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IlepekpecTHasi CCHLIKA HA POJCTBEHHbIC 3ASIBKH

OTa 3as4BKa HCNMPAINMBACT NMPUOPHTET N0 mpeasapurenbHOi 3asBke CIIIA Noe 61/502888, momamnon 30

uronsg 2011 r.
O06s1acTh TEXHUKH

Hacrosimee wu300peTeHHE OTHOCHTCSI K HEKOTOPBIM 3-QJIKOKCH, THOAQIKWJI M aMHHO-4-aMHHO-6-

(3aMEICHHBIM)TUKOIMHATAM U UX IMPOU3BOIHBIM U IPUMEHCHHIO 3THX COCTUHECHUH B KQUECTBE TepOUIIMIOB.
YpoBeHs TeXHUKH

Psi1 MUKOIMHOBBIX KUCIOT M UX NMECTHLMAHBIC CBOMCTBA OBLIM ONHCAHBI B JAHHOHM 007acTH TeXHHKH. B
omyOymkoBaHHOM 3asBke Ha mateHT CIIA 2005/0176767 ommcaHsl 3-3aMEIICHHBIC-4-aMUHO-0-3aMCIICHHBIC
MHKOJIMHAMUIBI KaK MHTHOMTOPBI MHTETPa3bl BUpyca MMMyHoAchuimra yenoseka (BUY). B marenre CIIIA
6297197 B2 onucans! 3-3aMeIICHHbIC-4-aMHHO-6-(3aMEILCHHBIC)TUKOINHOBBIC KUCIOTHl U X IMPOU3BOIHBIC H
UX IPUMCHECHHUE B KayecTBe repOunuaos. B 3asBkax Ha mateHT JP 2007204458 A u WO 2007020936 Al onmca-
HBI COCTUHCHUS, KOTOPBIC MPHMEHSIOTCS B KQUECTBE IPOTHBOTPUOKOBBIX MM (DYHTHIHIHBIX CPEACTB. B maren-
tax CIIIA 6784137 B2 u 7314849 B2 onmucan knacc 6-apui-4-aMHHOIIMKOJIUHOBBIX KHCJIOT M MX IPOU3BOIHBIC
U HX HCIIOJIb30BaHME B KadyecTBe repounuaos. B marenrax CIIIA 7300907 B2 u 7642220 B2 omucan kimacc 2-
ApPHI-6-aMHHO-5-aTTKOKCH-4-TUPUMUANHKAPOOHOBBIX KHCIIOT U UX NMPOU3BOJHBIC M HX NMPUMCHCHHE B KQUECTBE
repOunuaos. B HacTosmeMm m300peTeHUH OBUIO YCTAHOBJICHO, YTO 3-aJIKOKCH, THOAJIKWI U AMHHO-4-aMHHO-0-
(3aMEINCHHBIC) TUKOIMHATBI MIPOSIBILIFOT AHAJIOTHYHYIO TePOHIHAHYI0 aKTHBHOCTD U CEIICKTUBHOCTb.

CymHocTs n300peTeHust

HexoTtopsle 3-aaKOKCH, THOAIKII U AMUHO-4-aMHHO-6-(3aMEICHHBIC ) TUKOJUHOBBIC KUCIOTHI H UX MPOU3-
BOJHBIC MPEACTABIIIOT COO0H repOUIMIBI C IIMPOKUM CIHEKTPOM OOPBOBI C Pa3IHYHBIMU COPHBIMH PACTCHUSIMH,
B TOM YHCJIC TPABAMH, JIUCTBEHHBIMU PACTCHHAMH U OCOKAMH.

Hacrosmee n300peTeHuE BKIIOYAECT COCAUHEHUE (DOPMY B A

R{N,R2
X A 0
YN
s}
A

B KoTOopoit Q mpeacrasiaer coboit C;-C4 amxokcn, C,-C4 ramoankokcu, SR> um NRIRZ;

X mpeacrasisaet codoit H wmm rajnorex;

Y mpencraser coboit F, Cl, C;-Cy amkun, C,-C4 ramoankun, C,-C4 anxenmn, C,-Cy ranoankenun, C;-C;
mUKI0AIKIL, C;-C; raJOMMKIOANKIT HId AT,

Ar mpeacTaBisieT co00# (DCHHIBHYIO TPYIIIY HTH MTHPHIHH, 3AMEIICHHBIC OT OHOTO J0 YCTHIPEX 3aMECTH-
TEJSIMH, HC3aBUCHMO BBIOPAHHBIMH W3 TaJIOTCHA, HUTPO, mmaHo, (popmmna, Ci-Cs ankuna, C;-C; nuKII0ATKHIA,
C,-Cs ankenuna, C,-Cy ankunmna, C,-Cq ankokcu, C,-C4 ankoxcuankuna, C,-Cs ankunkapoonuna, C;-Cy anmkun-
tH0, C;-Cs anmxuncymspunmna, C,-Cs anxuncymsdounmna, C,-C, ankenunokcu, C,-C4 ankunmnoxcu, C,-C,4 anmke-
HIITHO, C)-C4 anmkunuaruno, C;-Cgs ramoankuna, Cs-C; ramomukmoankuna, C,-Cy ranoankenmna, C,-Cg ramoan-
kuHmia, C,-Cs ranoankokcu, C,-C4 ranoankokcuankuna, C,-Cy ranoankunkapoonuna, C,;-Cg ranoankunruo, C;-
Cs ranoanxuncy mbpuuuna, C;-Cq ramoanxuncyabponuna, C;-Cg Tpuankuncuwmina, C,-C4 ranoankeHuwiokcu, C,-
C, ranoankuauiaokcu, C,-C, ragoankenuntuo, C,-C,4 ramoankunuaruo, -OCH,CH,-, -OCH,CH,CH,-, -OCH,0O-,
-OCH,CH,0-, -C(O)OR’, -C(O)NR’R, -CR'NOR’, -NH, -NR’R® -NR'OR’, -NR'SO,R’,
-NR'C(O)R’, -NR'C(0)OR’, -NR'C(O)NR’R" i -NCR'NR’R*;

R' u R? mezaBucumo npeactaBmsoT coboit H, C,-Cq amkun umu C;-Cy amm,

R’ npencrasmser coboit C;-C, amxun wmu C;-C, razoankur,

R’ npenacrasmsiet codoi H, C,-C4 ankun umu C;-C, ranoankmn,

[JI¢ YKA3aHHOC COCAMHCHHE, OTHOCHTCIIHLHO TPYIIBI KAPOOHOBOM KHUCIOTHI (DOPMYJIBI A, IPSACTABICT CO-
601t C;-Cy aNKUIOBBII CIIOKHBIH (U WM OCH3UIOBBIN CI0KHBIH H(HP,

npu yciosuH, 4To (a) Y NPHHAMACT BHIEYKA3aHHBIC 3HAYCHHA, korma Q mpeacTasiser coboit SR’ mm
NR'R?; (b) Q mpHHEMaeT BHIICYKA3AHHBIC 3HAYCHHA, KOTAA Y MPEACTABIAET CO00H Ar M AT IIPEACTABIAET CO-
0011 mapa-3aMeIIeHHbIH (PeHMUI, HEOOA3ATEIPHO AOTOJHUTEILHO 3AMEIICHHBIH B APYTHX MOJIOKEHHAX 3aMECTH-
TEJSIMH, KAKABIA U3 KOTOPHIX HE3aBHCHMO MPEACTABIBICT CO00# rajoreH win C g aTKOKCH.

B HEKOTOPBIX BapHAHTAX OCYIIECTBICHUS HACTOAIETO H300pereHmsa Q npeacrasisiet codoit C;-C4 ankok-
cu uk C;-C,4 TaoaaIKOKCH.

B HEKOTOPHIX BAPHAHTAX OCYIICCTBICHHS HACTOAMETro H300peTenms Q mpeacTasmserT cobort SR’ mmu
NR'R*

B HEKOTOPBIX BapHAHTAX OCYIIECTBICHUS HACTOAIETo u3o0pereHmsa Q nmpeacrasisiet codoit C;-C, ankok-
CH.

B HEKOTOPBIX BAPHAHTAX OCYLICCTBIICHHS HACTOSINETO H300peTeHus Q mpeACTaBsieT COO0H METOKCH.

B HEKOTOPHIX BAPHAHTAX OCYIIECTBIICHIA HACTOAIIET0 M300peTeHusa X npeacrasisier codbor H num F.

B HEKOTOPHIX BAPHAHTAX OCYIIECTBIICHIA HACTOAIIETO H300peTeHNA Y MPEACTAaBILIET COOOH AT.
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B HEKOTOpPBIX BapHAHTAX OCYIICCTBJICHHS HACTOSIICIO M300peTeHHs Ar mpeacTaBisieT coOoi mapa-
SHMCH.ICHHBII\/’I (I)emm, KOTOprI\/’I HCOO0A3aTCIILHO JAOMOJTHUTCIIHPHO 3aMCUICH B APYTUX MOJIOKCHUAX.

B HEKOTOpPBIX BapHAHTAX OCYIICCTBJICHHS HACTOSIICIO M300peTeHHs Ar mpeacTaBisieT coOoi mapa-
3aMCIICHHBIN (DCHIUIL.

B HEKOTOpPBIX BapHAHTAX OCYIICCTBJICHHS HACTOSIICIO M300peTeHHUs Ar mpeacTaBisieT coOoi mapa-
3aMEIICHHBIN (DEHMIT, HEOOA3ATEILHO JOOTHHTEIBHO 3aMCIICHHBIM 1-2 3aMECTHTEIIMY B IPYTUX IOJIOKCHUSX.

B HEKOTOpPBIX BapHAHTAX OCYIICCTBJICHHS HACTOSIICIO H300peTeHHUs Ar mpeacTaBisieT coOoi mapa-
3aMEIICHHBINA (PeHII, He0OA3aTEeIbHO JOMOTHUTEIBHO 3aMEIICHHBIHN 3-4 3aMECTUTEIIME B IPYTHX MOJIOKCHUAX.

B HEKOTOpPBIX BapHAHTAX OCYILICCTBJICHHS HACTOSIICIO H300peTeHHs Ar mpeacTaBisieT coOoi mapa-
3aMEIICHHBIA (DEHIIL, HCOOA3ATCIHPHO JOMOJHHUTCIBHO 3aMCIICHHBIN B APYTUX MOJOKCHHUAX rajoreHoM win C, ¢
AJIKOKCH.

B HEKOTOPBIX BApHAHTAX OCYLICCTBJICHHA HACTOSINETO M300peTeHud a) Q mpeacTaBisieT cOO0M METOKCH,
b) X mpeacrasmser codoit H mwm F, ¢) Y mpeacrasnsger coOoi mapa-3aMEIICHHBIH ()CHHII, HCOOA3aTCIBHO J0-
TIOTHUTE THHO 3aMEMICHHBIH B APYTHX TooskeHmsx, u d) R' 1 R* HezaBucuMo mpeacTasisroT coboit H.

Hacrosmee n300peTeHuE Takke BKIIOYACT COCUHCHHU S, BHIOPAHHBIC H3

)LNH




15

16

028844

Cl F O

CI F




17

18

19

20

21

028844




22

23

25

26

028844




27

29

31

32

028844




33

34

38

36

37

028844

NH, |




38

39

41

42

028844

NH,




028844

NH,

NH, F
o. kF
F d | F
67 N O\I
0
cl
NH, F
PO O F
68 NN
Cl o



69

74

75

76

78

Cl

028844

NH,

NH,

NV

P

-10 -

O




028844

Cl

87

89

93

94

B apyrom acmexte HacTosmiee H300PETCHHE OTHOCHTCS K TePOMIMIHON KOMIO3HIMH, COACPIKALICH Tep-
OMuuIHO S(P(PEKTHBHOEC KONMYUCCTBO BBIMCYKAZAHHOTO COCIWHCHHS M CEIbCKOXO3SHCTBEHHO MPHEMIIEMOC
BCIIOMOTATCIBHOE CPEICTBO HIH HOCHTE b, Elie B OTHOM aCTICKTE HACTOSMICE H300PETCHHE OTHOCHTCS K CIIOCO-
Oy OOpBOBI C HEKETIATSIFHON PACTHTEIFHOCTHIO, BKIFOUAOINEMY KOHTAKTHPOBAHUE C PACTHUTCIBHOCTHIO HITH
MECTOM €€ MPOM3PACTAHMS WJIM BHECECHHE B TMOYBY MM BOJAY JJIS MPESIOTBPAILICHHS MOSBICHUS HEXKEIATEIbHON
PACTUTEIBHOCTH TEPOULIUIHO 3P PEKTHBHOTO KOJIMUYESCTBA BHIIICY KA3AHHOTO COCTHHCHHIS
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Ioapo6Hoe onicanue n3o00peTeHust
B HacrosmeM n300peTeHUH MPEAI0KEHBI COCTUHEHHS (JOPMYJIBI A

R{N,RZ
X I e}
Yy NI Ny
e}
A

B KoTOpO# Q mpeacrasmser coboi C,-C, amkokcu, C;-C, ranoankokcu, SR’ wm NR'R?;

X mpeacrasisaet codoit H wmm rajnoreH;

Y mpencraser codoit F, Cl, C;-Cy amkun, C,-C4 ramoankun, C,-C4 anxenmn, C,-Cy ranoankenun, C;-C;
mHKI0AIKIL, C3-C; raJonMKIOAIKIT HIH AT,

