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[0160]  FEAXTTTH) 28t J7 S, Ronde F &0 ek e S IV e i | e ik 2 2 P e A
FRIE Y At

[0161]  FEUXT IR —LE5L e 9, Ropddk [H &L e S e S8 I e 2k

-
it

Al
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[0162]  ZERXTITIN —SEsEjE R, Resik H A« —CHs.-CH2CHs .- CH2CH2CHs -
CH2CH2CH2CHs —CH20CHs . —CH20CH2CHs « —CH2CH20CHs . —CH2NHCHs . —CHsNHCH2CH3 . —CH2CH2NHCH3  —
CH20H. —CH2CH2OH A1 -CHaNHOCH; o

[0163]  ZERXITIN —SEsEjE y R, Resik H A« -CHs.-CH2CHs .- CH2CH2CHs -
CH2CH2CH2CHs  —CH20CHs . —CH20CH2CHs F1-CH2CH20CHs o

[0164]  FERXTTTH—L8SL )i )7 221, Rop y—CHaNHC (0) CHsEE—~CHaNHC (0) IR TR %5 .

[0165]  fEXTITH)—LESEHf )7 22 , Rapy—CH2NHC (0) Cr-slie

[0166]  FEUXTIIAY—LE5L a7 1, Rip NA - Cisfied B —CHoPh.

[0167]  FEsUXT I —2E5jifs 5 R, Rop AR B Ci-a 5t 2

[0168]  FE:XTTIH—L8sLjfE Jy =, Rip WA

[0169]  FEZUXTITHY—LE5L) J7 29, Reside A & —CHs . —CH2CHs —CH (CHs) 2 —CH2CH2CHs « —
CH2CH2CH2CHs  —~CH2CH (CHs) 2.—C (CHs) 3. —CH2CH2CH2CH2CHs . ~CH2CH2CH (CHs) 2. 37 1 3 . - 3R &
B\ —CHo (R HE) \—CH2 (PR T 52) A1-CH2CH2~0-CHs o

[0170]  AEZCXTTIIY) —LL5L)i /7 2, Resizk H & - fit 2 . —CHoPh , —CH2CH2Ph , ~CH2CH2~0-Ph , —
CH2CH2—~0~CHzPh Fl1— (CHz) 2-6—0— (CHz) 1-6Ph , e FFPh AT DI A R EACH B — el 2 Mk A
P b b AU L e AT R B AR AR ERLAR

[0171]  ERXTTTH-— LSz 7 =2, RepMIRes i 7 M 306 B & ek W R Be 3 L 5 3 L 55 1
e | T SR R I T S L A O A | Tk 5 R I e S | R O AR R I e R L R T A T e A L O 2 -
(CHz) 2-6=0— V. 478 A5t 1 48 J2 W e Ak 5 FLrp e 2 L IR Ie 2t | o 2k L 0 8 W Joe k| o5 S I e 2
T A I I PR I L AR U5 AU e s B e R e | 55 - (CHe) o-6—0— I At R - 4
Ve 2 A R A — 38 AT RA O AR B Bk — AN B ST e e 2 R L e s R e
S AT VIR T VI L O L R R e e e v R BRI A s BT R A% A S2 Rea I Ren
ANHR A

[0172]  ZERXTTTH)— S5 5 =P, Rep MIRep 7 M 3% Bk L B e 3k L 55 3k L 55 L W e
e A B I R OT A | O B b L R O AU W e s BB A I e | 55 - (CHe) 26—
O S I S B [ o SRS o 7 N B B T8 S B = 3 0 i S 2 B | B S
75 VT | 2 7 A U 5T B L B E A IV e 5 R~ (CH) 26— 0— MV 5 2 A1 A, 22 I J ik 2
W AR — 38 AT LN AR BRI BR — B AN ik B 3R R b b i AR
P BT T O 3 | 4 0 R R e R e ) A LA

[0173]  AEAXTTIH)—BesL i 7 = rp, Rep MIRep I V7 3 106 () & e 3 AR FL AN LY e L, HC
HH Rs FlRe AN HS N A

[0174]  ZERXTTTH— sz )5 2= h , Rep M Rep S A7 M 36 80 Bedik W B0 e 3 L BR e 02 IV
HE 77 FEAN TG FE P e 3 5 Horb RepFlTRep AN HS AL o

[0175]  fERXTTIMH— LSzt j7 2P, ResMIRes M 37 1 1% [ & . —CHs . —CH2CHs . —CH (CHs) 2 -
CH2CH2CHs  ~CH2CH2CH2CHs . —CH2CH (CHs) 2+ —C (CHs) 3+ —CH2CH2CH2CH2CHs « = (CHz) 5-9CHs  —CH2CH2CH
(CHs) o« BRTAI S VBRJRJE  IR 0 28 L —CH2 - PR TR 2t L —CHo— B J3 J8 . —CHa— 3R T 2 L - (CH2) 3-5-0-
CHs —CHaCH20CH3 M1-CH2CH2CHaN (CHs) 25 3 H. 3 1 Rsp FRen A H A -

[0176]  ERXTTI— 5L Jy =, Rep MIRes M N7 B 3% [ A - #6 3E . ~CHoPh . ~CH2CH2Ph  —
CH2CH2—0-Ph—Ph .~ (CH2) 3-sPh .~ (CH2) 3-5—0—Ph—~CH2CH2—0—~CH2Ph .~ (CHz) 3-s—0—CHoPh 1-
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(CH2) 2-8=0~ (CH2) 1-4Ph , He AP A AT DA AR BRI B f — AN B 2 N o e 5 s 25 e 5
F AR e L i AR A BRI A TS R 1 B AR, BT 3R 2 1 e Rep FIRep AN H N A

[0177]  ZAEAXTTTH)—LEsKTti )7 2, Rep Jy e H.Rep Jy e 2k o

[0178]  FEXTTIRH —LLs2iE 77 R , Rop N Ci-ski 3k H: H.Rep A C1-sf5t At

[0179]  FEXTTTRH) —L8s2iE 77 R , Rop A Ci-aki 3k H H.Rep A C1-af5t 5t

[0180]  7EUXTIIAY—LEsL ey R , Xe AT Mgk — AN B2 /-0 ] [R) W 10 M Joe s
[0181]  AEZUXTIIAY—BEsLiE 7y & rh , Xe AT 1 gk — AN 2 A -0 [ 8] B (1) Co-12 3V B2
Ho

[0182]  FERXTTIH)— 88 7 &, Xe AT e gl — A>3k 2 A~ —0- 3L B 18] B (1) Co-s V. b2
H

[0183]  ZEAXTITH)—LEsKhiti )y 2, Xe N Co-s Vit 2k o

[0184]  ZEAXXTITH)—LEsKTti )y 2, Xe Ny Co-s Vit 25 o

[0185]  ZEAXXTITH) L8kt )y 2, Xe N Cos Vit 25 o

[0186]  YEFUXTTTHY— L85t /7 &, Xpik H : ~CH2CHz— ~CH2CH2CHz~  ~CH2CH2CH2CHz— « —
CH2CH2CH2CH2CH2-+-CH2CH2CH2CH2CH2CH2--CH2CH2CH2CH2CH2CH2CHo - -
CH2CH2CH2CH2CH2CH2CH2CHa— . —CHaC (CHs) 2~ —CHaC (CHs) 2CHa—, —CH2CHa—0—CHaCHo—  —CH2CH2—0—
CH2CH2—~0—CH2CHa— — (CH2) 2-4— (OCH2CHa-) 1-5+ Fl1— (CHs) 2-6— (OCH2CHo—) 1-40

[0187]  FEXTIIM)—LSEsLfif 2P, Ze N —Ci-5 V. e — V. 75 J—Ci-s MV f5E J — B —C1-5 V. 5t
He= G 5 - Cr-s W e -

[0188]  AEZUXTITH)—LesLhti )y & , Ze—CHo— MV 2R —CHo—o

[0189]  FEZRXTITAHY—Ees2fitiJr &=, Rip -Xe—N (H) —C (=N-Rsp) -N (H) ResFlI-Zs—N (H) -C (=
N-Rsg) —N (H) Re;

[0190]  ZEAXXTITH) L8277 2, Ris/y—Xe—N (H) ~C (=N-Rsp) -N (H) Reg.

