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[0152] WA ST TS “IE” R7n 7 —C(0) OR* [2E [T, o R mT DU a0 b 30 i e Ui
S B S N ¢t Y N B 51 7 N

[0153] WA ST AR TE “fi%” 7R X NR'R 25T, Hor R AR W AT i HL e
77 3 N RS NG IS B, W ST e .

[0154]  WIASCHT AR TE “HEE” Kon=X “-C(0) 0-" EE M.

[0155]  4nASC AT IR “43%@5539@%” Fana “-S0,-7 ] .

[0156]  WIASC T IIARTE “TiRIR” K n X “-0-S(0) ,~0-" 2L [T o

[0157]  GnARSC AT I ARTE “ TR R R /n 20 ¢ =S (0) ,—OR™” 5L ], Hodr RY AT LU & B gk
J7 3 RS NG S IR, B e

[0158]  GNASCHTHIIARTE “RIR” F/nx “-C(0) OH” [FE A

[0159] QA SCHTH IARTE “Aigdt” Fonal “-No,” FEHE

[0160]  WIASC P IR T “58E” Ko “—CN” [ 5L ] .

[o161] LA SCHT HIIARTE “ Bz ” 2 7- 3 “-C(O)NR'R'” (5L ], Hodr R* A1 R W] LA A7 M
e Hobtdik 07 26 N Be ik ER AR 2k 830, T B3O E X

[0162]  WIASCHTH IARTE “Bifedt” Fama “—-C(O)NR*-” L], Horp R AT DUZ Hobedk
7755 BRI AR VAR, G0 B ST E S

[0163] A SCHTH IARTE “BBENE” R n L “ =S (0) NR'R'” [2E ], Horp RY LR 1] LA S7
MR HOGE3E 757 58 IRBERE VIRIA 26 L 2% 3R, b SC e

[o164]  GnAR 3L F AR T “ Rl i 7R 3K “ =S (0) NR™=” 955 T, Horp R WT DU Ho e
B O IR BRI SE SR, a0 b ST PTE

[0165] LA SCAT HIFARTE “IEH” £n “-S (0) -7 KIFEH .

[o166] LA SCHTHIIARTE “ Bk ” K on 2 “—P (0) (OH),” ZE[H]

[0167] LA HIIARTE “BEIR” R~ “~0P (0) (OH),” HIFE [,

[o168] LA SCHTH IATE “ IR NG~ 7~ 20 “-P (0) (ORY) (OR”) ” & A1, Hor R F0 R AT LA
ST R TS 5 2 IR BEE IR S A, a0 BT E .

[0169] WA ST IARTE “TEPR” Kan = “-S (0) ,0H” [EE .

[0170]  WiASCHTH R “H” BRI £

[0171] ARSI “0” FoRE T

[0172]  GnASCHT A “N” SRR ER T

[0173] WAL “S” BRI IR 1.

[0174]  — Rk, n &2 0 8¢ 1,

[0175]  — MR Ui, R' B A S B R 2 BUR Y C g BEFE ) 2. -NRR°. -N(R*) C(0)

22
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R*.—0R".-0C (0) R*'-SR" .-C (0) R\ —CN Bk -NO,, %, R ZA  ZEACER LB C, %t
EeixE. LIER R EE

[0176]  — ok Ui, R® & S BARER S B C g K. X 2. -NR°R°, -N(R*) C(0)
R*.-0R'"*.-0C (0) R*'~SR"' . ~C (0) R™*\—CN B} -NO,, ¥, R L% EHCER L BULH C g 5t
R E. LIk R 2

[01777  — &k i, R /& 4 & AR 3R 4 BUAR I Cp Bt 36 3 2L -NR°RYL -N(R*) C(0)
R*, -0R', -0C (0) R*', =SR'", =C (0) R"*, —CN. —-NO,. —CF,. -S (0) R"® 8% -S (0) ,R'®, iH , R® &£
HUAR BRI C, g J:’*‘z?i@\ X% —SR'\ —CF, 8¢ -S(0),R"s RN R® &%, —SR"'. —CF,
8 -S(0),R"®. FALIE R® 2R —SMe. —CF, B —S (0) Me.

[0178]  — KU, R A S B SR £ BRI C g Be gk i 2. -NR°R? . -N(R*) € (0)
R*,-0R',-0C (0) R**~SR" . -C (0) R™*.CN B NO,. 1%, R A LHUREU RS EURCIK € kit
K E. LM R &

[0179]  — Bk i, R5 2 ﬁééﬁxﬁdﬂi?éﬁxﬁ 1) Cpg BEFE X -NR°R'L -N(R*) C(0)
R*, —0R', -0C (0) R, —SR'', =C (0) R"*. CN 8} NO,. 1H¥, R® 25 SHACE R LB C L bt
A 2. LIEHY R5 S

[0180]  —#sR i, R® S A S HURBUR S HUR Y Cpg Fi g S HURBCR 2 BRI 4R 2L
FRER L BRI Cy s Mpidk R BURBUR BRI Cyyo 75 55 B HURBCR EHURI Cog B0
Fuk -CHR", 8%, R LB ECREIURT C g HEEsk -CHR",

\ o) *?é s N
[o181]  —JBk i, R I /\l i /\N \o
0181]  —BKui, R 42 ~
b4
H . H | H

O

I{ Q;>: "‘ﬂ g
J\ Iy —OH ‘S;T/ §\0H
NRN/ \)

-NH)C (0) N(H) S (0) ,R™, -BR"™R™, =S (0) R". =C (0) N () (CN) . =S (0) ,NHS (0) ,R**, —C (0)

*

23
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:;;f 0
N(H)S(0),R™\ =S (0),R" 8 ~P(O)RR™. &, R 72 1 /\N N’KKN\\N
St
;:;5 o
~S(0),R" B -P(O)RR™. RikHI R l /\N IN\\\‘N -5(0),0H, ~P (0)
e

(0Et) (OEt)  -P(0) (0iPr) (0iPr) . -P (0) (OH) (OEt) . —P (0) (OH) (0iPr) 8% —P (0) (OH) (OH) .

[0182]  —fRUL, R® 2EAHURBER AU C, ¢ KidE A HEURBIR EHUR C, 5 HBT

S AR ECR S BRI 294 BRE R BAR BRI Cq o J55E

[0183] —fKUL, R 2EAHURBER AU C, ¢ KidE AR BER S HUR C, 5 FHE

I AR ECR S BRI 29 BRE IR BAR L BRI C o 555

[0184]  — 8K, R RADBELHURBUR L ERI C s itk HH, R 24 LT

e

[o185]  —fkit, R A EERBIEREHURT C g FedEE —CF,. @3, R 22 EREL

RAEAI C g s, RIER RY 2 HEE,

[0186]  —MK L, R? REAHURERZLHURI C s HidE . -OR™ 5 NRR’.

[0187]  —f&kit, RY & -OR™,

[0188]  —f&kut, R™ 2 —OR*,

[0189]  — ki, R RLBURBUR LR C, ¢ ik,

[0190]  —MER L, R R HURECR ZHURT C g KEFE . -NR'R"\-NHS (0) ,R" 8 3E . HH,

R BAHARE AR L IR C s prdt skt . ik R 2 PR,

[0191]  —f&keii, R 2 —OR" BE -NR°R®. a5, R' J& —~OR" ., {L ik i R J& —OH.-OEt 8% —0iPr,

[0192]  —f&keii, R J& OR' 8 NR°R?, @&, R'™ J& OR', fLikfy R /2 OH. OEt BY OiPr,

[0193]  —fRit, R EALEURBIER AR 238 S IR SR Z U Cy ¢ It 2 HL

RECREHUR Cy o 528 BRABURBICR EBURT C, s HRME

[0194]  —fBkiL, R A EEURBUREEURT C, itk I RBR ZHUR I C, 5 HBE

I AR BCR S BRI 294 BRE BB L BRI Cq o J55E

[0195]  —fkit, R A EEURBUREEURT C, itk I RBUR ZHUR I C, 5 HHE

JE A ERECR L BRI 294 BRE R BAR BRI Cq o 555

[0196]  —fERiL, R BEAEHURBUR B C g gk, By R —al UK KR .

[0197]  —fESkiE, R BEEHEURBURZEURK C g gk, iy R —al UE &I .

[0198]  —MR L, R REAIURBREIURIN C, g Bk S BUREUREHURIY C, 5 FR%E

AR ECR A IR I 29 BREBURBAR L BRI Cyo 555

[0199]  —MER UL, R ZEHURBUCR GBI T & AR  BRE U BUR 2 BRI 05 7 ik
24
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Ce-10 g

[0200]  —fk UL, R A EEURBUREEURT C, g fidk R RBUR ZHUR C, 5 BT

HE A BURBR ZHUR K A4 PR BREHURBAR Z BURIY Coyo 535, W, R® 2& .

[0201]  —fEoR L, R 2EAEURBCR L IR C, g Bt SRR EHURIY C, ¢ FRkE

B A HURER ZHUR K 24 FR SRR SR HURIY Coyo 535, %, R 24& .

[0202]  —fER UL, R® 2EAEURBCR LRI C, g FEdE S HURBRZHURIY C, ¢ FRkE

FE AR BER BRI 2438 SR B R B R 2 HURIK Coyo 735 T, R 24

[0203]  — ki, R RAEEURBUREEURIY C, g itk S HURBR L HUR K C, 5 FRBE

FE A HURBER S HUR I 2438 SR B R B R R HURIK Coyo 738 HH, R 24 .

