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2. MRAEACFIZEK 1 i &9, Hodh R 2l SOH 8 S0, /M H R 24 Ho
3. MRIEBRZEK 1 EY), Hr

rohl;

1 A1.283;

q NIk H 10-20 [FHEAL

T2 3

FA T R, FHE T MERER T B (S) AL

4. RPEACRE K 1 &4, Hd .

-1=2,g=0Hr=1;

-1=3,g=14 Hr=
-l1=1,q=16 Hr =
-1=2,q=16 Hr =
-1=1,q=16 Hr =2;
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(IL.3)
R HARREI K 4
P FLGT S R A AT il S ) A D B B0 25 2 LX) e e g R R A E X B e A AR R VR
Y/

6. YMAGY, JLAEH 2D —BHBURER 1 Prog CRAL G, IF &8 68 2% Bl i
IR
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7. ARIEBRE SR 6 (A G, FO R E 2 DRSS @ 1248 25 K 2

8. MIEBURIENR 6 5k 7 KAWL G, Rt AE T AL S — Ml Mol Hl 677 8B
R E T

9. MIBFIER 8 (MUY, P Frd H g7 i BCG s A i 8

10. T RIS 70 S AR U T30 BBl i m (K 25 AL 64, B

- 2/ FREBUR ER 1 S, A

- /bl H TR T BT G e T i

UL S /b BoRAEBOM R 1 A S T2 B R BT 7 B 25 %0 (1 2540 1

.
12. Z/b—FRYEBOMER 1 RIS T2 5 B IR BT 7 B 5 %0 14 32 B 110
Hl.

13. 2 /b—FARIERORE R | A4S 4 FH T 2 5008 B N g AL ) R FH 3% o

14, /b PrRIE BRI E K 1 KA6-E Y T804 T R E 40 By A0 500 FH ik o

15. 2 /b—FaRERCRE SR | KL S T35 IFN- v | TNF-a | TL-4 BRI
2R RTE R &

16. H Ti2Wr itz m il &, A -

= QAR LK 1 P X (D 4 aw

- BSR4 5 A

— AR T K E4E v E AL A R

17, Hl2AARPERAE R 1 X (D AeE ik, BT D5 .

- fisifk, A

= FHAHN G (TV) F (IV! ) e Ed

R*X  RY

(IV) (v’ )

Horp R AR 4zl (1) e X, H XA Y Shor A3 i 25 R 75k OH Z: 41,

AL (T11) 454 -

PO
P40 0
HO
OH
@
O-Ps
0
HO O-p*

OH

Hep P PP (P F HAHFESANE, AR H Bk OH- R4 55 F, sk P* A1 P° T/ B
P AP R IR OH- fR 3

A, B A AT B AL S5 S DA AnT G 3 482 B AT B 2R AT o

18. WRIEACRIE R 17 51, Hdk— DR R A/ BRI P IR,

19. WRPEBCRIER 17 8% 18 532, Hdk— D aFE 5 B3 &P .

20. MRIEARN TR 17 17k, gk (v’ ) (hawRER AV -a) (a4, If
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REREIE IR . B Hl & A R E S m I Hig

[0001] A B K IR B BE IR (sulfoglycolipid) P, FLil 45 i S AR ¥R T B
b7 & 1% R 3k

[0002] 4, Al TS5 A% 2 T3 B T AFETZ BRI 0250 I B0 1R A2 41 R
SERE Y RO R, AT = A N — A AR LRy o ol B e AR T v i i e i s I
AL A B ] B LAAERE PR AV AR A SRR N, T X R A B AN 8 b
IR o AHSE, TEFELCRE L, a0 2 AL B o RGR ST I, 40 3 m] Rerg A I S EURE4E 4
I o

[0003] 73 F A B A MR AL T2 A M B B A = O A 4y, L b, R
1k 40 % (1T 2 AR R A K)o AR B LR i, 2L A i — SR ABLP AV PR T 45 4% 70 B0
1) 1 5% 1% ¥E ] (Vergne 1. M Daffe M.Frontiers in Bioscience (1998)3 :865-876) .
WERRRIAC R BREWEME R o 27 7 b B A6 R AR BRI (BT a -D- At g 4 B
E-(1-1" Y—a’ -D- MLREEEL) (W),

[0004]
HO
&
HO ¥ \s 0O
HO AN\
HO,SO o
5 OH
1
(0]
HO 3\ ~;—OH
2 OH

[0005] 1% Ji S Az I 1) DX ) 7 T 70 M BB B b AR IR T U R I B i L A B R 2R R A
[Flo R HE, G 0 R AR B0 FE AR IR I IR IR \ 45 -4 R (phthioceranoic acid) FIFRZE
S W (hydroxyphthioceranoicacid) o JaMRl g BRACK TARIRBENE AL, &) 2
IR R Bl e & SL-T (Goren %%, Bioch emistry (1976) 15 :2728-2735) (B) »

[0006]
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Hydroxyphthioceranoyl
0]
I —encntcn]
O—C—CH——CH;—CH——CH-—~CHz ] CH,
| | 4-9 l 14 or 16
CH, CH;  OH
. Hydroxyphthioceranoyl
HO,SO O ﬁ (I)H
: o———c——CH—{—CH;—CH ] CH { CHZ] CH,
CH,~(CH 0 OH | as 140018
(O 0 CH, CH,
: (0]
Palmitoyl O——C——?H—{—CH;—CH—}—CH1~%—CH;}—CH3
| 4-9 14 or 16
CH, CH,

Phthioceranoyl

B
[0007] U HiE SE SL-T B& % 1) il B Wik 40 Jio 0 Bt B 3 P A0 BH B A T 28 1 K500, 49
LPS. IFN-y 8% TNF-a X B W 40 e i) /E B (Vergne 1. Fll Daffe M.Frontiers in
Bioscience (1998) 3 :865-876) .
[oo08]  H |, A PRI HLir 8520w 177 2 P AE R T RN ML 1
[0000]  HI T TRl 45 A% 4 F 5 1T FH 24 23 AR BR1 D ) ol 4 B ) ko 20 THEECHT, PR A B K
B et T R, e ok a4 A BCG, R RT o R T AR i e iy BELAG L A S
P A PRIk R A XU o IR R AR A i o BRI, RS AN [R] A 9T
BCG TE N R A 0% —80% , I Ah, HANBERTHU RN Hp 55 2 10 fik 45 1290 o
[oo10] il HAE IS 35 A K p #SAR IR T S5 4% 73 BOFT B R 504 3R Ak
[0011]  [Rlt, AR B B 2 SR AL —Fp BA 2Ra 7 F / BRIR 5% Wil 77 2.
[0012] WO 2004/092192 22 I T MG BekF i h R U L e BUR R IR . (H2, 31X
LERAR i HBEAT A PRI E s U0k, A3 B IR B bk, Hohi) o P ] ey 7501 B 75 2% 8
(R E
[0013]  [Alith, AE W Ay AR AR T BUBIRIRT SEAT (R 45 41 T RIS B e e il IR i e i &
BT
[0014]  {EAFVE R HE, A A W SR AH 0T () 5 i ) BB I B i, G S 70 HR A A4 471 RS T 3K
CD1- BRI T ¥k 240 L.
[0015] AR A A (1) K&
[0016]
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[0017]
[0018]

HO
R3O
R?' 0
o OH
R20 OH
OR3
@
Hrp
R LR AHE S AS[E], F7 3k B Hy SOH 3% S0, /M, 42 RE L RS il & b—A

S SO,H B S0, /M

[0019]
[0020]
[0021]
[0022]

[0023]

[0024]
[0025]
[0026]
[0027]
[0028]
[0029]
[0030]
.

