH I R4 ADHD &
F 2B, ARPH ) de E RS APARE R EAR G I, BB A HE Y
AR R AR T 2P ARAY 22 R et 0K, FFEARAE T R A ET 1 F (Schedule )
ML ZHAET [ 90% (e d-FR A e fe 1R R e lEAT B 4 6 4802
BHEE 1), REA 1970 F B E MM %4 (Controlled Substance Act, CSA) i@
it A, XMASK B SME AT, iTET e HME —
ANEBZ OB AR, EEEE [ WREAETHE CSA. 45 h1k, A3
KA, QEHERHFGESHRLTYE, AL S 0IEELHIFE LY
BAERL, Ui EH X T RAEEERFIRB 6K,

FHARIR P O R IR R R I K % 484k A 2 d S SR fn iR 6 K e AL 4b

K& (spike) PF3lALHY, PPkt A ARRAIREIKT 477 97 KT (G
436 0A). B, HrEAKE (-XAKE) WEHBMER—Z7 L
R E R (profile) &3 AT, Pridsrtild bR ERAM
Bl b AT, B 0l T de BARIM e 6 77 4 Rofo F B3, AR 23K
JE P A s RIE G T ik A AR e L8 RA e AR 694 R (BP
d- K B BEAKEE Bty |- R A R R 3 ) 2K/ A5/ H LB 7] (Ao ok
ITHALETEBRES A REMNFH BeH RS (Shire U.S. Inc) #F{& 4]
(Adderall X)); MABRRIEHRAMATE (Jodk LT A A KR8] 470
(Vyvanse)). BB EME R AT B ERE QISR E T & A HH iR
JE, VARRKIFLEATE], 2T k@SRRI R, B hE BRkPTAHASE
WML, FF LTS R M 4,

RT BRI, BOEFTLT EHGEBHN, B ORBAIETER
GH, ML —FORABRFT RS KEALEFTRTEF. ArEHHERE
HREAL KRR 6 B # . SRR EE RN AR HERY (polymer
blend) &LiksY S5 HFALAR, LML G EEA, EESEKBLE W
B KEDMRBN., FrRBR B2 TRE T HRERRG G a8 e FEK
KRB IR R ASMEAT T (R A TRA % E. BARATHEFRL
R, WwEARFMAE P ATLIG, FTEL 5 R E SN M
MR BB, MBPERIA BT HRE R/ B, 122, wEALS
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e I b BT R I, PR 695 F) R B, BEDART #2675 X
BB, —BHR, eRHBRAIE . AHBRIRILSH] . ARK T ERES
BMA%E. AR FREALTAA4 L, BTRBBIELESS S pHE
BEAY BAZAR AR BE AR E Ay, AT a8, A EHFKHERS
Yirt, EMETRBET G,

% BB R ERARR T BB R A 6 st Fetd 4 o 7 BUREE A 3. R4,
BT & 4] R o7 4818 206 97 Bh A RAE T 89 . ARG R TF- 98, B AR
FHORR, SNEBFCLATRA LIRS % HRIGERRS . B TFHERE
— 4 hEG B F B ik B R B R F R A, A ety R 4 2B
B3|, B RAEFAHYWIT ARG RA BN ERTE 45, 2V IR
R 438 ho2h M it45 (diversion ), 45| £ i8i34E%5 ADHD &4 FMAF EHRA
MEIR A FRILERATH WA B XX H R R4, RJE X IRIF 63 AT
F LR F BB T 55 F RS BN DDA B,

£BEAF 7105486 F (L AF RG], FX R 486 £4)”)
AT H4iE T 4 MiEdE 2 R AMAGLEIS (BF L-MARKR) a4, i
A MARAE R CA 5k, RE T, FridbaWAa e eqaodsti ) &
FLak 3% A Foid B4 A K B AA 69, 7486 H A LR AR T LM AR (&
46 ) ShGIEMMTRABR G E RS F A S - H AR -d- K&K (Lys-Amp,
Vyvanse™™ ) iERGABF AR AR, B, B H R R R HAFE KR
BR, PTvAST &9 7 20 6 i R L A R e A K SER 7| £k, Am, kgL
AR BRI B 4 A LA 6 R R B A Mk AT BB 5 | ARSI T AR LA
RGN EAS BHRE. SR, ARGURT AL TRAMREE L2
FH X, ARG LA B FRER T RIETERNNERT T HNE L,
KA

AEAMEYBARARIRRET ORE VY —FHE0H EAFERABRN K
RS A, LR KRR AN BEFEN, EERABKT.
AEPHRGEFERABRLESYRNET KRR, AR ELETA
Bt AR s R AE B K, RE RALRE TAETH 128, EREARAKARK
W —ARE S EFAEREB L SMIAA R R REST XE s, £
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il it 2 2 K 4G B 1) B AR T I MR-, Ba T T &5 F AT 067 A0
KO BIEAER . Sl R A kb,

REPRGE A AR —FRAE T AL O RA G TIRE 7 E XA RES
Wik, AL AR ARG IEIFERERE S Y RS H G, KRBEGHEKX
BRSO BT B LA, ARl R T ALY EH DAT HYAKTH
BHETRIGH G (Hllodif dRFREBERE). BH, THBRETHEAEDN
B, TIRA AR b PR KA BRI E 9 4 8) “F (high)”
et B, BliedR G T hEfSE, FIb, ERABOBETEEARN, ELd
W F G IT EREGFFLE TR LS| T HEngKE, ARG T REEA.

LARE PR ARG KA SO E ) — A Sk T @M F oMk
BHKMA, 4o I E 48R B8 E AR 69k 24 (shooting ). &
A B8 BN BRI, B m AL AR AR T K T4 575 A (treatment
modality ) Fe | R 493657, ATEEZRRFRMEZ RGO L L XA, o
ADHD. ADD. JefLsE. #HiRE. RAE. WANE. BEEAKIRE, FRY)
RIAGy MR 67T 8. R A R TAEAT 5 11693248, (2.2 5 A 693457
897 7 AR RAR LG, A B RZ B AR 620 Haf Bk T ARAY 2 2 o0k A 89
BT AT MR RS E R LR,

A RKEAH ARG KRR o) E ) — 2 S T8 77 34485 (Je
TERATERAKE) BAFRE. A THRERGEHEF/SA THiLT R,

B —A 7 @, AL PR GHARET 042 ) —H KRB AR
ABREAY. L&, LAY CNGELGMY., Kk, PriddEiRgR
ABREIE C RSB EMEEI KA L, EARERIBRE N K3k MeE 2 I T
A BN ARY RS, AARLLEGH AL, FIFERABRIRS
(moiety ) T RB FAEMERLR, RAALRK (d-) HA% (1-) HAHRA
B, RAINHRBALE, RACNREHY.

AR — b 523k X AR ) AR RABR . R g 4 43| R R It dE A AR
=

BREf s, BT, BRM. SHAR. AEAM. N, IWAK.

RE A BINRER  AE R ) — 28 3677 Kb E AL 69 AT R
PR A L AB. HHABARLAEANE ) —% k7 X F RILL

fe ¥
A
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4.

AE PR B LB T EHRE A RBAHN, KIBR A HEFEN
RH R LEBEAR IR F M, 122, CAEEH QIR AT AR MK, LdH
A FT 682 0 RS 24 5 M4 KR A9 48 3% . KR A B AR FME 4G, B d A4
KAt bR it 4o p- AR A s p-AEARE B, AEKGHEZAL
EMBXTRTHR, L2 —A#—F e REFT T, ERLARAKGES
B G SRR EN, R AR AABUR Y SO R

podmfE—AN R F X P, EEAR A IR R O IRA B R ki 087
Ay (ZeiEWmRI G ) 25, REABARGBESYERIEHCHA S
TR M, B A B 6T A BRI K e R E R G4k, AR, K
B RAEBI R RIS TGN RBR T EREEANRXARALS TN AE
Bk, BEHRFBRERG R A GEE, XKANEORAEZ4 LB ITFK
& “FEHR (rush)” 1A,

B FH—7 @, AE PG E QR ARRET ARG T EH SR MEE F LAY
%?%%iﬁ%&%%kﬁ$%&¢%$%%ﬁ&wﬁ@%ﬁ$%GW'%%

B, FE—MH RO R L5 F 6985, LRy —FRLPFEARGE
rﬁﬂké’aﬁﬁﬂie‘%&f&ﬂx Lo, HF, ATl BB AR R R g 0 f i KT A A
B — R P BRI L ST A BAGRT, REFHITHBHREIBVEA.

