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L. —Ff 1,4, 5,6- PUS -2 FIIE —4— WEE B IR £8 B8 31 (1) il 2% 7732, LR iR A6 T, i
KINFAFE LT 2R R L-2, 4- Z 258 T IR R ER AR 1R = TR I AN B2
W NPV IR T A 50 ~ 120°C, B 1 ~ 6 /N, [RIVA &S A Ja i s B B 2 0 ~
40°C, ZETHH, 1R K =1 LR R 08 L BE TR 45 24k 3 1, 4, 5, 6- DU & —2- FF
HE —4- WERE IR IR AR IR AR K o

2. MRAEBRESK 1 ik il & T i, R IEAE T, iR iRk L-2, 4- —2 5 T R —3hi
AR 4 = BRI EEREE A 1:1 ~ 10,

3. MRIEAURIESK 1 8% 2 Pl (i) 5 7 7%, SRR AEAE T, PS50 8 FRBE ST 7 AR
IETREBUT BER AT —Fh, HHE AR 1 BERIRRL L-2,4- — &R B TR —hREH 5 ~ 40
ml.

4. ARPEACFE K 1 22 3 PAE— TPl () ) 2% J7 2%, HRRAEAE T, Pk B 45 i R o A
MR CBERIARALE A 1 4 ~ 10, iR E L G D PR 80 & 1 BERIEEL-2, 4- —
A TR R 10 ~ 80 ml.



CN 102952082 A WO B 1/6 7

— MO SEERER A TSR %

B
[0001] A< B B — b H AT AR IS PE I B IR =03 R I & T vk, LR M U 2
1, 4,5,6- PU& —2- 2k —4- MERERIREE IR LM N L& Tk,

EEEA

[0002] 1,4,5,6- PUE —2- I —4- BEIEREE  (L-ectoine, CAS 5 :96702-03-3) f&1EMK%
Ui Wg R M ZL MR TR B 1) 6 & 2R 4 Halochloris H R ILE— B I E B R, &5 IR,
A —NMFHmIE 1.

[0003]  iZZFERR M Eh TR AL A Y B i M V-1 T AE A0 B PN = AR ) — FPAH A TR T 1R
WAMIFFTR A 1,4, 5, 6 VU —2- FI2E —4- WEIE FR IR Ae 1l 1L 1A N & BRI AR M i i P 42
TEAN Ay BB, AT N AN IE . A8 H s P AR W SF AP e T OB R ik S
BIE A IR 7 AR R A AR H A B B 5 WAH AR T, Wil el W R a1 R #h 5% .

[0004]  1,4,5,6- VY& —2— FZE —4— WRmE BRI ATl DNA 40 Jf 2 55 2L 40 K 7+ B (R 31k
FH A — SO FE 8 I, Wi FL IR S B S R B B35, 55 WA 25 s T 2R il 52
Bl AR b LA BB R . 1, 4, 5, 6- PUSL —2- FSE —4- meme BRI v] LR IE 5 4> FAEAB AR
PIVEH » BERE U E R 3T B 10 B U5, FF B8 B B3 A IR o