[0191]  ZEARXTTTHY—LLSLHE 7 G, Xp A0t g — 4™ B 20 4> — 025k AT [1) W A SIF. e % s Ros
6 A e R e S A Y e A

[0192]  AExCXTITH)— 28 SEHf 7 22, Xe oA Ve J o Romide [ 20 e B R e 2 A2k I e Ak

[0193]  FEAXTTTRY— 2852 7 R, Xe AT I M — N B 22 A -0~ [A] R) 7 11 30 58 2L o Rsp
FTRep M N7 i1 [ S FNE S s Rowtde [ 4 BE S ABE S8 0 I J6e 25 5 W7 472 2% 1F A2 Ron Al TRes A R AL
[0194]  ZEXTTTHY— B S2iti 7 2, Xe oA WV ke 3 o Rep AT Rep JH T 135 [ SR e 3 5 Repide
S BE IR S Y B 3 s BT FR 25 F A& Rep FIRep AN HB WA o

[0195]  FERXTIT) L85 7y S, Xe ATk L p — AN B2 N0 J2E [ W) W7 14 S e 2 5 Ree
e s Re A bE 4 5 Rowdzt [ 4 e A2 e S I e

[0196]  FEAXXTTTHY—LLSLht 7 22, Xe Ay Wt J s Rep Ay e s Ren oAy e 22 5 Rowidde L ot 22k
FHgE S e s

[0197]  AERXTTIR— L8z B, (L AW LL SR A7  Shil N 2522 Bl 52 1
#ho s il R Sho SRR #h el — R #h .

[0198]  ARAFFHEUE T 55 T W (0 4 M R A4 & ) 7732 0712 1R Sh i B A
ek H Bl T-XT TR SE 77 29 B4 — BRI A e 8 .

[0199]  ARAFFRAE T @IS A 3t A S E Rk B LR T-XT TR SLiE 77 &P i fE—
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T AL S PIBER K TS 3Eh P K TEN-a £ 5 i T i

[0200] A Jr8R4t v IE FshYiE A RCER R B B T-XTT T SE/ETr 2 iE—
TR S DB s KT8 3 3 W B TEN- v 2B 5 1 53

[0201] A Jr8R 4t v iE I mshYiE A RcER R B B T-XTT T L7 2 i AE—
T AL S PIBERAKTE FEh P K INF-a 22 5 1 T i

[0202] At pt v IEE FshYiE A RcER R B B T-XTT T L7 2 i —
TR A DB KT B W) B TP-10 4 B BB T ik

[0203] A JricfR it v IEE Fsh Wi A RCER R B B T-XTT T SERE T % 1 I AE
— I A B ER R TT S T K R PEOR K T A

[0204] A Jric iRt 1 I8 sh Ve A e R B B T-XTT TR SERE T 2 T I AE
— IR A B ER R T S ) IR B 4 T T

[0205] A ik T B R X TVERREIAL &4

[0206]

[0207]  H:HRicRocsRecFRacll T BT o X5 M Ho 22 B rT 452 1 £
[0208]  AXTVAL A 7~ 1 B B A i B DA T sQXV-XVIT TR 5 X
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[0209]

A XVIIT
[0210]  HirpReRicsRecFlp i ™ BF g S S H g2z b ml 4552 11 2
02111 X T RXTIVEIAL AR ER W W25 bl 52 10 £ Rac R Rac & AE — RS LA T RO &
() ZRER L B8 B L e B L 8 1 O 1 BN A (1% DU SN e B 5 G w B 6 ) 2R R AR A (it
WE R B8 A IO PR O BR BRI & 1 DY St e 31 8 R BB B — B2 AR A HUAR.
[0212] X TAXXIV-XVITIFAL SRS 18 227 bl $252 11 6
[0213]  Reife F 11 2 R Hk e dik e dal L i Ae 2 L —C (0) —0-%e k. —C (0) ~0-CHaPh \—C (0) -
O— 74 B BB BE R U AN e B U D i L O B e i | 5 AR R e L O R B A Y
S JR 5 B L TR g W e R | T A R I e e | R T R I A A R e g A, L e L S
B X I | A B L B N R kB N B NS TR S B R e N B A
Jot s | e T I e A A 2 5 SR R [ AT DA R R AR BOR — N B AN R b ik B ek
e AR X FR AE R R R R b i | b AU T e s | T R T e A R g A
B
[0214]  p O 20 55
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[0215] Rl H -

N/C(=N'R5C)'N(H)R6C

(\N,C(=N-R5C)-N(H)Rec
—v—y~ t

[0217] Vi A L8 -0 HI-NH-;

[0218] Y3k [ S J5e 26k NIV A5 5 AR e 5, A NI e s | NIV s 5 R I e i o AT — 3 AT ATk
M — B A0 [ 7] W 5

[0219]  Rocif 5 & e 28 I 3 He It -0 e ik L B BE W e 21t | e S B W e i e R UL T 05
H | F2 2  —CHo-NH-0— 452 3 F1-CHaNHC (0) — e 2 5

[0220]  RscHRecH N2 HBIE H & —C (0) —0—Hr ik ek IR pe it | 75 Bk 05 20 fe 2 L 55 S 2k I
e S SN T | ) S I L B R i A 7 B O s N - S (M Y PR B | 8= %
NG e A 5 FLrb e i VPR e I L O Bk L 5 R e L | 5 AR R U e L A O S L 2 O R I e
BRI R T S FRE E V be L | T - (CHa) 9-6—0— I 5% 5 A4 420 25 I e 36 2k [ v A
—F A DR BRI B — AN B2 AN O B R ek ek e i AR 2 R e
B O A 2R g R AN e S e o ) B R A, HT R AR A A Ree MTRec NS A s

[0221] g HOA S EEEL

[0222] M1 B A %Y .

[0223]  {EFRXTVH)— L5277 2P, RecATRac A £E — 8 PLIE JHE & 10 2R 38 L B8 A o itk e 2R
B A R ORI

[0224]  {ERXTVAY—Ee 52t 77 2, Rac MTRac B 76— LI B8 & B SR IR BOHE & 1 3R 24 0
7

[0225]  fEARXIVAY— L2 5 R, Rec FRac S 7E — 8 AT J B 4 11 25 30 BA 4 1 bk i
7

[0226]  AEFRXTVI)—EeS2fitiJr & , Rac AIRac A 718 LA A A 1K) 25 R

[0227]  YEQXIVH)—L852)ifi 77 B, RacMIRac A 7 — 8 LA AR & (10 R BR L B A 1) ik g 3
B A IR IR IR LR AR A 1 IR IR L B8 1 b e PR B G 1 B O 8 o R B B30k —
AMRe A BUAR

[0228]  fEAXIVAY—LES2jE 5 R, Rec FRac A 7E — & AT J B A 1160 25 30 B 4 1 e g
IR o A () R PR A I e B A AR BB Bl — M RoJE [ HUAR.

[0229]  FERXV-XVITIf)—LLs2jii 7 e, p h0Ek 1

[0230]  ZEUXV-XVITIf—2es2jfi Jy Z, p 0.

[0231]  ZERXV-XVITIf— 852 Jy R, RCIE H = 25 Fo gk Wi it e e 3t L g AR e 4t . —C
(0) 0% dk . —C (0) ~OCH2Ph . —C (0) —0-5 & , Uk \ Je Ik G A A e Bk Ok

2 %ﬂ

[0216]

b
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[0232]  AExUXTIV-XVIITH—2eskhtiJy S, Vb st Y MR tgl — 2 A~-0- 4
[ W7 P I e i

[0233]  7EUXTV-XVITIH) 2850 Jy &, -V-Y--0-Ci-0 ke d -8 —Cr-s I e B
[0234]  fEAXTV-XTTTH) —LsLjE 5 €, -V-Y-A-CHa— . -CH2CH2—+ —~CH2CH2CHa2- -
CH2CH2CH2CH2— » —CH2CH2CH2CH2CHa—  —CH2CH2CH2CH2CHaCHe— B —CH2CHa—0—CH2CHo—»

[0235]  fEFRXTV-XVITIH)—Leszii )y &b, Rootl & ek e AU i WP e 0 e Jh U 0 W de
FEAFRFE Bt

[0236]  AEZXTV-XVITIf—LEsCii 7 S, Recie H & be A AU S Il e

[0237]  FERXTV-XVITI)— 252 J7 229, Recide H & —CHs . —CH2CHs . —CH2CH2CHs  —
CH2CH2CH2CHs —CH20CHs . —CH20CH2CHs « —CH2CH20CHs » —CH2NHCHs . —CHsNHCH2CHs - —CH2CH2NHCH3 « —
CH20H., —CH2CH2OHA11-CHaNHOCH;

[0238]  fEAXTV-XVITIH)—LLsLii /7 €9, Racikt H &~ —CHs —~CH2CHs —CH2CH2CHs \ -
CH2CH2CH2CHs  —CH20CHs . —CH20CH2CHs F1-CH2CH20CHs o

[0239]  #ExXTV-XVITIf)—LEsjifi 77 9, o 91 AR HEEL

[0240]  {EaUXTV-XVITIf—S8s2fitir =, N2,

[0241]  FEaRXTV-XVITIf—S8sefiir =, th 1.