[0204] AR AED)E -

[0205]  ({[(2S)-2-({[(4-yRAIE ) &L ] Ak | &3 )4 FERWEE ] =& T )

R — 6

[0206]  (25)-2-({[ (4 yRKZE ) HAE

PBEN 5

[0207]  (28)-2-({[(4- JRARFE ) & ] Hedd | &5 ) -4 B2 -N-[2-(1H- Pgmg —5- )

LFE ] B

[0208]  (2S)-2-({[(4-¥RZKZE) &I ] L A )-N-[B-RHE R EHm 5-3) H

5 14— AR

[0200]  ({[(2S)—2-({[(4- ¥R2:FE) 2 I ] Pk |} & ) —4- FIL B 1 =& ) FE)
s

| N—

BRIk b 2R ) -4 AL -N-(1H- DY M —5- JE R E )

IR — L1

[o210]  ({[(2S,3S)—2-({[(4- &
) R — OB

[0211]  ({[(28)—2-({[ (4- ¥
B

[0212]  ({[(2S9)—2-({[(4- ¥RAIEL ) & E ] etk ) &8 ) -3- RN ] =28 ) F5&) I
MR — L1 ;

[0213]  (2-{[(2S)—2-({[(4-¥RZ:3E) & & ) etk } &8 ) 4- FEEE ] &% 4&)
IR — Ll

[0214]  ({[(2S)—2-({[(4-¥RZZE) &I ] A | &) 4- FRREE ] & F&)
IR L1

[0215]  ({[(2S,39)2-({[(4- ¥R ) &I ] e} AE)-3- FREAWE ] 2E T #
i) BRE OB

[0216]  ({[(29)—2-({[(4-¥RAEE) & ] B D &5 ) R ] & FE) HREA L
A 5

[0217]1  ({[(2S)—4- & —2-({[4-( =3 ) R ] A P T 258 B ] =
R ) R S

[0218]  ({[(2S)—4- FJ&E -2 ({[4- ( e ds ) oR3E ) Sl LSS b 2008 ) Jelest ] =% |
FEE) BERE L

[0219]  ({[(2S)—-4- P& —2- ({[4- C e dt ) 2836 ] U LSS b 2008 ) Jelest ] 2 |

25
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I ) R — O

[0220]  ({[(2S)—4- AIAE —2—-({[4-( FEEmpEEE ) A5 ] s W EE | &8 ) B 1 &
B OPE) BHR OB

[0221]  {[(2S)-4- MZE —2-({[4-( =PI ) Z-EE ] 2 LR | 20k ) Jemedt 1 22 |
A ;

[0222]  (2S)-4- FAAE -N-(1H- PO M —5- BEF L ) —2- ({[4- ( =3 &8 ) 2558 ] a0 I |
AHE) I

[0223]  ({[(28) -4~ 3L —2-({[4- ( =HFHEE ) FE ] 2l FHEE | 258
FIL) IR O 5

[0224]  ({[(28) -4~ 3L —2- ({[4- ( =HFEE) 5 ] 2l FEEE | 258
AL ) R — CME

[0225]  ({[(28)—2—{[(4—RIEE ) A ILEE ] &0k | -4 IR A ] &=
A -2- FEE

[0226]  {[(2-{[(4- &I ) T
A

[0227]  {[(29) —2—{[ (4- IRZEE ) A PWLEE | &5 | -4 WA | =2 ) PR
[0228]  ({[(2S)—2-{[(4-¥RRIL ) = FELE ] =&} S ] 23 T F&) B ;
[0229]  ({[(2S)—2-{[(4-¥RAKE) W B | & 13- RUBLE ] &2 | L) A
L

[0230]  ({[(2S)—2-{[(4- VR AF) A FELIE ] A GBS ] 3 PE) BRr—
W —2- LS,

[0231]  —46X T A SR —Lbrp [ AR AR G54 T AT 2D — DAKFR PO o IXAARE
FRA T AAEAE T R 8 S M2, 3 Ff R RIS 755 5 Pure Appli. Chem. (1976), 45, 11-13
o TR R A — SO A A

[0232]  RiE “ 2% ERIHESZIGER” 4RI O B b ST S0 B A0S 4 ) BT 7 A2 v 1 O HL
JE I /N B A AN G TR BB EN I el E A1) IR A K B« 252 ERTHesz ik
FFER T WA VIRERE TE VR T 15 T IO G R A 3 Bl R #h % Ko

[0233] DAV 5 % XA R ik i B0 2 T A0S 9 1) 1 e ek 02 xXCnT DLE Tt FH 3 4 R Ak 3 Vi
B AT, IX PR W e HLIR, 49 40 £R 1R S0 R VB R TR A R 5 5% s BCAHILIR, 19 tn &
MRRIEECR VN IR VIR N RV E DR ok IR BRI A TR VIR FH IR R
PUR MR K PR FH TR MR AT AR IR LT PR - ST IR R TR . AP R 55 %% (Handbook
of Pharmaceutical Salts,P.Heinrich Stahal 1 Camille G.Wermuth( 4% ), Verlag
Helvetica Chimica Acta—Ziirich, 2002, 329-345) .

[0234]  DAERIE A H IR 20 T A4 W 00 doin a2 1 =X n] DL i A ol =4 i Ak 23 1 R 30 A
X PP T AL, 1) an S AR AR SR AL B AR B SRS B S S B LR
L- K38 S HSEmE. A2 (benzathine) k2525 (Handbook of Pharmaceutical
Salts, P. Heinrich Stahal F1 Camille G.Wermuth( 4% ),Verlag Helvetica Chimica
Acta—Ziirich, 2002, 329-345) ,

[0235] X T AL-S WAL ER W] BL 2 3 A T 2K, 31 A A0 45 8 A B I LA

26
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XTI TR WK &) AL 5

[0236] AN & Bk U, AL G 4 S PIUHIR 55 52 0T BRI 1) 20 e A B X b AT — 3 1 8
Rl G AIIR S, BRAERE M3 SR 2 1R 53 S Ae T K

[0237]  #¥E A K LGP DA R 2 e A, RETE ER AP RHFTER,
{ELIK G X T HA A B8 76 A e B RS PR Y

[0238] AR BH AL A& FH 1897 s TR V] REAFAE P B N- BRI SZ 1k 2 (42 IR IR
[0239]  {E5 —ANSEHE T b, 3245 T 29 A, ARG 252 Bl Bz A R i £ /b
—MARRHLED .

[0240]  TEAR B o — NSt 77 G, 3245 T 1897 5 N- FBEIRSZ 4 2 15 AH DG e 1
itk

[0241]  IXLEET7ykn] DU amd i A R B2 A E S H BT A REN R D — R A K
AL & 23 AL A Y RIEAT .

[0242]  N- FELAKSZ A4 2 1877 B V6 97 2O A2 R 3 28 5603 » A0 45 (H AN BR T ok A -
CEWS AT BT AR PE (ARMD) 3 45 1 5% L HIR 99 A I 2« 2488 i 2 IS 9 AR 52 i IR B s 30 P40
R 5 9] 40 B A A P AR P, A S 8 T P A W A DG M B B 1 98 HH P A A D T B
B AR Jik 24 R A2 T B PR P PR JE AR (R AR ) L B LA R A (ROP) 2k
B AW A 22 0 D0 B 78 o P R ek i 5 A0 IO i A A B R KRR s o B K
Ji s I T AR IR A A TN A 2 T AR R A A I L A e IR LA A AR R
RAKES 5, 49 2 2 A MR e 2% B RO 2K (Behcet’ s disease) \ &G
FUAE A0 P I fk 29 P g A SR e M s (M L SIS T A ) R R R 5 R 8 (I
R TR ) 2RSS I 5 2 R PE— b M (S ZE5AE (mewdss) IR 2R PRI  J5 DL
REAT TR S MR 28 AW T 2T dEAL ORAS e — /DI R 275 0E (Vogt—Koyanagi—and H
arada syndrome) ;ISP / ¥ HY MRS I 190 LA D90 i 250 ik BEL 256 1k 2 9 490 199 B ke ik
BHZE AT D B 7K i« R P50k L 5 PN 68 0L R D T S i BEL 256 vy . s IR JEG 5028 L 53 ke
I Z5AE PR W 5 B Zh Ik 3 T GG (Coat’ s disease) 5% HL M B 40 I 454 9K UE | 2
A0 10X 65 P L PR 371 Sk A Mk 8 0L D9 I v e ik L 2 49 19X 165 S 50 ik L2 3330 ik g
Jp5 (CAD)  FEASE AR 2 R I3 9% iR 400 M P 400 W) o 48 AR JHL e i 40 B 1 o I PR 4R B0
WRES T B 38 AR Y R AR AR R 0 GO (Bales disease) ;B4 / T AR, 40
AT BRI 28 87 25 8 8 A0 9 9 A I 6 A« AV PR R G 8 B4 El O 5 A e R
H1 63 97 225 R 93 DR S 0 ] 7 A 1) 8 AN A TS T R D i g 4% B S S A
PR RS A2 5 HG A P e » 18] 2y 368 A4 P 39 3 PR o B 72 AR Do B i e, L B 8 A 1 B IR
T AL D0 B 7 5 Sk e M i, 497 T IR 2 R M i s RS 5 b kg  HIR A 2 2R 1 2 s 25 59
(POHS) MR Y ¢« 5 T4« 5 HIV IR GLAH O R AW I JEE 00 15 HIV [BCSLAH O 1 ik 468 M2
55 LV JBRGEAH 2% 1 5 280 JI5 S8 500 93 2 MR AR R I 98 S0 R 9 IR B8 1R AT ME A0 2 A0 Y JIE SR
BV~ T B T AR 190 P2 AR IR 4 v M A S A Ao 2 0 O 6 58 R b g 5 82 4%
PEIIE , 491 T €5 25 Pk A O I 48\ 5 AL I I AN R DR 1) 4 B R E L e R IR R
PRHELE M R A R IR A% [GE (Stargardt’ s disease) MR S (OB SUE  UUERY G0
(Best’s dis ease) LML E bR EITEFEE FEA R« X B LS 245 L =T EE 1K
HRJKE AR (Sorsby’ s fundus dystrophy) « B P [RCyHE S BERG AR L BE A5 G 45 AR E 72 A