[0005]  1,4,5,6- PU& —2- 2 —4- BEmg R 2 E I EH MR e ARk EE,
PRI DNA  SE A9 Ko+ FI 4l Mo e 25 R VR L, mT CASS Bh 40 B &% s A ) HK P v %R« T
B R m R VRS SR S AR AL . RN B B2 A S A T N
A 5t. &) SCHER W00219978 AN JF T 1, 4, 5, 6- VUE, —2— A1 JE —4— WEng B g 76 [ i 37 3
(1IN &) SCHR DE102004016129 2 FF 1 FL7E B2 4 28 A e TS vh IR B o % 1) SC ik
W02006097263 24 FF T HAETAST K WU 4 M 1 s b (K R FH o S TR 9 9, 1, 4, 5, 6- 11
22— FSE -4 mEng PR IR MR B ZE MR i B B RO B e 3 B — e R TTAE R
[0006] 1,4, 5, 6= VUE —2- FIJE —4- BENE R IR 12 W I& SOBERI RN E S22 T T 2%
i, HA WO AR T AR S0l . A& A RO “ A5 0 HOR, 7R 5L
W BT NS SMESHRIFER 1, 4,5, 6- W& —2- T3 —4- WIE R, {315 &
PRI AT LB 1, 4, 5, 6- PUS —2— FISE —4— MERE R IR, 10 18 B ME 00 T v R PR Sh ok B,
IRIF BAR=1, 7= %N 3. 3g/L/he EZ VAL ERS, - AR ESM, B R kg
RNV B B, IF A r=92 3 1, 4, 5, 6- JUE, —2— I —4— BERE R 5 13 (1
IR, IR IR B — 28, A e 2 B W3, R A ok T 2RI, 7 H8 K.
[0007]  H 4 % F 3 ik JP-A-03031265 2 JF T — Fir LU B L 4 A Bk A T4 2% 4 B
1,4,5,6- P40 —2- 5k —4- WEE SRR I 77 %, TR IRE 53108 1,4, 5,6 PI4L —2- 7
F —A— WERE R PR T ME O T 5 S 43 B Ak 7 EER A ) A AR I 5 = AR B R, A S T
Ak A= . S & H SCHR US20110178292 AFF T —FLL 2, 4- 2R TR, JR IR — s N
JBE R 1, 4, 5, 6- DY —2- FIJE —4- BERE IR I 7775, H T 2 &5 L IR E Ll il
TBAH 3 B 45, W oA =, TOIVAL IR HER B . HRTRAR 1, 4, 5, 6- PU& —2- 2 —4- 1%
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WE R IR N LA BT 2 2 50 A7 18 4 3 4l A 1 3, 76 o B Al i F2 b i ik 1, 4, 5, 6- 1Y
A —2- PEE —4- WERE R IR I 2%

[oo08]  [A[Uth, &5 — Bl T2 #. By T4 il it & Hoal T K T A7 11 1, 4, 5, 6- Y
A -2- I —A- WERE IR I N TG T 2.

ZBAE

[0009]  &15%F BIRIAFAR, AR BIRAL T —Fh 1, 4, 5, 6- VI& —2- FIEE —4- WEmg FR IR
N T AT

[0010] AUk BH I LR EEAR 7 SRS -

—Fh 1,4,5,6- VU —2- 2L —4- WEng R IR Eh IR Eh 1t 45 75 v, R LA D IR o Jsuk)
L-2, 4- Z&E T R — HER Eh AR 4% = PR IR I N B2 b, IV R 2 50 ~
120°C, [Al5E 1 ~ 6 /B, A1l R S R PR 28 0 ~ 40°C, 25 T30, 134 =)
FEM UL R 2,18 £ e T 45 a4k AE 1, 4, 5, 6- DS —2- FZE —4- WEIE R Eh IR £ M.
[0011]  FriRJE Rl L-2, 4- "2 T R EL AR O — FEs M EE/R LR 1:1 ~ 10,
[0012] AT FEE OB SRR IE T BEBUT B T —Fp, FE N6 1 R Rk
L-2,4- @ IE TR _IheEhH 5 ~ 40 ml,

[0013] PR EE &5 5 ik 2 AN SR SR ARRLE A 1 24 ~ 10, BT 5 4 i ik 72 v A i
SR L BERIERE L-2, 4- —2 T R R M 10 ~ 80 ml.

