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B VE iR RV E SR A R M5 W R I R & o B BUA AR R s DR IR I T
JUPRRT DL 75 (2 23k B o Dk 2 1) 2 0 B, (EL e B R IE S A e 4 A R o

[0006]  [A|Tf , 54R TR B & T Rkl S0 L A ox 22 JE il PR 3 ) 22 4 LA 20 ¥R 97 BTR
g

EZRAE

[0007] AR EAIRAL T H-T7EA B ZM 2R E Thia T iz E Mt w0 5 ik A S WA
PG, BT Wpi5 i P ik e B0 4 04 v UREAE (1) J2 Al P o o8 A 458 1 i P s L FIOBRAE L 4
Y LR - 2 VE 95 (1BD) B Hi 75 32993 (GVHD) JHIV/AIDS. 238 B D sea 8 4 A 1F 7 5
BERAAE(IBS) W FLEETS BB VR 5 « S PRI 28 A G A0 AR RE 12 11 0% 57 25 6 E W%
Wit ~ 22 A PEREAL L OG0T 98 V0 EL PR A 28 AR VERE YRG5 0 0 OKS T R R AL B 53 M W s A
BORVEE T2 R S S PR o AR SR ST 7 R, AR IR T A TR E R 2
Jith A 285 1 T R S AL B I R AR v o R RS ST g o rp , AR R IR AL T 45 A LR 2
(1952 582 e P A R0 (R R P AL i 7R Fip 450 SAAR 711 7572

[0008]  7FH BSKiE Ty R, AR BRIt 1 A0 B IR 2 IR A R AT i 7 Fp 450 SA44E 1 771K
MEEY) SR FRAE T A5 2 R AR I ATp450 AR 3E 77 BA S e AT A 2R 4 ik 77
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s

(=)

BRI

[0009] it 275 I A A T A I — B (K T 3R VEAR I , 7T DL ST J M B AR I 11
o 8 2 B, A S B ANIR T AR S rp R R B R I B AR P T R S L O HL
FEAR S A TP A A2 F T O I 7 49 3 e 5 SE D5 521K B G, FLIC PR il 2R AR 97 10
K.

(00101 B ARAEASC R F34h g S, 45 G A HAG A FH I RE S R OR A TE I 24 H AT AU 1 T
BORN S F B S oy H, BRAR EF SCH L EIUE , BAUE M ARTER S BREE
111 2 BOE 2RI ATE B4 B A

(00111 Bl S3A7 Ui B, e _E i AAEAS O N 25 95 AR R, 1 SR RV N 4 5 7 24 2 fi
NEA NG Lo

[0012]  FERAFAED, BHOLR A7 R0 M 9%/ k" B S HOE R, Bk e
A $2 S 2 DR AEZ AT AE B AR B SO ANE R AR L DR it 0, X R S 7
[ 58 B 0o — Al 22 A AR A AL 5 P A AR U AR N 52 8 00 10 L S R 1 4 B, 1 s
F AP HARTE “2 A7 R A S RINE R, 55— AL R AR —
AR AL AN/ B L TR R (H - R, S R IE AT DA R, B =4 P2 i, Je ok i AT A2
L AR AR R AN SR TT S A VS R R S TR AT A

[0013]  ZRxrrp i IR ARTE A7 HEW” W EWRH Y &0 W %
FEAFEVEF R TEF VBRI YA S RITT BT AR A S AR ] T R
o8 2 P AL G s B A5, FL 2 P 25 52 5 (N BBl ) 2 dl i Jm e g A/ el 4 B
(I 75 0 SR A 24 3 22 R/ B A PR 22