[0242]  AERXTIV-XVITIf{— LSy 2, RecFIRec M 7 M 06 1 &0 e ik W PR e ik L 5 kL 5%
SV e S R e A | A O B L O B e | gk O AR L b L L PR A I e A | 5 -
(CHz) 2-6=0— V. 478 A5t 1 48 J2 W e Ak 5 FLrp e 2 L IR Ie 2t | o 2k L 0 8 W Joe k| o5 S I e 2
T A I I PR I L AR U5 AU e s B e R e | 55 - (CHe) o-6—0— I At R - 4
Ve 2 A R A — 38 AT RA O AR B Bk — AN B ST e e 2 R L e s R e
S AT VIR T VI L O L R R e e e v R BRI A s BT R A% A S2 Rea I Ren
ANHR A

[0243]  AEXIV-XVITIH S5z /7 2, Rec MIRso M N7 M3 [ b ik BR e ik L 55 0 L 5 0
Ve S O SR S e | e T R | g O R R | R O U Y e s L A e R I e R L O
(CHz2) 2-6—0— MV 478 A5k 1 48 J2 W e Ak 5 FLrp e i L IR Ie 2k | o7 2k L 0 W Joe k| o5 Ak I e 2
HRT5 A I I BT I L R 5 AU W e s L B e A e | O - (CHe) o-6—0— I At i R 4
M e A e [ o R AT — 2 AT DU AR BRI B — AN B AN sk 5 e 21 R0 0 L e AU e
H e ARBE S PR I L 5 i | 2 7 A e R e R AR AR

[0244]  ZERXTV-XVITTH)— L8zt 7 22 P, Rec FIRec 7 b 16 B & e dik L 2R S AN 28 L0
F s HoRse FIRsc AN ES A AL

[0245]  AEZXXTV-XVITIH)— L8525 22, Reo MIRec A 37 b 1 [ S AN Cr-s e JE 5 Ho P Reo FRec
ANHR A

[0246]  7EXXTV-XVITTH —LE L7 0, Rec FlRec M 37 Hb 1% H & . —~CHs —CH2CHs . —CH
(CHs) 2+ —CH2CH2CHs » ~CH2CH2CH2CHs  —CH2CH (CHs) 2 —C (CHs) 3 —CH2CH2CH2CH2CHs » — (CHz) 5-9CHs  —
CH2CH2CH (CHs) o FR P 3 BRI VPR L 9 L —CHo— PR T 9 L —CHo— BRI . -CHo-FF L 25 . -
(CHz) 3—8—0—CHs . —CH2CH20CH3 F1-CHaCH2CHoN (CHs) 2 H:HRec FIRsc ANHE A A o

[0247]  FESUXTV-XVITIH)— 2852t /5 2, Rec M Rec Bl 37 M % H &t 2 . -CH2Ph . -
CH2CH2Ph . —CH2CHa—0-Ph—Ph - (CH2) 3-sPh+— (CH2) 3-5—0-Ph.—CH2CH2—~0-CH2Ph . — (CHz) 3-s—0—
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CH2Ph - (CH2) 2-8-0- (CHo) 1-4Ph, He i PR AT 4 — A B 2 AN 08 1 3R 0 IR R0k Vet L e
SR AT G TP ) HUOR R B s A Ree FTRec A F A AL

[0248]  ZEZXXTV-XVITIA)—Besjiti )5 2=, Rec FIRsc N7 36 8 & e 0k PR e ik L B e 3k
MV e 55 AT B e L s FL P Rec AlRec AN ER WA o

[0249]  AEZRXTV-XVITIH)— L8257 220, RecMIRec M ST b 16 B &8 e ik L 2R R A 3 IV b
F; HiRsc MIRsc A ES A A

[0250]  7EUXTV-XVITIH)—2E5L)i )y 2, Rec ke HRec etk o

[0251]  FEXTV-XVITIH —E52E 77 9, Rec N Ci-skt 3k 3 H.Rec AC1-sfie At

[0252]  FEXTV-XVITIH —E852iE 77 9, Roc N Ci-aki 3 3 H Rec AC1-af5e Ht

[0253]  AEZUXTIV-XVIITH—2esKitiJy S, Vik B L0 80— s YRk gl — D 2 A~
O~ A1 8] Bt ) 7 42 3 s n 90 s g 9 L 200 3880 915 Rocilke [9 4 - —CHs . —CH2CHs « ~CH2CH-CHs -
CH2CH2CH2CHs . —CH20CHs . —CH20CH2CHs F1-CHaCH20CHs 5 Rsc FIRsc S 37 M 106 (& e ok R e 2k R
ySvE | A N e O A ot S 7 S 3 N S O S =

[0254] AN HHE it 7 (A B A Rk B AR F XTIV XV XV AXVITRI S
XVITTYSEE 5 G H BT — TR AL A B ER R 75 S 30 B 40 B R+ =906 i 77323
[0255] A HFabFRAL 1t 5 e A A E R e B AR XTIV XV XV XVITH
FXVITIRY SERf 7 28 AE— T A & Pk sk > 75 5 30 Hh 00 20 i IR+ AL W 6 B 7 7%
Horp VoS, YR et g — AN B AN -0 R A TR W 1 W b s, o 9 182, tO 1, FF HRacike
BN ¥ IV e

[0256] A HFab AL 1 F A A R E G B Rk XTIV, 20XV XV X VITE
AXVITIRSE 7 S A — T A BB SRRk 5 S 8 W B TEN-a A W6 i 5 12
[0257] AR HFab AL 1 5 e A ZCE R Rk XTIV, 20XV XV X VITE
AXVITIR L7 2 A — TR AL S BERRT5 S Wb B TEN- v W6 i 751
[0258]  ARAFFabiR At 1 ik | S Wi A A&k 3 IR XTIV, XV, XV XV TER
AXVITTRSE 77 22 A — T A BB SRRk 15 S 8 Wb B TNF-a A W6 i 5 i
[0259] A HF kR4 1t 5 A A Rk Rk XTIV, 20XV XV X VITE
XVITT Y SE i 77 %8 o AT — T AL A B SRk 75 S 30 B9 TP- 104 M) & i 7772
[0260] AN FFibfeft T | B A e R L ER XTIV XV XV XVITA
AXVITT Y SE it 77 28 o AT — I AL S B SRRV T T B I B PR i I 7 7

[0261] AR FFEfedt 7 | i A e RiE H ER XTIV XV XV X VITA
XVIT T SE i 77 %8 o AT — TR AL BB SR A ¥a T 7 30 v 1) g e s 1) 77 V2

[0262]  ARAFFHIMA WP A S A i %A s 2 L4554 2 U8 SR L
AU T2, e 9 e 4 HEAS SO B 1 U BH 15 o ORI 5 T 45 1 R b R, 1 G A% 2 B et B
Ao a) (7R BN 5 ) (Sigma-Aldrich Company (St.Louis,MO0) , B3 5 T ¥ FH A 45
B B AN T BN T v A (A WA TR 2R A A A A wi ey 5
1-26%& K Louis F.FieserfiMary FieserfJfHL& KR (Louis F.Fieser and Mary
Fieser,Reagents for Organic Synthesis,v.1-26,Wiley,New York) ; 19954F [ JLfg == 2
FERBAAL B o AR 58 1-635 1A lan R.Katritsky.Otto Meth-Cohn.Charles W.Rees
KZi 5 AN E R F M (Alan R.Katritsky,Otto Meth—-Cohn,Charles W.Rees,
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Comprehensive Organic Functional Group Transformations,v 1-6,Pergamon Press,
Oxford,England, (1995)) ; 19914 [ JEkg = AR B (K B5 4% & AR kL HE AR ) 35 1-85& ) Barry
M.TrostflTan Flemingfl 4S5 AN & & (Barry M.Trost and Tan Fleming,
Comprehensive Organic Synthesis,v.1-8,Pergamon Press,Oxford,England, (1991)) ;
BiAuf] . Zm B AR FEE BB A AL T Beilsteins Handbuch der Organischen
Chemie,4,Aufl.) (Zm%e) 75 E A0 MR MRS HH fickt (Springer—Verlag,Berlin,Germany) ,
FLFEIG T (P22 Er A B TR AR 28088 23R 1)) o