Ar mipeacrasisier coO0H (SHUIBHYIO TPYIITY WM MUPUIMH, 3aAMEIICHHBIA OJHUM-YECTBIPbMS 3aMECTHTE-
JIIMH, HE3aBHCHUMO BBHIOPAHHBIMH U3 TAJIOTCHA, HUTPO, ImaHo, popmuna, C,-Cs anmkuna, C3-C; nuknoankmna, Co-
Cs amxenmna, C,-Cs amxkunmnna, C,-Cs anmkoxcu, C,-C,4 amxoxcunankmma, C,-Cq ankunkapoounmnna, C;-Cs aaxunTuo,
C,-Cs anxuncymppununa, C-Cs anmxuncynsporuna, C,-C, ankenunokcu, C,-C, amxunaunokcu, C,-C, ankeHuI-
tHO, C,-C4 ankunmntuo, C;-Cy ramoankuina, Cs-C; ranomukiaoankmia, C,-Cg ramoankenuna, C,-Cg ramoaakuHu-
na, C,-Cs ramoanxoxcu, C,-C, ramoamxoxcuankuna, C,-Cg ramoanxmnkapoonuna, Ci-Cs ramoanxmrruno, Ci-Cg
ramoankuicyaspuamia, C,-Cg ramoanxkuncymsporuna, Cs-Cs Tpuankmicumna, C,-C, ranoankenuiokcu, C-Cy
rajoankuHmIokcH, C,-C, ramoankenmntuo, C,-C, ramoamkununruo, -OCH,CH,-, -OCH,CH,CH,-, -OCH,0-,
-OCH,CH,0-, -C(O)OR’®, -C(ONR’R*, -CR’NOR’, -NH,, -NR’R’, -NR'OR’, -NR‘SO,R’, -NR'C(O)R’,
-NR'C(0)OR’, -NR'C(O)NR’R* mmm -NCR*NR’R*;

R' u R? He3aBucuMo mpenacTassot coboit H, C;-Cg amxun wmn C,-Cg amm;

R® npeacrasaer codbo C,-C, amxun wmm C,-C4 rajgoankui u

R’ npeacrasaer codout H, C;-C, anxun wmn C,-C,4 ramoanku,

U TIIPUEMIIEMBIC B CETTBCKOM XO3SIMCTBE MPOM3BOIHBIC KAPOOKUCIOTHOM IPYIITBI MHKOJHHOBOH KHUCIIOTBL

B HEKOTOPBIX BapHaHTaxX OCYLIEeCTBICHMA H300peTeHusa Q npeacrasisier codon C;-C, ankokcH.

B HEKOTOPBIX BApHAHTAX OCYLICCTBICHUA H300peTeHus (Q MPEACTAaBIIET COOOH METOKCH.

B HEKOTOPBIX BapHAHTAX OCYLIECCTBICHMA H300peTeHua Q nmpeacTtasisier codor NHo.

B HEKOTOPBIX BapHaHTaX OCYLIECCTBICHUA H300peTeHus X npeactasisier codor H wmu F.

B HEKOTOpBIX BapHAHTAX OCYLICCTBIICHHS W300pETCHUsI Y MPEACTABISIET CO00# Ar. B HEKOTOPBIX BapHaH-
TaxX OCYIICCTBIICHHUS AT MPESACTABSICT COOOH Mapa-3aMEINCHHBIN (DCHUIT C APYTHMH HITH O¢3 APYTHX 3aMECTHTE-
neH. B OTAeIbHBIX BAPHAHTAX OCYINCCTBIICHHS MAPA-3AMCHICHHBIN ()CHUI HC MMEET HHKAKUX JPYTHUX 3aMECTH-
TeaCH. B OTACTBHBIX BAPHAHTAX OCYINECCTBIICHHS MAPA-3aMCINCHHBIA (DEHHI HMEET OJHOTO APYTOrO 3aMECTHTE-
1. B OTACBHBIX BAPHAHTAX OCYIIECCTBICHHS MAPA-3aMCHICHHBIH (DCHHI MMECT ABYX APYTHX 3aMeCTHTENCH. B
OTICTBHBIX BAPHAHTAX OCYIICCTBIICHHS MAPA-3aMCLICHHBIA (DCHHI UMEET TPEX APYTHX 3aMecTuTeed. B or-
JICITBHBIX BAPUAHTAX OCYLICCTBICHHUS MAPA-3aMCIICHHBIH (DCHHT HMEET YSTHIPEX APYTHX 3aMECTUTEICH. B HEKo-
TOPBIX BAPHAHTAX OCYINECCTBICHIA APYTOH 3aMeCTHTENb(M) MpeacTaBeT co0oi ranoreH wi C; ¢ aIKOKCH.

B HEKOTOpPBIX BapHaHTaX OCYMICCTBICHUS W300peTeHust Q mpeacrasmsier codoi metokcu wid F, Y mpen-
cTaBIeT c000H Ar, Ar mpeacTaBisieT co00H mapa-3aMeIeHHBIH (PeHUI C APYTUMH WIH 0€3 IPYTHX 3aMECTHTE-
et mR' u R* mpeactaBmsmot co6oit H.

B HEKOTOPBIX BAPHAHTAX OCYLICCTBIICHUS H300PETECHHS COSTUHCHUE (DOPMYJTBI A TIPEACTABIIET COOOM CO-
enuHeHue Gopmy s I

RLN,RZ
X | N 0Q
v N Oy
(0]
I

B KoTopoit Q mpeacrasysier coboit C;-C, amkokeu mmn C,-C, ranoankokcy;

X mpeacraBisieT codoit H wmu rajores;

Y mpeacrassier coboit F, Cl, C,-Cs anxun, C,-Cy ramoankmi, C,-Cy ankenun, C,-Cy ramoankenun, C3-C;
muKI0aIKIL, C3-C; raJomMKIOAIKIT HIH AT,

Ar mpeacraBsieT coO0H (PCHUITBHYIO TPYIITY HIH MHPUIMH, 3AMCINCHHBIA OJHUM-YCTHIPEMS 3aMECTHTEC-
JISIMH, HE3aBHCHMO BBIOPAHHBIMH H3 TaJIOTCHA, HUTPO, unaHo, popmmna, C,-Cy ankmna, C;-C; nuxmoankuna, C,-
Cs anxenuna, Cy-Cg amkunmna, C,-Cg ankokcu, C,-C4 anxokcuankuna, C,-Cs anxunkapoonmna, Ci-Cy ankunTuo,
C,-Cs anxmncymsununa, C,-Cs anxuncynsponmnna, C,-C4 ankenunokcu, C,-C, ankuannokcu, C,-C4 ankeHUI-
tHO, C,-C4 ankunmntuo, C;-Cy ramoankuia, Cs-C; ranomukiaoankmia, C,-Cg ramoankenuna, C,-Cg ramoaaKuHu-
na, C;-Cs ramoankoxcu, C,-C4 ramoankoxcuankuna, C,-Cs ramoamkunkapoonmna, Ci-Cg ramoankunruo, C;-Cs
ranoankuncyabpuamia, C;-Cq ramoankmicymsdonnna, Cs-Cq Tpuankuncummna, C,-C, ramoankenunoxcu, C,-C,y
rajoankuHmIokcu, C,-C, ramoankenuntuo, C,-C, ramoamkununruo, -OCH,CH,-, -OCH,CH,CH,-, -OCH,0-,
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-OCH,CH,0-, -C(O)OR®, -C(O)NR’R’, -CR'NOR’, -NH,, -NR’R’, -NR'OR’, -NR'SO,R’, -NR'C(O)R’,
-NR'C(0)OR’, -NR'C(O)NR’R* mmm -NCR*NR’R*;

R' u R? mezaBucmmo npeactaBmsoT coboit H, C,-Cq amkun mmu C;-Cy amm,

R’ npencrasmser coboit C;-C, amxun wmu C;-C, razoankur,

R’ npeacrasaer codot H, C,-C, anxun wmn C,-C,4 ramoanku,

U TIIPHEMIIEMBIC B CETTbCKOM XO3SIMCTBE MPOM3BOIHBIC KAPOOKUCIOTHOM IPYIITBI MHKOJHHOBOH KHUCIIOTBL

[TpeamoururenpHbie coequHEHU (hopMyIbl A U (popMyItsl | HE3aBUCHMO BKIIOYAIOT COCAUHEHUS, B KOTO-
prix Q mpeacraensgeT codoit Merokcu, X mpeacrasmsier codoit H wmm F, Y mpeacrasmaer codot Ar, Ar mpen-
CTABISCT COOOH Mapa-3aMeIICHHbIH (DeHHT C IPYTHMH HiIH Oe3 ApyTHX 3amecTuteneii m R m R” mpeacrasmsor
coboit H.

B HEKOTOpBHIX BapHAHTAX OCYIICCTBICHHA H300PETCHHA COCAMHCHHE (DOPMYJBI A MPEACTABILIOT COOOM
coenuHeHUE (hopmy el I*

RL _R?
N
X AQ
v ONTY
s}

l*

B KOTOPO# Q mpeacTaBisaeT coooH SR® umu NRR;

X mpeacrasisger codoit H wmm rajnoreH;

Y mpencraser codoit F, Cl, C,-Cs amkun, C,-Cs ramoankun, C,-Cs anxenmn, C,-Cq ranoankenun, C;-C;
mHUKI0aIKIL, C3-C; raJoMMKIOAIKIIT HIH AT,

Ar mpeacrasiier coO0H (SHWIBHYIO TPYIITYy WIM MUPUIMH, 3aMCINCHHBIA OTHUM-YECTBIPbMS 3aMECTHTE-
JIIMH, HE3aBUCHUMO BBHIOPAHHBIMH U3 TJIOTCHA, HUTPO, ImaHo, popmuna, C,-Cs anmkuna, C3-C; nuknoankmna, Co-
Cs anmxenmna, C,-Cs amxkunmnna, C,-Cs anmkoxcu, C,-C,4 amxoxcuankmna, C,-Cq anmxunkapoonmna, C;-Cs aqxunTuo,
C,-Cs anxuncymppununa, C-Cs anmxuncynsporuna, C,-C, ankenunokcu, C,-C, amxunaunokcu, C,-C, ankeHUI-
tHO, C,-C, ankunamntuo, C;-Cy ramoankuina, C;-C; ranomukiaoankmia, C,-Cg ramoankenuna, C,-Cy ramoaakuHu-
ma, C;-C4 ramoanxoxcu, C,-C, ramoamxoxcuankuna, C,-Cy ramoanxunkapoonuna, Ci-Cg ramoanxmrruno, Ci-Cg
ramoankuicyiaspuamia, C,-Cq ramoanxuncymsponruna, C;-Cq Tpuankmicumna, C,-C, ranoankenmwiokcu, C,-C,
ragoankuHuIokcu, C,-C, ranoankeHmntuo, C,-C, ramoankuamiruo, -OCH,CH,-, -OCH,CH,CH,-, -OCH,O-,
-OCH,CH,0O-, -C(O)OR’, -C(ONR’R*, -CR'NOR’, -NH,, -NR’R*, -NR'OR’, -NR'SO,R’, -NR'C(O)R’,
-NR'C(O)OR’, -NR'C(O)NR’R" umm -NCR'NR’R*;

R' u R* He3aBucuMo mpeacTasinot co6oit H, C;-Cg amku, mwmi C;-Cg amm;

R® npeacrassiet codoi C,-C4 ankun umu C;-C4 ranoankmn,

R’ npenacrassiet codoit H, C,-C4 ankun umu C;-C, ranoankmn,

U MPHEMIICMBIC B CEJIBCKOM XO3SIHCTBE MPOU3BOIHBIC KAPOOKUCIOTHOM TPYTIITBI MAKOTHHOBOM KHUCIIOTBL

B HacTosmeM ONMMCAaHUH TAK)KE OMHCAHbI COeAMHECHUS (hopmy bl 11

NH,
F A Q
vy N Oy
0
I

B KoTOpoit Q mpeacrasysier codoit H wmm [

Y mpexacrasiseTr coOOH (PEHHUITBHYIO IPYIILY, 3AMELICHHYIO OTHUM-YETHIPHMS 3aMECTUTEIIMHE, HE3aBUCH-
MO BeIOpaHHBIME U3 Tajiorena, C;-Cy anmxokcu uma C;-Cy rajoankuna;

C;-Cy2 cnoxxabIC 3(pUpbl KAPOOKHUCIOTHOH TPy Bl MHKOIHMHOBON KHCIIOTHL

B HacTOsIIIeM ONMMCAHHH TAK)KE OMHMCAHBI coeAuHeHuA (popmy bt 111

m
B KOTOPOH n mpeacraBisieT codoi 1 um 2;
R’ u R nesasucumo npeactaBsroT codor Cy-C, aaxun wim R’ u RIO, B3STHIC BMECTE, IMPEACTABILIIOT CO-
oot stuneHoBbN (-CH,CH,-) wmu npomunenossiii (-CH, CH,CH,-)MOCTHK, HEOOS3aTeIbHO 3aMCIICHHBIN 1-4
MCTHJIbHBIMH TPY IIIAMH.,
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B HacTosmeM ONMMCaHUH TAK)KE OMHCAHbI COeAUHEHUS (popmy bl IV

w

Z7ON"

v
B KoTOpoit W mpeacrassieT codoit Br mm NHy;
Z mpexacrasiaeT co0oit Br wim (GeHUIBHYIO TPYIITy, 3aMCIICHHYIO OTHUM-UYCTHIPbMA 3aMCCTUTCIISIMH, HE-
3aBHCHUMO BBIOpaHHBIMH H3 raynoreHa, C,-Cg anmkokcu wim C,-Cg ramoankuna;
R" npeacrasier codor H wmm -CHF,.
B HacTosIeM ONMMCAaHUHU TAK)XKE OIHCAHBI COCTHHEHMA (POpMy Il V

B KOTOpPOH Ar mpeacTaBisieT co0oil ()CHUIBHYIO TPYIITY, 3aMCIICHHYI0 OJHUM-YCTHIPMS 3aMCCTHTCIIMH,
HE3aBUCUMO BBIOpaHHBIME 13 rajoreHa, C,-Cq amcoxcu wmn C,-Cg ranoankuna; u

C;-Cy, croxabIe 3GUpbI KAPOOKUCIOTHOHN TPy B MUKOIHHOBOM KHUCIIOTHI.