[0014]  ARBHIFA R 2, Ty o, 7 2y, il 45 I TR, 18 T R RUBEA ™ s Al & 5 1
PR A 1, 4, 5, 6- PUS -2 FIJE —4— Mg SRR Sh R £halifb Jy vk ] B 25 s ali Ak f v
1,4,5,6- VY& —2— FIIE —4- BENE R PR SRR L 1N 2K o

oS

BAEXEAN
[0015] "I [HI&h & S Ak AR dE— 2D Ui Y -
SO 1 NTAR L, 4,5, 6- PUS —2— FI2E —4— WEIE 4 IR R IR £k 1 il 46 7 v
AIRWR SRR L-2, 4- AR T IR T ER R ER 1mmo 1 R 478 — A 3mmol i 10ml
AR, ISR T 22 70°C, R 5. 5 /N, [RIAL 45 oK s F S BV R R 42 30°C, 25T
W, A R DL 15m] FEEFT 90m] 418 £ Bk B 45 L 4lifhtg 1, 4, 5, 6- PUE —2-
Bk —4- WERERTR R IR TR o
[0016]  FHFRUESAAE A Xt I, SR R ROGRAR €8 X 1, 4, 5, 6- PU&L —2- FIEE —4- BEE R IR £h
FR LA A E AT E , 25 SRR, 3 M 1, 4, 5, 6- PUST —2- L —4- WS RIR IO & B 115, 77
AL, 4,5, 6- DS —2— FIE —4- BERE R IR R IR ER I/ Z58 90. 6%,
[0017] SR AAZMESCARA GO X = M AT e S0, B 9 1, 4, 5, 6— DY —2— & —4- W
WERIR, HAR T -
'H-NMR  (D,0, 600MHz) : 8 4.21(1H,t); 3.17°3.19(1H,m); 3.3773.39(1H, m);
2.0472. 06 (2H, m)
EST-MS (M/Z) :142. 8[M+H ],
[oo18] S 2 AN A1, 4,5, 6- VU —2— 3L —4— WERE BRI £hRR Sh i il % 77 7%
AT 5k L-2, 4- 2 T IR IR AR Tmmol R LFR — 15 6mmol I 7ml
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CEA, AT O E T 22 80°C, [RI 4 /NI, [RIVRL &S R 5K I N B iR 22 16°C, 25T
), AR BRI 32m] RN 288m] I8 2SR 45 halifb g 1, 4, 5, 6- DU —2-
Bk —4— WEWEFR IR Eh IR EKG i o
[0019]  FHFRUESAVE A XS, SR SR A RS 1, 4, 5, 6- VY& -2 F Ik —4- BEIg R IR £
FRER A B AT S, &5 R, I8 1, 4, 5, 6- PUE —2- L —4- BEIE IR I & &8, A
TIEA 1, 4,5, 6 PUEL —2- FI3E —4— WEng R IR £ IR #h I 7= 4 95. 2%,
[0020] SR FHAZRESLYRAN GO X = M AT e S, e 1, 4, 5, 6- DY —2— FIE —4- W
WEFRIR, AR IR -

'H-NMR  (D,0, 600MHz) : & 4.21(1H,t); 3.1773.19(1H,m); 3.3773.39(1H, m);
2.0472.06 (2H, m)

ESI-MS (M/Z) :142. 8[M+H ],
[0021]  SEff] 3 AN L& 1, 4,5, 6- UG —2- FI5E —4- WEng R R £h 156 25 1K) i 4% 77 12

AIRUTE SRR L-2, 4- T IR = EhER R 1mmo 1 R L8 — A 8mmol i A 35ml
IETEE, ISR T2 115°C, ML 3 /N, [ S a8 s v i R 22 34°C
TR, MY B P BL 50m] B AN 350m] LR G B 45 i 44k 1, 4, 5, 6- Y
A -2- I —4- WEnE IR IR ER IR ARG
[0022]  FHFRUESAAE A5 HE, SR S ROGRAR S XT 1, 4, 5, 6- PUAL —2- 5L —4- BEIE IR IR £h
BR LA A BTN E , 25 SRR, M0 1, 4, 5, 6- PUS —2- AL —4- WEIg IRIR I & =115, A
TIEERCL 4,5, 6- YIS —2— L —4- WERE R IR R IR ER I 254 91. T%.
[0023] SR AHAZMEALYRA TG X = AT 72 %0, B2 R 1, 4, 5, 6— DYE —2— A —4- W%
WEFR IR, HAR IR -

