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Droxidopa Capsules [AMEL]

H AR ) R

871169

717 )v100mg

717 v 200mg

BT

21800AMZ10333

21800AMZ10334
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200667 1

200657 1
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2. 2R
2.1 K
2.2
2.3

F#[10.1 2MH]

2.5 e AL IR L(V‘Z)T

(ROBHEIIIHBELEV L)
AREN T L BHECE O B &

FIZEMS kN D B [IREE LA S8 5.]

AH % 5RO BEIZIE
W AFREREA & P65 L 72 n» 2 2 [10.1 Bi|]

24 4V TVLFY VEOHT I~

NVAN = BAVE VA = B/ a = <1
VT X VBRI RGO
kD H B PE[9.5 2]

2.6 EEORMIMAERZE (MRREEES) 0b b IMmiEs
s Ui Mﬁm«mz%mxm ]
3. MR - MR
3.1 #lk
7 47, Fady P TRV Fady o8 TRV
PR 00mg [7 AV 200mg [7 A )V ]
w5 |L K7 HE FaF |l A 7 HE FaF
EﬁZf\ ¥ RS 100mg % HAH |V K8 200mg % EHAH T
T s, %o
D~vry=hk=J), NTED-YY= b=, FNTE
UaYFrSy, AFT|QAVFEY T AFT
IR /A AN DINE S AT
WNF | 7 e VAR BT IVAEL
¥5F v, BbFy v | ¥TF . BLFy .,
7‘7 VIVEREEF MY T ) VERERT M) T A
. H 55
3.2 RHIDOMHR
sy
whs | AR-e | Sgoksss | B W
W7 -QB
Fe ¥ o F 45 h T KW
INH TV FaFxy
100mg[7 A |F ¥ 7 |A#145mm IR
W W2 WEAR B # 5.3mm 100
% B 4 1900mg
AR
A E
- A - i
BT NH| (saler] 200 ()B
me\‘ :‘/ F I]E ﬁj H:M;F O _ KW
H Tl 2577 t Foxs
ZB(jmgﬁ’){ Fyy S A D #9 17.8mm ]2\\0}0\0
! FEREY B4 64mm
K54 B ) 366.0mg
B A E

AT EIVORAEDIZ. At ~REEOMETH S,

4. EERIIHHR

ON—%>v R (Yahr EfEE X

HRE. 5L 5HDHE

F—=YIm) IKHF39<

OTRRRBICH T ZEIMEME. k., 5 5HDHE

A KL —H—ERE. REMET X

INF—

O FRJY=Za2—0A

OBMMEMEZ#> MRENBEICE T2 TFTREKD

HE

HEW - Z5DF - [

5. RAER IR ICEHET 5

US—F 2V URDIBE)

5 6H, HBRRE BHAOR%

5.1 Yahr BIEESHH TR T — VI &H)E Sz BEANOEH

ThbI L,

5.2 MWHIOEENEDA 53T, 3 ARNIE72H S AP
DOENLEZEIZOBRRFORGE2FEET L L,

(MFETBEDEE)

5.3 BN T R OF IR ZIPHFIH T 2% 15mmHg DL RT3
LIBBE~NOBEHTH LT L, B AEOEHET AT
&Y EBEEOMERT O EIMEANZBZ B2 550
Tl v,

6. AiERUHAE

IN—=% 2V UIRDOIBE)
BEENCH L, FadFd FXE LTl H&E100mg, 1 H 1
[F OG- L 0 ik, BEHIZ 100mg § o8&, RoEik s
EEEOMYRE L 35 (FEEMHERF=1X1 H600mg. 1 H3
ERG) o
7B, AEE, ERICE D BEEMKT 545 1 H 900mg %8 2
tlfl/\‘:.t C‘.’_@_Z}o

(vM4RL—H—
F—Diza)
BEBNIH L, Fa® Fove LT 1 HE 200~ SOOmgﬁ’
2~3 [N TROBS L0 ko, BH»5 lﬂf’ﬁﬂi
H& IOOmg g OoE, REkGET EOMEFE LT D (FE
MR X 1 H 300~600mg. 1 H 3 [H4EH%5) o
PN ﬂilihh JERIC X0 B EHEH T 525, 1 H 900mg % H 2
HnwZ bkt h,