BEFH—7 @, KRG EGBEARARBET A RS T EH 2R M P IBAE Z
GBI KPRFEROAREZ RFHMEL N T ik, LT EH O RAHHT
B, EE—HAHIR O IRE G T MY, LOFELE ) —FRELARRKAGEXA
Mt AR RIBRE Y, L, AR B UK A 3R R Bk 04 fn i K T A 3 56
Z3FF (FPdiKFRE), ARty T+ 5o /Efo/8 8 F IS fo
g RIK,

EH—F &, REPRBAGHARBET ARG H7 EA T2 8P R 2
St KR RIKRIAL B R & & 7 %, ﬁ@%ﬂ$%ﬂﬁ—%,“
—Fr IR T IRS BB F 6o, L OB E Y —H AR AR ARG EA G ERRE
BB, Kb, ik B H R KR I 6 i KT B8R4 57 4R A AP,
{8 R 5| ALK BRG] (B R AR YLK B 4 ).

10
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BEH—F@, REPRBAGBEARARET BAR ARG T %, LagaAR
BHINMEFRBEIET EARENE Y —FRAEGEIFERLRLE S,
B EHBGRABRALE, LR AEET EAMFRG LR EK T ER
(AUC), {23 o BBy RBALG AT R o, o /R IR 5 3 2 A8 X 4G AP
B R KIRE (Cax )

AE P A B 6, REF KT XNAETXFRE A, FEAALRAY
#ikfe i B F BTN,

A B A

B 1 RFTEE®ETPEMFORATT, BT |- S AB-d KA
R - BB -d K AR d- KA T3 R R E 4k (n=5).

B2ER2FTH 1 TR 2 PRHEQHR T HRAR-KAK (Lys-Amp) o
S ABR- KA (hArg-Amp ) = F 84 d-FK A MG ART f i KF

A3 4E 4 277024 EGR T2 69 B KT RE,

B S 2w T FEaH 7 Pt -3H R -d KA A - REE-d KRR 4 A
O IRAFR (BHARNn=20) ¢4 RARC-FH AWM F 48R,

B 6 77T k46 8 CRAEMHAFHR T AT HHRE-KAMR
(hArg-Amp ) & RB-FE A (Om-Amp ) B8 d-K &b -T2 d R R E
& (n=5).

B 7 277 %% 9 aREYDHFHRL PRTZHAKR- KRR
(hArg-Amp ). & RE-FK Ak (Om-Amp ) F/NEB-FK A (Cit-Amp ) FFK
d-3R A M T 3t R E 2% (n=5),

B 8 BT K#H) 10 F M 6B F il i HAF R - KA MR L
AR 0 d- KA M) T H e ORI B (n=5).

B 9 R77T E&M 11 FAGHETETHHAR-KAKRKL AR
At d-FR A6y T A RO 4k (n=5).

BAR G 36F X

R BPFGE AR B R At #7677 25 /4064, B BARK I BOK R M
HAEERIRBRE Y. 8. HATEPReneas. Hl&fld A RL AR
KA 51408 7 kAR B AT |

2
Sy

AR -

"

T
W

A

Vi

11



200780045880. 2 o P ZE8/32m

E4edb b AT, “dFARAEY BABRIERA 20 AF 447 RURBR A —0Y
BB, TMNTHIFHRRGRER LR, “dEirk” RAMRIELCT W,
FEREHGBAINRARLBHZRARY . CNE S FAKBHER KB AT
R, T AEERBRIL, BAALZGKRZLT RN RFERERKE. Hldo,
ZRAE B BB AR TR, B mHRERL AR AT B
z b,

EAeSb e TR, “RRIR” B S BRA TR FARAT 2 R GRS M4
MR BRAYZ R CIEITAY, et ERRTFRAE (o-FE-KTK). F4&
KAk, pPEXERE. EYR-_H#ARXAK. 25- = FRL-4-FAXKAR,
2,4,5-ZFRA R AM, 3,3-BF R -FUL-F AR A MAkEs T B,

et kLR, “vA| R 94 R BLIA R — R H 5 X A e KL Bk
£ O3E, [2RRT, HFIARE LR E KT, NPk EIFEMG E K
T, F/ROAEATHF X (R, TR, B, HdF) mRRLHEMB AR
LBAM T BEHUEST . BB B,

Edegb b BT A, PR 4. RN R ROCEIR, BrRE G
EHIEFERE Y 10%0 R E, XG4 e) R R &ARE T HA T fbfo it
TRAGTHREGB Y. Flde, HETATEL 25%. 35%. 45%. 55%. 65%:.
75%. 85%. 95%. 96%. 97%. 98%. 99%RAEMIE T F K.,

HAB— 2 5236 5 X, KA AR BARBT ATHH X RKAME, L4762,
Bk AR 8 36 2 ) —F Mo REZE T R ARG EIFARARR, ATiE
F AR OIS BAT B K TIRAT M 89 RV X i g 1 X ARGE AL A PR
BB AR, FEATIEARE RIS AR kA = R AR RA B LS, TRk
BT A R RABE L7 (d-) B XRELBK Y £58(1)H X, PR RIRBRA K
B, ReMegREY.

fe— TF X T, F4RERABMA kA T RARGBLBLE Y. K
KRR B APTE A0 — Rk AT R BB AR T 5] XA

NH,-CH(R)-COOH

b, REFIFEELEBZ — 09 Msk, f£—2Mpike)EHF P, ROE

B 28R 4k ( -CH,CH,CHNH, ) X & # & B 49 M 4 ( -CH,CH,CH,

12
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CH,NH-(C=NH) -NH, ). f£—2 T 545 KT, R &SI AMIFAR
BB 0 M4k

IR L AR A, EAFERABEREI RN AL, F& /KA
AR RABR ORI, Kk, A s BRI R IE C K%
EMEER A, N RS S LA A, RUABRMAE R TR T B
AR R KA, SLREH X, Tk, A—2Eay b, FHER
BBt N Rk B3| KAk b, R\ AREPHLGHR, KRB IEHRT
BERABRLE WA R RIFL B EEH 6T ats, BRMT TR
(mesylate ). R, B, Faih, =R TEABRL ., AvEmE. ¥R
. BB, BEd. MBRERRTRE, ARCNREY.

AL ARG — L RAEGRLEIFAERRABRLESYTABELT @A

REARE:
ol
s

f b R=AATIEFFE AL B ML, MR, R 2 SHHAKRRL AR,
B A eNAEAZFs) Y T IR0 5

AL R IEAE G R ARATmH oy EATERILBRY) T 48, BRI T: &R,
A RER . IR . FBEAR . 2-RAF TR, MARARK. B-AEK.
S WA LA, 2-4 B A A (2-oxoarginine ). y-2 I T B (GABA).
RAETE. 2B IERER . ANRBAAIFERAR. 23 Gt
e 47 R B . AHRIEMBALHATERLI. 23 TR RAR,
LL-2,6-— 8 F 8. 6- R4k TR L-2- 88 T =B . 6-F-BF. 2-9% "2 B ( pipecolic
acid ). D-#H&.-2.4-— & KB (D-threo-2,4-diaminopentanoate ). 2-& J&-4-£,
KRB, L-HRA-3,5-Z R A TH. (S)-5-RI-3-BXKTE . N6-Z2A&-L-H1 28K .
N6-BLA-L-# BB, L-BE A8, S-BHA KB, N6-FA-L-H &8 . N6,N6-—
¥R -2 R B . N6,N6,N6- = F 3-L-# R . 3-F 2 -N6,N6,N6- = F A -L-# 2,
B, 4-= % R 4% T8 (4-trimethylammoniobutanoic acid ). 5-##-L-#i &84 .

+ MZN

13
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L-NRER. 2-8BAK-4-£4-5 FILRE (2-oxo-4-hydroxy-5-aminovalerate ). *
o%-2-# 8 (pyrrole-2-carboxylate ). L-#xA-4-% K5 AR . R X-4-FA-L-IH2
BR. 4-BAH BB (4-oxoproline ). N-F A -HRE (MLAM ). 3-Laik-L-A
RE. O3-LBLA-L-4 R F. MERM. MFEMREAB (selenocysteine ). #H-F
FRREFBE . RR- A B RBR . ARLEREE . AR R BRABER 2 ( selenocysteine
selenate ) FoILALHEE

— s AR AT R B A M BT 2o F AT

HNY NH,

NH
OH OH
H,N TRV H,N
0] o) o
- N R R R

o) NH HN-OH

L-/NEBR ILEBR N6-# 3 -L-# 2 BR

ABARGRLAFERAR O, E2RRT: AR, HHAR. BER
B, NEBR. DLAR . SLARFHNAR., s TEV—RZHT X, GHA
B A B BBRE B ARk0). BRI RBEARGE ) —sb 65 X P RIMKLL.

PR KA TR d- X T ABSMHRB X, XA TUAL NI RE
. Blde, H4EA -SAMA (12,5-Z8E KK ), FHFETREEE d-X
FIER - KA, FARXARGITGITYE (do 2,5-—H5E-NI-FFH-2-L)K
Bt (2,5-diamino-N(1-phenylpropan-2-yl)pentanamide ) ).