[0263]  H A, A% 20 FF A A VR A8 R LA T il 46 5 WAL S 0 by 7 v v i — Bk
il 2% o AN QTS S AR 52 O AL BR TR 22 2 2 1 5% A0 B A vt 772 (2 L2005 (1v)
FEHIARKIVOCH) 55494 87 T fKatritzky (Katritzky,ARKIVOC,2005,iv,pages 49-87) ;
20154 (K 4k 22 3B R 555136 [ Zhang 1) 55254 %265 7T (Zhang ,Chem Commun,2015,51,pages
254-265) ;s BT, e A A4 G =X TX-XXXT (1) H L) 7] 5535 A i % iR s vz DA SR A6 AR 2 FF 11
AW (Z N19864F FE51 HHFIMaryanof 1A ALAL 22 24 £ 51882188411 (Maryanoff,
Journal of Organic Chemistry,1986,51,pages 1882-1884)) AEN A —"1mWl, it &
Yy G WX TX-XXXT AR L) m] 5 BRI B — 0 Ak &4 s B2 AR Bt AR 4 JF AL & 4 (1
WIL,N, N = R TR JE R P % [CAS5693-13-0] N, N/ - PR FL i — W % [CAS'5-538-75-0] .
N-Z.FE-N" (3- HZE LT ) B’ W% [CAS'525952-53-8] .1, 3— % FH 2R FL e — B IV i
[CAS'5T726-42-1].1,3- 4B FR OR Ak B0 L SE) o 1E N 5 — Aol Btk &4 G =k
XTX-XXXT {3 LL) n] 5 HUACHR L me—1-FF PRAL S 400 i 4] oN- P etk i — 1 - FR Pk 6 92 £ W N-
JG B Ak P — 1 - F Ok 2 i N A - L - R DR ER IR R ON-FA PR R - 1 - PR SR R R 5 IOBE A
RAEAR AT EY [Z IL20004E 56 10HH I Lee M AV A VAL = A YL 2210 1 S8 2771 -
277471 (Lee,Bioorganic&Medicinal Chemistry Letters,2000,10,pages 2771-2774) ;
19994 Lee )& I 551495-1499T (Lee, Synthesis, 1999,pages 1495-1499) ; F1[E b & F|
AN FHW02005/051380 (Scobie) HISLjiti#5162-65] .

[0264]  {E 9 53— bl el &4 (G XX TX-XXX T B LL) A 5N, N -X(-BOC-t -1~
K (CAS'5152120-54-2) e M PAFE Bl ——Boc BUACHI A (Z IL19994F 58 34 HiBernatowicz )
VU A1 T 55 3389-3392 71 (Bernatowicz, Tetrahedron Letters,1993,34,pages 3389-
3392)) .

[0265] SR 4 iR T T il A% 30X TX-XXXTF w0 44 e £ 38 A )y 1%, 7 L VR 22w )
WA A R A A Y BT il 4 v B A Ak & 0 1 228 SCikad s 51 AR S, JF
HAEHEFEELHS7,799,800 Wightman, Z Wi 1 583A-)) EE LF57,115,622
(Crooks,Z WM JT RIT ITT VAL 1-3.5.67-69) \ZEH L F'57,579,359 Krepski ,
Z WS RVIAIVIT) (32 [ E R H1E2013/0230578 (Wightman , 25 WL 51 155 4-A-D) L 35
[H 5 H57,163,947 (Griesgraber, 2 W75 VI TS 14743 A-F) 3£ H % F]'56,069,
149 (Nanba, Z W65 10.12.17.20-21.28.33.39) £ H L F'58,728,486 (David, & I
WAEWTNT) L EE L F]57,968,563 Kshirsagar) 35 [H L F]58,088,790 (Kshirsagar,
Z W JTRIV, SEHEHI8H 73 A-D, K FI56 5 73 A-D , K16 288 7 A-E) 3R LA 58,168,
802 (Hays) £ E % F]'59,034,336 (Ferguson) - FEH % F]'57,884,207 (Stoermer , 2 W7 &
VIT, L2863k 4 A-B, SLE 633975 43A-D) .
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[0266] AT G4k A T HI AL S 0 o TR AR Ak S P ) — LR A AE RXTX-XXXT o
H.rPR2 Roa RoRac R3R3coRasRacR7 R RaRe VAW X XY Z Zpm+ J K. q A 1 _F iR SE i 77
FHE—THTE Lo

[0267]  FEA A FT AL G PDE il 48 vpr , AU I B AR N 53 B 2 FR A, £ vp () A4 AL S VY
He B R8BS R IR 4757 8 B RE B 7T B AL 0 BN  IX P ORI 1 75 ZOR AR J547 2 B fe A
A Jo MR S R0 BRI S AF T AR AL o 0 TR 9P A AR 40 B B8 BT B S BL 3 w2 WL 1991
FEEE AL John Wiley&Sons 2 &) HARKIT. W. Greene FIP. G. M. Wuts K43 HL & &b (1 = 4
JEHF] (T.W.Greene and P.G.M.Wuts,Protective Groups in Organic Synthesis, John
Wiley&Sons,New York,USA,1991) .

[0268] 73 8 MIAEAK Y B R 5 V5 A AR ] F T 70 18 2 A 22 FF ) ] 5] v 458 AT TRMAL &40
IR AT, 1, A AL (i (5 OB (i (HPLO) 3 A fndek e 5
WS AT ) A il vs , R 2 i V20) T4 i Al sy (BT8R0 2R EHIR o

NH, NH,
N
_ \>—R2 N | N\>—R2
[0269] R ~H Ry NN
R4 “)s\ Ra W’“Z\
| h}’lH Y?IH
A XK Ry XX Ry
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A XXV

XXV
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[0271] Rie Vv

FH XXX @ NH
q

[0272] 7R fif, 6 TaRI-VAIXTIIT, 24 “Q" LA S , 5y 3 3R A PR TR BE2E s 24 “Q
N-CHo=" I, T R TS R T e 30 5 24 “QUy—CHaCHoCH2=" I, JE BT T A9 38 R B 8
4 “Qy-CH20CH2=" I, B BSCH BT 4338 0y DY SR I 25

[0273]  Foitsd A TE t , a2 B BRI B A BY) B A SO frid AR b A7 A2 il —
ORI, ST PR A e ] (BB A 40, 6 T 5 A “-X-W 5 2 -X-" 1 =0, B4
X" B e ML R

[0274]  Jy v fai S AT A, B3 AR, AR AT HI S P B — 4 & W] DA Rl e A 448
T i) ABSERR b Ay B9S2 AR el 4 (BG4 (B ANE , Z 53 A4 AR b 44 (] an i
B R RBAR) VAR LA R AR ] B ik AR A A R ROTE A (A2 15 B i 2 D
[0275] B fdcth, N2 FRfgE , 0 T30 I-XVITIRIAL A9 , B W B4 v S7 A e i (AN 2
7 B a2 [EDA AL A (B ANE , Z 5 A4 AR A (Bt e e b 44%) L ARXS Bz
M R AK T

[0276] AN I HIAL G WEER A CAAS [F] ) TLAR S A TR aUA7 A, JF HLRL 24 B P A7 1% Ee B 2
IR B AR AEAS A T B N o B, B2 FR AR, 0T X T-A0 S 4, B s B 465 i 1
AR RIE it 1 I i R 22) o

[0277] P FFHIAL A VDR A 2538 ]l IR nl AR A AR N R B B R FI I =LA
Kl 2% o ML R b, W] AR Y B AR DR R % ML ] i A s (BN KR BB IR e 40) 42
N ZELL P AR NI G AEACS RINBI T ) 14 A T. Higuchi MIW. Stellaf
“VERNF LWL RS ETZ” (T.Higuchi and W.Stella. “Prodrugs as Novel
Delivery Systems”,vol.14 of the ACS Symposium Series) F119874F 3 [H il 24 2= Ffi,
& AL Edward B.Rochef & I 25 it i i A W) T i 84k (Bioreversible
Carriers in Drug Design,ed.Edward B.Roche,American Pharmaceutical Association
and Pergamon Press,1987) &4t 7 5¢ T RIZE I Tk .

[0278] S AATU A B AN SO B AR L T A SR R T AL B b (A%, 1
ST B T T AR ER R Rew RawRawRsRe R« QW XL Z R {9 — A1) 5 2R T S2 ity
ST — B i AR — AR B A AT A B BB & RO — A e A A
NIFHISEETT 5 -

[0279] ARSI W AR N SR B, 0 T A SOR KT T-VIk &b i — %, X
TT-VSEZ i 5 5 BT — T 25 BRR1 R RsReRen QW X\ ZH (4 — AT 5T T-VsE
77 P AR — T ) e AR B — DN A BATA S AR B IR A S PR
AN TR SEE T % -

29



CON 107922416 A w Bg B 95/40 T

[0280] AR B EL AR N SR ER AR, AT A SOR B R SV I-XT A 04— 3
AVI-XTI8E it /5 % BT — T 19 A8 = RaRoa RsaReams J KA ) — A 5VI-XT 15K
T PRI R E TR R AT A S AR IMRA S P e
NN FFHIE T S

[0281]  AnAGUIRE HE AR N SR, A T A SOR R AX TS E—3, X
XTTT 8L 5 2 H AT — T [ 48 = Ris Rep< Rsp < Rep R7e Xp ZsH I 5 — AN 1] 5 AX T T T 8Lt 75
FHE—SP R EREP R DR N HTA S AENTARAS T E DM A
AT SR )T % .