(REFBEDEE)
WERACR L, Faxy K29k L1 EE 200~400mg %
FEATBAG 30 43 5 1 BRSS9 5,
B R IERICE D EERET S 1 AlEIE 400mg & B
ArnwZ kbt h,

7. BERUVHAEICEHET 2R
(M &EHRBEDEE)
1 7 Af#S- LT HRRHE
352k,

8. ERELEREE

(RhEEtiE)

8.1 AFN OG-, V& bR LIS 2 01247 WIEE | 27
FEITHET LI L, 727501, %0)1{130)1%/\—3\: v
A FEA OG- % PR B LEIE 2,

AEMREE, HEM7 IO NRYZ2—0an

D HENBWEEIZE, S ET



8.2 BEOHENGETREITIENHLDOT, BEKSFIZRD
WX HIEET LI L, [13.1 2]
UN—% DI RDBE)

8.3 MDD LN WIEAIIE BREKG LV E ) ER
T2,

(M BEFEEDHE)

8.4 HE GENBALG 30 00 5 1 BRI ISR S) KU E
w5 L, BB OB SIS GEEEO AT RS2SR
BB EDHD) IO EVEIITTEETLI L,

. BEDEE2EI2REICHETIEE

A BHHE - BMEREEDH 2 EE

A OB hEOEE
HRELERPGEE LW EHBMI SN EZHRE KG LS
Lo TR A VIFMRRKIIBWTHTI— VT IV OHER
N iAAENET L7200, KEAOIEM PRS2 B8N0 H
éo

A2 DEMEROH 5 BE
HBRLERLEE LW EHIBI SN I EZHRE K LawS
Lo JERPEALT D2 BENST D L,

1.3 EMEDCEE

BT ZEXELZ 0D 5,

1.4 ENIREE{LIED B
WEOFIEGAE S 52 BZFNH D 5,

1.5 BURERMERETDEE D B E

IR DFEIRDEAL T 2 BEND D 5o

1.6 DREBDHDEE

SERDPEALT 2 BENED S,

A7 BEERHERR. REXREAXIIRPBREBEDH 2 8E
IS DFEIRDEALT L BENDD 5o

1.8 EBHEREBARAEDESE

IREDR AT EBEZNDNH 5,

1.9 RIS EAHF L MRS EE

TERIFOFERE CRASMESE. ME. MEEHEZ & OIRER, I
BOAHEOREZ ) I TR ET L L, EEOHERKE
EPF L7 BT B ClEREERESE 2 £ L s B2 NS
Hbo

2 BREEEERE

2.1 EELEBEBEDHSBE

.3 FFReEERE

3.1 EECHEEOH 2 8EF

.5 1113

IR AR LTV A REMED & 2 1213 3% 5 L e w2
Lo B FESRTRRIE ORI G O mAS, 72, MF (d-
JNVT R ») THEIE QNG X 0 IR 2MEIREE
LB RSN TwA, (2.5 2]

5.1 ZRETREAR S HER

SD &5 v M2 60, 200, 600mg/kg/H ke %5 L 725
BT, 200mg/kg UL b CTHE R O EARAN f ORI o 588
BHEE OB ASTED SN BRIBET L2 RBEO D OTH
i) f:l)o

5.2 EER - BILEAR S HER

SD % F v M2 60, 200. 600mg/kg/ H #Efft I 13%5- L 729
ERT. 600mg/kg THARIIM O MHEA D H7zl,

.5.3 BRADEIT

HAR 20 HEH DT v MIWUC-FaF 2 8% 10mg/kgl [
35 L7236, 56 1 B B oG R ok, . B &
U@%*ﬁwcW%ﬁﬁuﬁ%tmt#&tﬁwv&wﬁé
i) 7":2 o