A T AR E RIS RAMLE A, AR RARE KRB Z ARk
je—ARE S W BA L AR AL, BAKAFERY 09 AR RN BR AR A
ARG RIBL, EASURT ARY YT RAEA R 6 RKA Fo 7y T Sk

14
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4. AABBAA T TA BT AR AP BRI A, ol A 342 A B Ak BT R
AR R, ik eh R, BHARY 69 RBP4 2 BN ) 38 38 BOSUE T 4K
WE, AR BT RERY G RRBRE KA., X TREBRH SR L 4
— {545 B fe 4% 3], 4o GC. Barett, D.T. Elmare, &AM Ak, F 151-156 R,
Rk ESHREF HRAL, 1998 % —i&; Jones, J., RAMEKE R, F 2541
W, EEFZRF E AL, 2002 %% —8& ( Gc. Barett, D.T. Elmare, Amino Acids
and Peptides, page 151-156, Cambridge University Press UK (1st edition, 1998);
Jones, J., Amino Acid and Peptide Synthesis, pages 25-41, Oxford University Press,
UK (2nd edition, 2002) ), Ffi& % Lok sb BARFNAE A 5,

FEAAR IR P e ) — K USSR R = T Je, B = T BB ) 69 4 F &
%, EFRRTFRIATEK TR (DCC). 1-THRA3-(3-=—FLARL)-HK =
TR (EDCI) fo =R &K =L (DIPCDI). 1 fARY HERLREXA
fie BRL J* 2 K R0 BRI B RIRBR 42 -t , IRJE 7T VAR SR BR AR P B PR
¥, A ERAEGIEFELRBRLESWANE G REUT X, 8 5 RBHAE
EARAERARN, TEHFTE1FTRAT ERGERTE.

NH, NH,
LB RS
OH ¥ Y\© »- H
O

. 3R Ao ©
- 1-#. 8 k-2 45
2,5~ 2K M 4.5 R4 2,5- = HI-N-(1-%

& -2-3%) BRE

FE 1

MIE AR L ARG B AR — 2 R F X, d-KAK (FREAK) RIRIL
R, 1-BRBRERLGIEFAERAR, RIB—BHMWEGEZHT X, -KA
Jt) T At R AB AT A A - R AR KA A,

IRIE— 2 H ik o 565 X, & RBR-K & (Om-Amp ) BF 1- & R84 - d-
KA ER TARRATEOREFE 2 ZTHRTERTR. F—FREA
EDCI #4#& T &8 - & 2B (B T £4)-OH( Boc-Orn(Boc)-OH )= d-F A 1B X,
N-# 2 38308 B (NHS ) st Ao A AE L Bl ST (co-base) #9—F A2k

15
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LR (DIPEA ) R JBALGG 7EALES . RIS PTAF AT vA 2 S48 B F g 6=
R, TELERALTS ;RAR AL 69 — F ARBR 2.

i 1L
NHJJ\OJ< NH o
NHS, EDCI, DIPEA,
DMF
ST ‘ SR K
0~ "N OH NH, (o] ”
H & 0
1L
NH O NH;OMs
>|\ j\ . MsOH/EtOAc '
_—
o)
FE 2

RT LELT B, AL AREGHA T aeaE A 69 H A h) 64 E 4 3%,
B RIRT, BEARES (IPAC). AEAf —A Tt (DCM). LT AL A R E
BRRAY., HEBRMMEREAN, K. —FAFEEE (DMF) X=—F4T
B (DMSO) fe@4E A, 4 B AR dod e o vA KR T VAR Ao B BB R EL T, iE
AR LRI R4 35 1-F D9k (NMM ). =T (TEA) %.

RABMEIFEE R L RAB- KA MEH &5 A BAIE £ 5 ey LI,
% A W R I AL IS A # Boc-Om(Boc)-OH #9769 & K T F B4 A
DMF, 2L AAE I GER . A5h, BHRBR- KA 2
(lys-Amp2HCl) S EFR-K A 2 FAAR L (lys-Amp2MsOH ) 4848, W
FHEABR- KA 2 T8 (Om-Amp2MsOH ) #9345 MR I RE, &H x
Wy IR ik, %%ﬁﬁ%%%%IAFiOmmmmmm:%ﬁ&ﬁ%&
BT RAL R RAL AT 0 I+ LR A B B . FALEE 6 TS AL AL AT 4"}- ] — &
BB F M A AR . AR B IR 6 R, SR Fe B AR 64 B AL BT T
HARVE ESMEREM A Y ERRE M E LY, 7B AT RILG A K 425
4, BT AL AREE AL,

R —EH L EETN, FHEHAR-RAE
(hArg-Amp) #8-, TARATEFE 3 ETHZFERTR. F—

SRS
&+ B

16
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1% 78] EDCI 4% N 3547478 hArg (4= Boc-hArg(NO,)) #= d-FKAMARIL, Ao
NHS w4 F= A V£ F) £ /& (co-base) & DIPEA &R &AL 6q7E4LES. PR~ R
B3 EBMMAMTHEN, BERAEBERY, UMM B,

HN< N H
ﬁf ‘Noz HNYN\Noz
NH

N NHS, EDCI, DIPEA
ﬂ\ j\ . NH, DMF Q H
0~ "N OH j\o)kN N
H
0 H o

H
N

HNﬁ/ “NO, HNYNHz HCI
NH H

1. Hy/Pd, MeOH-HCI
-

o H 2. =8 35 ¢ HCH

IS .

o N HCI H,N
0 0
FE3

hArg-Amp #4)&E BTl ATATF 0 7 kAo Rt AT T 2 0 . i —,
Boc-hArg(NO,)-OH & & £ B_FL #11% /A DMF vARMEFTE M. =, KA
B AR T BT B AL HEAT 4 LR B . EALEE 09T AR A AL AT AR —
BBV HEMREE., S ABRE T AR 2B A T: 1F
%%%#%imwﬁ%umm%L%%mﬂﬂm5%ﬁm%%ﬁ#&“%ﬁx
FEGEY, SFTTFRLATHRHLETER, BEMWERNTILRER.

E$ﬁ$ﬁ%*%%ﬁﬁfﬁfﬁ¢,kﬁﬁ BR-d-R Al = AR H
(Cit-Amp) #94M, TALTEHREFE 4 Fr7—H#, RAGZAERTR
£ AR, H—F R 31EA DCC F= NHS 4% Boc-Cit-OH 7ZF LA & 1LEE
&T%%A¢$ﬁ&%?iﬁ%%BmC$MmoE*m%¢m4Nﬁ&%ﬁ
3715 348 5L 64 2h AR

17
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i T
NHJI\NHZ NH ~NH,
o DCC, NHS o o
>l\o )LN OH THF >L0J\N N
H H 3
o o
1 o
NH N NHJL NH,

ﬂ\ JOL 0 _— o
0" N On NH, >‘\ J i
Ho L 0" "N

=

NH “NH, HN™ "NH,

k3t 49 HCI

>L0iu/¢onw/\© - CIH3N/<O/ H@

7K 4

AERMEy —s bty BBt BT 092 25023 A AT, Fldeif iR A 3K
Baknth, EABEFERRER FR LR HEFER, (2R, EMNRF
F Vo B Al T 3R BEALTY XA 64 3 RARAK P64 2 IR AE A A ) JE . A 4 )R =T vA
£ ORI B MK IR 45 R . RIRAE D R BT 4R #i6, B AR R AEE
—ANEF I I X P AL R aF R A B B KT AR, Bd, KA
At B 2 38 K GG B 1) BAEAR B e, HRAEIE T AMF G BAT @R

(AUC), %5 A3 FA Mty T 32830 X bt ( Adderall X 3k Vyvanse ),

AK I AW F K KE (Crax ) RADE 8 Croa JUTFEA XK K, FA 2
REFAEATH VIR, AT 692 B A AR R B R Z AT 85, PTiE
A 25 2B R A B RVA EARK R R R A, Bldmib B2 AAFERRBRE SR AR
B FARGGIR R KA, AT WHE BB A, Rk ey ZAUERAFH
TF.

1 A RATURE B ARAR R, B 7 e REA RHGETRLRL, B
TR H R Fotb 1042, FFLAERESORE LR FAE, MBAYZELR
ME R, B F L E R Y E YRR AR AR AR F AR R L E A E

18
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BRAY, FibRANR R (compedial ) AL E A 69474 (RE. RZ.
WA — ), 122 EAT ’ﬁ%&#@%iﬁjﬁh‘ Ff AR, #ldmaBRK. g
( scoring configuration ). BAXAUH] . LK . A A ( LIEMRE . FAFBF B A ).
A B IF A LR G ARE, R %%F%m%%%ﬁ%,ﬁﬂ%%éﬁﬁ
B B3 LM T EL RSN RTRRELA AR IR B ez 4F 4, AR AE
MIKAMAAA BB FKE., H—F @\, KiF “AHFR BETHHFERS
MR TS, AN RS LRI T AR e A A A .