B HExoTOpBIX BapHAHTaX OCYLICCTBICHMA 3TH COCIUHCHHA XAPAKTCPH3YIOTCS HAIMYMEM TPYIIBI KapOo-
HOBOH KHCIIOTHI MJIH €€ MPOH3BOJHOTO B 2-TIOJIOKCHHUH; AJKOKCH, TAJIOATKOKCH, THOAJIKHI, AMHHO WJIH AMHHO-
QIKWJIBHOM IpyNIbl B 3-MOJIOKCHUH, AMUHO WJIM 3aMCIICHHOW aMUHOTPYIIBI B 4-MOJOKEHUH, W 3AMECTHTEL,
MPEANOYTHTEIBHO MOHO-, JM-, TPU- MM TETPA-3aMCIICHHOM ()CHHJIPHON WM NMUPHAMIBHON TIPYyNIBI, B 6-
IOJIOKCHUH IMMUPUIAUHOBOI'O KOJIbLIA.

CoenuHeHHsA, B KOTOPBIX METOKCH HAXOAWTCH B 3-TIOJOKCHUHM NMHPHAMHOBOTO KOJIBIA, OOBIMHO Ooice
NPEANOYTUTEIbHBL [IpeanoyTuTenbHbIC 3AMEIICHHBIC APUIbHBIC TPYIIIbI BKIIOYAIOT NMApa-3aMEINCHHBIN ()eHUIT
C IPYTUMHM WM 0€3 APYTHX 3AMECTUTEICH.

He orpanmymBasce kakou-muO0 Teopuei, KapOOHOBBIE KHUCIOTHI (OpMyJbI A, Kak IOJIATAIOT, SBILFOTCS
COCIMHEHHAMHE, KOTOPBIC ACHCTBHTEIBHO YHIHUTOKAIOT WIIM CACPKUBAIOT POCT HEKEIATEILHOH PACTHTEIBHOCTH
U SBIMIFOTCS, KaK MPABHIIO, NMPEAMOYTHTEIPHBIMA. AHAJOTH 3THX COCAWHCHHH, B KOTOPBIX KHCIOTHASA IpyIma
MIUKOJIMHOBOH KHUCTIOTHI 00pa3yeT MpOH3BOAHOE B (DOPME CBA3AHHOTO 3aMECTHTEISI, KOTOPBIH MOXKET TpaHC(POp-
MHPOBATHCA BHYTPH PACTCHUH WIIH OKPY>KAFOIIECH CPEabl B KUCIOTHYIO TPy, 00IAJAk0T, IO CYINECTBY, TAKHM
JKe TepOMIUIHBIM 3(PPEKTOM M HAXOIATCSI B MPEACIaxX 00bEMA HACTOSIIETO W300peTeHuUst. TakuM 00pa3oM, BbI-
pakeHHE "MPHUEMIEMOE B CETILCKOM XO3AHCTBE MPOU3BOIHOC", HCIOIb3YEMOE I OMUCAHUA ()Y HKIHOHATIBHO-
CTH KapOOHOBOM KHCIIOTHI B 2-TIOJIO)KCHHUH, OTHOCHTCSA K JIFOOOH COMH, CIIOKHOMY 3(HpY alITHAPA3HAY, HMH-
Jaty, THOMMUJATY, AMHAUHY, aMHAY, CJIO)KHOMY OPTO3(HpY, AMILHAHUIY, AlHITATOTCHHY, CI0)KHOMY THO-
3¢upy, CIOKHOMY 3(PUPY THOHHCTOH KHCIOTHI, CIOKHOMY 3()HPY AWTHONA, HHUTPUIY HIH JTHOOOMY APYTOMY
NPOU3BOAHOMY KHCJIOTBI, XOPOIIO M3BECTHOMY B JAHHOH 00JACTH TEXHHKH, KOTOPOE (a) HE OKA3bIBACT CYINECT-
BCHHOTO BIIMSHMA HA TCPOULUTHYIO AKTUBHOCTh AKTHBHOTO MHIPEIHCHTA, HANPUMEP 3-aIKOKCH, THOAIKUI U
AMHHO-4-aMHHO-6-(3aMEIICHHBIX) IMHKOIHHOBBIX KHCIIOT, OMMCAHHBIX 31€Ch, M (B) MOXKET T'HAPOIU30BATHCA,
OKHCIATHCS MM METa00IH3UPOBATHCA B PACTCHUAX WIH B MOYBE 10 MHKOJIMHOBOH KUCTIOTHI (DOPMYJIBI A, KOTO-
pad, B 3aBUCHMOCTH OT pH, HAXOAMTCA B JUCCOLMUPOBAHHON WM HEIUCCOUMHPOBAHHOH (hopme. [Ipeamourn-
TCIIPHBIC CEICKOXO3AHCTBCHHO NMPHEMIIEMBIC IMPOH3BOAHBIC KAPOOHOBOM KHCIIOTHI MPEACTABILIOT COOOH mpH-
€MIICMBIC B CETTBCKOM XO3MHCTBE COJIH, 3(DUPHI H aMUIBL. B HEKOTOPHIX BAPHAHTAX OCYINECTBICHHA H300PETCHISA
MPHEMJICMBIM B CEIIBCKOM XO3SIMCTBE MPOM3BOJHBIM SIBJBICTCSI CIOXKHBIA C)_g AIKUIOBBIA 3()HP HIH CIOKHBIN
Cs.12 APUIATKUIOBBIH 3()Up, HAPHMEP CIIOXKHBIA OCH3MIOBBIN 3(up. [ToaxXoaAsIEe COTM BKIFOUAOT COJIH, MO-
JIyYCHHBIC M3 INCIOYHBIX HJIH IIEIOYHO-3CMEIIbHBIX METAJUIOB, M COJIH, NMOJYYCHHBIC M3 AMMHAKA H AMHHOB.
[TpeanoyrHTeIbHBIC KATHOHBI BKIFOYAIOT KATHOHBI HATPHSA, KAJIU, MATHHA M AMUHUSA (DOPMY JIBI

RRR'R®N>

B KOTOPOH R’ R R6, R’ u Rg, KaKIBIH HE3aBUCHMO, MPEACTABILIOT Co00i Bogopoa wiu C,-Cy, ankun, C5-Cpp
anxeHw1 W C3-C), anKuHUI, KOKIBIH H3 KOTOPBIX, HEOOA3aTeIFHO, 3aMEIICH OTHUM WiH Oosiee ruapoxcy, C;-
C, anxokcn, C,-C, anKUITHO MIH (DEHHIBHON Tpymmamm, mpu yciosum, uto R, R®, R’ u R® aeumorcs mpo-
CTPAHCTBEHHO coBMecTHMBIME. Kpome Toro, mo6sie m8a m3 R, R®, R” u R® BMecTe MoryT mpeacTasiars co6oit
amuaaTaeckuil OM(yHKIHOHATBHBIH (PParMEHT, COACPIKAIIMIA OT OAHOTO 0 JABEHAUATH aTOMOB YIJICPOJA H
JI0 IBYX aTOMOB KHCJIOpoJa WiH cepbl. COJIM OMUCAHHBIX 31€Ch COCTMHCHUI MOTYT OBITh IOJYYCHBI MyTEM 00-
PabOTKH COCTMHCHNA THAPOKCHAOM METAJUIA, TAKMM KaK THIPOKCHI HATPHA, AMHHOM, TAKHMM KaK aMMHAK, TPH-
METHJIAMUH, JU3TAHOIAMHEH, 2-METHITHONPOIMIAMEH, OMCAJUIMIAMUH, 2-0y TOKCHITHIAMHH, MOP(OJIHH, LHUK-
JIOOJCIMIAMIH MM OCH3HIAMEH, WIH THAPOKCHIOM TETPAATIKHIAMMOHHSA, TAKHM KaK THIPOKCHA TETPAMETH-
JTAMMOHUS WJIM THAPOKCHI XoiuHA. COJMH aMHHOB YacCTO SIBJLIFOTCA NMPEIIOYTHTCIBHBIME (DOPMaMH COCIHHE-
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HHH, ONHCAHHBIX 3/€Ch, MOCKOJIBKY OHHU SBJIIIOTCS BOAOPACTBOPHUMBIMHU M IOAXOMAAT JJISI MPHTOTOBICHUS JKEa-
TEJIbHBIX TePOHIUIHBIX KOMIIO3UIUM HA BOJHOM OCHOBE.

[Moaxoasmue caoxkHbIE HPUPbI BKIFOYAT 3Qupsl, moayyeHHsie u3 C;-C, amxun, Cs-Cy, ankennn, Cs-Ci,
ankuau W C;-Cp apui 3aMEIIEHHBIX AJKHIOBBIX CIIUPTOB, TAKUX KAK METHIIOBBIH CIHPT, H30IMPONMHJIOBIN
crmpt, 1-OyTaHous, 2-3THITEKCAHOJ, OYyTOKCHATAHOJ, METOKCHIIPONAHOJI, AJUTHJIOBBIH CITUPT, NMPONMAPTHIOBBIN
CIHPT, IMKJIOTCKCAHOJI HIIH HE3AMEIICHHBIC HIIH 3aMCIICHHBIC OCH3UIIOBBIC CITUPTHI. BEH3UIIOBBIE CITUPTHI MOTY T
OBITH 3aMEICHHI 1-3 3aMECTHTE MU, HE3aBUCHMO BHIOpaHHBIMHE H3 ranoreHa, C;-C, anxuna wm C,-C, amkok-
cu. CrnoskHble 3GUPHI MOTYT OBITH MOJYYEHBI IMyTEM CBSI3BIBAHUS MUKOIMHOBBIX KHUCIOT CO CIIHUPTOM C HCIOJIb-
30BaHUEM JIFOOOTO KOJIMYECTBA MOIXOMAIMUX AKTUBUPYIOUIMX ar€HTOB, TAKUX KAK arcHThI, KOTOPbIC HCHOIb3Y-
FOTCS IS TICNITHIHBIX CBA3BIBAHUM, Takue Kak quuukiaorekcuikapooaummuy (DCC) mmm xkapOOHUI-THHMHUIA30T
(CDI); mocpeacTBoM peakiiy MAKOJIUHOBBIX KUCIIOT C AIKHIHPYIOIMUMHE arCHTAMHE, TAKMMH KaK aJIKHIJIA TaTHIbI
WK aJKWICYJIb()OHATHI B MPUCYTCTBUM OCHOBAHHUSA, TAKOTO KAaK TPUATHIAMUH WM KapOOHAT JIUTHSA, MOCPEACT-
BOM PCAKIMH COOTBETCTBYIOLICTO XJIOPAHTHAPHUIA MUKOIMHOBOH KHCIOTHI ()OPMYJIBI A C COOTBETCTBYIOLIMM
CIIMPTOM; NOCPEACTBOM PEAKLUUH COOTBETCTBYIOUICH MUKOIHHOBOM KHCIOTHI ()OPMyJa A C COOTBETCTBYIOLIMM
CIMPTOM B IPUCYTCTBHU KHCIOTHOTO KaTaJIM3aTOPA MIH MOCPEACTBOM NEPEITCPUPUKALIUH.

[Moaxoxsmue aMuABI BKIFOUAIOT AMHIBL, MOy YeHHBIC 3 amMmuaka wi C,-Cy, amxun, C5-C;, aakeHHI win
C5-C,, anKMHUI MOHO- WM JU-3aMCINCHHBIX AMHHOB, TAKHX KAK, HO HE OTPAHHYHMBAACH MMH, JHMCTHIIAMUH,
JU3TAHOJIAMUH, 2-METHJITHOIPONIMIIAMUH, OHMCATHIAMUH, 2-0yTOKCHITHIAMHH, IUKJIOJOJACUMIAMUH, OCH3UIA-
MUH WM TUKIAYECKUX WM APOMATHUECCKUX AMHUHOB C JOTIOJHHUTECILHBIMU MM 0€3 JOTOJHUTEIBHBIX IeTepoa-
TOMOB, TAKUX KaK, HO HE OTPAHUYUBASICh UMM, A3HPHINH, a3¢THIUH, MUPPOIHINH, ITUPPOJT, HMHAA30JI, TETPA30TI
WM MOP(OIIUH, 3aMEINCHHBIX MM HE3AMCUICHHBIX. AMHUIBI MOTYT OBITh NMOJYYEHBI C TIOMOIIBIO PEAKIMU COOT-
BETCTBYIOLICTO XJIOPAHTHAPHIA MMKOJIUHOBON KUCIIOTHI, CMCIIAHHOTO aHTHAPHUIA MM CIOKHOTO 3(hupa kapbo-
HOBOM KHCIIOTHI (hopMyIbI A ¢ aMMHAKOM HJIM COOTBETCTBYFOIUM AMHHOM.