[0282] ARG I E AR N S B AR ET, A T A SOR XTIV S R I — 3, K
XIVEEHE T 2 A — T 1948 & Re<RicRacRacRacRseRec VY g t H B — 1] 53
XIVSEE 7 Z P AR — B R e Eh ) — PR 2N HTA S AR IR AG &
— AR AT SE T T 5

[0283]  fi A UL Sl B AR GO ER M, T AR A sCXV-XVITTAL S i A —
& AXV-XVITTSE 5 2 b B AR — T ) 22 B Re\ Ric RecwRsevRec VA Y pr g tHH R — N AT
HRXV-XVITISEHE 7 i E I e &R — PR HTH S A EN R4
AR DA R T KT R

[0284]  ZWeH &A1 AE Y M

[0285] R RTE A AT LA G AR N ZMA G ST A B ER AR LT HIL
EWEEE CRSCHIA ) 52455 BRI B MBI &5 & .

[0286]  F T A B 2540 & Wb B A A P Bk R 1 U7 S 0 AR AR ST R N SR 2
(PR 28 T A4k, 1 A A VB kB VR A 2 P o 38 A4 1) 1 B P TR K 45 247 6o

[0287]  H T AN HI WA G P B A P Bk I 0 U S 0 AR AR ST R N SR 2 %
(R PR 28 T A4k, 1 Ak A VB 3k B VR A S P o 38 A4 1) 1 o P TR K 45 24 77 6 o

[0288]  fE—LLsLifi )y b, RN G B 2 W IR T R 73 BURT 2 DA 1) 52103 12
L1009 5055 T 32 (ng/ke) ELAIS0Z 0 R T 30 (ng/ke) , LI LI L0F e R T 30 (ne/ke) £
5mg/ kg I 71 & A S PEER .

[0289]  fE—LLSLjfiJy b, RN TR G W0 & A R IS MR 23 BORT 245 LA S (] an il
#EDuboi st A £90. 0 1mg/m* £ 415 Omg /m” () 71 &: , 323X i A R T AN () 2 A
ZARF I E T m’= (F Bkeg” ™ X HFiem” ™) X0.007184, K& 1E— sl )5 K,
%7 A] e R H X ANYE ] B R R A A VD EER BUH B R B AT o 7B X B S it 7 S 1
— o % A R W AL A LA 2 R AR )0 . Img/m” E Z)2. Omg/m* [ 51 & , 451
U1, 230 dmg/m* A 211 . 2mg/m” [ 71 & o

[0290] AT fd7 H 22 B 7 ALK A o3 I A S P B0 it T Bl o AT A FE ) 790 28 A 468 461
FRNEE ) R By B A0 R0 L R BB R RS FHRE RS AR A= e o 7 YU As i 79 (4] 2
B IR 35 2 W 771) 46 o 3o 1 ) 2R AT A W R v e R 24 2 AT e 52 ) g A R A TN 79 i
B i KTV LA AV VR Ay 5 AR 4 A K A IR o D0 1 R0 AR LA A A AE B K i R
[ —BhEL 2 MR A TSP ELER .

[0291] AL A FF B AP Bk AE AR 15 S8t 491 1) 6 R JEAT 1R S 56 v 5 - i S A e DR - 1)
AR X e 2 BUR AL S B ER T T AR 2 AR 7 23G9 2 R AR TR
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7 2 PG .

[0292]  ASCHTR A VIELER AT NG T 7 S M R YT e A B AR SCRT R 4L
A NECER PR 2 A B TR TR (LR T A B S R R R PR R R AR R R
IR R PR SS) S A EH .

[0293] AR SCHTIA AL A P BEE AEAR U5 T A 447 16 22 56 P 5 i it DR (87 4, TRN-
a,IFN-y JINF-a,IP-10) {74 IX 2e 25 R B AR N H AL G EEh T T UL 2 AN )
77 AOBE % R, fE AR AT TR IT 2 P as . Rk, R A A EEh GRI-XVITT
(AL A B ER) S 4l DR A0 BORH = A2 R B BN 771, 4 )& TEN-a, TFN= v JTNF-afl TP-10
ST DR A4 B R AR BN 7

[0294] 4%, AN FFRIML W EE GRI-XVITD) ¥ S 40 M R F 7= A il — Fh oy 8 R o 4
7 RS Tol LEESZAA (TLR) [ Ak , 5 Sl & TLR-7 0 /B TLR-8, SR T 19 7] B 6 S HL e ML - 4
EAE T AR 775 5 0 % K@ EPALED B, A AF G PEesh GRI-XVITD &
T FWETLR-7H1 /B TLR-8 AN 7, SR 1 7] B ¥ B H B i R B Tk

[0295]  ASCATIAM AL & ek EL 1 i A AT S A0 TP &= - (IFN-a) . F#tZ& - v (IFN-
V) IR IR K F—a (TNF-a) AITP- 100 774 o HeAE W4 il m] o A N R I AL A ek 2615 S 1)
A1 R 745 TEN-a TFN- v JTNF-a, TP- 101 2 Fr e M+ BR 7 HE 28, X Le 41 g
AT~ AT 00 s 5 4 77 A R il 4 ) AR (S A Ak B R SR AT TV 7 o B 1 o AT I
SRR o DRI I, AR A AL 7l 3 1l Zh it A SR I AR A FE AL S I EGEE R 15 3 3 )
() 4 IR A= 0 B BT ik o i FAL B Bk DA S i DX 7= AR 1 s ] A T ik — Pl
B2 PR S S BURRE » 161 G198 25 TR o BRI IR 0 » I ELAG A M BRER ) it A Pl 4R YR T
VEALFE . S ideth, P TE S ERAF IR 2 B A B ER I 45 504, (154 A P B ER 1 e FH
A ERETIRT MR T .

[0296] & T 154U 7 AR B8 F140 , AR ST KAk VDB ER A8 T 5 e [ A 95 B 25
(%) FE & 7 10 o 80, R B AR SR A A L %) v M TR R ER T M R ) 1 R AR T
IS o A A B R 3 T B I A L 3 2 g R T — S A S W RN S A B AR TR )
A AN LA B ER TR T RSB IbR A0 34 5 A 43

[0297] AR SCHTHE AL A B SR B A 0 mT AR IR T B B FEE AR T

[0298] g B3 14 2 o v 0149 20 EH 9 B S S B (9 01, HSV-1 W HSV-T1,CMVERVZY) I 9
B (B0, IE R B W ORI B AT B e M ) NZ R IZ IR R (B0, BOR RS R
BE)  IERBOR R (190, 0 8ms 25  B UB0) MR R (1, S o B BRI 28 99 B KO
I 15 AR I TE A Mg 58 (RSV) ) Vil IRps 5 (91140, SARS) 3L 2 VWi as (B, FL KI5 , 1
WG AT AR TG F PEEUR R PE R ISES) | PEDNAYS 25 (140, BAYIH 28 93 8) w28 (]
1, AR 2 998 B3 BRSO B) BIOY G SR B (40, 12 B QIHIV) IR R BB 1T
1 RS 5

[0299]  Jiryeg e s v 4 B e s 5 300 S 4 DA TR A AR RS AN LR S R T 4 B bk 0
ERER ZE M Sezary 45 A AF VHPVAH I SK B0 (51 2 HPV B 4 11 MR 65 LR 40 ) IS 385 78 PRI
PELZOR RIR AN P B AN L S PR BE M ) TR 0 P TR 1 e 0 MR IR R 4 Y 1
i~ % KT BER 2 AT IR LR | IR A bR LR L B R bk L R B 40 e 1 L £ e A
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[0300]  Tu2— A5 F 45 B P o 1 0 L P 7 98 BRI 5 VG W 40 A1 i 3k 2 o i 3o A
THEPE B R AT Ommen’ s) 45 &1F;

[0301] 5% &5 AHIC I 5 993 1 48] 390 R IR 929 T R AL e SR 284 B R Ak (f9i 2t
W D A, BRI )

[0302] AR U AL FRH AN B TE5 R 2 008 Bt HU 75 T A4 AR A ke
[0303] Ak, A SCATIR AL AH SRECA A mT B Ve R, T 5 34 i Fn /540
W AT 1) B % SLES I AR AT AR, i gl an i e 4 5L (191 IMAGE-3 \NY-ESO0-1) AH45 & s 7& i
B AN B R R KOG R R SRR EN Y B AN e R KRR 2
HEFGREA B g T DNAE T B i ; A E A 5.