.6 ®ILF

B OB ORI REOE RV E 5 L, Zilofks:
MATHIEZ RS T 5 2 & BERTIITTRA~NOBATH, F
7oy BERAOIZFLER 51 BV TR O EEFRHIAHE ST
W5,

.6.1 FAEH - RILPHRE5HER

SD %5 v M2 60, 200, 600mg/kg/ H EEEREI 15 L7252
BT, 60mg/kg Ll L CHAIROEZIEE OGO 5
hf:l)o

9.6.2 it hADIT

I ofET v MIZUC- ROy F238% 10mg/kel B
G- Lo sLticic o155 o S hz?,
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11. E{ER

ROBWER DS HbNDEZ ENHDHDT, BEE 51247
W BLRESEN S M A IR S A kT A 2 Sl 2 L
BETH T &,
1.1 EXLEER
11.1.1 BYERSE GHERH)

AL, ERREE. SEOMME, ANEES), miE CK o -
AEDHEDLNLIEDRHADT, 2O L) RGEIZIE. &
LSRG ok L, 4, #kERS o HELE -
RO AT —H S & oG IIE LR IEE IS L.
REGH, KRS R WEZITH) 2 &,
11.1.2 BMERED . E|EERIRAE. FhERRD . M/MRiES (»

16. EHEEE

16.1 MeEE

16.1.1 BEERS

(BERAN)
Fox 3 M8 7€) 100mg X it 300mg % 1 [EE 18 5-
L7236 . RELAEO AR 85 2 R 212 s (E
(ZNZN0.8ug/mLs 2.2ug/mL) 123E L, ZDORILEH
BRI Ly 12 BFHIRICIZIE L A EHE L 720

%5 & _ Cmax Tmax
(mg) P (ug/mL) (hr)
100 4 0.8 2
300 5 2.2 2

T HEARR)
11.2 ZOMOEHER
el k| 93719 o sonki | smRE R
il

8. BE|RM, MR SERO | W & A
g - BHEEK A (Vo \BEES \E, /R
(3.4%) . ® |\ 5k, AT kA

& B S=-FY

F» PRk, B

) AN | VAER O
FEpiaRE R oo, ANNE, e
M. ANBEE|H . $RE .
B, BN A <
13— o5 b|Ah, SEEkE
35 = EAL,

S
ML, AR A TS E BB
AR, BoE | ER. MEE . | o

(HEMAPTE (M| dHi

LS gy |5, @
Fhy .
it A

i E E SRR R AR, T (Se0E
(2.2% ) | APk, K| 7/ — ¥,

LR 0 Y0 1| T
)
AST. ALT|ALP. LDH
i D5 D L5
B s 755
m 0
T BT Rk
IRt R
B 12| | 0. 5
<V CEE M. B . CK
Zof W) k. % |-
M T o JE
B B

13. BERS
13.1 IR
WEORECERI T Z LMD 5, [8.2 2]

14. BHLEDEE
14.1 EFIZAEFEOZE

PTP @D HFL PTP > — M5B L CIRAT 2 &
HIFRES LT L, PTP v — bOBEAIZ K Y, TEOELAITA
FOERGE AR A L, I3 L2 B2 L CHERRI 50 B E
HEPHER IR T 52 LD D,

Fo MEED VT R L) VIR R LR o i e il
BRI &0 AL, &G 4 R R R e (BRGRifE o Z 2z
265, #9368 1LELY,

(N—=F >V URRUREMT 304 KR Z2—ONF—8&
&)
Koy F3h 7k 300mg % 1 HEECHES L2a. &
ZEALAR D f i I E)E IRE 345 4~5 e ] THREFERLAIZ X

NS MEANZ D > 7225, ISR ILI3IZRE U5 R
Lf:/l)‘S)o
w5 = « Cmax Tmax
(mg) R bz (ug/mL) (hr)
IN=F Y
300 VW 9 2.5 5
FHEMET 3
uA R
300 o 7 1.14 5
-7—._
(MBI EBE)