Tepmuns! "ankun", "apumaMemeHHbIH ankua", "ankeHIT" U "aIKUHIT", a TAKKE IIPOU3BOIHBIC TEPMHHBI,
Takue Kak "ankokcu", "ammn", "amkuntuo" M "aaKuicy ab(OHIIT", HCTIOIB3YEMBbIC 31ECh, BKIFOUAIOT B CBOHU Ipe-
JICNbI HEPA3BETBICHHYIO IICTb, PA3BCTBICHHYIO LIEMb M IIMKIMYCCKHUE (PparMEHTHI, HE3aMEIICHHBIC WM 3aMe-
nicHHbIC. TepMuHBI "aIKeHUT" U "aNKHHWIT" MPETHA3HAYCHBI U BKJIIOYCHHUS OTHOM MM HECKOJIBKHX HEHACHI-
LICHHBIX CBA3CH.

Tepmus "apun”, a Taxke MPOU3BOJHBIC TEPMHHBI, TAKUE KaK "apHIOKCH", OTHOCATCA K ()CHUIIBHOH rpymie
WK NHPHIMHOBOH IPyIIE, 3aMECIICHHON OJHUM-YETHIPhMS 3AMECTUTEIISIMU, BBIOPAHHBIMH H3 TaJIOTCHA, HUTPO,
muano, (popmuna, C;-Cy amxuna, Cs-C; muknoankuna, C,-Cg amkenuna, C,-Cy ankunmna, C;-Cq anmkokcu, C,-Cy
amxokcuankuna, C,-Cs amxunkapoonmna, C,-Cs amxmnruo, C,-Cy amxuncynspunmnna, C;-Cg ankuncy abQoHmia,
C,-C, anxermnokcu, C,-C, anxuaunokcH, C,-C, ankenunruo, C,-C, anxkuamntuo, C;-Cg ranoankmuna, Cs;-C; ra-
nmomuknoankuiaa, C,-Cg ranoankenmna, C,-Cg rapoankuuuna, C;-Cs ramoankokcu, C,-C, ramoalKOKCHATIKHIA,
C,-Cs ramoanxunkapoonmia, C,-Cg ramoamkunruo, C,-Cy ramoamxuncy nbpununa, C;-Cs ranoankuncy ap(onuna,
Cs-Cy tpuamxuncummna, C,-C, ramoankenmnokcua, C,-C, ramoankuaminokcua, C,-C, ramoankenunruo, C,-C,
ranoankuaunTao, -OCH,CH,-, -CH,CH,CH,-, -OCH,0-, -OCH,CH,0-, -C(O)OR’, -C(O)NR’R", -CR*NOR®,
-NH.,, -NR’R*, -NR'OR’, -NR'SO,R’, -NR*C(O)R’, -NR*C(O)OR?, -NR*C(O)NR’R* um -NCR*NR’R".

Ecnu ciennanbHO HE OTPAHHYCHO HHBIM 00pa30oM, TEPMHUH "TalOreH", BKIFOYASA MPOH3BOJHBIC TCPMHHBI,
Takue Kak "rano", oTHocHTCA K (hTopy, Ximopy, Opomy u ¥Hoay. TepMmuHbI "ragoankui”’ H "TaJoaakoKCH" OTHO-
CATCS K AJIKWIIBHOM M aJKOKCH IPyIIaM, 3aMEIICHHBIM aTOMAaMH TajJoreHa oT 1 10 MakCHMAalbHO BO3MOXKHOTO
ux ynucna. Coequnenus Gpopmyisl A, Hanpumep I u I¥, MOTyT OBITH MOJyUCHBI C HCIIOIB30BAHIEM XOPOIIO H3-
BECTHBIX XHMHYECKHX mpoueayp. HeoOxoauMble HCXOAHBIE MATEPHATbI SABILFOTCS KOMMEPUYECKH JOCTY THBIMH
HITH JIETKO MOTYT OBITh CHHTE3HPOBAHBI C HCIOJIb30BAHIEM CTAHIAPTHBIX MPOLEAYP.

3-Ankoxcu-4-aMHHO-6-(3aMEECHHBIC ) TUKOJIMHATHL (PopMyabl A, Hanpumep I u [*, MOTyT OBITH IOTYUYCHBI
pAIoM croco0oB. 3-MeTOKCH-6-XTOPONMHKOTHHAT (popMymsl I MokeT OBITH OKHCIEH IO COOTBETCTBYIOLICTO
nupuauH-N-okcuaa (opmyinsr III, xak Ha cTagum a cxemsl I, ¢ HCIOIB30BaHMEM KOMIUICKCA MOYCBHHA-
NEPOKCHUT BOJOPOAA U TPH(TOPYKCYCHOTO AaHTHAPHIA B HHEPTHOM PACTBOPHUTEIC, TAKOM KaK JUXIOPMETAH NPH
temmeparype ot 0 mo 20°C. Xnopuposanue mupuauH-N-okcuaa (opmyisl 111 MokeT OBITH BBIOTHEHO C HC-
MOJIb30BaHHEM OKCHXJIopHaa (ocdopa mpu Temneparype ot 70 mo 100°C, xak Ha craguu b cxemsr I, ams mosy-
yeHna cMecu 1:1 5,6- m 4,6-1uxyop-3-METOKCHIIHKOJIMHATOB, KOTOpas mociae Xpomarorpaduu maer 4,6-
puxyoponukoauHatr Gopmyast IV. Ha cramuu ¢, 4-xmoprpynma MokeT OBITh 3aMElICHA a3uI0M HATPHUS B IO-
JIPHOM ampPOTOHHOM pacTtBopurenie, TakoM Kak N, N-mumermndopmamua (DMF) mpu 50°C. IoayuyenHoe 4-
A3UJ0 COCAMHEHHE MOXKET OBITh BOCCTAHOBJICHO OOPTHUIPUIOM HATPHUS B MOJLIPHOM HPOTOHHOM PACTBOPHTEIIE,
TAKOM KaK METHJIOBBIH CITHPT, C MOJIyYECHHEM 4-aMHHONMHMKOIMHATA (popMyisl [-A, kak Ha cramuu d; cxemsr L.
JlanpHelmee XIOpHpPOBaHUE 4-aMUHONHUKOIUHATA (DOPMYIBI [-A MOXKeT OBITH BBINOJHEHO C HCIIOJIB30BAHHEM
CyIb()yPHIXIOpUIA B IIOJIPHOM aNPOTOHHOM PACTBOPHUTEIIE, TAKOM KAaK AETOHHTPHI, KaK HA CTAJHH € CXCMBI
I, ¢ mony4yeHueM 5,6-quxaopnukonuHata (opmy st [-B.
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Ha cramuu f; cxems! II 6-6pommuxonuHar Gopmyas! V (CHHTE3UPOBAHHBIN COTJIACHO METOAMKAM, IPHBE-
nerHbM B Kong, L.C.C. et al. WO 2005042524 (2005)) M0keT ObITH PEOOPA30BAH B 6-aPHINMUKOIMHAT (OP-
MyJsl VI, rae Ar UMeeT yKa3aHHOE paHee ONPEACICHHUE, IIOCPEACTBOM peakimu couetanust Cy3yku ¢ OOpOHOBOMH
KHCJIOTOM  WJIM  CIOXKHBIM  3(QupoM B  TPHCYTCTBHM  KATalW3aropa, Takoro  Kak  Owuc-
(rpudpermndpochun)namnagui(ll) guxaopun, ¢ropuaa ue3wsa, U CMECH MOJLIPHOTO MPOTOHHOTO PACTBOPHTEILA,
TaKo# Kak 1,2-TuMeTOKCHITaH-BOA, pH Temmeparype 100°C B MUKPOBOJIHOBOM peakTope. beH3unbHas rpynmna
MOXKET OBITh yJalcHa U3 COSAUHEHUS (PopMy sl VI mocpeacTBOM I'HAPOTEHOIN3a O, ACHCTBUEM ra3000pa3Ho-
T0 BOAOPO/JA B MPUCYTCTBHU KAaTAIM3aTOPA, TAKOTO KaK I'MAPOKCUI NMAJUIAAUA-HA-YIJC, B MOJIPHOM IIPOTOHHOM
pacTBOpHUTEIE, TAKOM KAK 3THJIOBBIH CITUPT, YTOOBI 00ECICYUTh 3-THAPOKCUIMKOIMHAT (opmynsl VII, B koTO-
poit Ar ABIETCS TAaKUM, KaK OIPEJCICHO paHee, Kak Ha ctaguu g cxemsl [I. Ha craguu h 3-ruapoxcurpymma
MOJKET OBITh MPeoOpa30BaHa MOCPSACTBOM peakimu ¢ TPU(PCHIIPOCPHHOM H AMITUI a30IUKAPOOKCHIATOM B
NOJSIPHOM IPOTOHHOM PACTBOPHUTENE, TAKOM KAK METHJIOBBIM CIHPT, YTOOBI MONYYHTH 3-METOKCHITMKOIHHAT
(opmy st I-C, B KOTOpO# Ar ABIACTCA TAKHM, KaK OIMPEACICHO paHee. YIalcHHUE 4-aleTUI 3alUTHOH TPYIIIBI
u3 coeuHeHUA (opMyisl [-C MOKET OBITH JOCTUTHYTO IyTEM PEAKLUH C ALETHIXJIOPHIOM B MOJSIPHOM IIPO-
TOHHOM PACTBOPHUTENE, TAKOM KaK METUJIOBBIH CITUPT, C MOJy4YCHHEM 4-aMHHONUKOIMHATA (popMy s I-D, B ko-
TOPOH Ar fABJIAETCA TaKUM, KaK ONPEACICHO paHee. 4-AMHHONMMKOMMHAT (popMy sl I-D Taxske MOXKET OBITH IO-
Jy4eH, HAYMHAS OT 6-OpPOMIIMKOJMHATA, KOTOPBIH MOKET OBITh CHHTC3HPOBAH, COTJIACHO JAHHBIM, IIPUBCICH-
e Fields, S.C. et al. marent CIIIA 6297197 B1, 2 okra6ps 2001 r. Ha craguu f, cxemsr 11 peakums coueranus
Cy3yku 6-0pommuxouHaTa (popmyasl VIII ¢ 60poHOBOM KHUCIOTON WM CIOKHBIM 3()HPOM B MPUCYTCTBHH Ka-
Tanu3aTopa, Takoro kak ouc-(rpupenmwidochun)mamiaguin(Il) guxmopua, Gropuma me3us ¥ CMECH MOJBIPHOTO
MPOTOHHOTO PAaCTBOPHUTEN, TAKOM Kak 1,2-TMMETOKCHATaH-BoAa, mpH Temmeparype 110°C B MHKPOBOIHOBOM
nevn obecreunBaeT 4-aMHHOMUKOIHHAT (popMy sl [-D, B KOTOPOI Ar ABISETCSA TaKUM, KaK ONPEACICHO PaHEe.
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Ha cramguu j cxemst 111, 2-xnoprupuaus-3-01 Gpopmyst [X MoxkeT ObITH OpOMHPOBAH OPOMHPYFOLIMM pea-
T€HTOM, TaKHM Kak N-OpOMCYKUHHHMEA, B HOJIPHOM AaNPOTOHHOM PACTBOPHTENE, TAKOM KAaK Al[CTOHHTPHIL, C
nosiy4yeHueM 4,6-quOpomMmupuauH-3-01a Gopmyasl X. 4,6-aubpoMmupuanH-3-01 Gopmymsl X MOKeT OBITH
npeoOpa3oBal B 3-guropMeTokcH-4,6-auOnpoMmupuaue GopMyasl X1 mocpeacTBOM peakiuu ¢ 2-Xiop-2,2-
mudrop-1-peHnITAHOHOM B MPUCYTCTBUH MOJIIPHOTO ANPOTOHHOTO PACTBOPHTEIL, TAKOTO KAK ALICTOHHTPHIL,
npu Temneparype 100°C B MEKPOBOJIHOBOM peakTope, Kak Ha cragud k. Ha stamax ¢, u d, cxemsr 11 4-6pom
rpynna B coeauHeHHH (popmy sl X1 MOXKET OBITh 3aMEINECHA a3HAOM HATPHA B IMOJSIPHOM aNPOTOHHOM PAcTBO-
putene, TakoM kak DMF, npu temmeparype 65°C. IlonydyeHHOE 4-a3U00 COCAUHEHHE MOXKET OBITH BOCCTAHOB-
JIeHO OOPTHAPHIOM HATPHA B MOJLIPHOM MPOTOHHOM PACTBOPHUTEIIE, TAKOM KAaK METHIOBBIH CIHPT, C MOJIY4YCHH-
eM 4-aMuHO-6-OpoMmupuauHa (hopmystsl XII. 4-amuu0-6-OpommupuauH (hopmy sl XII MoxkeT ObITH peoOpazo-
BaH B G-apuymupuauH Gopmyiisl X111, B KOTOpO# Ar SBIIETCA TAKHM, KaK ONMPECICHO PaHee, C MOMOMIIBIO pe-
akuun coyeTanusa Cy3yku ¢ O0POHOBOH KHUCIOTOH MIIH CIIOKHBIM 3()HPOM B IIPHCYTCTBHU KAaTAIH3aTOPa, TAKOTO
Kak ouc-(tpudpenundochun)namanui(Il) muxnopun, Gropuaa ne3us H CMECH IMOLIPHOTO MPOTOHHOTO PacTBO-
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puTeI, TAKOH Kak 1,2-TUMETOKCHITaH-BOAA, pH Temmepatype 110°C B MUKPOBOIHOBOM peakTope, Kak Ha CTa-
qun f5 cxemsr III. Ha cramuu 1,6-apumupuaus Gopmy st XIII MoxkeT ObITh MOABEPTHYT B3AMMOJCHCTBHIO C
MOHOOKCHIOM yIVIepoJa B TPHCYTCTBHH  KaTaqm3aTropa, Takoro kak [1,1'-6mc-(nudenundocdu-
HO)(peppoucH|ruxnopnamiaauii(Il), u Tpu3THIAMHHA B MOIIPHOM MPOTOHHOM PACTBOPHUTEIIC, TAKOM KaK STHIIO-
BbIH crmpT, Ipu Temmeparype 105°C B 00MO0BOM peakTope, YTOOBI MOIYYUTh 6-apHINUKOIHHAT (hopmy sl I-E,
B KOTOPOH Ar SIBISIETCSI TAKMM, KaK OIIPEACICHO PaHEe.