AR R B Ao B BB R AR K ARG e AP IR ARG, B A H R ER R A3
SRE BTN, FARTINLE A ARG AT 2 d Bobe ik AR, B
18 0 JEAT R RARBR, R BB R AGR AU, B A R Ao AR R R ARBR
4k A3t o 3 B BR- R R e 45 - B R R IR A AT R RARBR 2 S 1 B AR ALk
B KRR, KRR BB WR Y CIRSMER ML AE, AR OEELS
B )R, Bk B A/ G AR RS 5T A8 K 6 H A AR L 69 SIAE A

RBEARK AR EAEA, REXABARGR RGN RS G, KAk
BRI EPPHAETRATALE. Kk 2, 86 HR2 (Jof A RAHIK)
RABIRA 5 B EATAR BT e A2 E . TR, SPENTF R (IF. BE3
H4) L RA IR 25 BMEATAD ST LA AR B, BTN e FRRALIA B 69 AT 2
MARRR RARE K Y S0%EAK, TTRIEHILKY 25% 8K, THRFHILK
29 20%FAK, TTik#EFHL X2 10% 21K,

AK AR AE T ARE R, AR KA BN A IRAE T A

171 h BAG R BN 67T 48, 4045 B A R A B b A6 T AR 69 AR 47 R
RBEAY, FAEEN—REERBENR, LTFEAAEARBERAGRLE, |
FiE MRS SHM06 IT B 6 BRI G 6B

AL R AIG R AW LAy iR LAOA A RAE T BB 49 7T A2
M, BT 8 RARIE G T B A/ R E T KA SESFNA A HH., &
PR i K K, FERRBAGASEEANEEZAKE L, REXLE
MMﬁméﬁ% A2 K, R P T A ] T i KA, BT KRR

%&ﬁm%vm¢kﬂ%%%#%% B A 4o E B oo JE Frdleid o B 4G X
%ﬁ»ﬁgii & AKGET, E#HLE (re-dosing) #9/EKALAMEIK,
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M Fiks T 5 o et R G4 M R 1) AL

AR B BR AR PTG 31E 6 K B R 25 68 0 R0 7 AT & R P ABAT 2 2 45
kR, XIIEIROLIE, Bl E NG % W, 2 DM, e
FEE. HIRIE. REE. WARE. BIEEA K IRIE, RAMESESH LIEN EE
TR (T-FRFFARAME) BAFRBEH @R K. RABESEF LA
ZRARRZHRGEG R T E.

B, RE—EZHFT R, KREPHB RO RBET SF KB ARG E ) —
AP IR R R 25 09 R A R4l A 4.

— AN EHe T AR TS KR e 2h 0947 H B 864, L a4s 2 ) —F
RKABA AR AERARLESY.

F—AFF XA RABERBRGEASY, LOELF EAKENE
—F R A AT ERABRESY, ¥, 5B ERESNRAIRRLES 7]“1‘
BRIB K AMAR AT, AR AR R BR 30 o AR IR R R &

ABARE F — AN FH# T KRR KAt FH 0804, LatEE )
AR A AT EBABRLE S, Kb, ARERABRIE A — R EA T
ARV BN AN, RAEHTROITHEBEA.

ABARE FH —ANFHF KRB A KRR R asd, LaEE ) —
MRA B IEAFARARLE Y, LT, AR R AR FH
%, LARZHLERRAEGETKFE, FERI|ARMEAKT G RE,

ABREH —ANEHEF XLRRDRAEGEDAN R ERTGEERT
MBI A, L OFEE ) XA AR ERRRE S, LT,
ik K Al o AR AR R B G 5 S R B R S R E B &, B AL
AR AR SA AT AR A K A IEAR L, H ARG 77 LA 2 £ 4 F)
RE, 12k KSR F &6 i R E .

ABAREH AR XA LAY, L o452 ) —FRAKGEFFERL
BR4EA4), HARE AT KA R KR Co AR B 49 Cra 19 RIE

ABARN T —ANFsr XRAGY, LOREE VR RREGEIFERRE
BReE o, SIRT v RSN AT RA S, B s KA R K IRE Cra
RAAE ) Crae IR, EORAZE, EAEARAIE 7T LR BADAIR A&,

20
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B ANBEES FHFXF, ARG KRB AT RRRE SN T oA
—F 05 R MIERY, L OIEFRRESMF/INKREERESY. BED
TVAARSE T Ak 470 A kit — 5 3 & AR AR 69 3K A B AT 25 e AR R A5
REARRLA/ER . Bldo, BAMTHREIE: TEHL KXY 70%2] K% 100%4)
ARAREIEITS; K29 0.01%2) K2 10%4 F KRS (I RAR TR
£ ); K29 0.01%3] K4 2.5% K RiEH IR A4 ( Lo RIHEATE ), K29 0.01%
B K2 1.5%6 R AR (R l84E ), EE K 0.01%3] X&) 1%HF &,

FEE AR b 18 TAR R 6 F AR R A s —F R S A R A F AR
AP T KMIAR R KR RMIEAR, doFTHEAAMIR ., HEI. R
IR AR ZIRRAAEAARIG, SRS I MR, W FRG ST, BATE
Sk, RAATEASEE. BARATSE. BLAUEETRFRTIMAL Y
£ BAREWT, FEIE. B, AXERERE, AR EREREY,
WwHEART IR, K. BEY. 2RAEE. WiEL. 448508, S5,
BB ST A My e A RARIBRIEARA R 2 do b KT A, BT R S
WA, Bk KM R A YRS AR B R R P ARIRIERE, MR ALIFT R
AR LE AL BB Pk k. MATRBR B AN, HALE pH
R 400585, A st —F 88, Rike FRRREHZZR
A TR FE, Joif KALF 5] (Dow Chemical Company ) 4 = #9#& &RE T
A thE, PO FTRAAHELR, WwTRIEFL EIOM,
RIBEAB ARG — AR EAFHT X, HB TS @Bl
QAR RIRT, IR R esf IS BR4E . RS EL45. ARISERAE. AR EL. AL
Mg, BE. RU_Bfah, 67, w85 E EE (Emerald Green
Lake ). FD&C4140%. FD&C#6% . FD&C# 105 AFD&CH 15 A A LM %
F AT AR G AR AR (521 £ B BRI AL, % 74314(21 CFR, Part 74) );
FEAF), deEAE. AR, AR, ST, FEAARAR. FRIK. R OHEER
BB, RN IRBEE, AN, WwRA_EIEFRE, XBER
F, o QAR BRI, BIRFEMN. LB . RALH LAERE

( polyoxyethylene sorbitan ). ## T4 (poloxalkol ) FeF4kdh; RAF| FefdsL
#: REH, wIE, HEB. FHE. 2B KRB, F3UE. BB, L5FE.
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ANEEE, LALEEE, 47, Afe4Eed R (chloride ). 47, #AF=42 64 BER A
BAT. SAFesR e BRI 3L, Fo/ SAEAT A RATURBE AN T A e 8 2 0 B 7
Fo— MRk 6 S X, ARAKGEREH it —F QIR IEREFSHREE
.

AP ARGEA AL OA LY —F AR GRBIEAH, Frdmemng
t— 4 KT ) 40 &, TTAARIE 2 A & AATURBARA R A 694547 E 58
FEBRATAE ., Blde, KA SR E K REWT ALK LK RE BT
A ATY AR G B, AT IR AR ST VA AT T IR AR B R R AT 2 KM e
AT, PR ST ABE. W06, RE SRR HdimiiRae,
FIT & 25 4 s An A 48] 4o K TR R A Fo/ B3 An F K MR A M. FTEBIF KRG
TTAMBI AR A, T gt —F 4R AR E (protective coating) AR
. AR R T HRREMRYT H. :

B % x4 2 B R ] R R AR KBRS A KA BT
FrseE o, KRB AEAF R R B 2 A Ws ik R RS KB R ALF LA 09,
Brab T o RIEIGAT R T R R Ak, A4, @ ARBR IR R RS
o SR, REERGTEEAESTEA L, BHERX. RES—F
&, ARG EAMATE B F sedn bl ALK 4G B B K R A 2 A
¥, B AmAak et IR T A GHE, ST RBIET L R 64
NEEEA. Bf, AMRGTHEES A FRARMNE, ERAEARG—A
BRI TZHF T, B ORAEHH, REZI—FEHRI0H LA B SR
BN A & (oY bR ), B BR ARSI B E.