27
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[ (Bietti’s crystalline dystrophy) FU AR EE (U s P REHTRL / 21, 19 G4t 1Y s
It 5 BB SR LA 2R DR ST 2R 5 e, 18] g ek e R O PR PR D B s AL €A 3R b R
SERMENEK | i 1 25 8 R0 2200 T 28 6 i 79 o Ik e 9 < Dk 28 M 2 A s« 408 T T R R A
JE e 2% b R VR A TR A 9B AR Do) BT g IR S L A A e o Jeg AR ) R 4 i g IR
PR C R 5 DA R M HI S i 0 P 25 e 5 10 L B » 4910 4 R P 2 Rk s T 2« vk i
B2 kb PEIRIR G FR b B2 A I A Y A P T S A i B R A B R R
B R e IR B ke B ZEME S P HIV A5 1 s s S s i e O I e (LS
FEIRBH KT ) AP JNE L 2580 B A 8 2L B AR N L e S 2 B AT
BEARIE A B2 e ONS it (I anfnf /R 2K 3 BRIC G (Alzheimer’ s disease)) &7 & L
SiE R ME R EI0E T DoB8R  ASSE FR TR S VG R MGD B2 BRI A G S oedln TV B AT
PEBZ 96 RS AR B2t IR 1 52 98« H OGHE A AIE 3 B PRI L 062 A0 28 AR 14 21T 98 R AH
KR RIIE LR T OGIR 73 S Ik BELZE | DURE [QBR sR B BE A 1 (Best’ s vitelliform
macular degenartion) . & 2 Pk AW 9 I 58 | 14 A ok 3 58 0K A0 Y I 955 48 (PVR) 5 LA B e ik
=7 2% 8% RPE [ 4T A H & 25 M 5 9 (Perretti, Mauro 28 A Pharmacology&Therapeutics
127(2010) 175-188) .

[0243] XA EYE M T07 A — RYE S N- FERIKSZ M 2 U875 10 9k i RO
W FLE (BFEAZS) AFEEAR TR IR R R @R PR 5 AH O T S B
Az (ARMD) 7 26 2 98 M0 « A FBE 8 A I P R R 352 Wi LS i 30 PR bR, 41 o e A
FHAE Y AR VE , G FE RIS HY PR A8 A O P B B AR 14 5 H PR S W AH O P 28 A I LR i A iR
B R ks g A LA BE RO AR P I A (I AR ) L J LA i A2 (ROP) « =
T DA o 22 A0 D B A O e R T Uk 4 AR IO IS 72 | B A B R K e R AR A i T R K
Ji s SRR L A A R T A AR A B A A e YRR BV A R AR D B 8 R ik 8% ik 4R, 44 G
SEZ A MEEPIR (LR R AR ZE TG RS ALAE A D00 I 20 M A L R e M (A
B SRU A% ST ) P RV B R (BERAR R~ 8 ) 2 A PR & I 58\ 2 ke Pk
— I MEE R SEAE (mewds) AR 2 PRI S DB 58 B AT PE AR &5 M 8 A I IS &1 4k AR
K — /MO R FHZ5A0E S I / ¥5 B T 05 , 18] a4 D) B 5T i OEL 358 A 3 PR oA i o ol
Ak PELZE  BERE SR B A A TG0 A DR 0L P 5% 0T A0 O 53 S Ak L 2 i i
IR RS 2502 B S 11 55 A0 0 s R Tl sl i 9 A G 5% 0 [ Bl T P 5E L
AR, o P e B 2 AL S i K 2% L A0 T B o ke ik BEL 2 4 1) 6273 S ) ik BEL 2 39 30 ik
J95 (CAD) FEFERS B IR M A 58 R 40 P AL D9 g 72 0 EL i 40 8 11998 IV R AR 60 KR
PEVS H 1H: 3 308 R A I s 22 R AR 2R 30 B s B 1/ T AR IR, 91 G A B PR IR 8 ] 250 6 58
PP P95 A0 O S ot 5 B0 RO 5 1B IR R« HRO'G B0 797 15 5 T IR R L O et ] |
TE ARSI TEI R AN AL TSR A D IS 9 2 ARy 5 A A AL D0 B A 5 398 A M i, 4] a4 A 1 38
TR PRRR. D9 IS 2 AR 1o B i 5, LA R S A T bl P P D B 2 5 IR M i, 497 G R 4 2R e
H TR < IR 75 i e IR A R 2R R 2 A (POHS) IR N 48 L 5 T AR 5 HIV IR GAH K
PR DA JBE 5 « 5 HIV IR AH O [ DK £ 25 b5 HIV B AH O 1) 3 26 o A% 95 o 73 PR A
i 2« PR R DR IE  THEAT 1 90 2 40 P JE R 0, L A0 P g IR Mg L HIR 5 4% L O
V% 1 P I S P AR A 2 A0 TR 6 5 R 5 a4 T 0 497 20 £ 3% PR A PR B % B A P o
FEA RAHR I A B PEAE  SE R RF IR PR ACE AR HEA S 78 A R JIrRe ke P AR i £

28
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P RAE  DUTHRE B WL I € 3% Sz I BT AR TR AN R X B X B R0 L <007 B PR
JREFA R RYEFPOMEFRRAZ | LR [ b 8 77 A RSB s I IR /
S ) IR R A 25« T2 LA R P 28 5 PR, 490 - PR P O O A0 I 0
ML (058 b Rz SRR R K I 9 7 5 € 5 R M 4% T A R ik 2% M5 R Ik % R e
A7 AL P IR PO J5 €, 2% B2 VR 5 TR AR o AV ) T e IR o A A e b e A
Ji 22 T 00 R L P bR 2 bR 5 LA S5 mi R i 408 ) 48 b 8 ) L e i » 4970 2 R 2
FR 2% R A« S i B 2 A MR IR (5 3 b R AR I AAE I A R S A P R B
R B PRI BB X TEARB AR P ZE MR E A  HIV A 0 S b SR 731
Ge I EWIE (R ARBI I ) FlEe JOE Fh 8 2L IR S B 2R AL L W Mg L A2
FAL SO B PR LL BRI A Bt L ONS e (A5 ] 7R R it B PG )+ 971 2% L IBUIIILE %
P9 0 J3 S /L0 B8R A AR I S VI 4%« MGD B2 JBR B3 8 & e Yo 5 e 7 M 2
RTER A B R IR PR B L FLOG I A ARARE I T MR PE O 2 AR AR I 5071 2 MITAH 2R
RIPIE A~ T3 VMR 70 SRR BEL2E ULy PG BN SRR S B AR P (5 3 PR I i 28 L 1 A 1
B AP ERAE (PVR) , LK G52 23 8 RPE FYAE f Fe A PR

[0244]  (EAZ I S g — AN S, 32406 T iR I7 5 FPR2 2 AR AH SC AW IE (1 7
Vo IXLE TR AT LA B L 17047 /5 B R i VR T AT R I 2 > — MR AL S,
AR, B 2522 B2 (K 2 R G AL i i sCBL RS A [R] 20 5744
AR Xt AR X AR R AT

[0245] A B KX T AL G245 Enl 852 (K 36 FH T 38 V6 7 LA R 9 R 24761 1)
PG MR 5 28 95005 » AHRAEAN PR T 265 M 98 T ML R I3 58 73 I P R R 52 Wi HIR I /i 488
IR 5 9] G0 S BRI AR MR P A P, A RIS I PEAF AR S T B DAL 1 98 HE PR AR IR AT %
T B BEAR Y K288 JE T A2 A7 Bl < A X I A2 e P R R AL Ao e A0 I S A2 P PSR
VBV Pk 2% RSSO X RS04 2 A S TR/ R R P B K B 5 SR P AR AR IR 2 M A %
R A A S 9 EEL R A s R I 8 Rk 4 5 58, o1 B e vk 2 A M R R AR L
FE FCIA  E M5 AL AEAL 0 AR 2% F 0 A S I MBI (M3 R AR 5% 53 TR 440 ) < 1)
HEBR (FERAR AR ) 2 IEMERRE R 2 Rt — M A RS AE (mewds) (IR
PIJEE R Ja DUBE R BIAT PRSI 28 VRE T 2R 4EAL AR B AF — /IR FH SR B8 5 I
/B W 451 U AL X 50y Ak L PR A0 A I S 7k L2 7 S I P9 st 9 PR
P I 73 S P BEL 2 « sy I s IR JE 5 A2 IR 0 0 A %45 40 I M sl Ak sk ) Ak R 0 e 1405 7
A B 55 P [ B 48 I 97 GIAE « 2100400 I J e Ak BEL 2 AL L SRt bk 58 W XSS b 2y
Kk BFL 28 A0 159 i 43 S Jk BEL 2 3000 k299 (CAD) 6 FER DR L8 9% L otR 4 H 1 0 1 i
T AR RIEL & M 208 U AT 2% S0 SRS H 358 AL A JB A2 R B 2R 8 B 5 Bl
P/ T ARSI, ) G A S IR 28 1 27 6 208 AL I S R IOl 2 0405 < B0 5 DS )
R B3l T3 TR 51 IR S ' S0 L - AU IR)E T AN AL U AL P s A2 iy i
FELAUL DA F A A2 5 384 25 P PIE 5 497) a0t 8 A P 3 5 A A0 o0 i 23 R AL o A » A B 8 A P
AL B AL 5 IR PRI , 491 IR 2H 2 0 5 b 7 IR 5 R IR AR 2 23 W 2 v i 2 45
(POHS) R A 2% « 55 B 1495« 5 HIV I GEAH IR AL A I P59 « 5 TV SRS 5 ik 238 B0
55 HIV RGEAH 5 13 26 2 500 93 i PE AL WO 2% L S VA I SR A6 1A T IR A = A A JEsE R
B FLE AR R IR 2 IR S5 4% k08 1 A0 S0 S P AL 2 R A s 8 R s 5 2824
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TEIPIIE , ] 401 5 22 PEAL R 2 L 55 R R AN WA 50 B9 4 B PEAE S SE R BRI PR
PRHE AR 5 TR AN B SRt Ep TR s (LB e DR Eg 400 P i (8, 3% B B F) IR T A
EIRAN R X B RS RAE L 23 B IR I 78 A ) R RO MRS PO AL | EE A R 4
AR E TRAS AT R s VLA / 2R AL, 9 O I 8 3 AR FLAN R A Y
FR AR 5 PR, 491 2 g e AR G PR AL I JBEE 2 A IR T € 3% b B S R M K i e T R
B IO I I PR J 2% R K I e R AL I TR P 5 € 3% b B TR 5 AR A RS
AV D 5 4 9 IR 65 5 2 P PR o0 2 T 4 e AR P R 2 JR 5 AR 2 i IR
e 8 14 2% Aol % B PR G 00 5 9] 01 s R P TR R 2 0 A2 M i B 2 e MR IR (5 5 b e
AR AR A i AR AT S AR I 3 B R 5 A S PR R SN 81 b A TRE AR BN KA
BELZE PR B AN « HTV A S [0 S B SR 3 e D UV e (A8 el ARSI R ) e %
E A2 2L PO S e ZE L iy AR R PR AL S RIE L A2 B PEZL ORI 7 BOJBE L ONS i
(AP Tl ZR D R A ) R 28 UIIEE « R PR« 2850 L oL B0 A I A I JOE S T 2K
MGD - B A 05 58 G e U S T s S S 1R B R 3 1 B i Ik B2 9%« FL OB MR AR AE S
g TEHE 2 AR IR AE ST SRR A S AE A T R L 70 SRR K BELZE . DUy £
SN SCIR S B AL M (B Z ML R 28 L B8 A P R AR AL B 22 (PVR) , BRI 52 45 B RPE
AR AR R o