[0031]
[0032]
[0033]
[0034]
[0035]
[0036]
[0037]

[0038]
[0039]

ek, R 4 SOH 8¢ S0, /M, H.R” hy H.
M K& ERIBHE T, il Na' Ko

R*\ R AH [F BRAN[E], Shor ik 5

a) NRMmESE

O
by N, H XOG R — A& AN U AL A B B B B

HAp R R HHEDb—1Hhb)
S FEXT W A R, FEXT W A 1, TR -GN 242 b ] $e 52 11 3h Bl R
ik, X A5 (b-1) -
—CR' = CR-Y
(b-1)
Hrr s
=Y AT I A — AN B 2 AN BRI B 1R i AR i AN T T IS 32 T R 1) B B B S B R

PR, Y A EIERE 1-10 4, SEHLLE 1-4 AP, 1% A SR HUR I v A B A e S 8
SUEHE, P IR T Y BERY C-1. C-3.C-7 8K C-9 i k.

SR, BRI AR IR 2R (S) 8L,

—R'\ RY AH B BRAN ], A7 ik 5 HOGESE s R, R 5 3%, H R4 He

R'FI R AF AT IR AT g (B) 8k (7).

WRAEMER T, b) B4 (b-2) -

O

T2 Ti

(b-2)
Hrp s
r ONIEE 1.2 803 AL UL 1
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[0040] 1 A& 0-10 MUREEL sARI%E 1.2 51 3 ;

[0041] g 2 0-50 [HHEEL s HLIE 5-50 s HEALIE 10-20 ;

[0042]  Z5fFfE 1+q =1

[0043] AR T AH[FSRAS ], Jhor ok B et s ik, B4 T o 3L,

[0044]  T' FTIERIOBE R T AKIIRI . RikHh, BTk R Bor (S) /7.

[0045]  T* Myt A1k 2

[0046] R4 b3 — ML I, R Al ke i a) BRATEEES, H R’ a0 b5 L b)-C =
0-X.

[0047]  JEMTECEEATA AIRIBSREE], Hol 2/ — 803 - BRERAL G BB SR TR 2 ArEk 3 fr
IFERIEERTL .

[0048] TG Uiy R 2 A1 Ay I iy T R I8 » M DA A P B S 19 R R B AN P A L AR AR P B
Bl R I R A

[0049] AL, BATEA 5-50, YLk 15-50 k¥, F H S JLHW LIE H -

[0050]

0
_ —g—{——CHZ —CH, - (FBR)
ﬁ v
_ —c—{—cH; —CH, (kAR B )
- --1:'—(—0»12 —CH, (P& P8 B AL)
i
- —C+CH2 CH, (=+ BBEE)
i
- —C—{cHr)on, (= =R BE)
i
— —C+CH2 ——CH, (=T
0
—Q~CH+CH2——CH+CH—[——CH2—]—CH3 BEEEBRRL)
) (|3H CI:H3 ’ (l)H' i (hydroxyphthioceranoyl)

[0051] i m K 14 8% 16 H n Ky 2-10 13835,
[0052]
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o)
—Q—CH—[—-CHTCH+CH;E—CH;-]*—CH3 (B EBA)
(lBH cle:3 " i (phthioceranoyl)

[0053]  Hbm 4 14 8 16 H n Jky 2-10 ({384,

[0054] 5 Joll s, v s T Ty 155G 2 5 L B ARt R ) T I Bt i, 4] S AR A =X -C = 0-(CHy)
—CHy CEEA k8 14-50 (93E%00) HI5EHA] .

[0055]  FFSEALIEH, IR0 AL LE B AR AR I AT A R I

[o056] AR W SE G K T WAL &4, Jorh R* ARG R4 » D01k Al Tt 56 i At s e
5, H R AR (b-2) 8, B R0 (1D 1 a) -

[0057]
HO
HO—E\s O
R3'O 1
OR? o
0 2 OH
| o OH _
H,C—(CH,)p (0] 3\ 4 T2 Ti
o A | §CH,
o)
1 |
[0058] P R RY (raps logs T2 T 0 ok S, B AR R 1R 26,

[0050] Ko HOuf B S e 1, AR i e 4, HVR-G 24 2 1] 852 1) 2h sl
[0060] AR BHJCH KX T fk &4, Hd -
[0061] -1=1,q=14 Hr=1;

[0062] -1=2,q=14 Hr=1;

[0063] -1=3,g=14Hr=1;

[0064] -1=4,q=14 Hr=1;

[0065] -1=1,q=14 Hr=2;

[0066] -1=2,q=14 Hr=2;

[0067] -1=3,q=14 Hr=2;

[0068] -1=4,q=14 Hr=2;

[0069] -1=1,g=12Hr=1;

[0070] -1=2,q=12Hr=1;

[0071] -1=3,q=12Hr=1;

[0072] -1=4,q=12Hr=1;

[0073] -1=1,q=12Hr=2;

[0074] -1=2,q=12Hr=2;

[0075] -1=3,q=12Hr=2;

[0076] -1=4,q=12Hr=2;

[0077] -1=1,q=16 Hr=1;
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[0078]
[0079]
[0080]
[0081]
[0082]
[0083]
[0084]
[0085]
[0086]
[0087]

[0088]

-1=2,9q=16 Hr =
-1=3,q=16 Hr =
-1=4,q=16 Hr =1;
-1=1,q=16 Hr =2;
-1=2,q=16 Hr =2;
-1=3,q=16 Hr =2;8#&
-1=4,q=16 Hr =2;
Horpp A 6-22, F1 T2 FL T 3L,

s

’

—_ = =

A S A K L5

(11.2)
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[0089]
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(11.10)

[0090]  JZ FLAHNV ) EE,
[0091]  Je HLXT W SR A, AEXT I S A A4, HOR -SRI 252 ] 552 1) 3h B
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[0092] LA ST BT I, “ 2955 BT ER” Fe T A T ML S AT A, b @il e
b PR s 6 T R B AL A . BTIR 22 1T B 52 ) R A S BERAL S 5 9 an FE E
TENLECA FURIE B 5 AR HE Rk b sk R 2k o i, X Pl ML AE & M 2 B R I e i A=
H AR, B W R R B R « 2 ZE TR TR IR AR S5 1 1 s R A HLIR , 19 1 1R TR R BR HA
B2 A R AT R A R K TR K IR« PP B 5 B 2 T 4 T 2

[0093] AR B 2 2% b ] B 52 K B mT DL ER & A el M IR 1 45 A 3 40 1) BE R AL & 008 ik
TR 2 TV e U, X PR ER AT IO o A U B R s X i e S ) S A T
PRI 2 B B R 7E 7K B ALV 7, B AE 38 IR A O N T AT o 8 IR ARIK A
I, B Gtk R WG ST SN AN o 38 M ) £ R H4E Remington’ sPharmaceutical
Sciences, 17" ed. , Mack Publishing Company, Easton, PA, 1985, p. 1418 ] LL$k 3], H
WAL G HERIE NS5

[0094] AR 55— ANl 77 &, AR BHWS K — L 2 D RS [F o b e A T
WEIRAED.

[0095] A IR MAL & 2/ b—Fpin b LA YscE i b XA EY, It &
2% E S BRI A S .

[0096]  Z4%% b n]HEs2 MR AR U AR g s fA

[0097] P4 & Wik vl DAL & 2 B Bh3fl. F B NI B0 sl 0 1 92 i B R0 i I
AR BOR N 2R U A 2 FN T, X R R 4 W] AAESI W1 “A compendium of vaccine
adjuvants and excipients”, %} 2 i, Vogel SE I R, 5 22 22 v B 7 A 455 4] dan
B M9,

[0098] AR BHIUHW e —Fi i M2y &4, HRHEE TR A 6 A =
BT O REk ] v IR T 2

[0099] AR BB JCHW K —Fb Lo e LA &), HAREAE T HAS —Mek 2 f]
F 9677 BB S5 4% (1 20 7= i, 490 an BCG 82 R AT I 82 1 o

[0100]  BCG 48 % & 4~ 1, H #7 FH T 8 B ¥ BCG 19 A [F] B Bk 75 Behr M. A. 2%,
Science (1999) 284 :1520-1523 HE T 4% HIhAR .