MLEHEAT 5 B Fa Y K284 7L 11 300mg % %
HEBAAG 1 BRI AT IR 9% G- L 7238 KUK o 4 e i
35 6 R IR EE (1.43ug/mL) &R L., %5 36 ¥
PRI ERRRLLT (0.05ug/mL) &7z, T2, M4
R2OVT R L) ViREE RS 3 e LR Bl oR L
HEREWEE RO, DIERS 6~36 B £ TRt L 7297,
16.1.2 RE#HE
RN 4 B Fa ¥ F28% 7 k)b 1A 300mg. 1 H 2
[, 5 HBERERIHRS L2ga. #5Miak 1. 3 RU5
HH OGS 4 B0 i RECEREE VTR
lug/mL THotzo /2, TNENOHGHIKLTSHED
24 W IR R A S 1T A S LTHB Y., KEkES
WX BHEBRBD LN, o729,
16.1.3 &M EHRZEMEHER
Faxy F87 78 100mg [ 7 A V] RO Faxy K57
7R 200mg [T AV ] & ZAEERHNZOWT, TRRD & B
0 70 A G — N— 12 X fEHER TS T LM R
G U Tl ip R LARIREE 2 052 L 15 5 N3 EhiE N o
A —% (AUC. Cmax) 22T 0% EHHE X B2 ThiEH%
WE AT - 7285 5%, log (0.80) ~log (1.25) D#EIPHHTH Y .
T O AW E g [F S AT S 728

FRHE L GLEEER

Faxs R 7w | RTAA TRV | ZnNEhl A 7+)L (Ko
100mg [ 7 A V] 100mg F 3 Fs8& LT 100mg)

Faxs FXA 7w | FTAA TV | ZnEnl 7)) (M
200mg [ 7 A V] 200mg ¥ F/8E LT 200mg)

EYBRE T A — 5 (EYFHFEENE)

HEINT A =5 BHEINT A =4

AUC (0—-24) Cmax Tmax Tz
(ug-hr/mL) | (ug/mL) (hr) (hr)
FaFs ko
F£ 100mg | 4.03%0.77 161; Zélgf 16755
[7 20 : : :
KT 2D TN 112+ | 1.84= | 1.7+
100mg 4.04=1.40 0.38 0.71 0.27

(Mean*S.D., n = 22)



(1eg/mL)
1.4 ¢
—e— ROF R)NAHT)L100mg 7 AL |
---0--- R 277 %)1100mg
Mean=+S.D., n=22

24 (R fi)

12
e G2 IF[H]
MR AL IR (A0 R S
SEMBIRE ST A — 5 (W RSE)

HEINT A =5 BHEINT A—F
AUC (0—20) Cmax Tmax T2
(pg-hr/mL) | (ug/mL) (hr) (hr)
[N = S AV
7tV 200mg 7.42+2.02 16725 2(54381 2602;
[7 2] ) : )
NT AT 1.83+ 2,47+ 2.07x
200mg 8.00%2.23 0.50 084 | 0.27
(Mean=*S.D., n = 30)
(11g/mL)
2.5 -
—e— ROF RNHTE)L200mgT 7 AL |
i o R 2 H172)L200ng
ﬁZﬁ Mean+S.D., n=30
i
% 1.5
E
i
& ]
b3 i
gz 0.5 ‘
0 @ -
0

12

R |
A R R AR R (RS IR S )
MAE AP EE NG N AUC, Cmax 0785 A —F1%, Wil
OFEPR REOTRIA L - R ORBREIC L > TRER S
WREMEDSD B 6

16.3 2%

XTA, T M AZXNTTHTFVIUC-FaF 3%
10mg/kgl MRS S- L7234, 5% 1 EME (v7 AT
12 0.5 KR H) MR UC H g LB, T Cm <.
b, BFEANORBITL O SNz, BT ARYT v b TIE
Bl T LB 729,

16.5 HEtt

16.5.1 fEEEER A FO ¥ K287 7+ )L 100mg X iE 300mg

Z 1 ARG Lza, 24 F e, 520/ 15%
IIHRLEALE L LTy T8 6%D73-4 M F ke LCRHIC
FIX & 73,

16.5.2 MEENTEZEIZ FEF Y K237 71 )L 300mg % 1[4l
OG- L2 A MR R O B IR B EE 22 S B L7
REAVER T ) VT FLF Y Y DFATIUF LR LT
Fo v EIZIZABE TH - 729,