[0246]  {EAEART 45 € 99 81) FH 4 2 Ik I AL B 0 1) S o B2 H B I 5 S A A DK R E
R ™ L B A R B LR I — BB MACIR UL R B SR IR DL R e 238 4%
[0247] i [e] /B 22 1t AR AT T 3 52 KT SR AL &4, 1A 25 1 U S T3 Oy R 255
s R A% AT E e A B0 K R AR MR R B s . XA R DR
P AL R 22 B B A BEE VS N A AN SR VB A B AR A HIR I R 7 BT
S AR NRLIS i #8J FH » m] RARE — 25 B 5  f RF AR I ) B I A & 91 G R AU
VB BRI BRF 20 A AR B, WA AR TIE & 1 29X R 48 (DDS) o BRI Al
2R LIE I, (HIX AR AL S PE W] LLAE NS [ LA 4, 521, 210 BT HER IR A AE A, LA
N R A B s A A A o 3 b, AT RS B OSSR S ML S e — B 2
PR A ) L FRORE T, B/ bt 2 FRIE T R P (19 25 5 IS 1) PITRE T IR 25 ) 2

[0248]  (EAK I o — NS Ty S, Rt T 2y MA G4, A S5 2525 1 m 45 52 1 30
PR D AR I EY . R 255 BRI RS 23T R 7 s T )06 0 5 i
il B e AR HA AR T

[0249] A WY I 29 5 0] DA% [ 1A S 80 L 2 v I A s JBS A i o AR 25 7 X
S, b R A G ST — A SRR S0, BE & TN siliE
Gt FH AT AL BCTEN LG SURER & AR AL S m] LU 5 K Jo s 255 E]
PR BGA G, T 257 UL IR 50 L LI BB LA L i T
I3 e w] U P P 28079 E 8 3 2 B LR S TR A I B  H e I S Skl =R Bk
AT BV AR RS EARE 8 F ek IR AR SRR R = R H b R R SRR, L
LI T [ A~ B A B A 2R RR 28GR o 55 8, ] AR B A 51
BERHFIANAE LR AR AL G DU UG R R s R 2E B s 1 ) e 4%
TELMAEHT .

[0250] AT AR WISV 9 Y] AR TGS T2 DA R 3, B 2 i JBEAE
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U P 7K B3 e eV R RT3 R AR BROMIURE LV 1 e S Bl e 3, BOmE 2R Bt . TR
22 DS IO 2050 T DU A48 b C 40 16 FH T & 29 A & W AT A 7 2k i) 2% 5 FF
HiX Sl EYml LS —Fhek 2 Pk B i CUR 2 Rl i B 4 iR 0) < B oRR), dn Bepd | LBk
BOREAS , PR, Wi far &7 T MRk, 25 GRS J 0], AR L2 2 b SEUUAITAT [0 ) il
e SA 5 IR 2% BT IR TE IR & A R AL G 25 i mT DL i 2 i)y
ARG . B R RT ORI < (1) AR R, Wik BR AN | LN B IR BB IR B
(2) FOREFR RN 1)« G0 T K GE K « B 8RB VE By BB TR IR 5 (3) K& 3R, WId B I oK TER
B R BB Rz AF e 5 DA K (4) JEE T, andel P Rt Il PR MR ulil A1 o 24 1 il AR A0 78 Ao A sl
AT LIRS 0 B AR A A DL RE SR AE 5 i 1 A i I H AT B2 AR B I B
AR o 28R UL, T LUK E AR, o SR AR R H vr A B — R AR R H I
[0251]  7E—2CfE 0, AR 1 AT A EC ol o o] DA S el B e e 2 1 X, b AR BHAL &
V)5 ¥ Tk A RRRE VR A, 19 AR BR AT IR S B U8 o X SB L IS T DL 2 AR B IR I B
(R, Horh AR AL G 5 K BGHAY BUR S 19 A e A2 i VA A i s v o

[0252] 25 G4 v] DL 2 TR AV E ST BIF I X o X PR i T DURRAR 2 A i 4d
FHIEA 1 3 0GR BGEER A E SV FRSR Bl il o DGR ]33 S R Ia mT LU e w3 i S n] 52
1) 8 1) B ) PP 1 I B R VR S S VR BBV AN 1, 3 TT TP SR . R AE R
P L AR BRI A . A T IR B 8, T DR AR A i 3R & 3, B HE A
R R H I R B R H M AR TR TR (R IHER ) , RARAFAE IR Ao, W12 JBR i B -3
TEA I HEAF I 2, B A IR I G50, A iR 855 o AR 75 8, W] LA N2 b3 By FS 71 it
A ETE

[0253] & AK G5 A G W] LRSS T a8 8 2, 460 a0 b o a2
Vs 7K VP B I T A P PR R BBV VR BB YR B A K VR AR LR

[0254] 220 A4 mT LA I R 6 77 A0 R R I AR DA 3 ok A3 1R 22 2D — B 8 Ak BH 4k
G255 B2 1 S R IR AT 2 52 1 e 2O R4S JF HodE ik ) 4l A
Sy ORI FH 1) BT ) ke 1l 2% o FEVBPRIC il P R T A AR L A A 29 0. 0001 549 5%
(w/v) ZI8], BAE25 0. 001 RZ 2. 0% (w/v) .

[0255] 5% - HIR 30 e FH R i, DI 226 b At P 26 2 R A v O 2 B R il A W R IX SR
FHVE WG pH BARE R 38 Y 25 b R G 4E R LE 4.5 5 8. 0 2 [1], % pH A2 RIE F{E A2
T o TR s T DA A B 2 2 T e sz B RS ) AR R R T v M

[0256] AR B I 2500 41 -G 4 vhmT LA R 126 7 70 . B AR AN PR T R 4L Ui U T B
BTN A T TR 2 S P R A K o

[0257] A3k A TS PEFE BT Tween 80, [RIFEHE, 78 2 42 BH B HE FH 155 h m] DL A 4%
FOCIE BB o IX LI FRHAR T 38 LGB R4 RN 2 IR AT 4 = & U &
RILET o 5 R CIR AT e IR A aifb K .

[0258] T ELI B 7 G I AT LS pnsk 1 o). SLAFRE AR T2k, e e |4k ah . &4k
B H o R Y BT A I e TS A R TR sz K R A

[0250]  m] LW HIH T4 pH B2 Az b 1R T B, LB T4 il 5512 R A m] B2 I BT
PR, 22 PR 48 Z R 26 S o) KT A R Eh 2 b ) B I O s B R R S b ) o B
AT DA FH R sl Al o 1 X e i ) 1 pH
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[0260] DAL 75 2, FH AR & BH A HIR FH AT 42 52 BP0 A8 A R0 6 B (AN B 1 48 Y6 R 8
BRACERIREN . S TE B T Z Ak P Jh 1w A Wb A T S AL FR PR

[0261] ] LAALHELERR A 500 o i L e M AL 7 B A7) o DLIE IR 2 6 31 A ML R
(edentate disodium), ANEiEn] DA B A FRB RIS KBS .