[0101]  F53]“ 7 ASFF B 2 10 Fir b 20 R 11 DB 40 v 56 DRI 201, AR T b i 45 % 2 AT B 2 R
g 1 2 1 s B, A R R nT DO B2 A MR IE B SEE T 5, BT o K AT
BRI AT A S5 A% 0 B AT PR

[0102] W] ¥ 77 BRI 45 1% 110 e 7= ol R ) b R B 92 1 15 5], 49 4l i R 7. DNA
v BEGm b (1) S5 1% 4 BT BT 36 E5 A% O RO B R R SR AR, 9 sk O T A B R SR AR
1A, BRI T 20 BCG, 19 11 BOG 1A IR 25 4% 4> ke AT B L

[0103] 4 A S By I, G5 4% 4 45 0% 0 B0 o2 BUR A AR I 95800 , I8 Fe TE 3 ) 14
PRI AH R o

[0104] AR F5— AN 77 58, AR B B i, i 7= i £
[0105] - & /b—Fh LT e XL &4, i

[0106]  — & /b—Ffn] A TG Y7 BUIT &5 1% 1L i, 49 1 BOG B4 B I a
[0107] ARG 4L TR 23 A BUK IR 1967 BRIRET 45 4% o

[0108] AR BIIEH J 2 /b —Fh b2 L &9 ek ER 20490 F 6 2% B B R T s
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By G510 T 25900, o i) o 2 v KD P 3%

[0109]  AF-abth, Frads 2 v m] LAAS S Ve B3R, 480 o b TR R 1 3l o

[0110] AR B e 22 /b —Fp b L& W siin b U2 -G IE R S [ NV s AL
), S JCIAE Ry 9 1 B N5 AL TR ) FH 3%

(0111 “ Aoy S g AR BT AE RS B PN BRAE TG AL S5 S N R 20 43 Bl 7, TG 2
PE RGN AN LA S, BTl e R G40 M WA T 9K LU L B VAR 240 L i R S AR 4
i I A i P 4 e ks 40 B PR 2R 4 (APC) .

[o112] 8Ptk R NS AT B 7E RSP B P BEAE 15 AL 98 1tk S S () 2 43 Bt R 5 461 . 48
Mzt B 4IE 2 IE . B4l fe s A s AR &9 .

[0113] AR & 2 /b—fFpin b L &yekE wn bw LAY 5T Tk
40 A, e A2 CD1- BRAIPE T k40 M i g . BTl AL AR A mT DAAE AR Ny BRAR S EEAT
[0114] W] LI LA TR0 7 VA VPO T bk B 40 B A3 4 » 48] du 00 2 40 o s 4 i 4 B PR 7~ 1 7
A, AN TEN-y (FHRE - v) L2 AN E -2) JIL-4 (B FE —4) 8 TNF-a (g ERIER
T oa).

[0115]  CD1- FRHIPE T k240 M2 4% CDL 23+ P (L Pt s A i) T bk L 4 e

[o116] Ak kW K2 /D—Fiin b Xtb & Wak s e XMAEMHTHS
TFN=-Y  TNF-a | TL-4 Bk 2 107 AR 1 0% .

[0117]  3XFp= 1% S r] AAEARSP A N dEAT o TEN-v | TNF—a | IL—4 BORURIE 22117 42
A] LA G g ok e 43 Bk, 490 4 ELTSA BRI G2 W B 2 ) B ETA (il Sz 73 B ) SRl &2
[o118] AR &2 /b—Fin b XL G IR -G 164 ks W 45
W BT B I AL S I &

lo119] T HETHNRES (S5 H R T iE I “PPD 7R ) ASBE MLz fn IR YL TR
SERZHA I PPD i N X 23 52 1 BOG IR S PPD N4, DRI T DA ) BH 45 1% 5 IR 2 T 1R TR
Mo

[0120] PRI e R A SRR AR — i & Tl T 45 1% o0 AT B B R R

[0121]  IREAKR AL AP H oA P B

[0122]  ARREHEIAL GV G5 Bt v 8 BoA m Rk etk HonT DU T4 PPDT A4 R
FAEERR T BCG (MR SERR bl 25 4% s UL 14k

[0123]  ARAEHE— 0 W7 T, A% B DR b4 (i — o i2 Wi 45 4% 20 BT v IR 1 7 2, FLAU 4
AP

[0124] - &4k B PPD" MARIAERFE

[0125]  —AFprR M 5 X EYEd

[0126]

16
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HO

R3O
R?0O 0
OH
RO\ OH

OR3

(X)
lo127] Hr .
[0128] R* R AH[EISKAS[H, Shor ik [ 1. SOH 58 S0, /M, 42 R R A& b—A
k7 SO,H 8 SO, /M ;
[0120]  fhikHh, R* & SOH 5 SO, /M, R* A4 H.
[0130] M A& JEMHE 7, Flu Na' K .
[0131] R’ R® AH[RI AR, o7 ik g -
[0132] &) JEMAEESEE

O
(01331  b) N, o XOWAEZEAR 8 MU R AR LB SR B

[0134]  J FLXT Bt S A L A 0F bl S ) A L VR A RN 2 2% b ] 452 1K 2R B,
[0135]  — PPOY T bk LA e 75 4k s 70
[0136] - XJ LU 2 TR AW BIFIZ S 1P T itk LA B v AL
[0137] T #kE4H A (ie) , BIANZE 254 I AL G 40 5 R T TEN= v 385 Iy 8 64
RIRGY T % BT B
[0138] AR BH ISR (I — iz Wy 45 4% R0 &, FLA s -
[0139] -0 () KHLED S
[0140]  — W SRA N 5
[o141]  — Gl T bk L4 MO rKIHs AL, 9 1 TFN- v [RPREIS) R &
[0142]  J#, A AT R A TEN= ¥ ELTSA &7 & (41401, 1 § BDPharmingen) , 1 & A
PR SR AR R0 I U A8 /N JE AE VB ORI 1 TEN= v, AATATAS: I T 48 R PR 2
BE R TEALER o
[0143] AR BHIEES A A B (140 &) F VP B 2 20 465 1 20 RRT v il 45 190 92 T O RER
(R C2A FH A5 A% 53 B0 B B 20 B AT B BCG ARSI B 4135 e R B %2 1 BLmT LA
flant KA E A AR A E VP IE P R A RORE N2 25 AR B o AR
B B2 W 7 TP B TT RE
[0144]  AJBHIRW K T3 X AR 2 g
[0145]  4nAR SR i B IS, KR8 I EC AR W 2 REAE 1 ) 2 B 75 S UK Re e e 45 S 1
AR EY LT &
[0146] & FO AR 551 M B0 FE BT AR FIIE 1K (aptamer) o
[0147]  RiE “HifR” W S epiik, JEHIE B EPiig, I L ORE TR e 456 B4 & W
&) EIRE BTk B B, 16040 Fab, Fab' (F(ab’ ), Fv 8¢ scFv B,
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[o148]  HrAAk iRl O S E AR N S A KNy Gl Tk 5 Mag e, Glan il i | I A
I N SR AR AR B AL S IR 25 25 T30, 490 /s B KB SR Bl 3. O T4 e
PURKI 4, fE5 —IRG 25 2 Ja ] LI 5 25 0 22 ), HUiRAs B NS AR ) v sl 15
I EAT A, ) G 375 st 5, 1 FLAT 6 A58 A A G i 45 Cdvds AT 404K o 5 ) P DA IR
Koller & Milstein(1975)Nature 256 :495-499 [ il £ 5o oo [ LA

[0149]  “JEiAR” WA BRBLER G ZIR (4, Wi U2 ML IR SR AL IR ) B o 5 ) M ] A
NI SELEX 5 7EEk 4% Ellington & Szostak (1990)Nature 346 :818-22 i Hidk il %
WIRIE A . K& AT #2 Cohen %%, (1998)Proc. Natl. Acad. Sci. USA 95 :14272-7 rf [f1f
IR o

[o150] =X (X) GFEAEASFH LA AR WO 2004/092192 AT R (1), PLEA KRB
= (D # TD K&, ki, X X Ew2 (D M 1) KRy 5k s
TEHI A B L 77 2

[0151] R KI5, A e an BE X (1) AEWRIH#& 751k,

[0152] A& WAL )0 J5 vk AT LA LA T 8 A 28 3 R N D A R VE 22 07 AU 4%
BT A& ) a] LAAG an i i B FH sl 528 T IR T 2, s 1 AR HOR N 01 i RE PR AR ) 224k
T AR A o 18 A KA FIEA S JE B S0 23 0 K B T J s R S8 A B RN B AR
PR A UR A S H1 3R AT