17. BEIRRIE
171 EHROREMICET 2 H58B
US—% 2V R (Yahr BEEEXT—VI))
17.1.1 EREBKRRER
T REMBEE L EERIEERERICBV T, $A
By 25 bR EIRE L L RGHER L 29.4% (15/51)
"C&) > f:lO),ll)o
(%A KL —H—ERE
17.1.2 EIRNERREER
T REMBEE L ZEERILEREIC BT AN
BT B EIBAT TIEE R 40.9% (9/22) TH 7212,

24 (IKFH)

(M BEE)

17.1.3 ERN%HEASE I BB
RS EIR % £ S BTG 152 Pl a st e Lz 7T
AR T HEERILERBRICBWT, FE$ Y F/79200mge.
400mg X\ 77 v R & ENTBRLAR 30 4w G 3 1m) 12 434
MG Lz e & R MRINE 2 58 & L 2zBRRdErs (o
SEprlE L b)) X, SRR 12.8% (6/47), FoF LR
7% 200mg T 43.5% (20/46) . F ¥ K% 400mg #E 60.4%
(29/48) THh o720 N F T FEGEEORIVEHISBUHE X
200mg #ET 4.1% (2/49 61), 400mg #:T 5.9% (3/51 #1)
ThY) ., MEOFIIG B L 8EMNIL, HEEK, IE -
H2.0% (BH1B) THho72B¥,

17.1.4 ERE DR
AELVEAIESER & £ O BT E 107 Bl 2SR e L7
AR R EERILEREBIC BT, FE¥ Y F/9400mg
MINE 7T 1 R &SGR 30 40 GA3E) 124 ARG
L7z & &, IR 2 e & L - ERRSGER (e
#UE) X, 7T AR 14.6% (6/41). KO ¥ F/¥400mg
B 53.3% (24/45) ThH o720 FOF T K3 400mg & 5-HD
EIVERIZS BT 12 5.8% (3/5261) TH Y. 26U EFH L
RIVE R IESR 3.8% (2 1) BRI 3.8% (2 1) TH - 7219,

17.1.5 ERFEMEFER (REREHER)

RS PEARII IR % 0 5 BT 76 Bl & x5 & L - Bk
BB B W, FaFY F/8200mg~400mg % &7 Bifs
#3048 GE3IED) 1267 AL (RE1HEM) %5 L7
&RV ERINT & 8 b L 2RI (R AR
FLE) 1F, 48.4% (31/64) THh o7z BWEHZEHIEE X
12.2% (9/74 1) TH Y., EAIMERIIME LA 5.4% (4
B) . BEIE 2.7% (2 B1) T o 72D,

18. ZEhEEIP

18.1 fEA#F
Ny FoNIERNICIZS FIEET 2 FER L-7 X/ R
REEBERIC X VS S/ VT L F ) S IER S, $EBE
A aR$10,

18.2 W=V RICEITD T HR, 5L 5HDHEIC
BEE T % hiR{ER

18.2.1 Fu ¥ P/ % L CRICRITS %

CEDNROENT WAL,
P32 V7 KL J) S AEEIIZ B TR L2 2 v
7 RLF) vEERESE, /207 KL AR A
ORI TP FEERZ ME SR8 (v 2, T v
M. 23)s

18.2.2 ENVE Y PRIMERAREY A — b idke PRI >+
T r =LA EHNFEE (in vitro) Ty RO &2 RoS3H
BRI AEFND T EDHDOLNTNBED),

F 7o YIRS (n vitro) B OVEMREEAR % 75T,
BRI S D 2 V7 L) Ol R 852 (£
WVEY M)

18.3 v A NL—H—ERBERVUREHET7 IO KR =2
—ONF—ICH I BIMBEMESONE CBEET 5 KH
3]

18.3.1 6-/" A FEF T F/¥3 V12X ) SRIEAHRAOR 2 s L
EWIC BT 2 FA X355 (59 ),

18.3.2 DSP-4 1250 2 V7 FLF+ Y AEBEMREHE K & %
WGICHHE U228 Je S AN A b = A2 & ) AR
£ 2 T L 72 B 1 B T RIS ) TR &
P59 (5 M)