AL ARG A 09108 Ao 28 A0 ReAR ) B R B R AL, S 7T VA B AdARAT
it O IRIBRA TR R A 3, — 2 th, AT R AL TSR R,
st F AAUREBHARAR M) ET AN F ETHZHHE, AREMNGA
A, RTATG. A B LA a5, KRR T, ARH A RRERY
B oSamEE R, T AR F) (reconstitutable powders ). BbF]. RAR. IR,
Bk, AR, KA. BEAA. REAA. K&, RAKKRE. RABKKE.
& £ (caplet). 424, vRoB42H]. 2RA (beads). M. A, 4. 0.
SR . AEA. TRER (debedinfge o g R A A (thin strip) ),

22
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PABEATR LA, ke FIA e . BRI A b I 0 B IR
ABRES BB HHRA A S O EALLE, Wik, £/ FH

RO RIEA, B IR ] LA AIEA AR R R A AR RAR IR R A SR, P

B TV ILA], do K 6L MR AR SLA] o KM LA . AT A aB e

LAk 8 Fo T 6 RAK B B B IF e M M By P 025, AR E T RESENE
HHRRE P

Bl e i3 T R X, I BIF) AR 69 B ) 7T A 55 19 N4 S 1
WA HAR/AAR . BEAH . BEA SR, REGRESN OETER
X2 50%3) K2 00%8 AR, S LR MABHLE; TEIKY 1%E)
K2 5% AR, wRBEAR T AL T, K& 0.5%F| K4 2.5%49HE A,
dodk #h B AARRE B B, BT ARG, FRRAR A F R 8
K, do#3 R4 69 RE BRIk £

BB AR IR T AP il it e A3 MR GRF AR AR TR )
DBORH R 8 B R CATY R B BE 4 IR A R &, XA RAh SR JE T VAR AR
AR LA M So b A FAE, AT B ENR .

WEf 2 B 4] oo VAR ST 69 KT ) 5 AR A IR RIS, AT AR
ARST KA. Mok 8y . AT eiLed o d RASCE 64 1 A A AL, ST OURUR w AL R A6
MEFoiitE, RHEEN AT, PRERTHE, & Foldtl AR % T
b o R AR E iR 45 R R B, AR 2 4 BLRA R 69 A 7 AR R T Fe S
L ARARIE,

B4, JER) LAk 6 B A ST vAR AR R A T HOR @Ak R A &R, it X
@37 #% (air suspension method ) X F A&7 % (air suspension method ) /&
R LR E SR E.

Blde, EH B TR IIIRK A 5 ARG F R F & TR, B RS
Bt BRI It A SR R Tk b ket iR e LB e RS AR R
RBRIBBEEE . REFTIFHES B LB ERETIHE R OE, Bl
. A. #EH (bulk bottle ). BF LKF.

A Ao BIR BR AR ik 0 — b ) 7] 2 B ik A AR 44 2 IRFE A R A (thin strip ).
) &0 JRIE R KB N BTG B td T ke A R AR IR S A A SR T A
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QLY. BALTEALEE. BARASEE. RUHBRE. RT
B, BEBAN. BB, FRK. FER. RRAK. FEMARR. iz
10, RAGE. . . B, BA. AE. oRAE (chitosin), &
B, 24 2 (elsinan). BKEREE. K. 2RES. 2K, X&a&kas
Y. LEZRGQR>EW. BEG, ARENGREY,

AT HER] L WAL AR RE@EMA . LA AN, LERE
. RekF], £EH . FIP 7 SRk Bk IE 46 5 R o IREA RE R L,
ity Q3 XY, Z CBEEIEEAE. FTALLE. . ZCBY
il RLALEZES 80 HRAR. A F4EEE (maltitol). JLRAZEZfodrid,

ARE AR EGBEARLATmF BT AW F LTHZ ARG, TR
T2 MR R AT R SkIMEA IR, Bl TR QLA R Ao
AER . A WEK. . FEM. WA, Rkl HRAAR
Hdmig ik Fork R 64 24t A4 (miscellaneous material ), VA% &£ 695454
e,

AR Z AP ik, wBRARTRALEE, TRALETR
A E L EATA Y, B, AW T ARFERGEREY, B
J #b#F (pharmaceutical glaze, ), A, FLFTA M, WwilF. hfiTE4,
VA B AATIRIE AR A R Ao 6 JA0F M6 A7 . JE FRR) b o i) = ) K . TR
FAE. —ATRIRS DA ENGEE, FRFGALDR R QIERE. 2L
B AR, I RALAE,

JE MR PR 3G B A T A T BR TR ARG AL P ikl SRR T B
LB R LB AR L. B ER. BB, TAARK T BRES.
RoB =T BARHABREMNRAY. R, FBHTAL A RRTH
A S Fo KA TR . KT R, AR TR CE . B8
ZLE R RS T A R kA F B6 i E C 4KIEM A X HE
A, ARR, SRR RIEM g A Fa, R FEARMEBH], HBhEBBENE
JER), AREREEHREE, BT RE M FNA.

FiZEM, BT L& 5 NMRAG RS, ARG HIRH T ez BT
A, wRekF] ., Ry H FREAAR, TEREAF ZR S ETEZH, fE
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¥, BlefA X E WF ME. SRTAZLATR (BHT) KA AGUBREA
A B A da b S BALH

HAQTT A QISR , Pldn, B B RS, BB SR EHRE
A, oM FRARKEGIE. FEE. B H4E. SRR, AT
B 9B Roh BR LB, AR T AR RILA kA, BEER, 4o
FE. BB, RSB, MASRMAERS /R K B, BIRH, WRAKL; 3
A, kR AEER, AR, iy, FEAR, WK, TR
$E . KT AABF R OHAIRI; 985, i, BER. FMI R
# 9 R IR 44 (sodium starch glycolate ); A2 0A4; F4t; HRAl; RIEA,
S 9P BERS L B ALES S R T IR B AR B VAR HAIS T ST 3R a9 A B AR
Yo fRIBR . AR B mAREAAT, CAH RS F She bR,

HT ORED, SRR, S8R Fa/ A& E MR 69 a4 7] KA T
AT, otk F) (draught )« K RAER T . F IR A& 6 I £ SR £ A (sachet )
P, AEKMAERTY, EPTUACERTHAN, K IBERGERT. A
RoeF W, REATERAF . RAEM. ZFEH. HAH RILILA .,

0 RS 2h IR A IR T A R AB S L FLALA R B BB T VA LR A
W, Bl de AR R A Fo/ R B A/ L BB 6 AR, SLALR R ERT AL
HEBMR, R A, RIE. HEBM. BRFE. TAAGSE, ATALLER
RTHtg,

REAEZQF TR IR TIFS BE, 0558 RERELERS., &
ZPHARIG R SIS O RANET AL RAKIE R TRFTLAAAKZF
H, RABREAFTHHNSLETUMKY Img 2| K% 100mg, ZRATHESL
WS T B 507, R ARKGITH G TE, KA 7K
B (%K) FERORRBEAEAMNA, TATEGLXT*4:

g e sh e k= (MB/RAEHSTE) (BR%) (WHL>TE)

B S n b PR K AL IRE . O IRIEF Ao b ) i F 8
BERANE. BAARLP T —H K G Aoty L& ey 53. Hlde, FAoF T A
SH K% Img 2| K29 500m g 89 A K A ARIGE 69 —Fr R B Fruodhy, Tiesd
KK % Smg Bl X 29 250mg, “Tih#ER K 10mg 2] K %) 100mg.
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AP TR 45 & FARRL B HARA R 2 do Y IEATHERTY KR T 5649,
T F BT X QA8 8. KRB IRF B, TEBER. TR
TR, BB, R, KR, AR EAHAL, M. B Bk
R T RBA TS AR S8, AT, KR et
AR ARSI Cdtl,

ABARGBEWT AR F EIHFELH, 24 PHA—KRKE K, 24
DR E—RE, 24 DEFARAFE, RF 24 DA LS WA, SR R
REFEMZ RN ETAL 24 DT AR AR AR A4, EXRGLH
B 1) _EARIE ARG BARE 2 B GRS, R ETURETRH S,

Bl ABARGESYTUABECRK I X LB TR, d—F
o, KIFARGGEEWTT A QAER M A AFIT, RFNAERN LS B4
T Ede, F I, FrdARin T A QMM ey Lk 1R R 6357, 4
%o, BT AFIL T AR B ) ARIE, RO T 4LaH— R4 2h 64 & I B 1) S — AR B e
KA i AFILT AR REATIL, KA T ULEWLH—AH A, LEQERE
HBE QE AT QIES Z /N5 = o,