[0262]  iX 4L plJy i H 4% LA BT H

[0263]
o (% wiv)
MR #5 0.001-5
[0264]
5 J& 5 0-0.10
45 0-40

RAMFH 0-10

% 5 A 0.01-10

pH A% % pH4.5-7.8
HEAAH] WAEE %
REERR  ARBEEE

#hAkK 12353 100%
[0265] 7% WY AN PEAK 21 1A S 5 ) B BB e TR 52 A& 40, 3F BLEGGR T 1350 Y6 77 195
PR 53 224 ) BRI E 0 4 A T B AR B T R T A
[0266] %% AH FrIHIRFF FC ) 335 S R 4 Tk B R X, 0 B 7 0 4% T A
A, LI B THE A TR . &4 T2 0 P A 0 iS5 i ek e 58 M R 1
B IF B &A% 0.5ml 5% 15m] Z MENER. —MEETUEE A EE A BA0 7]
BRI, R E B R R ERE R IE S H B LA A M R 2 A A AR R R
] PR A A RS T, G U B R R 1 RN 8 WL Ik 1 RN 3 . I
PRRUEE A2 20-351 L,
[0267] AR BIFIAL S0 1T LA T T 25 00 1 T 3 24 R R T K T o 3 26204 ] LA
AR A S S A AR RSB R) (vl v g B8 2 A R e ) VR
et 4%, X MR AL R T 2, B7E BB P AR/ BRI LU i) .
[0268] K1 A A3 4 52 58 2 R0 7™ F My T 1] REAZAE T 2 A48 4k, I FLAF R 254 HA 36
TR (167 A S T AN 2R 3 97 SR P R0 438 248 0 748 B A o T 2
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[0260]  ASCHHIR KL SR A S PE MR L s CREEASE) gy, H+
Mg o N= PR BR324 2 (3l B REFS DU T I AT R/ SRR e . A1,
TEA R B H e Sy G2 rb, 32408 TRy7 5 N- IBEARSZ 14 2 5 AH QR RE IR T 5 . iX i
T AT LA o e A 7 0 2 A A S AT IR T ORI B D AR IS K 2
MAEDIRIEAT o WIASCHT I IIARTE “ 897 A R EWRE R 5 A9 S e A Tl
i H B R B i T 3SR A 5 22 33 B B skl o N R 29 A S R 25K
77 S, A B2 R AL AR LESEl T S, WAL SR AR

[0270] A BHILH Kbl g A T AL EWRITIE . RAEA KBRS LR T &
FRA AL 27 U AR T T AR BT VER A o T SO IR R R 1 Ul B T
] AR AR S A 5 I AL 540 o

[0271] #WAE 1

0 O u
ﬂ\ NH, HC R N R2
oy A
Rﬂ»

Q H H 28
[0272] HCOH N, N R R29 =2 R26 () H H Rt
Hﬂ/u’;; }jr . 3 )7 NJ\/N‘H"N Rr?
R R EDCI, HOBt H &

R £ ro R R Ogs e
[HATL, DIEPA) R4
LIOH ;ﬁ; LR N R?
EtOH
REQ RET
Al FHR

[0273] R =P(O)R'R® R =0R" J HR" 2 C_, ik

[0274] R R O0C, %tk R =O0R"IFHRYZH

[0275]  R"™ /& 0C, ki

[0276]  FEA K BG4 AP mT LIy fe | FR T skl eg . — Mok Uk, il LAZENS
PSR T 05 2 S R AL B R B AU T BR LA RIS N ) 2 SR ik . AT LA s iR (o, =
AR ) KEESUT s LS 2 B 2 IR 285, L BRI i g MLak (ol an, =
&) AFAE T FEALH) (40, EDCT) AbFRIR LIS B T a9 . I B, AU HAR
NGvE T8, J& T4 WIS [ W BV 2 8090 AL -G 0] DU AT 25 i FH A 27 O,
Kbl e o FELOREE AL 7 SR A I 401 fe (R T ST o o

[0277]  KEIFR

[0278] NV T, AIF T FRT— FECHA IR T T R T 440 s A AS e 75 Y0 1 PO R U B R T, I HAS
PRI AT SR A R B o AnAS SR B AR S5 AR5 0 B E , A5 D) S 53 ) s A A0 R SR

[0279]  AABL I AR N ¥ B0 5 WL, — e A R AL A ] LS A — B D AR
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L, FEAFIZLEAL S W] DL XS WA LR ARXS W AR 2o BRAR 55 A e il TR, 705 W0 4K O B 1
O AL A5 TR N WA AR BRAR RS VR G . — AR B G T UL S 2% B2
YR BB iR S I HLAS SO R R HIAL S A IR 2 22 b n] 52 1) #h o Ak T A B 9
Mo

[0280] Az WALHE T A7 2% L rl 2 K R 32 8 A& o AT A R AL S mT L&
A=A ERZ AN & A AN [F] T RAR LG A7 32 J 7, 90 5 *H (s D) AR5 H( 8l H) 8,
i °C B BT PC, 5, XN O TS W RUR F R B o [RIAY 2% A FH AT LA
DA B 73 BT A IR T T T o 28R, St A AT DA I AR A R AL S A AR
CHAR ) RIGIARN 328 XA ST LIRS B R 1 i % 38 0 A5 H ) 67 3% 2 AR i
FR A2 o

[0281]  DATR SEHEAFI AN A2 K 1 1t DT B 5 I BASTRA AN NAZ A Ad R 4y LA 77 X PR
T AR B o AU IR N SR T i, £EAN AR S B RS b e B A 200 T ] RIS RAR
SE AR AR A B L

[0282]  WIACSIIH I BOARN 51K iy 2y I, > il i [ 73 S Aa) 7 0mT BLIE ek DA 07 05 B8
TOREVRIRG . 280K U, EARX WA [F) 70 SR AR B E D0 T, T R G 70 &
[0283] L&KL H ACD FRAS 12. 0 7 A2, FF HLSE 45 A B 1 o TR A R 51 44 PR A
A 42, W Chem Bio Draw Ultra i< 12. 01 ACD fii4s 12. 0 82k B MDL ISIS Draw
2.5 SP1 HJ Auto Nom 2000,

[0284]  — MR UL, AW RAE A RRYE LR 5 58kT -

[0285]  NMR Jt:itE 300 A1 / 5% 600MHz Varian bit3)f HAESIE R LB 5%
P TMS B2 25 W55 5 L ppm 25 HE o e YGIEAE 589nm, 20°C \Na/Hal %R T Perkin Elmer
Polarimeter 341 Fidst.

[0286] VA I G ) BT AT AR R ARSI B AL A IR iR, 49 40 Sigma Aldrich,
Fluka.Bio—Blocks.Combi-blocks.TCI.VWR.Lancaster.Oakwood.Trans World Chemical.
Alfa. Fisher. Maybridge. Frontier. Matrix. Ukrorgsynth. Toronto. Ryan Scientific.
SiliCycle.Anaspec.Syn Chem.Chem—Impex.MIC—scientific, Ltd ;R 1, —&& 240 b [a] 44
S RGO AT PR &

[0287]  FRARGIHERE, WA B A&l Rl 1 00 ( B3hAE (Auto—column))
1F Teledyne—ISCO CombiFlash FAF AR A: R4k .

[0288] AU AN GO H R BRI A SORT / SR HE DL R Sk A i T BT s i
FEATA R L &

[0280] L SEHER AT HI LA NEES -

[0290] FEtOAc LR L BE
[0291]  Et,N =Lk
[0292]  CH,CI, s
[0293]  CDCl, JAREAT
[0294]  MeOH i
[0295]  CD,0D AR R
[0296]  Na,SO, it R
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[0297]  DMF N, N- = F 2 AR g fi

[0298]  EDCI 1= &3k -3-(3- I ZE NI ) R — %

[0299]  HOBt FRIL T =

[0300]  THF VY SR

[0301]  EtOH LT

[0302]  DIEPA T RNAE O

[0303]  HATU 2-(7- A A% —1H- 39 =M —1- 55 ) -1, 1, 3, 3— VU A IR /S FUBE IR 5
[0304] HCI iR

[0305]  SEjfs] 1

[0306]  HI[E]{A 1

[0307]  (2S)—2-({[ (4 JRARFL ) &AL | FREL | &L ) —4- FILR T Mg
[0308]
0

SR K

IYQ,
[0309]  7E25°CF, [ L- s B T BeEhEe £k (1. 75g,9. 35mmo 1) FM 20mL — & A ¢ ¥ ¥
RIS SR 4- IR - 2EES (1. 85g,9. 35mmol) F1=ZJ# (1. 95mL, 14. Ommol) « 7E 25°C F#i
FEITISIR G 30 0 Bh o WRAGIRAY), 5 Hal i b A OB fERE RS FAEH IR 4B - bt
(20:80) RAALIRRY, 152 2 AR AR I RN 1
[0310] 'H NMR(CDCl,, 300MHz) & :7.20-7. 33 (m, 2H), 7. 04-7. 15 (m, 2H), 4. 44 (dd, ] =
9.1,5.3Hz, 1H), 1. 74(dd, ] = 12.9, 6. 4Hz, 1H), 1. 54-1. 68 (m, 1H), 1. 50 (s, 9H), 1. 40-1. 47
(m, 1H), 0.97(d, ] = 3. 5Hz, 3H), 0. 95(d, 3H) .
[0311] DL Sifs) | A gl A R A 1 B i iR 2B 75 X B X Y. ) 2 2 1 i % )
236, i AT IR 1P,

[0312] %1
[0313]
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[0314]
[0315]
[0316]
[0317]

4
ek

IUPAC £ 4%

RAMIR

"HNMR b (ppm)

2

(28,38)-2-({|(4- 3 B B ) Bk K ) K
A)-3-F £ RRICT 8

XAy

NS IK)-L-
F BT B
hesk

"H NMR (CDCl;, 300
MHz) 8: 7.29 - 7.39 {m,
2H), 7.10-- 7.22 (m,
2H}, 6.83 (br. 5., 1H),
4.44 (d. J = 4.4 Hz,
1H}) 1.81 - 1.99 (m,
1H}. 1.36 - 1.46 (m,
IHY, 1.08 - 1.31 (m,
IHY, 0.86 - 1.02 (m,
6H).

(28)-2-({|(4- R K E) R | BE BB K
BARTE

A,

N(&A )L
EH AR T
;s

"H NMR (CDCL, 300
MHz) §: 7.26 - 7.36 (m,
2H), 7.09 - 7.18 (m,
2H), 6.95{(br. 5., NH),
4.40 -4.50 (m, 1H),
1.73 - 1.89 (m, 1H),
1.52 - 1.72 (m, 1H),
125+ 146 {m, 2H),
0.95 (t, 2H).

(28)-2-({1(4-RE B REIRE L KE)-3-
REARRTER

N-(BAZA)-L-
FRAERERT
B h Bk 8

"H NMR (CDCL, 300
MHz) §: 7.20 - 7.35 (m,
5H), 7.13 - 7.20 (m,
2H), 7.01 - 7.10 (m,
2H), 6.79 (br. 5., NH),
5.52 (br. s., NH), 4.70
(t, 1 =62 Hz, 1H),2.91
(ddd,J=19.0Hz ,J =
6.0 Hz, 2H), 1.47 (m,
9H).

i}ﬂéi-)i.&mn&'m

'E*@ "
YK

(28)4-F E-2-[({4-(= AT 2 XEIK

L SR 4 T 88
&E s

-7 flE Ak 4-(=
AT )R

"H NMR (CD,0D, 300
MHz) §: 7.50 (s, 4H),
427(dd, 1=9.1,5.6
Hz, 1H), 1.68 - 1.86
(m, TH), 1.52 - 1.66 (m,
2H), 1.45 - 1.50 (s,
9H), 0.95 (t, ] = 6.9 Hz,
6H).