[01531  JUH., iXFp 75 ¥ 7] LLLE R. C. Larock, Comprehensive OrganicTransformations,
VCH publishers, 1989 F13LF,

[0154]  FAIRT JsURH 2 P LA RS W AR AT Y, B i Je U ) — Sl B N Sl nd 2 e R
A LAZE 5 M5 B

[0155]  £E N SC IR ) S, AT DAORAP A B AF AL T b i) e PR B RE A, ) s
BEEUHE AR B I R BOR B, DU S AN B 2 S B s virb . BT DA B R AE ER AR
J7VEAR AR 3 3 ], 450 a2 W T. W. Green 1 P. G. M. Wuts, Protective Groups in
OrganicChemistry, John Wiley and Sons, 1991 ;J.F.W.McOmie, ProtectiveGroups in
Organic Chemistry, Plenum Press, 1973,

[0156] 18 7RI 4 IV R AT O o ] DUSEF 25 Pl o, B H X e I B A R
BAARER . &0 a5 8, HonT DU~ J7 &R e D s 3 ke, #l i
BN TbE 48 20 TR G, JCI R MR T i, 45 a0 — P 2k AR Mk S RN, 451 40 & Tk
DY SRR o

[0157]  Je Win] DAFE 837 MR Ve T W EAT . B kUt AR I T REL 0C - 44
150°C ( EARIELY =R - 29 100°C ) FHAT SRNVo HUk TVF 2 BRI3R i il A i et o2 Rk
TN L, S N BT o e ()t ] LR AR K. B, U S B AE BT 40 AR e 4 1 N 2k
AT, W2 3 /NI = 249 20 /NI RN TR)GE B2 88 1.

[o158]  mJ DI B L5 M S TR A4 b [l dn b i 2% AL &4 . 5w AT I M
IR ) 25 B R0 i [RS4SR A BEAE SO NTR S T 2 BRSNS 5 K
RGN, 22 J5 FZRASE A DS R ZEBUOT WZEB 28 B 7)o B4, dn R B2 m] A
T A EN IR, 4 21 2 L P UTIE B A Bl O R, ) AR e & VR R
kAT — P A
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[o159] ARG IHE— D1 H I, A& B — Rl & o Lk (D (& ik, KA
I

[0160]  — T4k ;HH

[o161] - FHAHM (IV) F0 (IV' ) 4 &9

[0162] R*X R*Y

[0163] (IV) (v’ )

[o164] oA R* AR’ Wik (1) A pse SIS, XY Bl s 36 i 25 JR ¥~ 5 OH 5

[o165] Wik (I1D) LAY -

[0166]
PSO
P40 O
HO
OH
O
0-Ps
O
HO O-pP¢

OH

[o167]  Hirp, P P\ P" \P” % HARIBANIA, AA 2 H B OH- {31 3L, 8 P' A1 P° AT / B
PY AN PP B RERR OH- {3 [

[0168] W HEFT L — AN EUM AL BREL AL SR

[0169] Tk ANELAL 2D SR AT DL % BT W % ke Bl AT AT

[0170] G RIEY, FEMEAL AN / BRIk D 3R 2 A / B Ja vl RE 7 EE— N ERE MR/
s IR B

[0171] KPR 25 A 6 i e Bl 4 i, 4]

[0172]
O\(O O O
YA
[0173]  B& RIS, il an
[0174]
| I
OO

(|Pr)28| _Si(iPr),
0O

[0175] A& BRI ARG — D KRR R R A D IR o % N R 5 T
AT

[0176]  FTalHeidh Sz I3l SR AT 2 38 2 IR AL 355 134 T, ) Btk g — =4 AR &) 5k
%§Ezfﬂﬂ "44§i4tAﬂhEa/\¢@

[0177] Pl i A e 75 I BEAL [ N AT BAZE — AN B AN D 3R p BT » TRk 20 BRI 5 R R A
BRI, 470 4 DMAP A1/ 8% DCC SR HEAT
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[0178] AR 5 BAE 7 A BRI S R &P R
(01791 FAIG UL T AR IR T -
[0180]

HO HO
HO HO DMT R"’ Cl HOO
P Q
OH .
N W A A A
Ho OH

OH

1 3
B l TIPSCI,
A vRs VAL
oo o0 0 rooH P 0
HOO o -— (ipr)ZSi\o/Si(/iPr)O o -— (ipr)ZSI\o/Si(/iPr)o o
h
[ 5 4
1 [ SO, ; Pyridine ]
o]
1% —_— OH
e OWO&/P" R OW o
oR®
7:R?=80,;R¥=H 8:R? =80, ;R¥=H
7':R?=H;R% = SOy 8 :RZ=H;R¥=S0y
7°:R? =R¥ = SOy 8":R? = R¥ =50y
lo181]  fd AL SAUBEAAFI W LAZRTG 27,3 WAL &Y (T D . 37 — Tk &)
(') Ve tEAL S NI R =) hiAS 2 38 A RN I B E LR 5/1. (hEW 7,7 AN

7" GEES S
[o182] = (IV) A IR ] LR A 3RS
[o183] ik, 2 R*ARK M bz ¥ b) &S, X (IV' ) Ab&4m] DUE Y 8l o ds

IV RE VAR SN IESE
[0184]
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OE(
PCC R P P
R _-OH . OFt
] ) (COCl),
: H NX

O

>
[y

G © £
HNX = /k
'Ph
‘ reduction H N CH,OH
OEt -
pCC Ph PJ\(O( : o
R\/\/OH - R\/\H/H R g )
0]
0]
A B c

[o185]  HAp

0O
foras) R XA LR A s e b it S

T X

[o187]  SE MMM, LLn] R WERAT (1 A Dy JURHE 0 BRAEAT 22 G, WU AL 5 — A4 P i 19
(S) SRS RS . 2 E¥ GIBJROF AT L 1FRIA B L AREMEC Rk B, 133
AR (V) AEW. JUIHL B A Wittie) M, M (VD) AEWLL KRS
A SR AR (V) (AR RIAA R AV —a) MARYAV ) K&

[0188]
O

HO = | q

[0189]
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T2 T

T2

OEt
Phi,P

O

VD) .
[o190]  FRMHI&X (V" ) WWEWRI TR AR, g HAE R T BA & E k1L
A
[o191] W] DId i v FH Bl o2 STt g v R R 36 45 A/ BOER AR R AT BT iR U i
[0192] B KA
[0193]  [& 1 FiIE 2
[0194] & 1 A1 2 A0 T 4l i v % Z4B27 W) WA BHAL S W) RN EEAL-S W0 R (sl )
M= TRN- v [1J& (pg/mL, Z050 ) o

e

[0195]  SEjEf] 1 .
[o196] A. MR &K
[0197]
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Q
HO 0 PR\ O Q P“/Voo
HOHo. O’Ho A ReCl HO. A
HO DMT 0 e fo)

o)

fo) Q
o o0Q_-Ph o o P
o OH HO o] R20
HO o OH OH
1 2

1w

‘ TIPSCI,

(o]
ph” O 0 PR \0 R Ph/Voo
OHo o P o) RSOH _/O o}
HO (iPr),Siy «— (iPr),Si 7 0

o

/0 P4
A Si(iPr). 0
o O/Sl(lPr) O o
O Ph
Wokﬁh o No O RO\ v
RO RO OH

0]
2

[]

1 [ SO, : Pyridine ]

o}
HO
RN R HOM
OoR0 20 RO
0 OH
o
R2O

OR®
7:R? =80, ;R¥=H 8:R?=S0; ;R¥=H
7' :R?=H;R¥=SO; 8 :RZ=H;RY=SOy
7" :R? =R¥ = SO; 8":R?'=RY = SOy

[0198] 1. a, a — HF¥EBHA W EREEAL

[0199]  H «, a —¥g#EERE —/KEY) (leq.) FEZEX LM (0. 4W) T [El% 30 43 8h LA K. 2
JE A TR MR AR LR AT N, N- — FRSE WL (DMF, 0. M) P4 o, o - —FI4JE
25 (DMT, 2eq. ) Fl1 10— xR (CSA, 0. 05eq. ) —iEMA A S R Thest i kis b
ARG (60°C ) 1 /M LABREFEE . 2 5 I B2 (1) DMT (0. 25eq. ) F1 CSA(0. Oleq. ),
HHREW IR M B E 2R AT o RNV G5, 258 DMF. fEBRIRE K (5% ) H
PLFRIR G, 13 245 I 460 20 B WDV A s 1) S D M FAOK FE S84 H
DTS i o B, IEIE B 02 50 2, KA B T T8 (84% ) .