Cxema III
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Ha cramuu m cxemst IV 4,5,6-TpuxnopnukomHar GopMy sl XIV MOKET ObITh TPE0Opa30BaH B COOTBET-
CTBYHOIIHUI H30MPONHIIOBHIH 3(up Gopmy sl XV MOCPSICTBOM PEAKIHH C H3OMPOMUIOBHIM CITHPTOM U KOHLICH-
TPUPOBAHHON CEPHOM KUCIOTOHM Ipu Temmeparype (uierMsl mpu ycaoBuwsix Juna-Crapka. M3onponunossiit 3¢up
(hopmy el XV MOKET OBITh MOABEPTHYT PEAKIUH C HCTOYHHUKOM HOHOB (propa, TakuM Kak (hropua uesus, B I0-
JSIPHOM aNpOTOHHOM PACTBOPHTEJNC, TAKOM KaK JUMETHICYIb(okcua, npu Temmneparype 80°C mpu ycroBHAX
Juna-Crapka, 4ToObI NOIYyYUTh H30Mponui-4,5,6-rpudropnukomuHar Gopmyas! X VI, Kak Ha CTaIUU N CXEMBI
IV. Ha craguu o u3onponui-4,5,6-tpudropnuxonusar Gopmynst X VI MOKeT ObITh aMUHHUPOBAH HCTOUYHHKOM
a30Ta, TAKUM KaK AMMHAK, B IIOJLIPHOM allPOTOHHOM PACTBOPHTEIIE, TAKOM KaK AUMETHIICY Tb(DOKCHA, C TOIyUe-
HUEM 4-aMHHO-5,6-mudroprukomHata Gopmyasl XVIL. 3amecturens (GTop B 6-TOJOXKEHHM 4-aMHHO-5,0-
nu¢ropnukoauHara (Gopmyasl X VII MoxkeT OBITH 3aMEHEH HA XJIOP IMyTeM 0OpabOTKH HCTOYHHMKOM XJIOpa, Ta-
KHMM Kak XJIOpUJ BOJOPOAA B AMOKCaHe, B peakTope ITappa mpu remmepatype 100°C, ¢ mosyyeHueM 4-aMuHO-5-
(rop-6-xnopmuxonuHata Gopmyiasl XVIII, kak Ha cragum p B cxeme [V. Ha cramum q 4-amuno-5-¢Top-6-
xnoprukomHaAT Gopmy sl X VIII noasepraercs nepearepuukanuy 10 COOTBETCTBYIOMICTO CIOKHOTO METHIIO-
Boro 3¢upa ¢popmynsl XIX mocpeactsoM peakiuu ¢ TUTAH(IV) H30MPONOKCHAOM B MCTHIOBOM CIHUPTE IIPH
TeMIepaType (IerMsl.

Cxema IV
al cl F
<l S m C s " E S °
A NI O 1N OY FON O\l/
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X1V XV XVI
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Ll o — L J_ o — L o
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0 0 0
XVl XVIII XIX

Ha cramuu 1, cxemsl V, 4-aMuHO-5-()TOp-6-XT0pmuKoauHaT (hopmy sl XIX MOxKeT ObITh IPe0Opa30BaH B
3-10a-4-aMUHO-5-(PTOP-6-XT0pIHKOTHHAT (HOoPMYTEI XX ¢ IOMOMIBIO PEAKIHH C HOTUPYIOLUIMMH PEarc¢HTAMHU,
TAKVMH KaK HOJHAS KHCIIOTA H HOJ, B MOJSIPHOM NMPOTOHHOM PACTBOPHUTEIIE, TAKOM KAaK METHIOBBIN CIHPT, IPH
Temmeparype (paermsl. 3-Hoa-4-aMuHO-3-(Top-6-Xmop-muKoaHHAT (GopMy sl XX MokeT ObITh 00paboTaH Kap-
OOHATOM IIE3HS M KATATHTHYCCKHM KOJIMUYECTBOM Kak Mens(l) Hoauaa, tak u 1,10-(heHaHTPOTHHA B MPUCYTCT-
BUH TOJSIPHOTO NPOTOHHOTO PACTBOPHTENESA, TAKOTO KAaK METHIIOBBIM crupT, mpu Temmpeatype 65°C, uroObt
HOJIYYHTD 3-METOKCH-4-aMHHO-5-()TOP-6-XTOPIMHKOTHHOBYIO KHCIOTY (hopmynsl I-F, kak Ha CTaguu S; CXEMBI
V. Ilony4yeHHas MUKOJMHOBAs kKuciaoTa (opmyisl [-F moker ObITh mpeoOpa3oBaHa B 3-METOKCH-4-aMHHO-5-
(prop-6-xnopnukoauHAT PopMys! -G ¢ HCIIOIB30BAHMEM CTAHJAPTHBIX YCIOBHH STEPU(PHKALMY, KaK, HATPH-
Mep, MyTeM 00pPabOTKH XIOPHAOM BOJOPOAA (Ta3) U METHIOBBIM ciUpTOM mpu Temmeparype 50°C. Ha craguu f4
cxembl V peaxmusa coyetanusa Cy3ykd 3-METOKCH-4-aMHHO-5-(Top-6-Xmopmuikouaara ¢popmyst I-G ¢ 6opoHo-
BOH KHCIOTOH ¥JIM CJIOKHBIM 3()HPOM B TNPUCYTCTBHM  KATauM3aTOpa, TAaKOIrO Kak  Owc-
(rpudperundpochun)namnaauii(ll) auxnopun, Gropuaa Karus U MOIPHOTO MPOTOHHOTO PACTBOPHTEI, TAKOTO
Kak CMECh AaUCTOHHTPWI-BOAA, mnpu Temmeparype 110°C B MHKPOBOHOBOH meud oOecmeumBacT 6-
apwimukoauHAT Gopmysl [-H, B KOTOPOit Ar sIBISICTCS TaKMM, Kak OmpenaesicHo panee. Ha craaum u cxemsl V

-17 -



028844

peakuust coyeranus Ctwinia 3-METOKCH-4-aMHUHO-5-(rop-6-xnoprmukomuHara Gopmyasl I-G ¢ ooBoM, Takum
KaK TpUOYy THJI(BHHUI)CTAHHAH, B MPUCYTCTBHH KATaIH3aTOPa, TAKOTO Kak Ouc-(tpudpermadochun)maaxuii(1l)
JUXJIOPUJ, B HHEPTHOM PAaCTBOPHUTENE, TAKOM Kak 1,2-muxmopartaH, mpu Temmneparype 120°C B MUKPOBOJIHOBOM
peakTope Jaet 6-(3aMeINCHHBIHN)MHKOIMHAT (opmy sl [-I, B koTopoit Y mpeacTaBiieT cOO0H aIKuI, ITUKIOAT-
KHJI, QTKCHHI, TAJIOATIKCHHI M TaTONUKIOATIKHL.

Cxema V
NH, NH, NH; |
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Ha cragum fs cxemsr VI peakuus codyeranusa Cy3yku 3-METOKCH-4-aMHHO-5-(hTOP-6-XTOpHIHKOIMHATA
(opmyer XIX ¢ 60pOHOBOM KHCIOTOM MM CIOKHBIM 3()HPOM B IMPUCYTCTBHH KATAIHU3aTOpa, TAKOTO KaK OHC-
(rpudernndocun)namnamuin(Il) guxmopun, propuna Kaaus H CMECH MOJSIPHOTO MPOTOHHOTO PACTBOPHTEI,
TaKOH Kak AaNeTOHUTPWI-BOJA, mpu Temmeparype 115°C B MHKpPOBOJHOBOM peakTope oOecmeuuBacT 6-
apumukoauHAT (Gopmy bl XX, B KOTOPOH Ar SBJIACTCS TAaKUM, KAk OmMpeaesicHo panee. Ha craguu 1, cxemsl VI
6-apummukonuHaT (opmysl XXI MoxkeT ObITh ImpeoOpa3oBaH B 3-iHoxa-6-apumukoauHaT Gopmyasr XXII mo-
CPEACTBOM PEaKUHK HOTUPOBAHMS C TAKUMH PEarcHTAMH, KaK HOJHASA KUCIOTA M HOA, B MOJLIPHOM NMPOTOHHOM
PACTBOPHTENE, TAKOM KAK METHJIBBIH CIHMPT, MPH TeMIeparype (iermsl. 3-Moa-6-apuimukoTMHaT (hOpMy TbI
XXII moxet ObITh 00paboTaH KapOOHATOM LE3HA U KATATHTHYCCKHM KOJTHYECTBOM Kak Homuma meau(l), Tak u
1,10-peHaHTpOMMHEA B MPUCY TCTBUY NMOJIIPHOTO MMPOTOHHOTO PACTBOPHUTEN, TAKOTO KAaK METHIIOBBIH CIHPT, IPH
temmeparype 70°C, uToOsl 00eCHeYHTh 3-METOKCH-0-aPHIMTHKOIHHOBYIO KHCTIOTY (popMys! I-J, kak Ha cramun
S, cxeMmsbl VI.

Cxema VI
NH, NH, NH,
F. | x s F. | SN s F | x [
N O AN YOS Ar NN
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XIX XXI XXIL
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Ha craguu v; cxems! VII 3-#ioa-4-aMun0-5-(Qrop-6-apummukoauHaT (Gopmy sl XXII MokeT OBITH CBA3aH C
TpHOYTHIIMETHITHOCTAHHAHOM C  HCIOJIb30BAHHEM TNAJUIATUEBOIO  KATAIM3aTopa, TAKOro Kak Owc-
(tpudpennndochun)namamuii(Il) XTopua B MOIAPHOM PACTBOPHUTEINE, TAKOM KaK JUMETHI()OPMAMUL, IIPH TEM-
nepatype 100°C, uroObl o0ecneunTs 3-METHITHO-4-aMHHO-5-(Top-6-apummukomuHaTs! (hopmy sl XXIII, B xo-
TOpOH Ar SABJIETCA TAKUM, KaK ONPEJCICHO paHee. B kayecTBe anbTepHATHBBL, HAa cTaguu V2 cxems! VII 3-uoa-
4-aMuHO-5-(PTOp-6-XMopmuKoMHAT (GopMysIbl XX MOKET OBITH COSAHHEH C TPUOYTHIMETHITHOCTAHHAHOM C
HCIIONb30BAHUEM NAUIAAHEBOTO KATAIM3aTOpa, TAKOTo Kak Ouc-(tpudermnpocun)mamiamuii(ll) xmopun, B
NOJIPHOM PACTBOPHTENE, TaKOM Kak auMetwiaopmamun, mpu temmeparype 100°C, uroObl obecmeuuts 3-
METHITHO-4-aMHHO-5-(Top-6-XnopmukomuHar Gopmyisl XXIV. Ha cragun fs cxemsr VII coequneHus Gpopmy-
11 XXIV MOTYT B3aHMOACHCTBOBATH C OOPOHOBOM KHCJIOTOH HITH CIIOYKHBIM 3(DHPOM B MPUCYTCTBHH KATATH3A-
TOpa, Takoro kak ouc-(rpudenmndochun)nammagui(Il) quxmopua, (ropuaoM Kaaus U CMECHEO MOJSIPHOTO MPO-
TOHHOTO PACTBOPHTEIA, TAKOW KAaK alCTOHUTPHI-BOAA, mpu Temmeparype 115°C B MUKPOBOIHOBOM PEaKToOpE,
yT00B!I 00ecneynTh coequHeHues Gopmy st XXII1.
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Cxema VII
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XX XXIV

Ha craguu w; cxems! VIII uzBecTHbIH MeTHI 4-aMHHO-6-OpoM-3-MeTOKCHITHKOIUMHAT (popmy sl VIII (mo-
nyucHHBIH, kak ommcaHo y Fields, S.C. et al. WO 2001051468) moskeT OBITH mpeoOpa3oBaH B O-BUHHII-
nukoyMHAT (hopmy el XXV nmocpenctsoM peakimu CTHIDIA ¢ HCMOIb30BAHUEM BUHHITPHOYTHIIONOBA U TMAaJLIa-
JHUCBOTO KaTaJIM3aToOpa, Takoro kak Ouc-(tpudenunpochun)namiamuii(ll) auxmopun, B pacTBOPHUTENC, TaKOM
Kak auxyopataH. Ha craauu X; aMHHOTPYIIA MOXKET OBITH 3aIIMIICHA KaK rpymma Ouc-(Tper-0yTiikapdamar) B
6-puHMWI nUKOIMHATE (opMysbl XXVI B NPHCYTCTBHHM KAaTATHUTHYECKOTO KOJMYECTBA 4-(IUMETHIAMUHO)-
MUPUIMHA B PACTBOPHUTEIC, TAKOM KaK AUXJIOPITaH. Ha ctamuu y BUHHIBHAS TPYIIIA MOKET OBITH TpeoOpaszoBa-
HA B aJbJCTUIHYIO TPYIILY MOCPEICTBOM O30HOIM3A B PACTBOPHUTENC, TAKOM KaK JUXJIOPMETAH, U B NMPUCYTCT-
BUH BOCCTAHABIUBAIOIICTO Arc¢HTa, TAKOTO Kak TpHPEeHWIPOCPHH, ¢ mOIyUeHUEM 6-(POPMIIIHKOIHHATA (POp-
My el XX VIIL. Ha craquu z 6-(audropmeTrn)mukommHaT Gopmy bl XX VIII MoxkeT ObITH MOIYYECH MOCPEACTBOM
OJHOPECAKTOPHOM JBYX3TaIlHOH IMOCIIECIOBATEIBHOCTH PEAKLIH, MCIOIb3YsI CHaYaaa OuC-(2-METOKCHATIII) aMH-
HOCEPHUCTBIH Tpu(Topua (Ie30Kkco-(OTop) Il IMpeoOpa3oBaHMA ANBJCTUIHOW TPYMIBI B AU(DTOPMETHIBHYIO
TPYIILy B PACTBOPHUTEIC, TAKOM KaK JUXJIOPMETAH, U MOCICAYIOMEE CHATHE 3aIIUThI KapOaMaTHBIX TPYIII, KC-
NOJIB3Y S TPH(PTOPYKCYCHYIO KHUCIIOTY.