(29)4-F 2-2-[({[4-( T 2 A E) K&
EESES S VA Ly

Ot

L- 5 8,88 T B
e

1-7 i k4 F
S e

"H NMR (CD;0D, 300
MHz) §: 7.27 - 7.32 (m,
2H), 7.18 - 7.23 (m,
2H), 4.22 - 429 (m,
1H), 2.42 (s, 3H), 1.70
- 1.79 (m, 1H), 1.51 -
1.61 (m, 2H), 1.47 (s,
9H), 0.97 {t, ] = 6.7 Hz,
6H).

S 2
il 1 N

(28)-2-({[(4- ]
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14
Br

[0318] (Al 1A 1 (2. 77g,7. 20mmol) FH 20mL R (RS MR AE 25°C R HiHE 3 /i K
(ImL) K PTAHREY, 85 H LT8R SRR FHZK  EKBERA WLE 48 Na,S0, T4, i g,
HAEWE FIRAGIEMR . H &R« Ot (1:1) WoErRY 4 W, 1593212 A 6 AR 1 A4
(1RGN

[0319]  'H NMR (A Hd—d,, 300MHz) & :8. 17 (s, NH), 7. 43-7. 51 (m, 2H), 7. 35-7. 41 (m, 2H), 6.
04(d, J = 9. 1Hz, NH), 4. 42-4. 53 (m, 111), 1. 73-1. 88 (m, 1H), 1. 53—1. 73 (m, 2H), 0.97(d, ] =
2. 1Hz, 3H), 0. 95 (d, 3H) .

[0320] DAL SEstifs] 2 Hhhxd o B 44 7 Bt o iR e 2RALLER 77 X B B R IRATT AL ) ol 26
k8 B 12, &5 R4 T NHEE 2 P

[0321] % 2
[0322]
LUk S IUPAC A #& AAb R TH NMR 3 (ppm)
B5
8 (28,38)-2-({[(4- R F B )y B K 1B b il4k2 | "HNMR (% 8-ds, 300

EIRE)3-FEEB MHz) §: 8.24 (br. s., 1H),
7.44 - 7.53 (m, 2H), 7.32 -

0
H H 7.42 (m, 2H), 6.08 (d, ] =
HO 8.8 Hz, 1H), 4.44 (dd, J =
\g \Q‘B‘ 8.6, 4.8 Hz, 1H), 1.86 -
2.00 (m, J=9.1, 6.9, 4.6,
4.6 Hz, 1H), 1.43 - 1.61
(m, 1H), 1.15 - 1.33 (m,
1H), 0.88 - 1.04 (m, 6H).
9 @S 2-({[(-RFF)REIRE] | FHAS | 'HNMR (%5-ds, 300

RE)Rm MHz) &: 8.20 (s, NH),
743 - 7.52 (m, 2H), 7.33 -

o)
H H 7.41 (m, 2H), 6.08 (d, T =
HO 9.1 Hz, NH), 4.38 - 4.50
\Q: O (m, 1H), 1.77 - 1.92 (m,
Br 1H), 161 - 1.76 (m, 1H),
1.36 - 1.53 (m, 2H), 0.89 -
1.00 (m, 3H).

10 QS 2-({[(a- B F KB K dial4kd | 'HNMR (% 8-dg, 300
£5)3- XL AR MHz) 8: 8.29 (s, NH),

[0323]
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740 - 7.50 (m, 2H), 7.32 -
7.40 (m, 2H), 7.18 - 7.31

HO E/ (m, 5H), 5.98 (d,7=7.9
ar Hz, NH), 4.67 (m, 1H),

3.02 (ddd, 7= 19.0 Hz , J

= 6.0 Hz, 2H).
It CS)4-FE2((M(EZRTE)E | FH44KS | 'HNMR(CD,OD,300
AR B RE R MHz) 8: 7.49 - 7.57 (m,

F 4H), 4.38 (dd, ] =9.4,5.0

F Hz, 1H), 1.69 - 1.87 (m,
F O 1H), 1.51 - 1.69 (m, 2H),
N ,U\N OH 0.92 - 1.01 (m, 6H),
H H

12 QSy4-FR-2-[({[4-(FEAKE) | TH4ke | HNMR(CD;OD, 300
REIREIHR )RR R MHz) 3: 7.25 - 7.31 (m,

2H), 7.14 - 7.20 (m, 2H),
_s 5 437(dd,J=9.2,5.1 Hz,
1H), 2.39 (s, 3H), 1.68 -
\QNJ\N OH 1.83 (m, 1H), 1.51 - 1.67
H H

(m, 2H), 0.96 (dd, = 6.2,
2.3 Hz, 6H).

[0324]  SEjifsl 3

[0325] =//h

[0326]  ({[(2S)—2-({[(4- ¥RZ:ZE) 2 I ] PRk | &8 ) —4- FILREE 1 =& ) B
BER — £

[0327]

-~ *"““iﬁ PO

[0328] FEOCF, I (2 FEE) BFR — CBEALRRE (82mg, 0. 32mmol) 1 8mL Jo/K — &

YRV R I N- FFSE IR (130mg, 1. 28mmol) « A E4& 7 (100mg, 0. 32mmo1) « EDCI (92mg,

0. 48mmol) Fl HOBt (65mg, 0. 48mmol) » £F 25°C N IEEAITIIR S 4 /M. FZK (2mL) VK

/tb % HHH IR CHE QomL) 2B W . 73 B4 =, 3 H K EUKBERAVLZ 4 Na,So,
i, I UE, HARJRH T kA7 vEM . 18 A (L ek IR EATH 100% 418 BBk 4tiAk

F)ﬂﬁﬁ%,Tﬁ»iﬂgﬁ@l%ﬁ(ﬁ’]%é% Lo

[0329] 'H NMR(CD,0D, 300MHz) & :7.34-7. 41 (m, 2H), 7. 27-7. 32 (m, 2H), 4. 33(dd, ] =

9.1,5.9Hz, 1H), 4. 06—4. 20 (m, 4H), 3. 56-3. 86 (m, 2H), 1. 67—1. 82 (m, 1H), 1. 46-1. 66 (m, 2H)

,1.30(td, J = 7.1, 2. 2Hz, 6H), 0. 97 (dd, ] = 6.6, 4. 8Hz, TH) »

[0330] DL Sujifsl] 3 rh e A 4-&4 1 B il iRE e 2R AL T =X B RE I R R A A= i 54k

G2 B 14, GRHAR T IR 3 3,

[0331] %3

[0332]
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i

R B

27/35 1L

wedh

TUPAC &4k

eI
&

"H NMR & (ppm)

g3

w5
2

(2S)-2-({[(4- R F X ) R A
£ )4-F R -N-(1H-m9%5- %
T X As

Br\@ o HNN
N»JLN N\/LN
H H

& AR T

2H-vgvd
-5-T e

TH NMR (CD,0D,
300 MHz) &: 7.32 -
7.39 (m, 2H), 7.25 -
7.32 (m, 2H), 4.57 -
4.76 (m, 2H), 4.33
(dd,J=9.5,5.1 Hz,
1H), 1.65 - 1.81 (m,
1H), 1.50 - 1.65 (m,
2H), 0.96 (d, = 3.2

Hz, 3H), 0.94 (d, 3H).

& Bk

QS)2-({le- R EX)REIHE)
£ E)4-FEN-2-(1H-mgw 5.
$—) TE KB

Tyl

& AR 7

2H-vg vk
<5-Zaftie

TH NMR (CD,0D,
300 MHz) 8: 7.35 -
7.39 (m, 2H), 7.27 -
7.32 (m, 2H), 4.17
(dd, J=8.1,6.9 Hz,
1H), 3.52 - 3.69 (m,
2H), 3.12 - 3.20 (m,
2H), 1.66 (dt, T =
6.7 Hz, 1H), 1.45 -
1.54 (m, 1H), 1.33 -
1.40 (m, 1H), 0.90 -
0.99 (m, 6H}.

133,

FEEK

(@9)-2-({l@- R FH)RE A}
£E) NS ER B 5 K)
IR F YT
Br.

N _Z-on

TR

¥ E 4k 7

S+(F

#)302H

Yoo vl
L

"H NMR (CD;0D,
600 MHz) 5: 7.35 -
7.38 (m, 2H), 7.28 -
7.31 (m, 2H), 5.83 (s,
1H), 4.33 - 4.44 (m,
2H), 4.26 - 4.34 (m,
1H), 1.69 - 1.79 (m,
1H), 1.52 - 1.64 (m,
2H), 0.93 - 1.00 (m,
6H).

& EEE

({[(28,38)-2-({[(4- 3% F X )R X% |
AR E)I-FEEBE IR
EIL S N TRt

o 64 8

(BT )
AR
LR

"H NMR (€D;0D,
300 MHz) 5: 7.34 -
7.39 (m, 2H), 7.27 -
7.32 (m, 2H), 6.27 (d,
J=8.5 Hz, NH), 4.05
-4.25 (m, 5H), 3.75 -

é e Bk

[0333]
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i

R B

28/35 11T

OLAT R 8
NN St ™
H H O

]

i 3k

38O (m, THY, 3.56 -
370 (m, 1HY, 1.76 -
1.92 (m, 1H), 1.49 -
LE7 (m, TH), 1.31 {1d,
=740, 1.8 Hz, 6H),
0.89 - 1.03 (m, 6H).