'H-NMR  (D,0, 600MHz) : & 4.21(1H,t); 3.1773.19(1H,m); 3.3773.39(1H, m) ;
2.0472. 06 (2H, m)

EST-MS (M/Z) :142. 8[M+H'],
[0024]  SZjlfil 4 N AL, 4,5, 6- VIS —2— FIZE —4— WRIE BRI Eh R Sh 1t il 2% /7 7%

AIBRWE SRR L-2, 4- AR T IR T ER R SR 1mmo 1 R 418 — A 2mmol I 18ml
BUT A, NP R TH 4 85°C, BV 1. 5 /B, [P &5 W e B I B i B &2 10°C,
TR, A F = KR =) LA 76ml AR RERIT 380ml £ 1R LW FE &5 i 2tk 15 1, 4,5, 6- U
A -2 I -4 WERE R IR ER IR A
[0025]  FHFRUESAAE At B, SR S ROGRAR 8 XS 1, 4, 5, 6- PU&L —2- &L —4- BEE R IR £h
BR LA A BTN E , 25 SRR, #4014, 5, 6- PUS —2- AL —4- WEIg IR N & £ 118, A
TIEERCL 4,5, 6- DY —2—- P —4- WERE R IR R IR Eh 1K1 254 89. 3%,
[0026] SR FHAZMESLYRA GG X = M AT e S0, B 1, 4, 5, 6— DY —2— & —4- W
WERIR, HAR T -

'H-NMR  (D,0, 600MHz) : & 4.21(1H,t); 3.1773.19(1H,m); 3.3773.39(1H, m) ;
2.0472. 06 (2H, m)

EST-MS (M/Z) :142. 8[M+H ],
[0027]  SZjifil 5 AN TA L, 4,5, 6- VU —2— 3L —4- WERE BRI £h RG £h i il % 77 7%

BRRUTT KRR L-2, 4- & T R R Inmol F R £ B2 — 8 9mmol fm A
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15ml S EEA, IR TEE 82°C, AL 2 /MK, (RIS 45 o Je s S B v R 2 4°C
AT, A=Y R = LL 20m] FFEEAT 160m] £ R £ 6 45 fh 44k 15 1, 4, 5, 6- Y
A -2 FH —4- WERE R Eh R EAE M
[0028]  FHARVESHAE A0 HE, SR A BB AH (a5t 1, 4, 5, 6- PUAL —2- 3L —4- mEng R IR
W kA BT I E , 45 LB, #4218 1, 4, 5, 6- PG —2— AL —4— MEnE SRR I & Buh 6T, A
TEA 1, 4,5, 6- P&, —2- FIJE —4— BERE R R Eh 177 2K 89. T%.
[0020] R A RZRALIRF T RE XS = AT e M, # e N 1, 4, 5, 6- PUAL -2 FIJE —4- &
WEFRIR, AR IR -

'H-NMR  (D,0, 600MHz) : 6 4.21(1H, t); 3.1773.19(1H, m);: 3.3773.39(1H, m) ;
2.0472. 06 (2H, m)

ESI-MS (M/Z) :142. 8[M+H']

SERER 6 N AL, 4,5, 6- WU —2- 2L —4- WEng R e £h I R 1 i) 25 77 7%

FABRIT B L-2, 4- 28T B R R 1mmo 1 AR £ 78 — AR Smmol AT A 20m1
PR o, A S R T & 65°C, I3 4. 5 /NI, [BDR 45 R S RN TR IR & 20°C,
TR, MY B LA 40m] B EEA 320m] LR 6 B 45 i 44k 1, 4, 5, 6- Y
A -2 AL - WERE R IR LR AR
[0030]  FHFRUESAVE A XS B, SR H SO AR RS 1, 4, 5, 6- PU& —2- A2k —4- BEng R iR £k