Cxema VIII
NH ﬂ\ JOL Jcl)\ J<
o 0" N0
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XXVII XXVIIT

Ha crammu w, cxems! IX metun 4-amMuHO0-6-0poM-3-MeTokcunmukoauHAT Gopmyisl VIII Moxet ObITh mpe-
o0pa3oBaH B 6-(1-3ToKCHBHHIIT)TUKOIMHAT (popMy sl XXIX mocpencTBoM peakmun CTHILIA C HCIIOIb30BAHHEM
(1-3TOKCHBHHWI)TPHOYTHJIONOBA H  MAJUIAAWCBOTO  KATAJIM3aToOpa, TaKOoro kKak Owuc-(tpudenundoc-
¢ur)namnaaui(ll) uxmopun, B pacTBOPHTENES, TAKOM Kak AWXIOP3ITaH. Ha cragum aa 6-aneTHINMHKOIHHAT
(opmyabr XXX MOKeET OBITh MOIYUYCH MyTeM 00paboTKH 6-(1-3TOKCHBHHII)IHKOIHHATA (opMyisl XXIX 2H.
BOJHBIM PACTBOPOM COJISTHOM KHCJIOTHI B PACTBOPHTENE, TAKOM Kak TeTparuapo(ypan. Ha cranuu bb xetonHas
TPyIIa MOXKET OBITH BOCCTAHOBJICHA 10 CIIHPTOBOM rpymmsl B (1-ruapoxcusTuin)mukoauHate GopMy st XXXI, ¢
MOMOIIBIO BOCCTAHABIMBAOIIETO ar€HTA, TAKOTO KaK OOPTHAPHI HATPHSA, B PACTBOPHUTEIIC, TAKOM KaK METAHOIL
Ha cramguu cc ¢roprpynma B 6-(1-¢proparumnuxonuHate (hopmyasl XXXII Mo)keT ObITh BBEICHA C MOMOIIBIO
JIe30KCco-(h)TOpa B PACTBOPHUTENE, TAKOM KaK AUXIOPMETaH. 6-(1-(Top3THia)MUKOIMHOBAS KUCIOTA (HOPMYIIBI
XXXIII Mo>keT OBITH MOJYUYCHA MOCPEACTBOM JIC3TEPH(DUKAIIMHA METHIPHOM IPYIIIBI CIOKHOTO 3(upa, Kak Ha
craguu dd, ¢ MCNOTB30BAaHHEM 2H. BOAHOTO PACTBOPA THMIPOKCHIA HATPHUA B CMECH PACTBOPHTEI, TAKOTO KaK
Terparuapodypas u MetaHond Ha cramum X, aMHHOTpyIma MOXKeT OBITh 3alIMINGHA Kak rpymma Ouc-(Tper-
Oytmikapbamar) B 6-anerunmukoauHate (Gopmyssl XXXIV B MPUCYTCTBHH KaTaIUTHYECKOTO KOJIHIECTBA 4-
(IMMETHIIAMUHO )TUPUAWHA B PACTBOPHTEIC, TAKOM Kak auxyop3Tad. Ha craguu ee 6-(1,1-muTop Tria)nuko-
muHAT (opMy sl XXXV MOKET OBITh NOJIYUYEH MOCPEACTBOM OJHOPEAKTOPHOM ABYX3TATHOM MOCTICA0BATEIBHO-
CTH PEaKIMi, MCHOJIB3YS CHavana AC30KCO-(TOp A MpeoOpa3oBaHMA METHJI-KCTOHHOH IPYyNIBI B AH(PTOP3-
THJIBHYIO TPYIILYy B PACTBOPHUTENEC, TAKOM KaK JUXJIOPMETAH, H IOCJICAYIONIEEe CHATHE 3aIUTHI C KapOAMaTHBIX
TPYIII, HCTIOB3Y S TPU(PTOPYKCYCHYFO KUCTOTY. KrcnoTa MoskeT ObITh CpopMHpOBaHa Kak Ha cTamud dd.
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Cxema IX

XXXIV XXXv

Ha cramuu ff Ha cxeme X coequnenue Gopmy sl XXX VI, B KOTOpoH Ar ABIACTCA TAKUM, KaK OMPEACIICHO
panee, X mpeacTaBsieT coOol xmop wim OpoM, u R mpeacTasiger coO0# MPOU3BOAHOC KUCIIOTHI (CHHTE3HPO-
BaHHOC, Kak onmucano B Renga, J M. et al. U.S. marentasie 3asku 20100311981 u 20100311594), moxeT OBITH
npeoOpa30BaHO MOCPEACTBOM PEAKIMHU C ATKOKCH, TAJIOATKOKCH, AIKHITHO, TAJIOAIKWITHO B YHCTOM BHC WU B
MOJSIPHOM AaIpPOTOHHOM pacteopurene, TakoM kak THF mmu DMSO, ¢ momyueHueMm coeIuHEHHs (GopMyIbl
XXXVII, B xotopoit Ar u R;; HMCIOT yKa3aHHbIC paHEe 3HAYCHUA, H (Q MPEACTABIACT COOOH AIKOKCH, Tajoas-
KOKCH, aJKHJITHO, TAIIOATKHUITHO.

Cxema X
0gl20
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Os NH,
|
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Ar N OR}, Ar N 1
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XXXVI XXXVIL

Ha cramuu gg Ha cxeme XI coequnenue (popmyabl XXXVI Moker ObITh MPpeoOpPa30BaHO B COCTHHECHUE
(opmymsr XXXVIII ¢ HCOIB30BAHUEM PEArCHTOB, TAKHX KAK MECTHJIAMUH WM JUMCTHUJIAMHUH, B 3aBUCUMOCTH
OT YPOBHSI JKEJIAEMOTO 3aMCIICHHA.

Cxema X1
Ox
RI\NrRZ
pZ I NH,
88 NS O
- AT N ~
Ar I's)
XXXVI XXXVIIL

Ha craguu hh cxemsr XII coemuaermsa (popmyael XXX VI MoryT ObITh IpeoOpa30BaHbl B CMECH PETHOU30-
MepoB mHKOMHHATOB (opmyn XXXIX u XXXX (XXXIX/XXXX 4:01) mocpeactBoMm noOasncHust 2,2,2-
TPU()TOPITAHTHOA B IPUCYTCTBUH OCHOBAHHS, TAKOTO KaK KapOOHAT KL

Cxema XII
0%70 EF
c')\lN NH, F : S
X hh “ s\/kF 7
Ar HI O Ar \NI ORy %+ Ar/CNI“/OR“
o] O fa)
XXXV1 XXXIX XXXX

OnucaHHbIC B HACTOSIIECM H300PETCHHUH COCOMHCHHS, IMOJIYYCHHBIC JTIOOBIM H3 3THX CIIOCOOOB, MOTYT
OBITHh BOCCTAHOBJICHBI C TIOMOMIBIO OOBIMHBIX CPeaCTB. Kak MpaBuIO, PEaKIHOHHYE) CMECh OKHCJITIOT BOJIHBIM
PaAcTBOPOM KHCIIOTBI, TAKON KaK COJITHASI KHCJIOTA, U AKCTPATHPYIOT OPTAHWYCCKUM PACTBOPHTEIIEM, TAKAM KaK
STHJIALETAT WIH AuXJOpMeTaH. OpraHMYeCKUi PACTBOPUTEIDh U APYTHE JCTYUYHE BELICCTBA MOTYT OBITH yaalie-
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HBI IlyTEM TEPETOHKY WM BBITAPMBAHMSA IS MOJYUYCHHUS LEICBOIO COCTHHEHUA (OPMYJIBI A, KOTOPOE MOKET
OBITH OYHIIICHO C MOMOIIBE) CTAHAAPTHHIX MPOLEAYP, HAMPUMEP MYTEM NMEPEKPUCTALTH3ALMH HIIH XPOMATOIpa-
(pun.

COCI[I/IHCHI/U[, OIMHCAHHBIC BBIIIC, KAK OBLIIO Hal\/’l‘Z[CHO, ABJLOTCS IMOJIC3HBIMHU B KQUCCTBC MPCABCXOOOBBIX U
MOCTCBCXOA0BBIX repOonuuaoB. OHU MOTYT OBITh HCIIOJIb30BAHBI C HECCIICKTUBHBIME (00JICC BBICOKHMHE) HOpMA-
MH Pacxoja, YToObl KOHTPOIMPOBATH NIHPOKHI CIIEKTP PACTHTECILHOCTH B paiOHe, WK C Ooliee HU3KHMH HOP-
MaMH Pacxoja Ui CEJIEKTHBHOTO MOJABJICHUS POCTA HEXKEIATEIbHON PACTHTEIBHOCTH (CEICKTUBHON OOPBOBI C
HEXKEJIATEIbHON PACTHTEIBHOCTHIO). O0MacTH NMPHMEHEHHUS BKIIFOYAIOT MACTOMINA U MACTOMIIHBIC YTOAbs, 000-
YUHBI JOPOT U IMOJIOCHI OTIYXXIACHUS, IMHUH JJICKTPONICPEAAT U JIFOOBIE IIPOMBIINIICHHBIC pal\/’lOHbI, TAC ABILICTCA
JKCJIATCIIbHBIM ITOJABJICHHC TaKOH PaCTUTCIIBHOCTH. I[pyl"l/lM MPUMCHCHHUCM SABJLICTCA MOAJABICHUC POCTA HEXKE-
JIATEJIbHON PACTHTEIBHOCTH MPH BBIPALIMBAHUHU CEIbCKOXO3AMCTBCHHBIX KYIBbTYP, TAKMX KAK 3¢PHOBBIC KYJIbTY-
PBL, puc u X1eOHbIC 3MaKkH. OHM MOTYT TaKKe OBITh HCIIOJIB30BAHBI AJIS PETYIMPOBAHMA HE)KENATCIBHON PacTH-
TEIbHOCTH NPHU BHIPAIIUBAHUM APEBECHBIX KYJIBTYP, TAKHX KaK HUTPYCOBBIC, IOJOHH, Kay4yKOHOCHI, MACITHYHbIC
IaJIbMBL, B JICCOBOOUCCTBC U APYTHUX oOmactax. OOBIMHO SIBIICTCS NpEANOYTUTCIIBHBIM MPUMCHATh COCTUHCHUA
NOCJIe TOABJICHHS BCX010B. KpoMe TOro, Kak mpaBHiIo, MPEANOYTHTEIBHBIM SBIIICTCSA HCIOIb30BAHHE COCIHHE-
HUH UL PEeTyJIHPOBAHHSA POCTA MIHPOKOTO CIIEKTPA APEBECHBIX PACTCHHH, NIMPOKOIHUCTBEHHBIX H TPABAHBIX
COPHAIKOB H OCOK.