AR RRAG L, R ARG LA 64 25 38 5 75 M ST VAR ) RAR IR O dn 69 A7
B FARRIEY, Fit—Fih, TUAEMHR, AERGESHEAETRE
CEHERBRIBEFRENRET, AR EidiE, 34 0A LA ZFARF L
EifZ b RA @ F S e, b K fe L Wi K, £RAURT
R ookl

BERPFARARE M FF KT, LAY ARG Ao lE R B A8 T
WARR AELEM T ERAMMEE, Flde, £HEF. ERELAD ERELATY.,
BERBAR—ARES 64525675 X P, 400 00 5 F M Aol Mg B Ak 52 R M s
KK ARt £ H) R, SR RIERARTIT IR G TR AMANAE., £
ABPRGZHT XY, EWFAEGERRELEZALH ., EH—NEET N
T, AW FIR G IEARK A AR,

ST FABAM B —ANFHT X, TUAEILTE—ARE S 44 1L
KRGS RA AL T AR EREB K AR, AL ARABN B 6 ¥ &
S M3 BAR, N LA 0 IEAT BRI BRI Y T B R T ATH BAR
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AR 6T k. N LS00 AT A R BRI R Y T @ 4T MR 69 7T g
P,

AL B HGE G HAR B —FRAE T A SRR R B A 69 5T Ak 69 o7 Xk
LA/ RE AR AN T k., ARG F EZRET ALIHFIFERARLESK
R e R AR 2 A 4525 64 R B o .

— AN EHe T RIRE T Bk 47h BALRBIRVE A 6 7 ik, w7 il st F &
ARBEARE BT HAS WA B ELY, rikiabdate L) —F KRB IER
BRIABR LY.

F—ANEHF XRBET 2R A RAN Tk, L0 REET LARE
HE Y —F KA IR ERARESY, LT S 5B ERESNRKAMFL
AT HAERABR R A AL, FARERABRIS K AR AR,

B —AFF XA T RS KA hE ERe 7k, LO4RME ) —
R A B AR RRBRYESMB &, FF BB IS A5 6 R AU
B P U ) R R TR Ak R

F—AEHFT KB/ TR XA hE ERGT R LOSRBE )V —
HRR AT ERARBRLE SN RS, L RARIH R0 FEL
8, A I Ao R s dn A A KT

F—ANFEeF XA T RV R Al A AR BRI &4 KRR AN
BAsEe 7k, FOSRME ) R RAKGEFERLRLEESY, LT 5
oA ERABR G R A EAL, 46 ERABM R AR LIRS
# i F A KR, RS T LA MAR B, 1255 1k KIET A 3K By k4R & e
R

H—AEHFTRRET Bt KAk R SHKE (Cmax) RAEHREG
RE (Cmax) K& F ik, FIRMREET 67 LA A YA R E ML, £
Ot B E )~ R ARG IEFERLBRLE ST,

AR B —AF375 XAR T B KB LR AR 6 7 %, L et
FE2ANEZRE. 2%, HRRFHEALY, LFArENusHmaizs )
—FP R At AR R B A, AR B AW —F S F LA B R —
B 7 RARAL A B, R R ey 25 32 58 MAR K.
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ABAR T — AT F X R B bR A RSB 6 57 69474 BALRR I
R &7k, LaoostE2heh B 574, 8. BRI H AL RRAME
R A IR, LT s oM s 2 )y — M KA e R AR &5
4, FAER Y KA B AT 06 57 6947 ) AL SR A A 64 5T k.

ARG FH — AT HeH KA R 1k KR e b ik e AR R 6 7 ok, L6
Gt EBRL ARG, LRI, JH K OIEE VR ARG IEFAERL
BRE G- 48a Y, B —Fr S )& BB B R —E 6 5 XARAE A B,
IR Bt 25 32 S T MR K,

ABARM F — AN FHF KRATFTEN G F ik, B P AT 4R B RLE-H K
R v RS, AR B0MM T INA T, i AT aT NIk 2T,
KA AT H AR R R A AE AT R B Sr o  BEA0E k. ARk dd R, KA T
VAMAJET Phid o 69 dE A7 BB 3R P AR A sk, STk 45, PTAHIR A
FlB AT VAR A A IRE. B IRIER], 2 IRIEA]. 2 IRERR IR %
B4 o JRA) R,

sTF RN T ikt —F R E S, PTG AR AREA W T VA= 06 77 57 3,
o F SRR AR B E . ik H) R, B HA T I B KA A Aark, K
PR KR IR RS 77 LA ME R B Rt & T @A (AUC),
18 RARAE-F BRI IE 4 Conax HAT B 4 Corage

STFABAF 5280 —F RS A 6y 75 ik, T @ a4 b T A8 4 R A
SR IFERAERA IR, E—FFHEF XP, ARG RAREGEFER
AR AME S FH RS B EIRT A B K R I A R AR A H LR
FA%, HHLELIIFERABGIEYRL LA, EF—AFhF T, 7
AHBAHTRAEBR S TRHEAT . AA—AFEkFXT, BEHALHGER
BT REMIR Y T RIERT . R —AEEF X P, BT 25694 R 67T 48
HIRY T RHRT .

AP B —AFH7 R T 657 $HF FARAYZ & Gl 80h 5% 2 K
A T ik, R OIEL B AR RGNS REEY, TiaFEh, #—FEFTE
EL TR R ERRARTTEMWR, Flde, RERQY—ANEHRF XOIELEFTER
e % S HERF (ADHD) #9755 ik, L4t &8 44852y —HRAkAIE
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HERKBRESHNOEEY. H—FEhT XRJEGTERENRBER
(ADD) # 7%, Ha4stEEA %KL G HRAEY.
AL 5 — AR RBBRE T HREG T 5, L0 EFLHAL
B R P A1 G- R ALEH
R ARG AR T E 6948, ENEARIE T 8 04 5364 B IFA9IEM, RALEG X
B B GIE T RABR G EARG F3 75 X, PIgATE T RAEZ sk AR 69 5256
IR R AF AR T B AATIE ., KRB AAR K ALB M, AL AL I
AAITEE QHEPLE B 5 WA F B R IRAZ 49 TA, Ao AT AR B KA AT
T ORERFHUR,
P 1. ERERLARLE LY (hArg-Amp) TR AR LB LEESY
(Vyvanse™, Lys-Amp) #2355, B d-RKRBEEY ) F ARG8T LR
ABRGEAFAERERLESMAREE F B0YEH Ra8) BB IFERE
Bi et A4, Vyvanse' ™ (Lys-Amp), TRAHE d-KAEGMh ) FHAEEKR
KGN FIFEE . R T4 P12 R 6 EATERILBR 4 44 2 hArg-Amp &)
e, HRIBKETRYF:

k1
8 AR % amp' | Vyvanse™ %& Amp’
AUC gy 94% 100%
AUCy.4p 77% 100%
AUC;s (AUC f#A24) | 95% 100%
K IIE (Cra ) 76% 100%
KA (Tpax ) 400% 100%
VARt F Vyvanse™ Bt K A otk (IEARERILBRATS T 48 9K

ALY Vyvanse™ b4 6 B R A AR 69 5 B RIRE)

2485+ F 50mg Vyvanse ™ #| & #)K B IE 5

AR FZRFUEE AT 8 Coax 18R FAKT Vyvanse™ (d-K A B 47
BRARLEEY) ¢ Con i, XHFRENGSREHA (RE, SFE), X
B RIE IR (258 Con 18) CRIERNIER GO FEFs R, AEEE
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H AR X s B S R AL BIRA Y, RALTIARLEAIET B,

hArg-Amp = d- KRB B 5MA B G, d-RKAEBH)HFRHKALFET
R, PR 7, % hArg-Amp BT §oraash (B A, #0k) i, X
RIEREAAR Y KA (DT 50%), BAHERE YL A RZE | 0EBRE, X4
Adderall X® 3K & M A0 TT A BAH B F BOZH BN, KA HEH ) F 4
BREEFEE, MRTAER X 8 TG A Rz

%364 2: Boc-Orn(Boc)-Amp #9744

Boc-Orn(Boc)-OH (1.5g, 4.518mmol ) &M T (15ml) DMF. R/GERK e
X EDCI(1.299g, 6.777mmol ). NHS ( 0.572g, 4.969mmol ). d-3 # M ( 0.732g,
5.422mmol ) #= DIEA (0.87ml, 4.969mmol). & &R MRS ETRTH
# 16 «;BF (hr), B pH3 #97K (40ml) H B REAEMER, FiFZHiEm T
B LB (BtOAc) 423X (3 x 70ml). RAGRIM A pH3 9Kk, Kkke
A 4e%= NaHCO; #ti4. EtOAc & AT K Na,SO, L-F IR, ME&EAE153] 1.82¢
0 & & B ARPR AP 6 B,

@ & A4 iE 'HAZBE R (CDCL) & 47, 4R EF 1.1-1.2 (m, 3H,
Amp 0-CH3 ). 1.3-1.5 (m, 18H, Boc CH3). 1.6-1.8 (m, 4H, Omf, yCH,).
2.75 (m, 2H, Amp B CH,). 3.05-3.1 (m, 2H, Orn § CH,). 3.2 (m, 1H,
Amp a CH). 4.1 (m, 1H, Orn o CH). 7.1-74 (m, 5H, Amp Ar-H), X
M RALA 5 Om-Amp 4 & MA0—HK.