[0304] AT MAH FHAR SC R 8 1A A0 SR B A W S 1 A 3R R 52 2 14 95 T 1) 28 91
FEBCGHEE 1 2 ALYE T - BB S T 5 F8 05 1 AT BT 2 0 1 W BRY BT S0 1 L CTRU BT 28 0% 1 LAY
TIPS B VLIRS Y L RO T A B KT 28 RO T RS T R A %
B B T 2 FAG0 38 T T IR T 1 58 T Dot JEE AT R %8 1 5 A% 0 T T R ¢
BRI P2 T R % BRI P 0 B 20 1 W HIVIE 1 KR o B A B % v L B s T
8 1 L9 28 ¥ S % 1T WHSV— L% W RTHS V2988 1 AR 1 H AR 26 928 1 PR 45 R
BT VRO B T L LSRRI o B S VR IR IR R

[0305] 4.5 4 gy B Wpied Sk 3008 LM I fs AR S 20 R DG 110 I e i &5 A FH S, AR
SCHAE AL A EhE AW mT R AR A7

[0306]  ASCHAE R AL AW Eh B G ] e i T BT 52 300 S % Dhae AN - 4ol £k
E W LB AT F TR T R B AN R A R R e RR 3 FHTV A8 2 b (1) 40 A 511 e g 1T
il S5 H BT 2 T S e A e e o

[0307]  —FhERZ Fh IR B B b 3R S 1 0 , 491 T 5 PR i B R 5 e » T ()
i BT A RS ER B A LRI A 7R B G IZIRR ) 31

[0308] i m] i ik e FH A A% & A ST A A1) - ShEBCALA A o v e 7R R 45 Bl
P v o AE— AN SEHETT S0, 45 S P 1 1 A L5 1A A0 B AR OB AL &4 #h
B A AR & A e F T30 S5 Ve Rl T s e A& B A S AR A5 5
IR — Pl B 22 Fh AR YRR 2 A5 P 58 S22 R A o A (R0 it P o 53 20 vt 9% i 7 70 AN 3 i
TBRN /B M A3 G5 L I o AT AE S A S

[0309] Y1) B iite FH A 2 & LAVR T IR 5 300 5 L et e AL L L SR 4 e L AR
SR I E P BB BN R T2 Btk R I, AR SO 8 B AL S B ER B A Y T R =
FH B o S I B E , AR 2 FF B B0 SR B A W i e AR 326 A2 SR s 1y (B, 2 it P 1 I
TR IR B L A 2SI SR D)

[0310]  FE—ANSLil /5 e, B AR SCHTR AL &4 Eh B &M A 2R GE s KA &
V) JE I S D A R (i, A S0 i D e FH T B A D — AN S I s R s s I R
[0311] A5 & 1915 5 4l M DR AR 0 B = (AL & WD BB T8 5 2% 51k — Pl 2 P e 2
T, 1 G SR AT 2 L 5 T B SOTR A i R B A i 7 A — 5 ) — P ER 2 R4 R IR, 1
B4, TEN-a, TFN- v \INF-afI1P-10, % &340 (5 'F) i X P4 R 1075 SoKE F5 i
(1) 7510 2 R 8 AR 4TI 2 1 1 TR 21 AR A, {HLE R S £0100ng / kg 2 £950mg / kg , i Hh £ 10
g/kg & #)5mg/ kel 7 & A LB SLiti R P, iZ BTN BIIIZ10.01mg/m* & 415 . Omg/m” (M5
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W TR K Duboi s VAT AR AR B SEiE 7 S, 4R K AR 4 & R 15 5 mT JE il it
FAF i VS ] 1k A Bk 3 ok 34T o 70 IR Se St A — e, 1% 5 VAL R E A R
itk A ek sk ok 41 A M LA 1) 52 R FR AL L0 . Img/m* B Z)2. Omg/m* K177 =2, BT, 20 . Amg/m”
Y1 2mg/m & .
[0312] &7 B9 B B UL 1) 5 v RNE T B0 B 8 2 98 1) g 1 T LS 1) B e A ==
(K AR ST IR 22 /b — Rk A 0B « 5 R IG T B BE S AH EL L ¥ 97 B i 998 25 1 B 4R 1)
A RE T 5 — P B P BRI AR I, 1 R B AR R SR R R R R E
L KBTS /D & AR IR A AU P B A R 2R, 5T X RA T SRS B &
S, HIH NZ1100ng/kg 2 £)50mg/ ke , ik i £y 10ug/ ke 2 £15mg / kg ) 7l & . R A
RO AT IR IPERE I A A P Bk R 1) 8 T AN 51 S P R~ SR A 2 B IR T & RS T
R PR AT A R R AR AL (A N2 100ng/ kg B £)50mg/ kg, (LI HL #1100/ ke
F#)5mg/ kg MBS R P, iZ S0 E NBIIIL0.01mg/m* E £)5. Omg/m” (FR 45 40 1 Frid
[{iDubois it &) , AHRAAE— e sty b, 40 P8 A 4 i 075 5 ml i e i 70 2
I YE ] A A Bk B SR AT R IR SE STty R — e iZ A AR e R B I LAY
B B A DA T 2R AR 00 . Img/m® B 292 Omg /m*[AI 71 &, Bl 401, 210 . 4mg/m* &2 &)
1. 2mg/m’ [ 7 & o
[0313]  sZjfi %
[0314]  sEjif/y 221 420 (D B &9

NH5

[0315]

[0316]  Hrr,

[0317]  RsHMIRa B 7E— R LA A& 1) R0 A & IIEE B0 8 A I 38 O BR BN & (1 DY
ML E PR s Horh A (9 2R AR A IR L E B A (0 B O 0 TR R & 10 DU SR g BA 2 R BRI
B — L AN RIE A U

[0318]  Rife I i 3% Rk L ek L o AU i AR 2 L —C (0) —0- % J . —C (0) ~OCH2Ph \—C (0) -
0— 75 5 Uk BE AR S AN e Bl e L 5 O B P e R L O AR R I e | D5 R b A L
AL TR T L R O BRI e B | T O AR I e A | 2 T L I e AR A RN o O A B, b A L
JE T R e L T AR e | O B e AR S A L AR S A A SR B | A O A A
Jot s | e T I e A A 2 5 AU R R A AT DA R BRI BB — N B Z AN SR bk B ek
e SR 2R AT R R R B i | b AU e s | T R T e AR R g A
B

[0319]  Ruik [ -W-X-N (R7) -C (=N-Rs) -N (H) Rs,

[0320]  -W-Z-N(R7) -C (=N-Rs) -N (H) R, F1I
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N(R7)-C(=N-Rs)}N(HIRs

[0322] Wik 9 LA/ B . -0 FI-NH-;

[0323]  Xajk F Ve « MV Jes 2k AR T ke 5 R m NI e 5 ST s R I R R R [ v A — 2 T
PR — AN B 22 A -0 2 (A (7] 1T 5

[0324] 731 -

[0325]  —X-VP %5 JE—X-,

[0326]  —X—3F %55 HE-X-,

[0327]  —X-\P 753, I

[0328]  —X-F 7555t

[0329]  Roide & bedd Mt B2 L O JGe it L 8 B W foe ik | e S 2 I e A | e S U A I e
H R —CHa-NH-0- %52 22 AI-CH2NHC (0) — 4t 2 5

[0330]  Reidk &L ek, 4 B J5e 2 L e AR 0 e 2k | 5 AR I Je A | R A R I e L O -
(CHz) 2-6=0— V. J5E 22 AR E I W e 2 , L b 2t 5 B0 e it | e S 2 I e 2 0 4 2 I e 2
AR BT I L 55 B - (CHa) 2-6—0— . J5a 28 A BA Jit 8 S Jo o kA o A — 35 T DA DA AR BRAR IR B
BB ARSI HIE B 2 R L B U b A | i A e A I ) AR EUA

[0331] Q% H % .—CH2—. —CH2CH2—  —CH2CH2CHa— . —~CH2CH2CH2CHa—  —CH2CH2 CH2CH2CHa—  —CHa—
0—CHo—Fl1-0CH2—

[0332]  RsFReM A7 1% H 4 —C (0) ~0-Hedk \ fie Ik IR e Bk L 5 5k L 55 360 pe 3t L 75 S 8 I e
HEJ TG J 5 R e A L F T A e S IR e S I e A | 75 - (CHa) 2-6—0—VF e 3 FIIAE
AR s o e e (ER bR I | O R L O R e A | O U e A | O A | s R T e A
FeT5 AL fe Ak IR e J W Je 9k 55 J— (CHa) 2-6—0— P e 3 AN AR I W e S S A P I AR —
A RL AR AR B — B2 AT e i 3R e be AU | b L g A e A L B e A
T 2k 2 5 RN R R S ) A AR s T H 2% A A2 Re PR AN AL s

[0333]  BRHLZG % B AT/ £

[0334] S 77 S 2 AR AR SE T R 1FTR AL A B , FL R R IR AE — 2 DUTE A &
(R ZRER B B REEBE BRERAR & IR EA UM R

[0335]  SEjifi /7 S 3NARYE S 77 &1 B2 T — T Frdk AL B SR , HoP Re R A 7E — i
PATE AR A B 2R BR B8 IR L e BREAR & I IR O 28, FF H L -5 B 2R B0 VA (1R e 2R
BUHR A IR O 9 AR B B — A BLA —ANRIE A UK.