[0014] A fi R ARTE “WR9 7 BLTVE” (B R EATIRI AN A 30 B4R Bl 1 PR (4
FiBI PR ) A &R B B RVR ST o A SO A AR TE “IR 77 B Y BRI AE P 9 B
PR S 25 /D AR ) B I PR R R BRALE IR o 0 E S B BB A ] LU i & ki v
(00151 fuifE b T RIAEAS 23 P 8 48 A0SR AR “A7 208" B IX RN &« HLAE 0 2K 771
S T8) B, A7 R0 ST SRR 5 S e B AR A iR 7 i 5 R I 45 2R o B 4 2 i, AR
KL (1A R R B 8 AR I AR AL, A OER RN Ry e AL 51 4l BRAL &4 - i
IRARANPTIR L 73 A2 SRS IR 45 SR 1K RE 7777 10D » i ELAE 1% 41 S 2 11 9 E (14 7509 IR
AE EREE AMERE R ACE R I S RS W BCIR GO IEAENR T (R R AR
DU ™ RS VR RE BB IR AR A O A2 BRI IR AR U AR N S ARSI
He PR S A 2 U7 1 38 =4 (057 R B TR o m] LI T 7R DT R R I 1 iR 7
R A M G A m AR I AL AT S 80R FE R R .

[0016] ¢ B 5217 RN IXFERIAL S M R AL S oA/ BGR) 2 - HAE A PR IR o
FIWE LA L &S T 5 A SRS R A G R v A7 3 B 7 1 SR8 AR R 1 R B
Hog il O RORE , 5 A BRI/ XU L AR o

(00171 "y A K1 FEAS SO B iy MRDRE™ FL AL H, HARE SONAEPIAS 23 KR AL
126mg/d 1 B 5K FR) 45 B ML ML KT

[0018]  FEACK B, i LARAZ 5 bl 52 1 #h R i 6 AP RO 5. “2a 5 B ml sz
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(k" RN AL A PR AT A, ol i o HL R B R A2 U A AL S - 2557 B ]
2 b BB A8 AEAER T Bl PR A G i ) AL st A LR i 5 P T A 5 PR TR ) ik
BT AL s 55 o 2557 BRI 1 sh AR BHR AL 5 4 (B A TE 55 1K) TE AL ERAT LR B 1) 19
HOTC B R B L A SRR A TS B SR A M TEHILIR (8 I ER 1R SRR VTR R VR
ST R PR S ) AT AR 11 i 5 DA R AT LR 1 % ) £, P AT LR 9 G 218 T PR 1R
MR 2 LR IR IR FLIR 3R AR TR DUIR LR AR L R R FR 2k B ok
KPR AIR KT IR KR IR IR  2- 4 WA L R T R L 1R L P R A
HEIR £ IR B IR P LB IR A o X AU L RN I T Bl dl et A S R i
PTG fff A5 7K o, BP0 Jo ol (i S SR A ) P o v AT 0 PR R o) % X e A 3
BRI .

(00191 mJ LA BL B A Al & A SCRER AL &1 - Bl ¥ 2 & A @ R B0k S ¥ mT BL AR
By & IR N A o IXRE I Sh 42 S O it AL S R o B AR AR VR BE - i, Bk Tk
7l S L2 AR, AR SR TR B AL 0] A AR B & DR B B e AT 1 R £k B 2R R
o T3 ) AL 28 Pl Ay 2 PE AT A X N-28 A K S T R S AR PR K
e AEA R I VE L Y

(00201 AT Y 10 2R 2 P 1k me ol P A 2 0 m ] DAAE DN PR PR 88 A7 A TR B S 40 P A7 7
2 CEL AR 8 R T 0 R T 8 ) A AE AR i Y VL BT P o AR RIS AR il JA R, 57 R A AT
Mt &M s 5 AT PR 8 5OT A7 A - AT, 357 B 3 8 R AR L IR AR ST ik A
SRR B AR AT RIS 5 L