[0200] 2. £ E 2 [TE4L

[0201] A 45 2 (leq. ) A— AR EFEMENE (DMAP, leq. ) FHEES (1. 3eq) 7ET AL
E (0. 6M) kB[Rl 25 /NI . LA 45 % (77 245 31 8 — WEIEAL I ) 3.

[0202] 3. {7 2" Fi3" FHIFRERFAL

[0203] ] 3(leq.) FEMLAE (0. IM) FRIVKABEE T IMA 1, 3- Z5 -1, 1,3,3- WU N5 —
FEEHE (1. 2eq.) o IR FHCHE 2 KRG, BIREDBNBIVOKH HH O CFEAER=Y). 4
Pk alifb BL 58 % 17 A3 B HE RO =) 4.

[0204] 4. {7 F 3 [ITE4L

[0205]  ZET-HEMTAAS (0. IM IR ) 1, FHii AR ROH( B Zr B 13545 ) (leq. ) .
DMAP (leq. ) A1 DCC(1. 5eq. ) AFEALEH A (1. Beq. ) 15 4380, HJa, 28 R FF H P
Al WAL ) B SOV i REAROE T BT IR ) 4544 (25-60%6 ) o

[0206] 5. Jii FAELE AL

[0207]  7F 40°C¥) Bu,NF/THF %9 (IM, H =3 ZIREZ AT pH ~ 6,40eq. ) T MFAtLEY)
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5(leq. )24 /pito LA 90 % 7= A3 B 45 7= 4 6.

[0208] 6. Wifik

[0209]  [r] 6 (leq.) HIHLRE (0. 06M) ¥ ¥ 77 0 AL e — = 404k Bt I & 40 1) DMF (0. 5M,

3eq.) W, (EZW T ARG . 2 KRG, ZRIBEW, PRVARER AIEHE] 762% )

H3 -WiRFMART_F2 ,3 - —WRUeEm 1 .

[0210] 7. 4aAPEfr) K g

[0211] ==y N A& / BEE /1. 7% H,50,(60/40/8) VAL — W S RATEW 7,7 8%
7" 2 K. F NaHCO; ¥AE R NG 2tk . SR 75 FH 2 E A5 2IAH NI — B 21k
IR PG 8,8 8" .

[0212] B. BHI& AL

[0213]
PCC Phi P)\H/OB
R<_-OH .
A O
B
I BH,
i 1) (COCl),
: : \)\n/ 2) i \/1“/
R\/\I]/ - \/\ﬂ/
G o
H,NX =
"'/Ph
HN" eH,0H
[0214] 1. FEREAL

[0215]  ZEVEUTT, HEE A (Leq. ) DB PRE B R 3 T8 00 — & e Hh 1) UK R

L e 845 £ (2861-) MO (Beq.) 1 (0.4M A o BikE 1.5 /NN E I SRk FF it v A

Y. =) B R&aE—Daifl.

[0216] 2. AEPRA [V

[0217]1 [ B(leq.) BT =S L (0. 6M) HH PN 1- SHE W L5 =R E 5k

(1-carboethoxyethylidene triphenylphosphorane) (1. 2eq.) . ZJGEZEE PR ESY)

L, 13RI Co th AT RIS 2 AP IRI 3K 87% .

[0218] 3. %ﬂg

[0219]  TELTR LM (0. 4M) HhAd A 10 % AR IR VE AL R HE RS C (leq. ) HEATE L

CL 77 % A3 M ANEE D, Hooh 1/1 19 C-2 £ bR Ak (JEXT I s pa ik ) R G

[0220] 4. Ak

[0221]  110°C R, fESESAAMB (12eq.) WK / LE 2/3(0. 2V) ¥ KR D (Leq. ) fnFiuct

o ZRNEBESBIANER E, H o4 C-2 7 _ERFMNERE (1/1 WEAEXT ISR ) IREY.

[0222] 5. WEHEA

[0223]  [FIAL FRFER E (leq. ) HHREE—R NI (10eq. ) 1 /NI o g F B2 &l

BT U EE (0. 4M) 1 DMAP (1. 2eq. ) , BA RS ) (R) —2- AR H 2 B2 (1. leq.) A

B BLA, R TR RVIR GRS . SRl G AEXT B R A AT 2 73 5. 2S
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AEXT IR AR F 2 RN &, FELL 36 %6 I 4 B .

[0224] 6. M&fi#

[0225]  {EBER (3N) ¥ T 1/1 5 O / ZKIRG TS BIEE (0. 02M) Hrl Bl E (leq. )
[l A, & SRR 25— 2 G

[0226] 7. AJH

[0227]  WER G (leq. ) VEMAAE B, € THE (IM, 1. Teq. ) W, £ =10 FIFHZIR SR .
TN B, 2 JG N 80% )& 7K £, H NaHCO, f# VR &) b Mk, EE SRy KK
it

[0228]  FEEHEA VR LLIER DT BREE oI NI e IS8,

[0229] 4% MR iR 77 N BAAEAIES C, 13 BIABAIE .

[0230] 733 FIEZ -

[0231]
0
3
CieHas AN 2 T OH
4
o
[0232] C,,H,40,
[0233] M = 324.5474g/mol

[0234]  (2F)—2- L — {-fik —2— JA&IR

[0235] A fE4him

[0236]  RMN ‘H(250MHz, CDCI,)

[0237] & = 0.88ppm(t, H-t,’] = 6.5Hz) ;6 = 1-1.7ppm(m, H J§ 5 J%& ) ;6 =
1. 84ppm(d, H-2", d,*J, ., = 1.5Hz) ; 6 = 2. 19ppm(quad, H-4,°J,, = °J,, = THz) ;6 =
6. 9ppm (tq, H-3,°J,, = THz F1*J,,. = 1. 5Hz)

[0238]
)
3
4 2
C17H35 \ 1 OH

4' 2
[0239] C,,H,.0,
[0240] M = 366. 628g/mo1

[0241]  (2B,4S)-2,4- —FHE —+ K -2- &%

[0242] a4

[0243]  RMN ‘H(250MHz, CDC1,)

[0244] & = 0.87ppm(t, H-t,’] = 6.5Hz) ; 6 = 1. Oppm(d, H-4",%],., = 6.5Hz) ; § =
1. 1-1. 6ppm (m, H g% ) ;6 = 1. 84ppm(d,H-2",d,"],, = 1.5Hz) ; 6 = 2. 5ppm(m,H-4) ;
§ = 6. 65ppm(dquad, H-3,°J, , = 10Hz F1 ‘], ,. = 1. 5Hz)

[0245]
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[0246] CyuH,60,

[0247] M = 366. 628g/mol

[0248]  (2F,4R)-2,4- —HE—+ Tk -2- IFIE

[0249] {4

[0250]  RMN ‘H(250MHz, CDCI,)

[0251] & = 0.88ppm(t, H-t,°] = 6.5Hz) ; 6 = 1.0lppm(d, H-4",],, = 6.5Hz) ; &
= 1. 1-1. 5ppm(m, H IG5 % ) ; 6 = 1.85ppm(d, H-2", d,"],- , = 1.5Hz) ; 6 = 2. 5ppm (m,
H-4) ; 8 = 6.67ppm(dquad, H-3,°J,, = 10Hz F1 °J, ,. = 1. 5Hz) ;

[0252]

6 a4 2
[0253] C,,H5,0,
[0254] M = 408. 7087g/mol
[0255]  (2F,4S,6S)-2,4,6— — X —+JUbR —2- {HElE
[0256] (Phtienoic acid)