[0336]  SEjifi /7 G4 NARYE S 77 21 23T — T IR AL S-SR , HP Re R A 7E — i
PATE AR A R R FR BRI & B PR U I8, I HLH A A A (0 2R FR B & 1O PR A IR 8 R B
B — A HAL P REEF HUAK

[0337]  SEjifi 77 S5 NARYE S 77 21 23T — TPk AL S SR , H Re AR A 7E— i
PATE AR A B R BRI & B REEE 2R, FF H L oh A8 A B 2R R BN A AR I e B0 2R B Bloa
—A HAL—PREEF HUAR.

[0338]  SEjii 7 6 AR HE SLiE 7 K1 R 5HE— TR AL & ¥k &k, Rk 5 F2 5E\F

34



CON 107922416 A w Bg B 30/40 7

C1+~CF3,~0CF3.~0~Ci-sE 2 F1-C1-s 2.5 o

[0339] Sty TR L LTy 1 E5H R — T TR KL S B ER , HorhRike | F225 \F

C1.-CF3.~-0CHs~0CF3,~0CH2CH3~0CH (CH3) 2 ~CHs ,~CH2CHz . ~CH2CH2CH3 Fl1-CH (CH3) 2.

[0340] Sty RS AMRILL Ty S 1 5 AR — Wi 4L S Eah , HirhRA-C (0) 0Ci-4
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[0447] St J5 2285 MM HE S /7 267 R84 T — TR AT IA (AL &Mk £, L A Rsc ARsc i
RYR: by = BB W 8 P 8 | 4 8

[0448]  SZifi /7 S286 NARIESLIE Ty 6T R85 T —TATIA I L A WyEk & , H P Rsc Ayt I
HRec ek

[0449]  SZJiE /7 R8T NIRIE S 77 67 £ 86 AT — T Fridk Ak A ek £, HHRsc A Ci-shi
It HReo NC1-shtde o

[0450] S /7 RR8S NI SL i 7y 67 R8T AT — T HTR AL A ek £, HHRsc A Ci-abe
It HReo NC1-abE 32 o

[0451]  sifi J5 2289 MM HE SL i /7 267 £ 83T — T AT iA AL A ¥k £ , L A Rsc ARsc A
SEHBIE B G RE PR bR | 5 A 5 R e | DS A b A | T i s R e L 2 S
TS S PR JE 3 e 2 | 75 i~ (CHa) 2-6—0— NP e S AR 48 S 0 e 2t 5 FL P e 2 VIR pe it | 5 L
b A S N B | A R s B S TR | i S S B R e S Y B N i N
(CHz) 2-6—0— V. 458 J 1 2 J MV e 25t I [ o (194 — 38 ] DA R AR B ) B0p — B 2 A ik T
e 9 i 2R B AR b U pe AR IR R i L O R AR RN e B R R R X
AIEHR

[0452] st /5 2290 N MR HE SE i 77 267 £ 83T — T AT A AL S Wk £ , L A Rsc ARsc At
~rihidk H & —CHs . —CHa2CHs . —CH (CHs) 2 —CH2CHa2CHs . —CH2CH2CH2CHs v —CH2CH (CHs) 2+ —C (CHs) 3+—
CH2CH2CH2CH2CHs « — (CH2) 5-9CH3 « ~CH2CHa2CH (CHs) 2 PR TR Jk BRI IR O Jk . —CHo- IR TR 2 L -
CHz—FF [ 3 . —CHa— 34 & 2 . —~CH2CH2-0—CHs  — (CHz) 3-8—~0—CH3 Fl1-CH2CH2CH2N (CHa) 2; H: 1 Rsc I
Rec ANER A

[0453] S5 291 AR 4R SE i U7 2267 R 83— LU FT ik 4k A B EL » HeHh Rec FIRsc M
AL E S BEdE . —CHaPh . —CH2CH2Ph . —CH2CH2—0-Ph . —Ph . — (CH2) 3-8Ph— (CH2) 3-s—0-Ph .-
CH2CH2—0~CHzPh . - (CHz) 3-8—0—~CHzPh #1- (CHz2) 2-8-0— (CHz) 1-4Ph , H rpPhJ [ 7] A Ay A& BRAC
B — ANERE MR 1 25 R R AR L e | e ABE A BB AT HR ) AR Y
AR5 I H I Rsc FIRsc A HS N A

[0454] S 7 S92 R4 St 77 267 Pk i Ak A i B, Hodh vk B LA SR A-0- s YT
T M — AN B AN -0 JE [ [ B (1) I e 26 5 o o 1 28 200 4405 t 0415 Recdk & —CHs—CH2CHs -
CH2CH2CHs  —CH2CH2CH2CHs  —CH20CHs  —CH20CH2CHs A1-CH2CH20CHs o

[0455]  sEzjifi /7 2293 AR YR SL it /7 267 R 92 T — TR AL A ek ik, Hoh 252 B rl %
2R NER R L .

[0456]  SLjifi /7 294 AR YR SL it /7 266 R 92 T — AT A AL A ek ik, Hoh 2524 B rl %
2N R

[0457]  SEjii /7 ZR95 A — P G L2 MA SV SR IT A R E R R IE Lt 77 2267
R4 —TIFTIA ML SV I 5255 T2 Bk 4 & .

[0458] S 7 296 9 — Fhids S sl (W) 40 M DR A4 & B T34 5 07 1B 1R Bh ) it
A 2= MR HE 5L it 7 2267 294 T — T AriA AL A8 .

(04591  SLifi )5 ROT N — M S b IFN-a [ A W6 K 773, % 5 1A FE 19 sh i it
H R E AR SL i 7 67 24P E— TR TR KL S B 5L

42



CON 107922416 A w Bg B 38/40 7

[0460] STy SR 984 — P S RN IEN- v (AL & BB 71k A7 VA AR 1 ) e
AR MR R S 7 26T E 94T — TR ML A s 2

[0461] S J7 2299 A — Fhifh S B b INF—a g A2 W04 B 0 7 325 5 1% VA0 35 16 3h A e
AR MR R S 7 267 94T — TR ML A s 2

[0462]  sZjifi )5 100 A —FhiFs S BN - TP 10/ AE M & B IK 732, 1205 1 5 19 3h ) e
AR MR R S 7 267 94T — TR ML A s 2

[0463] AN HI) B AR AL i 33 AR SCHR IR SE i 19 2t — 2D U o S 8 S 49 BT 1 2L
ARL B B DL S e SR A AT DU R PR I BAN 15 £ 52 2IBR il o AS S8 A il B oA
N SAEA AU B AR A I A BN 28 I 1 B {3 FIBR 7 SE 9] b B ARt i AR RIS A2
SRRIRS RIS o

[0464] St 51

[0465]  SEjifdl1
[0466]  1-[4- (4-Z L2 T FE-IRIEIE[4, 5-c]MEmk-—1-55) T ] -3-F - — gk
NH,

N7
\ .
N
B
NH

[0468] O 1- (4-ZHE T 3L) -2 FL-WKME T[4, 5-c ]k -4-Ji% (2. 14g,6.88mmo 1) & 7F T
12mLIC/KDME A, FRAERVUR R R ARG TN R TR FE 2% (1. 32mL, 7. 65mmo 1) FIN-S: 17
BN -1 -F R R R #h (1.44g,7.65mmol) , I HKG S RLIR A I HE 3K o SR i He e 4 [ BE
REY, LR ER AR R RS 2 — R, DLRR (AR Gl 44 28T (S102, & A -H
B —7K - BRBENE R 80:18:2:0. 1, BE A N50:40:10:0. 1) FRHEIEEK Ky 1R A INER B v W
Wit , SR 5 Fl G BER AR VAR AL [ A o 5 [ A4V A T o D E B R B R, 9F HAR S NN 2 iE kDt
E o L I UE 4 B BT ASE AR JE H T, AARAE L - [4- (4-F 3L -2 FL KM 5[4, 5-c ] e nph-
1-358) TH]-3- AR 3R B &, K A A, 1 45.210°C-216°C o 'H NMR (CD30D,
500MHz) 8.26 (n,1H) ,7.83 (m,1H) ,7.74 (m,1H) ,7.66 (m,1H) ,4.67 (t,J=7.7,2H) ,3.70 (m,
1H) ,3.28(t,]=6.9,2H) ,3.11 (t,J=7.7Hz,2H) ,2.04-1.95 (m,4H) ,1.86-1.79 (m,2H) ,
1.62-1.54 (m,2H) ,1.17(d,J=6.4Hz,6H) ,1.05 (t,J=7.4Hz,3H) .