(00211 AR “SLAR AR 2o FLAT A7) 0 A 2l EL A A Do~ B A 11 22 ) A1 L T
AR I - AR SR ST SR A ) AN 7] S B O B AR (0 AR SR 4

(00221 ARTE Wt FI” 2 i B it FA A T AL & W BRAL & ) » B0 it AT 244 A TR B A6
RIS PEAL S VB S5 I 25 AT AR B AU o

[0023]  RIE “S2 il FE” L IME” R “EBET LA Al I A, HAROR TR R AR T Y
MM Bz ARG T (B TR YEAL ) K sh W), Bl A o A S A IR AR TE “52 6037
R NATHE NS « AT SN SIH” AR NI LA™ A A SCrpon] TLHfs A, HLAL 4 P
AEHESY), B, W FL B, 1 GnAE N RSB CRp A28 R 5 RASRBID) 40 3 Jiy I
WP (1IN B B B ) ISR« L= 8 e 8 SRR LB AT sh A PR AT
UL/ IV OLE

(00241 A3 fi AR AR “HI i 770 R IXAR A AL B4 - EL b 82 1 L 2 IR BB 1) R IA B
TR, HAS— R 15 RAE /B PR 58 3] o A B, Tk 4 i 5 4 1 2 1 - 2 R B 1Y
FRISAN /B T 25 2 VAT AL S B ) A PR RE SR S ]

(00251 ASCH fi IR ARGE “fe st 71 BRI & et 82 1 L 2 IR BBE 1) R IA B
e, HAN— R HR R IAN/ BUE TR e a2 2t M, Frid (e st e Bt 82 11 - 22 IR 1Y
RIS/ B T 22 2 VAT A S B ) A PR RE JEE R A ]

[0026] L& ANy B SZATAT 45 5 A FHALER L50, AER MR 15, MR AR 5 10 10 e = IR P AL Bl 411
i 7R e g >l L R AR K R R A

(00271 §RAL T 326l T I W5 ) PRI e (0 T 1k o IX AR iR AT DAL AR 45 47 BE 7S 22
S Tt A RCE R R R R R HB177) o e e XA 0 VA AR 45 A7 ML 5 0 52 6l it
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HRE W B R B FR A BE T Fp450 3AAE ] o 1% B 2 B F2 A Bl 471 it 57 A B ik p 450 3A4
e 3k 77 AT LA (5] i it FH

[0028] % 2 P 4 A4 T 0 1] 751 B0 2 TR el PR 2 A VI 61 5751 S5 p 450 SAAE 1E 77 (40 it FH AT DA A2
I 2 Phog A, A0 45 D1 Ak L Sty R T LA K P T LR P L R L B E L B b R
PLEAIR R A A AT B an b ER « | - - 2-ME & J5e i+ e 38 L 20 B 5k, v A
SEIRFE R FH

[0029] 74 A B LB A0 ) S 77 S, 76 Ja 3 wh e FH T 0 BR 48 AL I 400 it 77 A p 450
SAAR I, BT i & 1A eH it FH % 22U B8 52 AL R A1 7R AT p4 50 - SAAR 13 I 57 R ANAS jte FH 1% 2
FREE AL B 77 FIp450  SAAE BEFI 1 -2 R Al o FEAS B ) — Lo A& 1 St 77 B, PRAT
22 /64 Frad gt F A BH o AE AR B ) — B A0 () SR 77 S8 P, i FH 25mg T 22 IR 42 A B 101 11
o