[0257]  Ffadhim

[0258] [a],” = +13.8( &)

[0259]  RMN 'H(250MHz, CDC1,)

[0260] & = 0.82ppm(d, H-6",%], , = 6.5Hz) ; 6 = 0.88ppm(t, H-t,’] = 7THz) ; 6 =
0. 99ppm (d,H-4",%],., = 6.5Hz) ; 6 = 1.05-1. 4ppm(m, H &%) ; 6 = 1. 85ppm(d,H-2",
‘], 5= 1.5Hz) ; 6 = 2.6ppm(m, H-4) ; 6 = 6.66ppm(d, H-3,%J,, = 10Hz,"J,,. = 1. 5Hz)
[0261]  RMN **C(250MHz, CDCI,)

[0262] & = 12.1ppm, C-6" ;6 = 14. 1ppm, C-t ; § = 19-32ppm, C G i ik

[0263] § = 37.6ppm,C-2"; & = 44, 4ppm,C-5; 6 = 125ppm,C-2; 6 = 151. 2ppm, C-3,
[0264]

[0265] CyeHs,0,

[0266] M = 422. 7356g/mol

[0267]  (4S,6S,85)-2,4,6,8— Py A3 — UG —2- 4iRE
[0268]  JEfaiH
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[0269] [a ], = +I15( &)

[0270]  RMN ‘H(300MHz, CDCI,)

[0271] & =0.83ppm(d,H-8",%Js = 6.3Hz) ; 8§ = 0.85ppm(d,H-6",°], ;= 6. 3Hz) ; &
= 0. 9ppm (t,H-t,°] =6.6Hz) ; 6 =1.01ppm(d,H-4",],,=6.6Hz) ; & = 1. 1-1. 5ppm (m,
HJEWi%E) ;6 = 1.88ppm(s, H-2" ) ;8 = 2.67ppm(m, H-4) ; 6 = 6. 69ppm(d, H-3,%],, =

10. 2Hz)
[0272]
8
[0273] C,;H,,0,
[0274] M = 184. 2786g/mol
[0275]  (4S,6S)-2,4,6— —FIEE —2- [ElE
[0276]  Lf4i

[0277]  [a ], = +53.2( &1} )

[0278]  RMN ‘H(250MHz, CDCI,)

[0279] & = 0.86ppm(d,H-6",°], = 5,5Hz) ; 8 = 0. 88ppm(t,H-8,°J,, = THz) ; 6§ =
1. 03ppm(d, H-4",°],, = 6,6Hz) ; 6 = 1. 1-1. 5ppm(m, H-5, H-6, H-7) ; § = 1. 89ppm (s,
H-2") ;8 = 2.67ppm(m, H-4) ; 6 = 6. 7ppm(d, H-3,°J,, = 10Hz) ;

[0280]  RMN **C(300MHz, CDCI,).

[0281] & = 11.2ppm,C-8 ;8 = 12. 1ppm,C-2"; & = 19. Oppm,C-6’"; & = 20. 4ppm, C—4’
[0282] & = 30. 0ppm, C-7 ; 6 = 31. lppm, C-4 ; & = 32. 3ppm, C-6 ; § = 44. lppm, C-5
[0283] 8§ = 125.5ppm, C-2 ; 6 = 151. 1lppm, C-3 ; 6 = 174. lppm, C-1,

[0284]  RH] LI IRGIE T A KK T 5L ED .

[0285] {kE&H)a -

[0286]
HO
HO™ ¢ Na*
] Y 6_OH
t 0
VWMO 3 4-OH
2
B
t' ©
1 /I O
Yoo
g O
[0287] C,oHgy0,:SNa
[0288] M= 989. 2911g/mol

[0289]  2-0— I BelEdt —3-0-(2— R — Tk —2- J&lEIL ) 2" —O- R fRAR
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[0290] —a, a' -D-ipEEpE

[0291]  RMN 'H(250MHz, CDC1,/MeOD 4/1)

[0292] & = 0.89ppm(t,3H-t,3H-t",°] = THz) ;6 = 1-1.6ppm(m, H i§ i &) ;6 =
1. 81ppm(d, (CHy) .-, J = 1Hz) ; 6 = 2. 2ppm(m, 2H-a ,2H-y ’) ; & = 3. 3—4. Tppm (m,H-2",
H-3”,H-4,H-4",H-5,H-5",H-6,,H-6" ., H-6,,H-6" ) ; 6 = 4.95ppm(dd,H-2,°], , = 4Hz
%], = 10Hz) ; 6 = 5.29ppm(d, H-1,°],, = 4Hz) ; 6 = 5. 45ppm(t, H-3,°J,, = °J., =
10Hz) ; 8 = 5.52ppm(d,H-1",°],, ,, = 4Hz) ; 8§ = 6. 8ppm(tquad,H-B *,*J,. ,. = 7.5Hz,
‘] = 1Hz) »

[0293]  MALDI-Tof ( [HE 4558 ) M/Z = 965. 75

[0294] 4LEWD -
[0295]

[0296] CsoHy:0,65Na

[0297] M= 1031.3717g/mol

[0298]  3-0-(2,4S— —FIFE 4 B —2- SEIEEE ) -2-0- FNIEidE -2 —0- iR
[0299] M —a, a' -D- g

[0300]  RMN ‘H(250MHz, CDC1,/MeOD 4/1)

[0301] & =0.9ppm(t,3H-t,3H-t",°] =6.5Hz) ; 6 =0.99ppm(d, (CH,) ,.,°] = 6. 5Hz) ;
§ = 1.1-1.6ppm(m, H 5 % ) ; 6 = 1.82ppm(d, (CH,) ..,"] = 1Hz) ; 6§ = 2. 22ppm(t,
2H-a ,°] = THz) ; 6 = 2.46ppm(m, H-y ) ; 8 = 3.4-4. 4ppm(m, H-2’, H-3, H-4, H-4’,
H-5, H-5", H-6,,, H-6" ., H-6,, 16" ) ;8 = 4.87ppm(dd, H-2,°],, = 4Hz il °J,, =
10Hz) ; 6 = 5. 29ppm(d, H-1,%],, = 4Hz) ; 6 = 5. 44ppm(t, H-3,°],, = °J,, = 10Hz) ; &
= 5. 51ppm(d,H-1",%],,,,= 4Hz) ; 8 = 6.57ppm(dquad,H-B ’,°J,._,.= 10Hz,"] = 1Hz) .
[0302]  MALDI-Tof ( [HE F4:L) :M/Z = 1007. 59

[0303] {LEW)c -

[0304]

ax? ax?
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[0305] Cs,Hs:0,:SNa
[0306] M= 1031.3717g/mol

[0307]  3-0-(2,4S- AL — 1 —fk —2- &HIEIE ) —2-0- -7SBelkdE —2" —0- IR
[0308] M —a, a! -D- g

[0309]  RMN ‘H(250MHz, CDC1./MeOD 4/1)

[0310] § = 0.89ppm(t,3H-t,3H-t",°] = 6.5Hz) ;6 = 0.99ppm(d, (CH,) ,.,’] =
6.5Hz) ;8 = 1-1.6ppm(m, H g W5 J%& ) ;6 = 1.82ppm(d, (CH,)..,"] = 1Hz) ;86 =
2. 21ppm (t,2H-a ,’] = 7.5Hz) ; 6 = 2. 5ppm(m,H-y ) ; 6 = 3. 3-4. Tppm (m, -2’ ,H-3",
H-4, H-4", H-5, H-5", 16, H-6" ., H-6,,, 16" ) ; 6 = 4.95ppm(dd, H-2,°], , = 4Hz Fl
°J,s = 10Hz) ; 8 = 5.29ppm(d, H-1,°J,, = 4Hz) ; 6 = 5.45ppm(t, H-3,°],, = °J., =
10Hz) ; & = 5.52ppm(d,H-1",°],, ,» = 4Hz) ; 8§ = 6. 57ppm(dquad,H-B",°J4._,. = 10Hz,
‘7= 1Hz) .