({12S)-2-({[(4- R R XK ) RE | K
A RE)ABE I RA)TE)B
R

BI”\@ o H O
NANAC N Po
H H 0}

F Ak 9

(BT &)
ik
LR

B3k

"H NMR (CD;0D,
600 MHz) §: 7.35 -
7.38 (m, 2H), 7.28 -
7.31 (m, 2H), 4.28
(dd, I =8.1,5.7 Hz,
1H), 4.09 - 4.18 (m,
4H), 3.80 (dd, J =
158, 12,0 Hz, 2H),
3,64 (dd, ) = 15.8,
11.4 Hz, 2H), 1.75
(ddt, J = 13.6,9.9, 6.1
Hz, 1H), 1.58 - 1.67
(m, TH), 1.37 - 1.50
{m, 2H), 1.31 (td, J =
7.0, 3.5 Hz, 6H), 0.96
{t, ] =7.3 Hz, 3H),

HPDSIHCE = & $¢ § 3% ]
FSE ¢ A%S &1 ¥ SF § SLJ
M — 78R

& WAk
10

(ALY )
b
L E

B4k

"H NMR (CD:0D,
600 MHz) 5: 7.32 -
7.35 (m, 2H), 7.19 -
7.31 (m, TH), 4.57
(dd, J=7.9,62 Hz,
1H), 4.05 - 4.18 (m,
4H), 3.63 - 3.77 (m,
2H), 3.13 (dd, T =
13.8,5.9 Hz, 1H),
2.92 (dd, J = 13.9, 8.1
Hz, 1H), 1.24 - 1.35

(1, 6H).

SRS

Q-{[2S)2-({[(4- 38 R X ) R &

BEIRE)4- T EEBE]R

2 LB BR-LE

Br.

T LR 2
Nf%@wpﬁvf

H H e}

1

W Ak 7

PA2-R,
Ik B
L St

H NMR (CD;0D,
300 MHz) 6: 7.35 -
7.39 (m, 2H), 7.27 -
7.32 (m, 2H), 4.24
{dd,J=19.2,5.4 Hz,
1H), 4.02 -4.17 (m,
4H), 3.43 (dt, T = 12.2,
7.5 Hz, 2H), 1.99 -
2.14 (m, 2H), 1.66 -
179 (m, 1H), 1.49 -
1.63 (m, 2H), 1.25 -
1.36 (m, 6H), 0.92 -
1.01 (m, 6H).

{CS2-({[4- R X E)RE K
RRE)ABAIRETEOB
MR A8

Ef%\ 0 Hﬁ\{})\
Ay
}/‘

P& 9

PR
T Ik
B A1 -
FRT
E S

"H NMR (CD;0D,

300 MHzy 8: 7.33 -
7.39 {m, 2H)Y, 7.27 -
732 (m, 2HY, 4.61 -
4,75 {m, 2H), 4.29

{dd, T 7.9, 59 Hz,
1H, 3.69 -3.83 (m,
1H), 350 - 364 m,
1H), 1.54 - 1.82 (m,
2H), 139 - 1.52 (m,

& &k

[0334]
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CN 104302630 A it BA 99,/35 T
2H), 1.27 - 1.36 (m,
12H), 0.96 (d, J = 14.7
Hz, 3H).
10 [({2-(1@-RFE)RE|FEIR | FRMA 7| HNMR (CD:OD, | &E&EK
E)4-FRABEIRE) T M 300 MH?) 5: 7.26 -
5 P2-4. | 740 (m, 2H), 4.60 -
3 @ | 475 @, 2H), 430 -
Br o 5 o Bl [439 (. TH), 3.60 -
\QNJLN,%;V&O,L w383 . 1D),350-
H o H o %5 1363 (m, [H), 1.68 -
Y AN 1.8 (m, 1H), 1.46 -
1.66 (m, 2H), 1.32 (t, J
=3.1 Hz, 9H), 0.94 -
101 (m, 6H).
I ({294 F £ -2-[({[4-(Z & F | F¥F4& | HNMR (CD:OD, & & E
BREIREBLRE AR 1 ‘gﬁé’;‘g?ﬁg g) 754355*@
st f m; 5 O s
%g;ﬁ.&)‘?&-m m-E (B9 |) =82 Hz, NH), 428
Fﬁ\@ o - B |-4:43 (m, 1H), 4.02 -
b ‘ 4.22 (m, 4H), 3.55 -
ﬂ’n\ﬁ Ao | BEE (m, 2H), 1.68 -
Btk
h] 1.80 (m, 1H), 1.49 -
1.66 (m, 2H), 1.27 -
1.35 (m, 6H), 0.98
(dd, T = 6.6, 4.5 Hz,
6H).
12 |(29)4-FE-N-(1H-vok-5- £ F | FHE4k | HNMR(CD:OD, | % EE%
By ERARTHRE L 1 ig iﬁgg) f‘«: ’ééﬁz* (s,
VA ,4.60 - 4.82 (m,
%s}:*'* 1AM vy | 2H),4.28 - 4.40 (m,
N | sowpe |1H), L71(dd,J=
F*Q )OL i HN\&N TR 13.3, 6.0 Hz, 1H),
NN 1.52 - 1.67 (m, 2H),
099 (d,J = 3.5 Hz,
3H),097(d, =32
Hz, 3H).
13 [({(29)4- F & 2-[({[4-(Z R F| TR4& |HNMR(CD,OD, |ké&EEK
DELSLBEOREIAR 1L OMHD 8T8
f m, O "
fg&&)?&& -k |J=7.9Hz, NH), 422
-4.47 (m, 3H), 1.52 -
Fx@ R FRE T 54 (m, 30, 099 @,
NN g ToH =2.1 Hz, 3H), 0.97
(d, } = 1.8 Hz, 3H).
14 |[({2S)4- F & -2-[({[4-(F £ 8| FMk | HNMR(CD:OD, |&é& &Ek
RE)VER KB BRERER| 12 |300MHZ)5:7.30 -
L SE 6 SLE ST 1 St 733 (m, 2H), 7.27 -
(B9 1) |7.30 (m, 2H), 433
.;s@ ] e 0 wins - |(dd,J=9.1,59 Hz,
NP, e | LH),4.05 -4.20 (m,
T Wj; g o™ ?; 4H), 3.57 -3.87 (m,
] 2H), 1.67 - 1.84 (m,
LH), 1.45 - 1.65 (m,
2H), 1.31 (td, = 7.1,
2.2 Hz, 6H), 0.97 (dd,
J=6.6,4.8 Hz, 6H).
[0335]  sijitifhl 4
[0336] &) 15
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[0337]  ({[(2S)—2-({[(4- WRZREE ) &I | Ak | &=L ) 4 FERmEEL 1 &Ik} F3E)
[ IREA LT
[0338]

Br \@ o 0
Ly A Fo

NN
H H 7

[0339] BAb&E4 1(350mg, 0. 73mmol) \8ml. EtOH.2mL THF A1 2MLiOH (1. 5mL, 2. 93mmo1) K]
WEWAE 25°C R HiHE 5 /M FEEA T RGP IR G4, F 10% HCL (3mL) K, SR J5 Hl L1
LEEAEEL . K ERKIRRANLZ , 28 Na,S0, 458, i 38, HAREUE N 4a s HE : &
Ft (25:75) MPERRARY) 4 K, 1331 2 A EFE ARG EY) 15,

[0340]  'H NMR(CD,0D, 300MHz) & :7.33-7. 41 (m, 2H), 7. 27-7. 33 (m, 2H), 4. 32(dd, ] =
10. 1, 4. 5Hz, 1H), 3. 89 ( fL W& , J = 7. OHz, 2H), 3. 35-3. 56 (m, 2H), 1. 67-1. 83 (m, 1H), 1. 48
-1.68(m, 2H), 1. 14-1. 23 (m, 3H), 0. 98(d, ] = 4. 4Hz, 3H), 0.96(d, 3H) . [a ]D=-18.1° (c
= 1. 00, MeOH)

[0341] LI5St 4 thEEAL S 15 Britiid iR e 2RI 77 X B X R R IR AT 2 4 il 2%
&Y 16 3 21, S5 54AR T N R 4 H

[0342] %4

[0343]

[0344]
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it BA

et

31/35 1L

ot
=

IUPAC 24k

L
R

'H NMR 6 (ppm)

o

16

(1S 3S)2-({I(4- R E & ) Rk |
POk )-3- T R OR B K
LT RREE

Br

NS NN Pon
H O

wAodh
5

"H NMR (CD;OD,
300 MHz) §: 7.34 -
7.39 (m, 2H), 7.27 -
7.32 (m, 2H), 4.18
(d,J = 6.4 Hz, 1H),
408 (A&, J=
7.2 Hz, 2H), 3.51 -
3.80 (m, 2H), 1.77 -
1.92 (m, 1H), 1.51 -
1.66 (m, 1H), 1.25 -
1.31 (m, 3H), 1.24 -
1.33 (m, 3H), 1.10 -
1.24 (m, 1H), 0.90 -
1.01 (m, 6H).

f & Bk

17

({12S)-2-({1(4- B 2 ) A 13K
ESEE S8 5 SE & SLF N
BE T8

Br©\ o y o
NP~ Peon
H H 07

'H NMR (CD;0D,
600 MHz) §: 7.26 -
7.42 (m, 4H), 4.28
(dd, 1 =8.2, 5.3 Hz,
1H), 3.89 (& &ik,
J=7.0Hz, 2H),
3.33 - 3.57 (m, 2H),
1.80 (m, 1H), 1.64
(m, 1H), 1.35- 1.53
(m, 2H), 1.19 (t, ] =
7.0 Hz, 3H), 0.96
(t,J=7.3 Hz, 3H).