4 3:  Om-Amp #4944

Boc-Orn(Boc)-Amp ( 1.35g, 3mmol ) &f#F EtOAc (200ml), & bizfk
BIRER T AN TR (MsOH) (043, 6.6mmol). KL RAM % B FER,
ERBRTHAKRY 20 Mo, REEHN, FEELHETKRYER, A5 TiL
TEH A TRk, HRE EBRTY, FHRRKREALTY F-F& 20 0t, 2
#) 0.88g #) Ormn-Amp - 2MsOH (- & &8 -d-K A e = F 284 3 ).

FAFeG F4hid it 'H AL IR (DMSO-dg) § #m). 4% 277 1.1 (m, 3H,
Amp a-CH; ). 1.4-1.6 (m, 4H, Omp, yCH, ). 2.35 (s, 6H, CH;SO,HCH; ).
2.6-2.8 (m, 4H, AmpB# Omd). 3.75 (m, 1H, Ampa). 4.05 (m, 1H,
Oma). 7.1-7.3 (m, 5H, AmpAr-H). 7.6-8.5 (br peaks, &RIEALEHF=lE);

30



200780045880. 2 oM P E27/32m)

BC A mEE R (DMSO-dg) 618.45 (Omy). 21.49 (OmB). 27.30 (Amp B)-
37.38 (Amp CH;). 37.77 (Amp o). 41.20 (Orn §). 51.54 (Orn o). 125.29
(p-Ar). 127.27(m-Ar). 129.17(o0-Ar ). 137 (Ar). 166.58 (C=0 ); M+1=250.7.
Xk gk R B 299 e i AR — 2.

5 #45] 4: Boc-hArg(NO,)-Amp #) %)%

Boc-hArg(NO,)-OH (2.667g, 8mmol ) DMF iZfE T (25ml). RERK A
A EDCI( 2.30g, 12mmol ). NHS( 1.012g, 8.8mmol ). d-F A f&( 1.269g, 9.6mmol )
#2 DIEA (1.138ml, 8.8mmol). &7 &) R L RAMATE THIE 16 I if, A
pH3 #7K (150ml) # B L BRAHER, FriF 4% A EtOAc 23X (3 x 50ml ).
BRI R pH3 69Kk ik, 44 A 4642 NaCl 264 . EtOAc & /&£ L7k MgSO,
LT, FHPAMEOAc-TIEF T4k dh, 153 2.36g HAZ KR =4,

Pk = 4pid it 'H A2k (DMSO-dg) & 247, £ X2  0.9-1.1 (m,
3H, Amp a-CHj3). 1.1-1.2 (m, 2H, hArgy CH, ). 1.2-1.5 (m, 13H, Boc CHj,
hArg B, 8 CH,). 2.55-2.75 (m, 2H, Amp p CH,). 3.1 (m, 2H, hArge CH, ).
3.75 (m, 1H, Ampa CH). 3.95 (m, 1H, hArga CH). 6.65 (m, 1H, hArg
A NH). 7.1-7.3 (m, SH, AmpAr-H). 7.6-8.2 (brm, 2H, hArg M NH
Fe R EAA4 NH). 8.5 (brs, 1H, hArg NH-NO,)., iXu#b4: R 5694 H)
H—EK,

%364 5: hArg-Amp-2HCI #9414 (1-S#F 2B -d- KAk — & e i)

Boc-hArg(NO,)-Amp (1.5g) &M F 20 AMEH (HPLC) A4 MeOH
(120ml), @) AEFER P A PAd-C AT (10%, R REZF(Aldrich)).
DB EST , AN 2-RBEFEE T 69 5-6N 8 (1.5ml) &, R iRe
MERAANEATHRHAIR, SRR EZE, TRERIFALEN., EL
WA P TFIE, 1% 1.61g 49 Boc-hArg-Amp F ] =4,

1.6g = M fE-F 80ml HPLC 449 MeOH, 2-#ABEZ49+ 5-6N 38 (3.2ml)
PNBIER T . PTAFR L RA YA TR, HREENH AR EH MeOH H
KRIEME. K& WA MTBE #18, #F& 30CAZEFFHRKRY 20 Pif, 152
1.12g 19 & &8 K.,

& ey Rifit 'H #aEkdk (DMSO-dg) § 247, 4R EF 09-1.1 (m,
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3H, Amp CH;). 1.1-1.2 (m, 2H, hArgy CH,). 1.35 (s, 2H, hArg CH; ).
1.55 (m, 2H, hArgd CH,). 2.75 (d, 2H, Amp B CH;). 3.0 (m, 2H, hArg
e CH; ). 3.75 (m, 1H, Ampa CH). 4.05 (m, 1H, Ampa CH). 7.1-7.2 (m,
5H, Amp Ar-H). 7.2-7.8 (brm, #3444 NH, HCI). 8.0 (t, 1H, hArg A&
A NH). 82 (brs, 2H, MEARALLASHY NH). 8.75 (d, 1H, RiLEH
NH); C #sksk4% (DMSO-dg) §21.08 (Amp CH;3). 21.36 (hArgy). 28.23
(hArg 8). 32.28 (hArg ). 40.18 (Amp B ). 42.19 (hArg e ). 46.88 ( Amp a ).
52.23 (hArg o). 126.54 ( p-Ar). 128.52 (m-Ar). 129.60 (o-Ar). 139.34 (Ar).
157.61 (C=0). 167.95 (BRI C); M+1=306, Xkt £ 5 P 6y ita—5.

%3] 6: Cit- Amp.HCI #9448 (1-/NRBR-d- KA ML )

Boc-Cit-OH (0.500g, 1.82mmol) &M% -F /K THF. & & T NHS
(0.209g, 1.82mmol) ## A A DCC (0.376g, 1.82mmol). FifFEA/AE IR
BE TR, Afsmey, d-FAkHRE (0.306g, 0.83mmol) AE
&F THF (10ml), F4 e NMM (0.34ml, 3.64mmol ). #/LBEE AT IEF|K
AEERY, AIFEAAER. PR R A 5%NaHCO; = IPAC A X 45 4~
. REREHIER. KEKER IPAC IR =K, BAEGHEIMA %5
BR. 5% NaHCO; #= 5% NaCl #ti%. HALER & £ NaSO, LT IR EHiEH .
A 1R IPAC/ R k0, 52| 200mg #9a & B4R,

10m] =& 4% % 4N 8 Ao A 5] 200mg (0.200g) Boc-Cit-Amp F. FiiFit
Sdh e ERBEAE 6 B, JFRRIEA.

%364 7: Lys-Amp #= hArg-Amp 3ttt £ 9 F AR

AP35 -1 R K, (Sprague-Dawley rat) &8 (fasted) &R IFA 9k
H#F R - B A B -d- K B hArg-Amp )R, -3 A B4 -d- 3K & A Vyvanse™,
Lys-Amp ). KEZERE, A4S T d-KAKL 1.5mgkg 7 & wot A £, d-
R et SR AL ) BB S 7 R MR E. (ELISA, £ B H33M 2] 5t 2 Bk
/2-7] (Neogen Corp. Lexington, KY)) #2mi,

8 1A R -d- R A, 1B -d- SR R AR A8 T 3 o R 2K
(n=5) B | ¥ 7. BIANHWSAHFE (PK) AHER2 FI 4.
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% 2 hArg-Amp #= Lys-Amp #2540 30 /) MR

f&.% % AUC Tmax Cmax Yo Tmax Y Cmax
Lys-Amp 100% 3h 44ng/ml 100% 100%
hArg-Amp 99% 4h 44ng/ml 133% 100%

HirE R AR (Lys-Amp ) A4k, stFHF4RERER (hArg-Amp) %
Mah H1 % (PK) AR ERIIER T A T TS . XMEBTERE A SR
R B A R ARG, JEAR AR L B R A KR B4 BbAz 42 (amide bond )
4 Bl K fif ik B TEIK,

B 24 REATHEZEA 1 Ffok 2 P RABAHIEGTE F X, EdoF@ifie6d
—#, KB RHET ERMIUADE P hArg-Amp 3 Lys-Amp 9 R F &,