[0030]  7EEULLSLyf Ty Z2H , BTk e 2 R Fe AL Bl 41 11 ) 2 PR S PR AT AR 0 BT IR R S R AT AR
W] DA REAE LA AN]R8 ST A4 S A A RS B e A A ) A7 AE o BTl IR U R AT AR P mT
DA a0 AL sRBD— T SRAFAE o P il B& L IR AT A M mT LA A9 s DA 7190 i T sXA7 AE - AR 1
B 2R AT EFE L T —FRER Z Pl : (2R) -2-F 3 -3-(2-F 452 FL 2R L) N IR g . D-
MR AR LR IR EL L (2R) —2- & 2 -3-(2,6- & -3, 4- S FL R 5L ) TN R FF I  H-D-T8% &= R
(tBu) - N ZEEE Eh IR £ (2R) —2-&( FE-3- (3-8 4,5~ A AR WIRF BE . (2R)—2-%
H-3-(2-F -3 A-H AR W E . (2R)—2- 2 -3-(4-[ (2-F-6- AR ) A
FEIRH) AR BR . (2R) -2-E -3 (2-5-3,4- ~ AL IR ) R BE . (2R) -2-& 33~
(35— 4-F L I ) IR H iR 2- (LB U ) -2- (4-[ (2- S 698 W 5 ) S 0k ] R it
PR 4R (2R)—2-28 F—-3-(3-—4-FF AU 2R ) IR P B L (2R) —2- 2 A -3-(3-&(-4-
Fodt-5-FH E ORI N FBG  (2R) -2 -3-(2,6- -3 4- A L) IR FF
BE . (2R)—2-2 -3 - (3- G~ 4-FFE L) TR FF IR W H-DL % 2 R FF Ji £h R #h JH-3, 5 il
Ti% 2R P R Eh PR #h VH-D-3, 5 A 22 R FF I SR R £k 1D SR FP IR Sh R L DR AR
FA s 2R R £k (D—-tyrosine methyl ester hydrochloride) D-BEZE MR- BE L EL £h . D-FR &
fiz B S 2R 2 #h (methyl D—tyrosinate hydrochloride) H-D-ERZ L FHES « £high .D-FERER
figs FA g $h B2 £k (D—tyrosine methyl ester hydrochloride) H-D-F& & g FF ES—h R £h .
(2R)—2-F -3 (4-FR L IRIL) IR L (2R) —2- & FE-3-(4—-Fa 2 R B ) R Eh IR 1 L (2R) 2%
H-3-(4-FFERFE) TN ER F B R PR £h + (2R) —2- G5t 33— (4R L oK I ) IR IR P G £h IR 2k . 3—
SL-FEREIR 3 H A -L-FR &R  3-TH - L- TR AR L BR R R 21 DL &2 . DL—o- R &
2 \Boc—FR &R (3,5-12)~0SuFmoc~F% & E& (3-NO2) ~OH. a—F -~ &R . o~ FE-D-TR &
P lla—H R -DL-TR 2R - £ AR B ) FELE ST 77 S8, ik B A R AT A g a—H LR &
MR AEHESLtE T B, A ER R AT AW B a - R -D-TR A IR - AE B SE T P, Frid g
RARATEY AN e X H a—H HE-DL-FR 2K -

[0031]  FEARKREIRI 7k, 1 IR HLE F 60mg FT 1A B& 2 ER A7 AR W) A 52 T #l it AHO . 25mL1)
2mg /mLI¥) BT IR & 2 BR AT AR W VR B o

[0032]  fRFEMMIp450 SAMTFHANLHES,5- R N BENR AR AR 5 18P AEA K
B — B IE R SERE T S, ik d & V) 455mg %2 25mgh , 5- IR £ N Bk AR TR 52
WA AR LY AT ST 7 b, IR A3 2 N .
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[0033]  FEA K B —Lesiif Jy S b, fe fit 1 e FE VPG BTk 52 2 Hh 1K BT ik i & Ve
1a R E RE R 7 o 1 VAl A0 B AT LAAE i it A2 3R ATl i it P 20 3R 5 AT