REEBK

18

(12S)2-({ld- R XX )R E |8
P35 # SRS 350 F SE F I 4
BRME 8

Br \@\ o ~ o
N “v%o“

woH

"H NMR (CD;0D,
300 MHz) &: 7.31 -
7.36 (m, 3H), 7.19 -
7.30 (m, 6H), 4.57
(dd,]=8.2,5.3 Hz,
1H), 4.03 (£ 4%,
1=17.2Hz 2H),
3,53 -3.62 (m, 1H),
3.16 (dd, T = 13.9,
5.4 Hz, 2H), 2.92
(dd,1=13.9,8.4
Hz, 1H), 1.23 -
1.29 (m, 3H).

f & Bk

19

SERGCe =& 3% # 38 F 3% 4
B RBE IR TR BRREF

A
BrD o Y o
N)Lg NV%‘OH
T

H

e

"H NMR (CD;0D,
300 MHz) §: 7.28 -
7.38 (m, 4H), 4.35 -
4.51 (m, 1H), 4.21 -
4.33 (m, 1H), 3.34 -
3.56 (m, 2H), 1.73 -
1.90 (m, 1H), 1.55 -
1.72 (m, 1H), 1.34 -
1.54 (m, 2H), 1.21
(s, 3H), 1.19 (s,
3H), 0.96 (t, J=7.3
Hz, 3H):

EEE
B4R
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[0345]
20 | [({2S)4-F X-2-[({[4-(Z= M T | 444 | HNMR(CD;OD, | g EEH%
)RR IRE A RE KB | 1 gﬂﬁﬂgi‘fﬂg é} 745305'
" 1118 y
LB TEIRBE LB (dd,1=9.2, 5.7 Hz,
1H), 4.08 (& 4,

F
F>‘\©\ O H 9
! “v%w

J=7.2 Hz, 2H),
3.50 - 3.81 (m, 2H),
1.70 - 1.87 (m, 1H),
1.49 - 1.68 (m, 2H),
1.28 (1,3 =7.0 Hz,
3H), 0.98 (dd, J =
6.4, 3.8 Hz, 6H).

21

[({(28)-4-F E2-[({[4-(F # B
)30 A B ) S R B
ERE)FRIHRE L8

0
g
“u 0 5 O
]

KW
24

"H NMR (CD;0D,
300 MHz) §: 7.76 -
7.86 (m, 2H), 7.57 -
7.68 (m, 2H), 4.36
(dd, ] =9.8,4.8 Hz,
1H), 3.96 (£ &4,
J=7.0 Hz, 2H),
3.52(d, J=12.3
Hz, 2H), 3.07 (s,
3H), 1.49 - 1.85 (m,
3H), 1.18 - 1.27 (m,
3H), 0.93 - 1.03 (m,
6H).

raé
GEZS

[0346] St 5

[0347]

&) 22

[0348]  ({[(29)—2-({[(4- RFHL ) &AL ] PieAE ) AL ) BtEE ] 2 ) Tk ) B

[0349]

Br

T4,

H H

H

O

N_ B
g o

[0350]  4k& 4 6 (100mg, 0. 21mmol) \5mL — &0 e A1 R = FFSERESE (0. 16mL, 0. 63mmol)
[FIESRAE 25°C R e 3 /Mo UK K TR IR G, ARGk k. HAED - Ot (25:75) ¥
GO 4 %, 19 3 2 E SR &8 22,
[0351] 'H NMR(CD,0D, 300MHz) & :7. 26-7. 39 (m, 2H), 4. 28 (dd, J = 8. 4, 5. 4Hz, 1H), 3. 49—
3.72(m, 2H), 1. 71-1. 86 (m, 1H), 1. 54-1. 70 (m, 1H), 1. 34-1. 54 (m, 2H), 0. 92-1. 01 (m, 3H) »

[0352]  DL5SEjifs] 5 HhEEXTAL G4 22 Pritiid iFE e 2RI 77 2 B X R R IR AT 2 4 il 2%

AW 23, SRR T FHAEE S Ho.
[0353] 5
[0354]
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ot IUPACE #k AR "HNMR & Freey
w5 (ppm)
23 | [({28)4- F R -2-[((H-(ZRTF | 8411 | HNMR YA
E3E % 3 ¥ 3F ¥ 3% # AP0 (CD;0D, 300
,&Mﬂ P Al MHz) 8: 7.53 (s,

4H), 4.36 (dd, J

=92, 48 Hz,
1H), 3.47-3.75
(m, 2H), 1.49 -

1.86 (m, 3H),
0.95 - 1.05 (m,
6H).

[0355]  SEiEfs 6
[0356] 1) 24
[0357] [ ({(2S)-4- FHL —2-[ ({[4-( FFmimEat ) 2RHL ] &AL | FREL ) &=t 1 Rt | &=

5 AR ] PR —4Bs
g
~ O
6\©\ H
NAN’Q\NV
H H

[0358]

[0359] 7EO°C I, M 4L-& ) 14 (162mg,0. 36mmol) 1 8mL J& 7K — Gl FF e %) %5 ¥ 7 s

mCPBA (157mg, 0. 9mmo1) o 7E 25°C FHiF: TG4 2 /i o 10 ik op He AR it 7Rk e b A

PR« —8PEE (1:9) RALPTE 9, 1331 2 A EE AR EY 24.

[0360] 'H NMR(CD,0D, 300MHz) & :7.77-7.87 (m, 2H), 7. 57-7. 68 (m, 2H) , 4. 36 (dd,

J = 8.8,5.6Hz, 1H), 4. 05-4. 22 (m, 4H), 3. 56-3. 87 (m, 2H), 3. 07 (s, 3H), 1. 74(dd, ] =

13.6, 6. 9Hz, 1H), 1. 49-1. 67 (m, 2H), 1. 22—1. 36 (m, 6H) , 0. 91-1. 03 (m, 6H) »

[0361]  AMmEdE

[0362]  RIEA T KA EDFEMESN TR 6 . 78 (F12.10% FBS.1% PSA.400 1 g/

ml LR F M 50 1 g/ml B ER ) PG IRAEE KX FPR2 [f) CHO-Gal6 40 g, 7+ HAE (DMEM /5

% HE . 10% FBS.1% PSAL400 1 g/ml 8L Z M 50 1 g/ml W25 ) IsFEta e £ ik FPR2

EI’J HEK-Gqib 4. — MR Uk, 78 SEE AT — K, 4 18, 000 41 / FLISAE 384 fLIZ K Z
~d- BRI AT M o 85 R, £E FLIPR™™ Er M b &35 S 05 7a 1« 45 384 4L

ﬁl%*ﬁflﬂ@ﬁﬁ EP3 11 Mult iPROBE Hl#s N AKALIE R S8k il £ 25K - 7E 0. 61 £ 10, 000nM

137 BB Y BE R IRAL A . 45 SR ECs (M) RIZDAUE KRR

[0363] £ 6

[0364]

O- =0

%.0/"\
]
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[0365]

FPR2
Gal6-CHO
AHTUPACE AR ECq @M)
. . (0.%2h3K)
(28)-2-({[(4-3% 3R ) B A} RIR)-4- T R -N-( I H-v9 055 F 2.3
AR R Bt (0.81)
({[(2S)-2-({[(4- R IR IPOE ) B )-4- T R ARBAJREL T 0.95
FEER B, LY (0.88)
({12S)2-({[(4-1& R AR B A R )-4-F A BB E T 0.59
RO BR = LB (1.0)
([(28,38)-2-({[(4-12 R IR PR R )3-F SN Bh R R ) 2.4
VAR = L (1.0)
(28)-2-({[(4-2 AR R 3 A ) BAR)-4-F A -N-[2-(1H-v922.5- ) 47.9
L] BB (1.0)
(28)2-({[(4-32 KA RA PR A L RI)N[B-B A F B 5507 12
A ]-4-F A KB (1.0)
({[(28,38)-2-({[(4-& F A OFUR R 1 R A)-3-F A RBEATRA) 3.2
FRM A L (0.88)
({[28)-2-({[(4-3% FRORARIF ) R R B R F A MM 0.29
S LB (0.94)
({2S)2-({[(4-2 F ) FUR B BU)3- R ABA B A LT ) 20
Wedk = 218 (0.98)
2-{[@S)2-({[@-BF X)) RA A8 A)4- PR ABA|RA I T 1.8
FOBEER — LB (1.0

46
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({[(28)-2-(§ [(4-18 KA BRI A SR RBL R | 3UR ) F R ) MR 1.0
Fa (0.94)

({12S)2-{[(4-£ F AR F B 2R A R ) T A et — 0.8
722 B (0.94)
({12S)-2-{[(4- R R AR T B | BUR 3R ABLAR UL P A% 16
& g (1.10)
({[(29)-2-{[(4- 3 AR )R T BLR B0k KR B ) T AW R (0?5 8
{[(28)2-{[(4- F )R FBLA | RA 4 F A RB R R Tab 23
B (0.91)

{[Q-{[(4-2 R AR P SR B R B R T A4 BB & A-2- 1.87
B (0.89)

({[Q2S)2-{[(4- R KA T B8R 4 T AR RBAR R AL F ) 4.0
MeBE -0~k Y (1.00)
({[(2S)-4-F A -2-({[4-(Z= AT 2) R AR T at A ) 2R ) RBLATR 8.0
EIR N St (1.00)

({[(29)4-F AR 2-({[4-(Z A F H)FK R F ok ) 828 ) RBLA IR 2.0
AP ROMBEACE (0.95)

(28)4-F A-N-(1H-29748-5- 5 F R)2-({[A(Z AT ROREIRT 4.0
Bk} RR ) R B (0.91)

1(28)-4-F F2-({[4-(Z AT A )RR R T AR L 2R RBLAR & 1.6
&} PR (1.00)

({[(29)-4- T Fe-2-({[4-(F AU A ) B B0 BLAK ) SRUK ) AUBLA 2.1
FOR T AR = AR (0.90)

({[(28)-4-F Z-2-({[4-(F AR R R T B} SUO)AB A& 45
AP R Ty (1.12)

({[(25)-4-F 3k -2-({[4(F B F AR | R T B3R UK RBL AR R 133
AP AR LB (0.99)

({[28)-4-F J-2-({[4-( = AT AR R T Bk ) 205 B R 64
AP AR BEL (1.02)
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