B b G R AT I T, 25 SRR, #c I 1, 4, 5, 6— DUS —2— 3L —4- MR RN & &0, A

JIEA L, 4,5, 6- PUE —2— A 2L —4— W SR IR £ IR #h IR 7= %6 83. 4%,
[0031] R AHAZMEILARFN G Af 7= ) AT e 2 ), #0020 1, 4, 5, 6- DI —2— 2L —4- %
WEFR IR, HAR IR -

'H-NMR  (D,0, 600MHz) : 6 4.21(1H,t); 3.1773.19(1H,m); 3.37°3.39(1H, m);
2.0472. 06 (2H, m)

EST-MS (M/Z) :142. 8[M+H'],
[0032]  sEjilif] 7 AN TARK L, 4,5, 6- UG -2 FIIE —4— WEmE BRI Eh IR £k (1 1 4 T ik

AIRUNT B JREE L-2, 4- 8 TR R 2L 10mmol TR £ = 1 EE 29mmol il
N 360m1 AT EE A, INAVEE R TE A 85°C, R 5 /NI, (RIS S B S NV PR
£ 25°C, AT VER, 1M B 7 LA 120m] T EEFD 600m] 2 1R £ Bk & 45 & 4l 4k 15
1,4,5,6- P& —2- FIHE —4- BEng R IR AR IR ELRS i
[0033]  FHFRUESVE A XS B, SR H SO A RSN 1, 4, 5, 6- DU& —2- Ak —4- MEng R iR £k

B b G R AT E , 25 SRR, #5 I 1, 4, 5, 6- DTS —2— 3L —4- BEmE R I & |0, A

JIEA R, 4,5, 6- PUEL —2- FI2E —4— W R IR £h BR #h I 7= %4 90. 2%,
[0034]  RAIMZREALIRFITRE R =T e M, e N 1, 4, 5, 6- PUS -2 A& —4- &
WERIR, HAR T -

'H-NMR  (D,0, 600MHz) : 6 4.21(1H, t); 3.1773.19(1H, m);: 3.3773.39(1H, m) ;
2.0472. 06 (2H, m)