[0034]  FHAR K B I 532 AT LA VR T I AR P 9o B A0, i v TR RE o Jp 0E s HIRREE AR AT LA
4G 21 00 2 PR AL IR 0% 57 (M) B Sk B RS DV & (UM% B 56
1 T8 A0 SRR ) R K AV EE AR P BRI ke D B R i 52 e Pk e g L 508 R I 4t (U
VKEIR ) O IE ORI AR By R AR KA o FHAS R R 77 AT LATR ST IR AR PR 7
50 PR  IMUE £ 4E VR - 2 PE 9 (1BD) BB M4 B fis 9% (GVHD) JHIV/AIDS. 2 24 B 2
REFR IS 4R B E W 50 s A 4E (1BS) VFLEEYS VIR 5 VAR JEm « S PEBRAR 28 LA £ A% 0%  HARIE |
1 P 9 55 45 A 0E W i 22 R PEAEAL DT 28 B EL VR A AR 28 AR TR T4 B o B TR TR A
WAL R e R BB S SR A R R

[0035] 24 253 1 431 QI it 55R0 / BRATE s S50 1) it AT DA JE O 22 Fhog 42, ARG 1 ikt L &
MR M R P LR P b O S B TE L B ER DL AT S A A AT A A v
g LR -2 mE g Be i | b A LA O R R, AT DA SEIROE B

[0036] AT LAAE J& 0 v it FH % el B 54 A Bl 4000 1) 59 » P s 0 300 el Tt FH TR 2 B 2 A Bl 41 71 90 )
5T R FNAS it FH T = B P A B0 11 7R 100 1= 2R 2L i o PIT 08 T 0 BR 2 AL I 1T ot 571 P DA AE 22206
AP JE BR )7 v o AR AR R B — AN T B SR T ZE B R it T 2 PR 2 A Rl 1)
7 AEA KB T3 — D EE B SE i 7 S BER 20 1Kt P B AL B 41 1 791 o

[0037] @t VAR HE A K BH AR IR IT 7 ik, HARE S A ML 7 B0 52303 it A R &)
% 2 B FR A T 0 61 R B 2 PR 2 AR 41 1 77 S5 0450 BAE 5 o

[0038]  53d Sk it 5 58 PI DAL 45 A0 15 PR U MR PR AL BT 1) 770 AT p 450 - 3AA4iE 2E 771 25 P2
B o BT IR T 2 B FR AL BRI 1] 77 AT DA A T 2 R AT AR o

[0039] AR SCif4fit 1 A0 7 TR UL F2 AL R 40 1 7R ATp450  3AAYR 3 FRI LA S e AT ) A2 i) ik
FVE o FT R T 2 T 0 A Bl 41 1) 7R T DA T 2 B AT AR ) o iR B BR AT A ) ] LA 45 R A% LA
ST AR R 2R AT IR B 2R AT AV 7] LA A e LR B ERD-TE
(1) AR AT A o i B 2 BR AT A W mT LA G DA A1 75 T s A7 AE o AR PRI R IR AT AR
EFELL R —FhEL 2 s (2R) —2-F B -3-(2-S 42 FL 2K 0 ) AR FR IS W DR & R 2L Bis 6
B ek (2R)-2-% JE-3-(2,6- -3, 4- ~H U 2R L) TR Y IR W H-D-Ti% 2018 (tBu) —J TR 2
BEERFR Eh L (2R) —2- 2k -3- (3-8 4,5~ AR L) NI B . (2R) —2— & 2L -3-(2-&(-3-
PR -4-F AR ) TR B . (2R)—2-F 2 -3-(4-[ (2-F-6-F K5 ) A 2L ] R 5 ) TR IR
FEE. (2R)—2-24 i -3-(2-F -3, 4- “ R AR ) NIRFF Bi5 L (2R) —2-Z HE-3-(3-&-5-#-
A-FR DRI TR G 2- (LB SR L ) —2- (4-[ (2-&-6-F T ) AR R AR R 4
B (2R)—2-2 E-3-(3-F - 4-F A LR L) N IR IR (2R) —2-% B -3-(3-F 42 H-5-H
FULETEIL) AR S . (2R) -2 JE-3—-(2,6— G -3 —4-F A L 2E L) N B ES . (2R) -
2- R HE-3-(3-E—4- I I ) TH IR T ES H-DL-BR & IR - T BE $h R & \H-3, 5- - jlL—TiR 02—
H R Eh R £ JH-D-3, 5 A% 2 IR — 7 I R B8 h VH-D-TER 2l R — P BiR £R B2 £ W DT8R U iR Y B
R EE (D-tyrosine methyl ester hydrochloride) D-BEZ L - BE Eh R £k (D-tyrosine—
ome hydrochloride) D-F% % 1 B S £h L £k (methyl D-tyrosinate hydrochloride) H-D-
WA -FE » S D-MAMRP BB (D-tyrosine methyl ester
hydrochloride) H-D-F& Z 1 - FF BE—-EL FR 25 L (2R) -2-Z it —3-(4-F F IR L) TR L (2R) —2-
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THE-3-(A- IR R Eh IR £ L (2R) —2-Z Ak -3- (A FR B R0 ) IN IR R #h i £ . (2R) -
2- RN -3 - (4-F R T ) AR B BR R R &h L3-S - LR &R L - h At —L-FR & R \ 3—h FE—L—
% 2R £ BE Eh FR £h . DL-m—% & 12 . DL—o— & &% Boc - & M2 (3,5-12) -0Su~Fmoc % & R
(3-NO2)-OH, a—F JE-L-FER 2 IR - a— R D% 2 IR FHla— Y e —DL - Sl B2 o 1A i B 1) e 5
77, FTIA B S IR AT AE ) e a— FF - LT 2R o 75 A R BH ) e HAR S 77 S8 vp , ik
A% AR AT A e o HE-D-TR &R o 70 H v SEil 7 S8, BT iR BR R R AT A W) A2 1 e T 2
a—F DL E R