B 2 487 T BB BR - ) e Ao A R - K R AR X Y 43K 7R B 9 AR 2 o
BT, B LA TAR Y 6 dig KT B S R A EARE R A A, RKFR
AR IR EBREA P Lys-Amp £ K4 Craxe A hArg-Amp B8 d-R M)
FRIEH, FELERTIA L Lys-Amp EAMTGIRE., AR, K
KA Bt Lys-Amp $R KP4 3 B “R sk K%, 7H K 69 AN hArg-Amp 3K
1F 04 Ao o KA BB,

B34l 48577 H2BEHHRFFE G 0AEKPHRE ., Bl BT
—#, BFreEAY (hArg-Amp #= hArg-Amp ) #9A2 44 f iR 2 47 KRR 49,
hArg-Amp VA £ AHEIRIG K ek BBHR A, BTG ARERGE XM
R B, MK P A RE AR, RERNR, TEATRRAER
i S EAFE KR, RAL lys-Amp AALERET, hArg-Amp R £ £ H—B K
FBFHF. hArg-Amp B4 £ KT8 0T 8 RN AT A BALK A& 6948 BAKA9 L
27,

HAd o IRBF T R A AR XtAT, TER3 P TELE. 4 M0 RART

(n=F-1L5# 20 A) BT3B HFERER 5 FIFRTER,

A 3. AN RAR (n=FAb4 20 4) 0934 R

HA % AUC Tonax % Tnax % Crax | % AUCo.an
Lys-Amp 100% 1h 100% 100% 100%
hArg-Amp 94% 4h 400% 76% 77%
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%34 8:  hArg-Amp #= Orn-Amp £ ¥ F K

A TR AR AR ERAR T d-RABEERGZ, EF M0 IR M3
AFFRT 1-BRBR-d- KA (Om-Amp ) KBALFEHEH] 7 T4 Lys-Amp %
% . hArg-Amp 3 Orn-Amp B4 d-KAEa-F ¥ o R E MR ALEE 6 173
£7F (n=5). &4 VI TINREGHY I F 54,

& 4.hArg-Amp #= Om-Amp #9254 3) /) F MR

?k/H& % AUC Tmax Cmax % Tmax % Cmax
hArg -Amp 100% 4h 32ng/ml 100% 100%
Orn-Amp 78% lh 27ng/ml 25% 84%

%364) 9: Lys-Amp. hArg-Amp. Om-Amp #= Cit-Amp &) }LE AW FHR

AT B AR AR Y d-RAEBANE, A5G T IRANF A
FHRT, -5 RB-d- KA (Om-Amp ). hArg-Amp F= 1-/NEBR-d-K &M

(Cit-Amp ) 5 Lys-Amp #-25. hArg-Amp. Orn-Amp #= Cit-Amp F# 49 d-K

AT R R E M RAER 7 PAEEF (n=5). K5 ¥ TEIANFRE
B N FHHK.

KA 3 A AT RARE AWM ATk (Cit. Orn 4= hArg) £
T RAEATERABR G 030 ) F A E RS AR A & AR R
AR T S0%89 F R A, & EAMA SAF2BAREN T 21T A8
Coax KT, SHABRANER S BB - KA T, RERAHET Towe 3
43| AR AR Lot , KA B3l /) Fas b ag X TAREFHE R L
FRAE, RUMABR- KA A AT ERA B AR A R ARIEN .

% 5: Lys-Amp. hArg-Amp. Om-Amp #= Cit-Amp #9 2 IRAFHAF R

B % AUC Tinax Crnax % Timax % Cnax
Lys-Amp 100% 1h 59ng/ml 100% 100%
hArg -Amp 68% 2h 27 ng/ml 200% 46%
Orn-Amp 52% 1h 32 ng/ml 100% 54%
Cit-Amp 95% 15h 129ng/ml 25% 219%

34 10: Amp. hArg-Amp #= Orn-Amp 5 R AF 7
M SD R 2 M it A hArg-Amp. Orn-Amp X d-Amp $ R 425, #&
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RS T 1.5mg/kg 6§ d- KA HBRY FHHE. d- KRR EEA
ELISA #. hArg-Amp 3 Orn-Amp 389 d-K ARG 350 FORE &K A&
B 8 F1F2| R (n=5). £ 6 ¥ 5| th TiXANBFR 6 S5 M3 /) 5 A4 £ hArg-Amp
K Om-Amp F ¥4 AMIKB) R EHH () F 25%).

& 6.d-Amp. hArg-Amp #= Orn-Amp 475 KX 454

BAR % AUC Trnax Conax % Tmax % Conax
d-Amp 100% 15m 53 ng/ml 100% 100%
hArg -Amp 23% 2h 9ng/ml 1600% 17%
Orn-Amp 14% 2h 10ng/ml 1600% 19%

%34 11: Amp. hArg-Amp F= Om-Amp %MK 5,

i SD R 2 LR 5 A hArg-Amp. Or-Amp 3 d-Amp #Wk425. # &
AVARE T 1.5mgkeg ¢ d-KABAHBBR S T F. d-RAMDRREAEA
ELISA #. hArg-Amp 2 Omn-Amp &) d-K A6 -F 35 KRB th &R e
B9 433| B-F(n=5). L7 F 7 £ T XA R 6425493 /1 5 54k, £ hArg-Amp
R Orn-Amp ¥ 34 A VLI B B FHEA(CTF 35% ). A F A AF 5 —HE, hArg-Amp
B ALY d- R AT ALE KPR K, Om-Amp & 2 B 5 _EA R4

o

& 7.d-Amp. hArg-Amp #= Orn-Amp #9453 Ik4$ 1
AR % AUC Trmax Crnax % Tomax % Conax
d-Amp 100% 15m 396 ng/ml 100% 100%
hArg -Amp 41% 15m 135ng/ml 1600% 34%
Orn-Amp 10% 15m 26ng/ml 1600% 7%

A 7-11 FAFRLE R B3 EA, @it A HEARE R BAR AR AR
REB, EORAYH N FHMTAETEARI R E, BT EIFERLMK L
S KA, PR WEIEAS Tow ( EFREW), FAEBH LRI, BIK Cru
Fa3Z Coaxe 791 hArg-Amp # Toa 2B L 2 5 8 SI4E A 7 9T 48 2 16 K
XN, FME Tonde Cop#8 K. ERIER T B4R IFAFAEREABIE Toa
MAEAE, FAK Coa KA, A ERKHE AUC. 95, hArg-Amp & Lys-Amp
BB A R R I B e, BAmFHT BT, it —FEMmatEm.

35




200780045880. 2 oM P E32/32m

ARG K ALY, hArg-Amp LB T B4 A JE474 BB A To
1A 69 R A, R IERF A AUC Ao 2 6916 RAE R . 34 ) AR 47 A UL R,
HEAVEIESE hArg-Amp F= Orn-Amp PR T T 25 A Fodp kit 1249 1V 8K,
LR A AL AUC,

ALK P RGIE B AR E PG, FHE . 8 7S Fo B AR5 G AT KR
RAR FHIZIEAR ., 7T AR S| Z AT E ) K% K BA 69 23675 Ko 5 I Feéd A
AR PR RMMBR—H, TEBRLYVGHMSCEE, AT a0k ¢ A
#*,
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F1/55

ey

PP G
(e al

e B

KJE [ngimi)

fac

hArg-Ampsf bt Lys-Amp

ST

—u8— hArg-Amp

—— Lys-Amp

4 5
A [4] {h)

3%
LPX)

]
[¢43

B 1

RIE (ng/mi]
[ sl S 2 N X S N
L7 B B S e 2 g

w

g

Lys-Amp 2+ ibhArg-Amp

i IH] [h]

B Lys-Amp
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ACIng/mi]

-10

-15

-0

Ac = [hArg-Amp]-c{lys-Amp]

&5 )] 2

18

AC{ng/ml]

Ac = Abs{{hArg-Amp]-c{Lys-Amp])

B 4

38



200780045880. 2 L L H3/60

hArg-Ampsf tbLys-Amp

—a— hArg-Amp

W JE Tng/mi)

—m Lys-Amp

o3

1 2 3 4 3 & 7

B [ {h]

—m— hArg-Amp

R Ingfmi]

—t— Orn-AMp

B 1] [h]
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O JRAF X, : Lys-Amp, hArg-Amp, Orn-Amp e Cit-Amp

140

120

100

80 -

=

£

g , ——Lys-Amp

w60 —u—hArg-Amp

% a0 —— Orn-Amp
—{+ Cit-Amp

20
0 1 2 3 4 5 & 7 2
B 8] 1h]
A7

oy

£

~—

®

- —e—Amp

‘g _ —s—hArg-Amp
—— Qrn-Amp
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# AR, : d-Amp, hArg-Amp, Orn-Amp

—i— -Amp

—n~— hArg-Amp

IRE [ngémi]

—te OFi-AMp
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