Hcnonp30BaHHEe COCTMHCHUH A1 MOAABICHAS POCTA HEKEIATEIbHOH PACTUTEIFHOCTH NPHU BBIPALIHBAHUH
TPAJULMOHHBIX KYJIBTYP OCOOCHHO MOKA3aHO. XOTA KAXKI0E M3 COCTUHCHUM, OXBAThIBACMbIX (popMmyoH A, Ha-
XOIUTCS B MpeAeaax 00beMa HACTOSMIET0 H300PETCHHUS, CTETICHb TCPOHIIMAHON AKTUBHOCTH, CEJICKTHBHOCTS IO
OTHOLICHHUIO K KYJBbTYPE U CIIEKTP COPHBIX PACTCHHM, MOAICKAIMX YHUUTOKCHHIO, BAPBUPYETCA B 3aBUCHMO-
CTH OT NMPUCYTCTBYIOIIUX 3aMecTHTeneH. [loaxoasamee coeauHeHHe [T TF000T0 KOHKPETHOTO HCTIOTIb30BAHHS
€ro B KauecTBE repOMIHAa MOXKET OBITh HAMACHO C MOMOINBIO MH(OPMALMH, MPEACTABICHHOW B HACTOAIIEM
JOKYMCHTE, H PYTHHHOM NMPOBEPKHU. TEPMUH TePOUIMI HCIOIb3YETCS 346Ch Il 0003HAYCHHA aKTHBHOTO HH-
TPEAMCHTA, KOTOPBIH YHHUTOKACT, MOJABISIET HIM HHBIM OOPa30M OTPHLATEIBHO H3MEHSET POCT PACTCHHH.
I'epbuunaHo-3QPekTHBHOE MK BET€TaTHBHO MOAABILIIONICE POCT KOTHYECTBO MPEACTABILIET COO0H KOMMYECTBO
AKTHBHOTO MHIPEAUCHTA, KOTOPOC BbI3BIBACT HCTATHBHO Monn(bnunpylomee I[el\/’lCI' BHC H BKJIFOYACT OTKJIOHCHHS
OT €CTECTBCHHOTO DPAa3BHTHA PACTCHHA, YHHUTOXKCHHE, MOJABICHUE, HCCYLICHHE, 3aCPIKKY PA3BHTHA U TOMY
nonoO0Hoe. TepMHHBI PACTCHHS M PACTHTEIBHOCTh BKIFOYAIOT IMPOPACTAIONIHE CEMEHA, MPOPOCHIHE CAKCHIBI,
HA/I3¢MHBIC U NOJ3EMHBIC YaCTH PACTCHUH, TAKUC KaK MOOCTH, KOPHH, KIIyOHH, KOPHCBHIIA U TOMY IOJ00HOE, H
HMEIOIIHECS 3eJICHbIC HACAKICHHS.

lepOunaHas aKTHBHOCTh COCOMHCHUH MO HACTOAIIEMY H300PSTCHHIO MPOSBILCTCA TOTAA, KOTAA OHH
NPUMEHAFOTCS HEMOCPEACTBCHHO K PACTEHMIO MJIH K MECTY NMPOH3PACTAHHA PACTECHHH, K MOYBE MM K BOJIOIO-
JIBIO, HUTH K HPPUTAIHOHHON BOJC HA MFOOOH CTaauy POCTa MM IEPEa MOCaaKoH i Bcxogamu. HabmomaeMbrit
3¢ dexT 3aBHCUT OT BHAA PACTCHHUH, KOTOPBIC MOAICIKAT YHHUTO)KCHHIO, CTATUH POCTA PACTCHHS, MPUMEHACMbIX
NApaMETPOB PA3BEICHUS H Pa3Mepa PacIbUIIEMBIX Kamelb, pa3Mepa YacTHI TBEPABIX KOMIOHECHTOB, YCIOBHI
OKPYKAIOIIECH CpeIbl BO BPeMs HCIIOJIb30BAHMA, KOHKPETHOTO MCIOIB3YEMOTO COSIHHCHHS, KOHKPETHBIX BCIIO-
MOTATEIbHbIX CPEACTB U HCIIOJIb3YEMBIX HOCHTEIICH, THIIA OYBBI, KAYECTBA BOABI U TOMY IOJOOHOE, a TAKOKE OT
KOJIMYECTBA MPHMEHAEMOTO XHMHYECKOTO MPOAYKTA. JTH U APyrHe (PAaKTOpBHI MOTYT OBITH CKOPPEKTHPOBAHBI,
KaK U3BECTHO B JAHHOM 00JACTH TEXHHKH, TaK YTOObI AKTHBHPOBATh HECCIICKTUBHOE WM CEICKTHBHOE BO3ICH-
crue repoumyaa. OOBMHO, MPEAMOYTHTEIPHBIM ABIICTCA NPHMCHCHHE COCTMHCHUI MO HACTOAIIEMY H300pe-
TCHHUIO MOCJIC MOSABICHUS BCXOA0B K OTHOCHTEIILHO HE3PEIOi HE)KETATEIbHON PACTUTEIBHOCTH /IS JOCTIDKCHHS
MAKCHMAJILHOTO TOJABJICHHA €€ POCTa.

[Tpumensaembie HOPMBI OT 0K010 1 10 0k010 4000 1/Ta OOBIMHO HCIIOJIB3YIOTCS NPH IOCIECBCXOJOBBIX OIIe-
pamEAx; U MPEABCXOJOBBIX IPHMCHEHHH OOBIMHO HCIOIB3YHOTCS HOPMBI 0T 0K0JI0 1 10 oxoiso 4000 r/ra. Bo-
JIee BBICOKHE 00O03HAUCHHBIC HOPMBI, OOBIMHO JAKOT HECEICKTHUBHOE IOJABICHHE IIHPOKOTO PAa3HOOOpas3Hs He-
JKETIATETIBHON PacTHTEIBHOCTH. bosiee HU3KHE HOPMBI OOBIMHO JAIOT CEICKTHBHOE MOJABICHHE W MOTYT OBITH
HCTIOJIb30BAHBI B MECTAX BO3/IC/IBIBAHUS CEIbCKOXO3MHCTBEHHBIX KYIBTYP.

epOuIaHbIC COCAUHEHHS IO HACTOAINEMY H300PETCHHIO YaCTO MPHMEHSIOTCS B COUCTAHUH C OJHUM HITH
HECKOJIbKUMH JPYTHMH IepOHIUIaMHU U OJABICHHIA POCTa 00Jice MHPOKOTO CIICKTPA HEXKEIaTeIbHOH PacTH-
TeMbHOCTH. [IpH HCNONTBb30BAHHU B COUYCTAHHH C APYTHMH IepOMIUIAMH, COSAMHEHIS IO HACTOSIIEMY H300pe-
TEHHIO MOTYT COCTABJIATh KOMIIO3UIHOHHYI) CMECh C APYTHM repOMIUIOM HIH T¢pOHLHAAME, COCTABJIAThH Oa-
KOBYEO CMECh C APYTHM I'epOHIMIOM HIH FepOHIMIAMY, WM IPHMEHATHCS MOCICA0BATEIbHO C APYTHM repOu-
OUAOM WM repOumumaMu. HexoTopsie w3 repOHIHMA0B, KOTOPHIE MOTYT OBITh HCIOJB30BAHBI B COUCTAHHH C
COCIMHCHUSIME TI0 HACTOsIEMy H300peTeHuto, BKo4aroT, 4-CPA; 4-CPB; 4-CPP; 2,4-D; 3,4-DA; 2,4-DB; 3.4-
DB; 2.4-DEB; 2.4-DEP; 3.4-DP; 2.3,6-TBA; 2.,4,5-T; 2,4,5-TB; aueroxop, aimudpayopdeH, akioHu(eH, akpo-
JICHH, aJIAXJIOP, AJUTHIOXJIOP, AJUIOKCHANM, aJUTHJIOBBIA CIUPT, aJOPaK, AMCTPHAMOH, AMETPUH, aMHOY3HH, aMH-
Kap0a30H, aMUIOCY Tb()YPOH, AMHHOIMKIOMHPAXJIOP, AMHHOTIHPATHA, aMHIIPO(POC-METHI, AMHTPOJI, CyJib(haMat
aMMOHHS, aHIWIO(OC, aHHCYPOH, aCyJaM, aTPaToOH, aTpa3uH, aza()CHUIUH, a3UMCYJIb(YPOH, a3UMPOTPHH, Oap-
6an, BCPC, 6e(ayOyramua, OcHazomuH, OcHkapOaszoH, OcHpaypamin, OcHdpypesar, OcHCY Ib()ypoH, OCH3Y I,
OcHTa30H, OcH3an0Ke, OcH3(peHnu30H, OcH3umpaM, OcH300HIMKIOH, OeH30(eHar, OeH30(Iyop, OEH30MIIpPOT,
OcH3THA3YPOH, OHIUKIONUPOH, Ou(eHOoKC, Ounanadoc, Oucnupudax, Oypa, Opomanui, OpoMoOOHH, OPoMOOy-
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A, OpOMOPECHOKCHM, OPOMOKCHHUIII, OpoMIHPa30H, OyTaxiop, OyradeHaumn, Oyramudoc, OyreHaxmop, OyTu-
1a301, OyTUypoH, OyTpamuH, OyTOKCHIWUM, OyTYpOH, OyTHIAT, KaKOJHMJIOBas KHUCIIOTa, Ka(peHCTpOJd, Xiopat
KaJbIMsA, IHAHAME KaTbIusa, KaMOCHIUXIIOp, kKapbacyram, kapoeramua, kapOoKca301 XIopnpokapo, kap(eH-
tpa3on, CDEA, CEPC, xmoMmeTokcu(eH, XmopaMOCH, XJIOPAHOKPHI, XJIOPa3u(om, XJIOPA3uH, XJIOPOPOMYpPOH,
xnopOypam, XIopeTypoH, xmoppeHak, xmopdeHnporn, Xaopdypas3o, XIophiaypeHO, XIOPHAA30H, XJIOPHMY-
POH, XIOPHUTPO(CH, XJIOPIOH, XJIOPTOIYPOH, XJIOPKCYPOH, XJIOPKCHHII, XJIOpmpodamM, XIopcyis(ypoH, XIop-
TaJl, XJIOPpTHAMHUA, HMUHUAOH-3TUJI, TUHMCTHUJIUH, I.[I/IHOCyJ'Ib(l)ypOH, MU3AHWIIMA, KJICTOAHUM, KIHOJIWHAT, KJIOAH-
Ha(oIm, KI0Qom, KIOMA30H, KJIOMEIPOII, KIOMPOIL, KIOMPOKCHANM, Kiomupamuy kiopancyram, CMA, cymsgar
menu, CPMF, CPPC, kpema3uH, Kpe30J, KyMIIYPOH, IIMAHATPUH, HHAHA3HH, HUKJIOAT, LUKJIOCYJIb(aMypPOH,
[UKIOKCHINM, IHKJIYPOH, IHrano(on, NUICPKBAT, IHIPA3HH, MUIPA30JI, MUIPOMHUL, JAUMYPOH, JAJANOH, Aa-
30MeT, AeNaxiIop, AecMenudpam, TeCMETPUH, AU-aJUIaT, AUKaM0a, TUXJIOOCHI, JUXJIOpaIypea, AUXJIOPMAT, JH-
XJIOPHPOTL, AUXJIOpHIpon-P, muxmodon, IuUKI0o3yIaM, TU3TAMKBAT, JU3TATHI, TU()CHONMCHTCH, TU(CHOKCYPOH,
mugen3oksar, rudury perukas, 1udury Ger3onup, 1uMedypoH, JUMEIHUIICPAT, TUMETAXIIOP, TUMECTAMCTPHH, TH-
MCTCHAMHJ, JTUMETCHAMHA-P, TUMEKCAHO, TUMHIA30H, JUHUTPAMUH, THHO(EHAT, TUHOMPOI, AUHOCAM, JTHHO-
ceO, muHOTEPO, AudeHaMua, TUMPOMETPHH, AUKBAT, AUCY Ib(ua, nutuonup, nuypoH, DMPA, DNOC, DSMA,
EBEP, srimnHazuH, sH10Ta®, 3nponas, EPTC, 3p6oH, scipokapd, 3tanduypamis, STaMeTCy by poH, STHIUMY -
POH, €THOJAT, 3TO(yMe3ar, ITOKCU()EH, ITOKCUCY Tb(ypoH, 3THHO(EH, 3THUIIpoMu, 3To0cH3anu, EXD, deHna-
cynam, penomnporn, (peHokcampon, perokcanpon-P, perokcacyms(oH, (eHrepakon, (peHTHanpon, GeHTpa3aMuz,
(enypoH, cyapdar xene3a, paammporn, ¢uammpon-M, (aazacymeypon, (ropacymam, (ayasudomn, ¢uyasu-
(on-P, (pyaszonar, payxapbason, QuynerocynbQypos, GuiyxnopamH, GuydeHaner, ¢uy penuxan, ¢y hermup,
(aymercynam, Gaymesus, (uyMuKIopak, (ayMuokcazus, GuymMunponus, GpiayometypoH, Gpayopauden, dayo-
pormuxo(en, GpayopomuauH, (ayoporuTpodeH, GpayotuypoH, gaynokcam, aynponaumi, ¢GaynponaHar, ¢ury-
nupcynb(ypoH, (aypunoH, ¢uaypoxiopunoH, ¢uypokcunup, ¢uaypramoH, (uytuauner, (omecaden, dopam-
cynb(ypoH, pozamun, Qypmrokcuder, rimodosunar, rimodosunar-P, rimgocar, ramocaeH, raaocyas(ypoH,
TaJIOKCHINH, TajJokcu(or, rajokcuop-P, rexcaxmopaneroH, rekcaduypar, reKCa3HHOH, HMa3aMeTaOCH3, UMa-
3aMOKC, HMA3aliK, UMAa3alup, HMa3aKBUH, HMA3eTamup, uMa3ocy nb(ypoH, ueaanodan, uagasudiaam, #Honobo-
HWI HopoMmeTaH, Homocynb()ypoH, MOKCHHWI, MIA3HH, MI()CHKapOa30H, MIPHMHIAM, H30KapOaMuia, H30CHIL,
H30METHO3HMH, M30HOPYPOH, H30IOJMHAT, H30MPONAIHH, H30MPOTYPOH, H30YPOH, M30KCAOEH, H30KCAXIOPTOIL,
u30kca(yTor, u3okcanupudon, kKapOyTHIAT, KETOCMUPAAOKC, JTaKTO(CH, JCHAII, JIMHY PoH, MAA, MAMA,
MCPA, MCPA-tuo3tun, MCPB, mekomnpor, mekonpon-P, meauHOTEPO, MEPeHALECT, ME(PIyH NI, MC3OTPA3HH,
Me30Cy Ib()YyPOH, ME30TPHOH, METaM, METAMHU(OII, METAMHTPOH, META3aXJIOP, METa30Cy Ib(yPOH, MET(IIyPa30H,
MeTaOCH3THA3YPOH, METAIIPONIATIMH, META30J, MCTHOOCHKAPO, METHO30JIMH, METHY POH, METOMETOH, METOIIPO-
NPUH, METHJI OPOMEJI, METH/I H30THOLMAHAT, METHIIMMPOH, METOOCH3YPOH, METOOPOMYPOH, METOJIAXJIOP, M-
TOCYJIaM, METOKCYPOH, METPHOY3HH, METCYJIb(ypOH, MOJHHAT, MOHATHI, MOHHCOYPOH, MOHOXJOPYKCYCHAS
KHCII0TA, MOHOJUHYPOH, MOHYPOH, Mop(damksar, MSMA, HampoaHHIHMA, HAMPONAMHJ, HANTAJIaM, HEOYPOH,
HHUKOCYJIb()YPOH, HUMUPAKIO(CH, HUTpAIuH, HUTpo(eH, HuTpodayopdeH, HopduypasoH, Hopypor, OCH, op-
OcHKapO, OpTO-AUXJIOPOEH30I, OPTOCYIb()aMyPOH, OPH3AIMH, OKCATHAPTHI, OKCAJHA30H, OKCANMHPA30H, OKCa-
cyabp(ypoH, okcammkIoMepoH, okcu(puyopdeH, nappaypoH, mapaksar, nedyiar, IMeIaproHoBas KHCIOTA, NICH-
JMMETAJMH, ICHOKCCYJIaM, NEHTAXJIOP(ESHO, ICHTAHOXJIOP, EHTOKCA30H, MeP(IIyHIOH, NETOKCAMHT, (PeHH30-
(am, permenudam, permemudam-3Ti, (eHOOCH3YPOH, (PCHUIPTYTH ALETAT, MHKIOPAM, THKOTHHA(EH, MTHHOK-
cazeH, munepo()oc, apCeHUT KM, a3ua Kallusd, HHAHAT KA, MPETHIAXJIOP, MPUMHCYIb(YPOH, MPOIHA3HH,
NpoAMAMHUH, NPoQuIyasosd, mpoQuiypatuH, Npo(OKCHINM, MPOTIMHA3ZHH, NMPOMETOH, MPOMETPHH, HPOIAXJIOP,
NpONaHu, mpomaxu3adon, mpomasuH, npodam, IPOmH30XJI0p, NPOHOKCHKAPOA30H, MPOMUPHCYIb(YPOH, MPo-
NH3aMEA, TPOCYIb(panuH, mpocyab(oxapd, mpocyab(ypoH, NPOKCAH, MPHHAXJIOP, MHAAHOH, MUPAKIOHHI, ITHpP-
¢y en, mupacys(poTON, MUPA30IUMHAT, MHPA3OCYIb(YPOH, MHPA3OKCH(CH, MHPHOCH30KCHM, MHPHOYTHKAPO,
NUPHKJIOP, MHpUAA(OII, MHPUIAT, THPHPTATH, MHPHMHHOOAK, IMHPUMHUCYIb(DaH, MUPHTHOOAK, MHPOKCACYIb-
(hoH, MHPOKCCYIaM, XHHKIOPAK, XHHMEPAK, XHHOKIAMHH, XHHOHAMEA, Xu3anodomn, xuzaaodpon-P, poaeranu,
puMCyIb(ypoH, cadiay peHamma, S-METOIaxmop, ceOyTHIA3HH, CEKOYMETOH, CETOKCHINM, CHIYPOH, CHMA3HH,
CHMETOH, CHMETpHH, SMA, apCeHUT HATPUS, a3UJ HATPHSA, XJIOPAT HATPHS, CYJIKOTPHOH, Cyab(amiar, Cyab(eH-
TPa3oH, CyIb(HOMETYPOH, CyIb(ocyab(ypoH, cepHas kucaora, cynpraukanud, SWEP, TCA, teOytaMm, TeOyTHY-
POH, Te(YPHATPHOH, TEMOOTPHOH, TCHPATOKCHANM, TepOauuI, Tepoykapo, TepOyxXiiop, TepOyMETOH, TepOyTH-
7a3uH, TepOyTPHUH, TeTPa(IyPOH, TCHIIXJIOP, THA3a()IypOH, THA30MHUP, THAHAZHMMIH, THAHA3YPOH, THCHKApOa-
30H-METHII, TH(PEHCYTb(YPOH, THOOCHKAPO, THOKAPOA3HI, THOKIOPHM, TONPAME30H, TPAIKOKCHINM, TpHada-
MOH, TPH-AJUIAT, TPHACYIb(YpoH, TpuasH(piaM, TPHOCHYPOH, TPUKaMOA, TPUKJIOMHP, TPHAH(AH, TPHITA3HH,
TpupIoxcucy 1b(ypoH, TpudIypamuH, TpuQIyCyIbQypoH, TpUQOI, TPH(HOICHM, TPUTHAPOKCHTPHASHH, TPUME-
TYPOH, TPHIPONIMHAAH, TPHTAK, TPUTOCYIb(YPOH, BEPHOIAT ¥ KCHIAXJIOP.