[0311]  MALDI-Tof ( BHES F4xL) M/Z = 1007. 49

[0312] LB d:

[0313]

[0314] CsHy,0,6SNa

[0315] M = 1073. 4523g/mo1

[0316]  2-0— T 7Skelbdt -2 —0- iR —3-0-[ () —(4S,69)-2,4,6—- —FHFF —+
[0317] VOBl —2— 4@ lEFE 1-a , a ' —D-— Hg et

[0318]  RMN ‘H(500MHz, CDC1,/MeOD 4/1)
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[0319] & = 0.86ppm(d, (CH,) 5.,°] = 6.5Hz) ; & = 0. 88ppm(t,3H-t,3H-t’,°] = 7Hz) ;
§ = 0.97ppm(d, (CH,),.,°] = 6.5Hz) ; 6 = 1-1.6ppm(m, H f5 i % ) ; 6 = 1. 82ppm(d,
(CHy) o+, J=1.5Hz) ; 6 = 2. 221 2. 26ppm (2 P FLHEW, 2H-a ,°], , = 8Hz,°] = 16Hz) ; &
= 2.62ppm(m,H-vy ’) ; & = 3. 5-3. 8ppm (m, H-4,H-4",H-5",H-6,2H-6") ; 6 = 3. 94ppm(t,
H-3",%J4 5= "]y = 10Hz) ; 6 = 3.97ppm(dd,H-6,%] = 12Hz,"J,; = 3Hz) ; 6 = 4. 23ppm
(m, H-2", H-5) ; 6 = 4.97ppm(dd, H-2,%],., = 3. 6Hz F1°J,, = 10Hz) ; 6 = 5. 25ppm(d,
H-1,%],, = 3.6Hz) ; 6 = 5.43ppm(t, H-3,°],, = °J,, = 10Hz) ; 6§ = 5. 46ppm(d, H-1",
T, = 3.6Hz) ; 8 = 6. 54ppm(dquad, H-B *,°J,._,. = 10Hz,"] = 1. 5Hz)

[0320]  MALDI-Tof ( [HE 4% ) M/Z = 1049. 47

[0321] fthEWe:

[0322]

[0323] CseH,050,6SNa

[0324] M = 1087.4792g/mo1

[0325] 2! —0- Bt —2-0- +/kelidt -3-0-[ (4S,6S,85)-2,4,6,8- PUFFFL — |-
[0326] PUfk —2— 4lkdE 1-a, a ' —D— JhpjEi

[0327]  RMN 'H(250MHz, CDC1./MeOD 4/1)

[0328] & =0.89ppm(t,3H-t,3H-t’,>] = 6,5Hz) ; § = 0.82 ;0. 84 F10.97ppm(3d, (CH,)
ys (CHy 5.5 (CHy) ) 38 = 1-1. 6ppm(m, H 5% ) ; 6 = 1. 84ppm(d, (CHy) ,.,*] = 1Hz) ;
5 = 2.24ppm(m,2H-a) ;6 = 2.6ppm(m, H-v’ ) ;6 = 3-4.5ppm(m, H-2", H-3’, H-4,
H-4", H-5, H-5",21-6,2H-6" ) ; 6 = 4.96ppm(dd, H-2,°],, = 4Hz F1°J,, = 10Hz) ; § =
5. 27ppm (d, H-1,°J,, = 4Hz) ; 8 = 5. 43ppm (t,H-3,°J,, = *J,, = 10Hz) ; & = 5. 48ppm(d,
H-1",%],, , = 4Hz) ; 8 = 6. 54ppm(dq, H-B *,°J,._,. = 10. 2Hz,*] = 1Hz) .

[0320]  MALDI-Tof ( FHES T-#5:L) :M/Z = 1063. 66

[0330] tLEW)T -
[0331]
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[0332] CeHy 04045

[0333] M = 985. 3430g/mol

[0334]  2-0— | SkEmbdt —3-0-[(4S,6S,8S)-2,4,6,8 VYR — 1 PUkK —2— 4l
[0335] FHl-a, a’ -D-HEEHE

[0336]  RMN ‘H(250MHz, CDC1./MeOD 4/1)

[0337] & =0.77ppm(t,3H-t,3H-t’,’] =6,5Hz) ; 8 = 0.7 ;0. 72 F1 0. 86ppm (3d, (CH.)
ys (CHy) 5.5 (CHy ) 38 = 1-1. 5ppm (m, HAG %) ; 8 = 1. 73ppm(d, (CHy) .-,"J = 1. 5Hz) ;
6 = 2.13ppm(m,2H-a ) ; 6 = 2.5ppm(m, H-y’ ) ; § = 3.2-3. 9ppm(m, H-2’, H-3’, H-4,
H-4", H-5, H-5",2H-6,2H-6" ) ; § = 4. 84ppm{(dd, H-2,°],, = 4Hz F1°J,, = 10Hz) ; 6§ =
5. 0ppm(d, H-1,°],, = 4Hz) ; § = 5. 16ppm(d, H-1",°],. ,, = 4Hz) ; 6 = 5. 36ppm(t, H-3,
Jou =Js, = 10Hz) ; 8 = 6.43ppm(dq, H-8",°J,. _,» = 10.2Hz,"] = 1Hz) .

[0338]  MALDI-Tof (& F#iL) :M/Z = 1007. 61

[0339] fLED g

[0340]

[0341] Cy.H,100,:SNa

[0342] M= 1199. 6943g/mo1

[0343] 2/ —O- Wil #R —2-0— — A Ukt —3-0-[(4S,65,85)-2,4,6,8- JYFFH —
[0344] - VUfE —2- &L 1-a , a ' —D-— {g A

[0345]  RMN ‘H(250MHz, CDC1,/MeOD 4/1)

[0346] & = 0.6-0. 9ppm(m, 3H-t, 3H-t", (CH,) ,., (CH,) 5., (CHy)..) ; 8 = 1-1. 5ppm(m,
HARW %) ;6 = 1. 73ppm(d, (CH,) ..,"] = 1Hz) ; 6 = 2. lppm(m,2H-a ) ; § = 2. 5ppm(m,
H-y’) ;6 = 3.1-4.5ppm(m, H-2, H-3 ", H-4, H-4", H-5, H-5",2H-6,2H-6" ) ; 6§ =
4. 8ppm(dd, H-2,°],, = 4Hz 1 °J,, = 10Hz) ;6 = 5. 16ppm(d, H-1,°],, = 4Hz) ; 6
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= 5.3ppm(t, H-3,°J,, = °J,, = 10Hz) ; 8 = 5.46ppm(d, H-1",%],.,, = 4Hz) ;6 =
6. 43ppm (dg, H-B 7,°J 5., = 10. 2Hz, "] = 1Hz)

[0347]  MALDI-Tof (P B F#i:L) :M/Z = 1175. 57

[0348] AL&EWh -

[0349]

[0350] C,Hs,0,:SNa

[0351] M = 975. 2642g/mo1

[0352] 2-0- “FfEEL 2" —0- BieHE —3-0-[ (4S,6S,85)-2,4,6,8 PUFE — Uk
[0353] - JEIEEE 1—a, a ' -D- MgiEHE

[0354]  RMN 'H(250MHz, CDC1,/MeOD 4/1)

[0355] 8§ = 0.65ppm(d, (CH,) 5.,°] = 7THz) ; 8§ = 0. Tppm(t, 3H-t,3H-t",°] = THz) ; &
= 0. 8ppm(d, (CH,),.,’J = THz) ; 8§ = 1. 1-1.5ppm(m, H %) ; 6 = 1. Tppm(s, (CH,)
o) 36 = 2. 1ppm(t,2H-a ,’J, 5 = THz) ; 6 = 2.5ppm(m, H-y’ ) ; § = 3. 1-4. 5ppm (m,
H-2’, H-3, H-4, H-4’, H-5, H-5", 2H-6,2H-6" ) ; 6 = 4. 8ppm(dd, H-2,°],., = 4Hz F1°]J,.,
= 10Hz) ; 6§ = 5. 15ppm(d, H-1,°],, = 4Hz) ; 6 = 5. 3ppm(t, H-3,°],, = °J,., = 10Hz) ;
8 = 5. 4ppm(d, H-1",%J,. ,, = 4Hz) ; 8§ = 6. 4ppm(d, H-B *,*J,._,. = 10. 2Hz) »