[0469]  SZjitifs)2

[0470]  1-[4- (4-ZE-2- T HE-KME I [4,5-cIMEmh—1 %) T 312, 3- = Rl —

Fhih

[0467]
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[0472] R 1- (4-FFE T 3E) -2 FE-WKME T[4, 5-c ]Ik -4-J% (1.00g, 3. 22mmo 1) 7% T
12mLAEKDMFH, 76 B T b o I = e A B ik — WP % (0.51mL, 3. 3mmo1) , 3f HoRF %
RERA D INFRZ100°CHIEFE2R AR 51 R 48 S SR 54, DAL BEER A28 K] 2 M (Si0e,
SAT-FEE-7K- BB 80:18:2:0. 1, 85 450:40:10:0. 1) S ULV IR R AR M INSR IR
TR 4s AR i FH G BEIRAE AR AL A4 o A 2 —FF I rp 45 R 1 - [4- (4-F FE—2-TT Fk -
IR I [4, 5-cImmk—1-J%) T ] -2,3- R - IN SRR h . v A i dd , I Ri172°C-174
"C."H NMR (CD30D,500MHz) 8.30 (m, 1H) ,7.84 (m, 1H) ,7.76 (m,1H) ,7.67 (m,1H) ,4.74 (t,J=
7.6,2H) ,3.76 (m,2H) ,3.34 (t,J=7.0,2H) ,3.12(t,J=7.7Hz,2H) ,2.04-1.95 (m,4H) ,
1.85-1.77 (m,2H) ,1.62-1.54 (m,2H) ,1.17(d,]=6.4Hz,12H) ,1.05 (t,]=7.4Hz,3H) .
[0473]  7E AR 4R 75 5

[0474] Mg BERI A AAATRAS A2 00, FF Hi 5 bk 2 sUAcAR 31 8 2 R I B0 A EDTAR
SR o 0 I AR B 0 A I A A N A BT L R AZ 2 i (PBMC) o 5% v 52 24 7 15 W
1077 (15mL , & 2575 B M 288 5 i P9 4& 75 (Sigma, St. Louis,MO) ) #8236 X 50mL7c 1 58 74 4
HEJZ & o FHHank” s A SRV (HBSS) (A £ pNAS =248 B B4y £ YR, A Hi A (Gibeo, Life
Technology,Grand Island NY)) PA1: 2B LYK 1 5mL-25mL LA 78 25 o PRI gH L 2 259 . SR i
WAEE20°C L 1370rpm R 500304 81, TLHilBh#% (400Xg,GH 3.8A%F) .

[0475] Wt £E &G PBMCHY S I (MLYTAR 28 )2) JF B T8 0 Jo B 5 0mLHETE 3R TR M B A v o
PBMC 5 Z5 A AR (T HBSS (R 55 LR 29 20mLANZ)20mL HBSS) &4, 3 HARJG LA1090rpm, 1044,
20°C, W il Bh 2§ (270Xg, GH3 . 8AKL¥) B9 Lo S8 A 0 S » 440 B 5 27 T 2mL-3mL ACKZLIfL
YN NS AR 2 PR (EA BB, S IR, £ mELAR Gibeo,Life Technology)) H1H:7E20
CHE & 25 8h-5508h . 2T K, FFHBSS (40mL) SO B AR A, F45 4 5 7E20°C T LA270Xg B
Lo 1O B o BTHT 359, I 1 40 M VT S 0 T B 3 T SmLA TM O B 58 38 (S 205, A frf R
(Gibco,Life Technology)) H.iHIEBD Falcon 704K JE 84l ek E#s CinAl4E JE S M 2%
far £ MR HNE BD Biosciences,San Jose,CA)) 1o & 2 Mo yA VR 45 2= 2 it 58 EE AR A iee
Fo

[0476] @it HIMiltenyi FACSAXZE CINAIAE JE W M & 1b W &F 4 % Bk A7) (Miltenyi
Biotec Inc.,San Diego,CA)) BCE I f8 AL ER vH >k W vE 4l M B = . o 1 ek vt 9 w2
Y MLVE 77 K 4HMIAE0 . 4% & B W MHBSSHR AR B 1/ 10 (HL A, F50 T & B #5+40 4 FHHBSS
+1 0T 4 MOV NN Tl & 0 O TR A o SR 1 LOB T FR B (1) 40 B it i T+ I Bk v, F 3@
T B U M E TR PBMCIY H &

[0477] SR 5 W PBMCHE &t AAEFLS X 10PN M ) 9% JiF 2B 77 T 96 FLAR 190 . ImL ATM-VE;
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Feerh R RL S VA RRAEDMSO M DA77 AR 3mM S VR o SR 5 FHATM- VS 3% 5 3 — B i B SR i
L & 2 BB AR A M BRI AL &9 (100 #4678 2 PBMCLA SRS 1038 B IR FF - 14k
BEIRBEFE 0. LR R BEFF 0. O1f BE IR BEFF 0. 00 LM BE /R BEFF . 0. 000 L4k BE /R BETF 1) e &
A B WD B o AR A BE ) HERA 9 k5o BRI 3 o B P X BRAL RS A A IM- VIR R 08, Hoh e iy
ST o BH T HEFL 2 S S W B 2 1O BE R T LB R IR FE 0. LBl R IR
0. 01 BE RAFFE 0. 00 Vsl BE SRR T 0. 000 1A BE IR Fk FHAC JEE (110K W Bk AR FE AR AE 37 °C/
5% C02 N 153221 /NI - 24/ N o S 7E96 FLAR _EAE2100rpm, 23°C R B0 1043 Bl B o 40 i
BT AR B L1160 ) s AR AEAENUNC 964LAR T, o5 b s 5, IF HAE/E T-80°CH
AT AR 5 A

(04781 40 thl X2k 7 11 10 FH G 3L EL T SA (AN TFN=a, & 2 5k 1 27 32 B3 Mab tech 2 &) V2 45 5
(pan specific,Mabtech,Cinncinnati,OH)) Jll5E IFN-aZH L X+ 7K F (pg/mL) , it 2 EEK
e WEER , B Je TRi8 PHEH JE B i R HIR&D Systems (R&D Systems Minneapolis,MN)) i
EIFN- v JINF-aF1P-104H e X7 7K 7 (pg/mL) o

(04791 43 Hfv i dim DA 58 A8 DU 58 Hh WL %2 2187 52 40 i IR+ 195 S I B B AL S 0 8 B /N B AR
WIE MEC) o BAARHL, 1G5 B & VI /A B0 BE (RUBE IR BEF) B S DA BG4 21 16y 9 12
X HRAL Ry 22 D 205 KT (GO Bl /mL) 5 5 D= ) 41 B IR BL&F AL S P00 B IRIR . Ih 45
FRTRIP,

[0480] ﬂél :
MEC #2 R B -1 (EREH)
ot TFN-o TFN-y TNF-q 1P-10
[0481] e | 0.01 0.1 0.1 0.001
F 45 2 0.1 1 10 0.1
B 10 10 10 10

[0482]  NT=R I

[0483] AT HI I R R SCHER A AR A B 438 N 5 394 S BA 5 LT OF A AR
S, QR REAS SO A0 5 FH A o AE AN I B AR S I S BB R S ST T BRI X AR I ) 5
A5 R R B 0 AR AU I AR SRS SR B L o R Y EE R L AN R B FE AR A 2 H PR ]
TARSCHT N 48 7~ P SE e 7 G2 ASE it fg], FF HL 1 3R S 481 R0 S5 it 7 S LAz 4l 77 =042
T HL AR B Y R S AEAN S T T A SCHT 7 HH R ASORI 2 SR A5 10 B il o
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