[0040]  HRAHF A S it 5] Sk b 75 S T 1RT 28 JHF P 25 AR (AR SR I 1Y) 3 1Y) B U 3R i o X
SE il 9 AN 4 ATLA'E IR 1 B (1) = R o O 2 PR AR, A SO AR 1) SEZ e 49 AR S it 7 SR AN FH T AIE
B8, I H25 B0 eAT 0 25 P ol R BUR K 2 AR STHEE AR SR 55 DL, ELRE Y 4 0 4
FEAR R BR[S9 LT AR A B8 8 A R BH ) S Y 4% O S A

[0041]  SEjisi1

[0042]  EAITHi A% T 2004 B o 3 R F FEARTERI 30 B2 W B B . L& (9) 2 E LR &
W 2 AT E A & U K (R HUREAE)

[0043] i AR 7K (o HURRE ) s SCORAE TR AN 43 FF B AL 1 26mg /d LB TE K (1) 25 fr 1f 2%
MREKE P R U N62% , D A BF F U H60% 6 4 BE ALk, H3BEFHE N
YR58 B3 N50-60% , HA4 B HIE605

[0044] 2500 50 v 1) A0 35 i FHAD FE TR S BRI AL B A 11 7R (B, o PR BB -DLBR B2 ) L BE L R A2
B CHD, 2545 ETT) \p450 SAMRHEFI (RN, 5,5- 28I 2, YRR ) N2 2 R L Pk Bl 410 611 77
(HP,N-[(2S,3R)-3-Z -2 F—4- R L T B L - L2 & ) 67 7 R AL S R I
o — R ite X L6 G4 Fr 2626 JEI R ) B, A0 J &) 3 2 TF) 45 25 1 B 2K o 2 J) 1 D B A 52 3k
T TR 7S o 288 Tt R R B AR B i e 2 ) 11 S 36 2 iR X368 1 o IR 7K o

[0045]  KZ2-4JH VL 5 , Fr A 967 32 3 BAT IR MU K, ok 5 SORAERAS 43 FF I I
H.125mg/d 1B AR I 25 1 2R A BE 7K

[0046] @z, LI+ H AR TT #5203 B I 57, B SRR I7 A R I AFI 4, B
SHEIT N A A8 N100% .
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