ESI-MS (M/Z) :142. 8[M+H],
[0035]  sEjfi] 8 AN LA 1,4, 5,6- PUE —2- FIEE —4- BEIE IR IR h IR £ 1 ) 2% 75 ¥4

BIRANN R R L2, 4- TaGE T IR AR AL dmmo ] R £ R — FF S 6mmol i A
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128ml ZFEH, PR T2 75°C, [A1R 2 /NI, [ Es R a4 S Nl PRI 42 20°C,
PRV, A= = L 320m] FR AT 640ml LR LERFE 45 W aifbis 1, 4, 5, 6- Y
A —2- FEE —4- WEE R IR AR IR AR K i
[0036]  FHARVESHAE A0 HE, SR A BB AH (a5t 1, 4, 5, 6- PU&L —2- 3L —4- MEng R IR
TR Eh A AT, 25 R, #4211, 4, 5, 6- DA —2- FI&E —4- g RIR I & 85, &
TEA 1, 4,5, 6- P&, —2- FIJE —4- BERE R IR Eh 7= 2K 77, 9%.
[0037] SR AHAZRESLYRAN GO X =M AT e S0, e 1, 4, 5, 6— DY& —2— FI & —4— W
WEFRIR, AR IR -
'H-NMR  (D,0, 600MHz) : 6 4.21(1H, t); 3.1773.19(1H, m);: 3.3773.39(1H, m) ;
2.0472. 06 (2H, m)
ESI-MS (M/Z) :142. 8[M+H ],
[0038]  Siffl 9 AT &L, 4,5, 6- A -2 FIZE —4- Weing R IR 2k IR 3h 1 4% 7 V2%
AR R R L2, 4- T E A T R R 2R 10mmo | AR £ — F G 50mmol N
N 60ml T = FE I R T 290°C, [F1E 5 /NI, [ 45 TR S R VI
IRE5°C, ZT WA, BHY B =Y LL 120m] B EEFT 500m] 2 /R 2.1 5 45 b 44k 15
1,4, 5,6- PUS —2—- FIIE —4- BEne R IR Eh IR £h ARG o
[0039]  FHFRUESAVE A XS B, SR H S 8GE AR XS 1, 4, 5, 6- PU& -2 AL —4- BEng R iR £k
B Eh& CE AT INE , 85 KR, 2/ 1, 4, 5, 6- DS —2- & —4- MERE RIR I & Bt 5, A
JIEA L, 4,5, 6- PUE —2— F2E —4— W SR IR £h IR #h IR 7= %6 82. 5%,
[0040] R AHAZMEILARFN GO Xf 7= ) AT e T ), #0020 1, 4, 5, 6- PIE —2— 2L —4- W%
WEFR IR, HAR IR -
'H-NMR  (D,0, 600MHz) : 6 4.21(1H,t); 3.1773.19(1H,m); 3.37°3.39(1H, m);
2.0472. 06 (2H, m)
EST-MS (M/Z) :142. 8[M+H'],
[0041]  SZjfs] 10 AN T A1, 4,5, 6- VIS —2— FIZE —4— Wi 54 e R IR £k 1 il 45 7 v
AR DB JE R L-2, 4- TR FE TR R AL dmmol RN R £ R — FEE Lmmol O A
100m1 AR, I HEAS VRO T 22 65°C, M1 2 /N, [l 45 e O R 22 5°C
T, B0 DB LA 60m] FEEEAT 300ml LR L BS 45 415 1, 4,5, 6- 14
A -2 I A- g IR IR IR ER RS L
[0042]  FHBRUESVE A XS B, SR H S0 AE RS XT 1, 4, 5, 6- DU —2- A3k —4- MEng R IR £k
B Eh & i E AT E , 55 KR, 2 1, 4, 5, 6- IS —2- I —4- MERg RIR I & &t ., A
JIEA 1, 4,5, 6- VUEL —2- F2E —4— Wi SR IR Sh BR #h I 7= % 63. 8%,
[0043] SR HAZMESLHRA GO X M diAT 2 S0, B 0 1, 4, 5, 6— DY —2—- I —4- W
WERIR, HAR T -
'H-NMR  (D,0, 600MHz) : 6 4.21(1H, t); 3.1773.19(1H, m);: 3.3773.39(1H, m) ;
2.0472. 06 (2H, m)
EST-MS (M/Z) :142. 8[M+H ],
[0044]  SZjifs) 11 NT AL, 4,5, 6- VIS —2— FIIE —4- WEng 2 IR £h IR £k 1 il £ 77 V2
AIRUTR S JRRE L-2, 4- 2R TR R R ER 1mmo 1 FHR 78 = A 8mmol i A 20ml
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S, PSR T A2 260°C, [FI0 2 /i), (R &5 R 1 N VR &2 20°C,
2T, SR KR BA 50m] BRI 200m] LR £ B6 FE 45 i 44k 1, 4, 5, 6- Y
A —2- FEE —4- WEnE R IR AR IR AR K i
[0045]  FHFRUESAVE A XL, SR SR A RS 1, 4, 5, 6- VY& -2 F I —4- BEng R IR £k
FR AL A AT I E , 5 KW, #20 1, 4, 5, 6- PUS —2- FIEL —4- WEIg IR0 & 21155, A
TIEAERL, 4,5, 6- DY —2— FIJE —4- WERE R IR #h IR Eh 1K1~ 364 41. 6%,
[0046] SR FHAZMESLYRAN X =M AT e S, e 1, 4, 5, 6- PY& —2— FI & —4— W
WEFRIR, AR IR -

'H-NMR  (D,0, 600MHz) : 8 4.21(1H,t); 3.17°3.19(1H,m); 3.3773.39(1H, m);
2.0472.06 (2H, m)

ESI-MS (M/Z) :142. 8[M+H ],