[0356]  MALDI-Tof ( & F45) M/Z = 951. 43

[0357] ’Hﬁ/ﬁ\#@ i

[0358]
[0359] C,,H.,0,.SNa
[0360] M = 736.8072g/mol
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[0361]  2-0- 2FEMEIL -2 -0 TRE —3-0-[ (4S,6S8) 2,4, 6- — FKLE —2- Wik

[0362] %]—a, a ' -D- gk

[0363]  RMN ‘'H(600MHz, A% #4EL , MeOD)

[0364] § =0.86ppm(d, (CH,) 5.,°] =6.6Hz) ; 6 =0.88ppm(t,3H-t",°J=7.2Hz) ;6 =
0. 9ppm (t, 3H-t,°] = 7. 2Hz) ; § = 0. 99ppm(d, (CH,) ,.,’] = 7.2Hz) ; 6 = 1. 1-1. 6ppm(m,
HAgWilG) ; 6 = 1.85ppm(d, (CH,) ..,"] = 1.5Hz) ; 8 = 2. 27 1 2. 3ppm(2td, 2H-a ,3Ja ]
= 7.2Hz,°] = 14.4Hz) ; § = 2.66ppm(m,H-v’) ; 8§ = 3. 41ppm(t,H-4",°], = "], &
9.3Hz) ;8 = 3.66ppm(dd, 1H-6",J, - = 5.7 f1 2] = 11.7Hz) ; 6 = 3. 68ppm (t,H-4,°],
= J43— 10Hz) ; 86 = 3. 75ppm(m, H-5", H-6, H-6" ) ; & = 3.91ppm(dd, H-6,°] = 12Hz,
Tos = 2.4H2) 38 = 3.92ppm (t, H-3",%T, . = °Jp . = 9. 3Hz) ;6 = 4. 19ppm(dd, H-2’,
2T, = 3.6Hz,%], 5 = 9.3Hz) ; 6 = 4. 24ppm(ddd, H-5,%], , = 2. 4Hz,°], . = 4. 2Hz,%]. ,
= 10Hz) ;8 = 4.98ppm(dd,H-2,°], , = 3. 6Hz F1°J,, = 10Hz) ; 6 = 5. 2Tppm(d,H-1,%],,
= 3.6Mz) ;8 = 5.50ppm(d, H-1",%], ,» = 3.6Hz) ;8 = 5.51ppm(t, H-3,°],, = °J,, =
10Hz) ; & = 6. 52ppm(dquad, H- B ’,SJB = 10. 2Hz,“] = 1. 5Hz)

[0365]  RMN “C (600MHz, Y2 {4#REL MeOD)

[0366] § = 11.6ppm, C-t” ; & = 12. 8ppm, (CH,) .- ; 6 = 14. 4ppm, C—t ; & = 19. 5ppm,
(CH,) 5. 3 6 = 20.8ppm, (CH,) ,. ;8 = 23. 7ppm, C—(t-1) ;6 = 26.0ppm, C-B ;6 = 30;
30.1;32. 8ppm, C2E & ; & = 31. lppm, C—(t-1)" ; 6 = 32. 1ppm, C—-y’ ;6 = 33. 6ppm,
C-6’";86 = 35.0ppm, C—a ;& = 45.3ppm, C—¢’ ;& = 61.8ppm, C6 ;8 = 62. 5ppm,
C6" ;6 =69.9ppm, C-4 ;8 = 71.6ppm, C-4" ;6 = 72. 0ppm, C-2; & = 72. 8ppm, C-3’ ;
& = 73.4ppm, C-5; 6 = 74. lppm, C-5" ; 6 = 74. 4ppm, C-3; 6 = 78. 4ppm, C-2’ ; § =
93. 5ppm, C-1 ;& = 94. 3ppm, C-1" ; 6 = 127. 2ppm, C—a ’ ; 6 = 150. 2ppm, C-B’ ; 6 =
169. 3ppm, (C =0),; 8 = 174. 3ppm, (C = 0) ;.

[0367]  MALDI-Tof (B FHIL) M/Z = 713, 15

[0368] DL T AMLEY -

[0369] fL&EW) ] -

[0370]
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[0371] ALEW k -

[0372] thEW1 -
[0373]

0]
[0374] ALEHm:
[0375]
HO (0}
HO
HO -0,80 S
Na* OH
H 0 OH
4 P> O
(o]
\/\/\/\/\/\/\/\WO
o}
[0376] L& n -
[0377]
HO O
HO
HO -0,S0
. 0]
Na OH
(@] OH
\/\/\/\/\/\/\/\n/o
O
W\NV\/\/\/\/\)\)\[TO

[0378] A{LEW) o -
[0379]
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HO
HO ¥ \s-0
HO,SO 7 ¢
OH o
0 5 OH
I '\o oH
H3C-(CH2)1'4—'C-O 5 2\ ¢
OM\
14

(0]
[0380]  SLJifA] 2 « &5 4%/ B AT B AR B BE G 1 54K (ex vivo) AE:
[0381] 4 T #f e i B BB IR — PO e s JeL ok, I i P Atk B B B IR I 2 S5 TRN- v
(KR I. {E GM—CSF (500U/mL) F1 1L—4 (5ng/mL) fF7E T 557 2x10°PBMC & / fL 4 K. 7Eik
WIIRAE 10 % M N IMTE TP 78 BRSO, T- 4. BB P is (10 1w g/mL) NS4 FE SR 1
CD1- RIEMPUR ZIBAMA . )5, MAZN M (2x10°/ L), 18 /Iif 2 J5 1 B ELTSA
& IPN-v 18 BB RIS 5 96— fL AW IR EUiAT TFN- v ELTSA, &k FiR7E
IFN- v #igkBifk 2w g/mL) AR . HEH 1% 405 A& E 1 PBS FHITIER: 7 1t 45
GO A EIERMEER L L L MR LAR 1000 1. Sl FERIESR 2 /N i
JIRVEGE (3-4 k) MkrZEM. HE, 4 1 PR IIAEY RS -IFN-v Fifk Qug/mL). A
TR S RN PR TEN- Y, 28 30 2 BRI BIR - ISR . B n N B AR (TMB,
Endogen, MA, USA) » 48 20 73 8PIBE IR 25, IMAIRIR (2% ) # 1k V. 7E 480nm P AL H
RN EER e R R . A T AT B3E W i 48 M R iR B, P iR e s HAA E
WP IEN- v Frifk.
[0382]  SLJifsl] 3 AR PN AIFSY
[0383]  fiE4E PPD" {4k ( Stz 2= il5e S HPE ) A PPD ik (i m i 20 ) JF
AR R A . KA ELISA % (15pg/mL) 76 &A1& W Ah PEMY IFN- v 17
A AT 0 B T PR AT IR (1 S o Ko B 5 L ) i S 155 o
[0384]  SEjfifs] 4 %5 2L
[0385] &AL WO 2004/092192 WA TF B 7 AR T 40 5ol Z4B27 w3 AR J B 4k
AR T A TEN- v BRI
[0386] ZEIMA T4l (5x10°/ L, — R =4 ) Z 8, #£ 37°C F I LA 7= 3 Ab 31 ik (1 Bt Ji
(1-10 1 g/mL) FkEFE 5x10° 0L / LI CD1+APC 2 /i . 36 /NI i 48 A sandwich ELTSA
i3 & (Instrumentation Laboratory) M EBE A TNF-a FI1 IFN-v o £ RN =140
RFEMIE ng/ml 8% pg/mL+SD. FTHRKZE/DESE 2 K.
[0387] [ 1 " ER T ARKHEAL G e(epd ) HIZEH ., HAFIAR KRS 5N
FIARBRRIAEY) (S WAEY £ “cpd £7) F1W02004/092192 A FF HIEE T F KR4
LA B IAH N I FIAL A4 (2 0. “comp. ) AHEE R HH SELFva HE -
[0388]
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[0389] [ 2 I RHIBE— SR B R TALEY bl d(cpd b Fl cpd d) HITEME.
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