18.3.3 ¥ v A FL— ¥ —JEREHRE 2R & LM/NMIEEEX
P X0 MES U 22 3tBR T AR S0 00 5 5 TiC 5 AR T
(BEUPHREE) BAIMER Y320 5TV B2,

18.4 BEBAMEMEZ#S> MEBTREICHTI2DF LV - 55
D& B HH. BRE HABROKEICEET 51EA

18.4.1 P (&= o# 1/58) 12X W IEE FRIE/
BN T, MEE EF X858 (59 M),

18.4.2 WilMLlc X 2 MMIMFE &A% T % 7= 3 B Iz ORI Eh) <
MFEZENEE58 (T M),

18.4.3 PiIIC X 2 HEEH RO T 2R L8 IZHB VT,
TR 2 S 28 (5w M),

18.4.4 LV 2L Y VT FL Y AERh g % R
L7=8c BT RIS & A I T A 3 L. AL
L 72 I O [ E AR 2 s 8¢ 529 (v F), 72, DSP-4



XD VT FL ) AAEBIEMAEROR 2 SR L 0% L
TCEN L SN T A b =7 AT XD EEERR T A R L7
BB T RIS ) RS ME % P05 520
(‘7 VA ]\>o

19. B3Ik ICEET 2 B{LZHAFER

—fi &
Fa ¥+ /% (Droxidopa)

1%
(253 R)-2-Amino-3-(34-dihydroxyphenyl)-3-
hydroxypropanoic acid

aFR
CoH11NOs

SFE
213.19

MK
E@N(A%@@fu HH
AAEETFIT L 157/—» (99.5) 1
0. lmol/L MR T o

BaE

GO ETH S,
ZIEEAEEHEIT RV,

22. A%

(KOFX2 K/NAT+EIL100mg [7 X IV])
100 #7 7 [10 7 7k (PTP) x10]

(kx> F/NAT+EIL200mg [7 X IL])
100 77 7V [10 7 7V (PTP) %10]

23. EEk
NGRS,
IREPEET Al
S, A
AR, Al
463-468
FARKAN, M - Neurology. 1984 : 34 : 1446-1450
FRIEEENG, M - PR & 3852 1997 5 37 : 401-410
%MH%&W% (K72 OD $g/flbkz 1 2000 4 7 H 3 H#&GE.
EERMEE ~.3. (2) 2)
ﬁl’ﬂ”‘ﬂ RS (7 742V 100mg. 71 7
+ )V 200mg]
FERFSCEE, Al - SEWENRE . 1987 5 2 1 53-70
HE PRI CER, fln © BRIRERAM . 1987 ;15 © 423457
TEAREACHR, il - S8 & 359 . 1987515 (Suppl.2) :411-443
HHACTLIRER, M - D HW A . 1987 + 141 : 353-378
FREELYS i« B & BN, 1997 5 42 1 527-550
NI = - BT EE. 1997 5 30 © 941-959
%E%(u, il o B & FENT. 1997 ;43 1 571-583
SRR ST, i Biochem. Pharmacol. 1987 :36:3051-3057
PRk =22, M SEHEL X A 1987 015 (Suppl.2) : 367-373
Al #dk—, At : Psychiatry Research. 1985 ; 15 : 319-326
DNERESC, M © Pharmacol. Biochem. Behav. 1987 ; 26 :
407-411

f-{E5H, ffl : Brain Research. 1987 ; 420 : 157-161
JNAEHE SC, M © Naunyn-Schmiedeberg's Arch.
Pharmacol. 1986 ; 332 : 243-246

WFILZEZE T Ml Arch. Int. Pharmacodyn. Ther. 1986:
283 1 61-70

IEHAE, B : J. Neural Transmission. 1987 : 70 : 51-61
VHEFIE S, 0 J. Pharmacol. Exp. Therap. 1987 ;242 :
621-628

ARZEE, ML J. Pharm. Pharmacol. 1981 : 33 : 772-777
flEFEHE, M © Arzneim.-Forsch./Drug Res. 1989 ; 39 :
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