CoeauHEHMS 0 HACTOSINEMY H300PETCHHIO B OOIIEM MOTYT OBITh HCIOJIBb30BAHBI B KOMOWHALMHU C W3-
BCCTHBIMH TCPOHIMIHBIMA AHTHIOTAMH, TAKHMH KAaK OCHOKCAKOp, OCHTHOKApO, OpacCHHONHA, KIOXHHTOLET
(MEKCHIIOM), UOMETPHHIIL, JANMYPOH, AHXJIOPHI, JUIMKIOHOH, TUMEIHIEPAT, JUCYIb(OTOH, (PeHXIOpa30II-
stun, (peHkIopuH, (Guypaszon, (aykcoperuMm, (ypuaazon, OCIKH TAPIUHBI, H30KCAAU(CH-3THI, ME(CHIHP-
moTn, MG 191, MON 4660, Hapranessii anrmapun (NA), oxcalGerpurmia, R29148 m ammamer N-
(peHUICY T (OHUITOCH30HHON KHCIIOTHI, B IEAX MOBBIICHUA UX CCICKTUBHOCTH. COCAMHEHHS IO HACTOSIIEMY
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H300PCTCHUIO JOTOTHUTCIFHO MOTYT OBITh HCIOJIB30BAHBI I OOPHOBI C HEKEIATCIBHON PACTHTCIHHOCTHIO
JUTL MHOTHX KYJIBTYP, KOTOPBIC OBLTH CO3JaHBI TOJCPAHTHBIME HIH YCTOHYHUBBIME K 3TUM HJH K APYTHM TepOu-
OUAAM TOCPESACTBOM T'CHETHUCCKUX MAHHUIYIIIMH WM MyTanui u cenekimu. Kpome Toro, repOHIuaHbe Co-
CIUHCHUSA 10 HACTOAIICMY H300PCTCHHIO MOTYT OBITh MCIIOJIb30BAHBI B COUCTAHHH C TamdocaroM, Ty pocuHa-
TOM, AUKAMOOM, MMHAA30JUHOHAMH W 2.4-D mma rimmdocar-ToNepaHTHBIX, Iy (O3HHAT-TOJICPAHTHBIX, IH-
KaMO0a-TOJICPAHTHBIX, MMHUJA30JMHOH-TOJCPAHTHBIX WU 2,4-D-TONEpaHTHBIX KyJabTyp. B oOmem, saBmseTcs
MPEAIOYTHTCIFHBIM HCIIOJIB30BAHUE COCIUHCHHUHN IO HACTOAIICMY H300PCTCHHIO B COUCTAHHH C TCPOUIMIAMH,
KOTOPBIC SIBJLTFOTCS CEICKTHBHBIMH 11 00pabaThIBACMON CEIBCKOXO3SMMCTBCHHON KYJIBTYpPBL, UM KOTOPBIC [10-
MOJTHSFOT CHCKTP PETyJIHPYEMBIX COPHAKOB MOCPEACTBOM 3THX COCIWHCHHH IMPH YMOTPEOJICHUH HCIOJIB3YEMOM
HOpMBL Kpome T0ro, 00BIMHO MPEAMOYTHTEIHHBIM ABIHICTCA IPUMCHCHHE COCIUHCHUN IO HACTOSIIEMY H300pe-
TCHHUIO U APYTUX JOTOJHUTCIBHBIX TEPOHIUIOB B OJHO H TO JKE BPeMs, THOO B BHIC KOMIIO3HIIMH COCTHHCHHH,
100 B BUAC OakoBOH CMECH. AHAIOTHYHBIM 00pa30M, TCPOUIMIHBIC COCAMHCHHS IO HACTOSIIEMY H300peTe-
HHIO MOTYT OBITh HCIIOJIb30BAHBI B COUYCTAHHH C HHTHOUTOPAMH ALCTOJAKTATCHHTA3HI I KYJIBTYP, TOJICPAHT-
HBIX K HHTHOMTOpPAM AaLETOJAKTATCHHTA3bI, WM C HMHTHOMTOPAMH 4-THAPOKCH(CHUI-HPYBAT-THOKCHICHA3HI
IS Ky IBTYP, TOJICPAHTHBIX K THAPOKCH(CHUI-THPYBAT-THOKCUTCHA3E.

ITpu TOM, YTO MOIKHO HCHOJB30BATh COCOMHCHHUS, ONHCAHHBIC B JAHHOM JOKYMCHTC, Hampumep 3-
AJIKOKCH, THOAIKWJI U AMHHO-4-aMHUHO-6-(3aMEIIICHHBIN) TUKOJIHHAT - COCAMHECHUS (JOpMyIBI A, HETIOCPEICTBCH-
HO B KAQUCCTBC TCPOHIMMIOB, ABILICTCA MPECAMOYTHTSIbHBIM HCIOJIb30BAHHEC HX B CMECSX, COACPKAIIMX TepOu-
IUIHO 3(PPEKTHBHOE KOTMYESCTBO COCTUHCHHSA IO MEHBIICH MEPE C OJHHM MPHEMIICMBIM B CEIBCKOM XO3AHCTBE
BCIIOMOTATCIIbHBIM CPEACTBOM WM HocuTeseM. [Toaxondmue BCIIOMOTATeIbHBIC CPEACTBA WJIM HOCHTCIH HE
JIOJDKHBI OBITH (DUTOTOKCHYHBIMH K LIEHHBIM KYJIBTYpaM, OCOOCHHO NMPH KOHLCHTPAIMAX, HCIIOJIB3YCMBIX IPH
MPHUMCHCHHH KOMITO3UIMH I CCICKTHBHOTO MOJABJICHUA POCTa COPHAKOB B MPUCYTCTBHH 3CPHOBBIX KYJBTY],
U HE JOJDKHBI BCTYIATh B XHMHYCCKOC B3AHMOJCHCTBHC C COCIWHCHUAMH, ONMUCAHHBIMH 3/CCh, WIH IPYTHMH
KOMIIO3HIIHOHHBIMH HHTPSIUCHTAMHU. TaKkue CMECH MOTYT OBITh MPEIHA3ZHAYCHBI A1 MPUMCHCHHA HEMTOCPEACT-
BCHHO K COPHAKAM HJIM K MECTY HX MPOHM3PACTAHUA WM MOTYT IPEACTABIATH COO0H KOHLICHTPATHI HIH KOMIIO-
3HLUH, KOTOPBIC OOBIMHO Pa30aBIHIIOT JOMOTHUTCIHPHBIMH HOCHTCIIMH U BCIIOMOTATCIBHBIME CPEACTBAMH IIC-
pex npumeHeHHEM. OHE MOTYT IPEACTABIATH COOOH TBEPABIC BEIICCTBA, TAKUE KAK, HAIPHMEP, AyCTHL, TPaHy-
JIBI, TUCTICPTHPYEMBIC B BOAC TPAHYJBI MM CMAYHBACMBIC IMOPOIIKH, HIH KUIKOCTH, TAKHC Kak, HAPHMEP,
SMY ITHPYIOMINECS KOHIICHTPATHL, PACTBOPBL, 3MYJIbCHH HIH CyCHCH3HH. OHH MOTYT TAK)KE OBITh BHIIOTHCHEI B
BHJC MIPEIBAPUTEIBHO U3TOTOBICHHON CMECH HITH OAKOBOM CMECH.

[Moaxonsamue CeIbCKOXO3IHCTBCHHBIC BCIIOMOTATCIBHBIC CPEACTBA M HOCHTCIIH, KOTOPBIC MPUTOIHBI I
MPHUTOTOBJICHHA TCPOUIMIHBIX CMECCH 10 HACTOSIIEMY H300PETCHHUIO, XOPOIIO H3BCCTHBI CIICITHATIUCTAM B JaH-
HOHM 00nacTu TexXHHKH. HEKOTOpBIC M3 3THX BCIMOMOTATCIBHBIX CPEIACTB BKJIFOYAIOT, HO HC OTPAHHIHBAIOTCA
STUM, MACJITHUCTHIM KOHLCHTPAT (MHHEPAIbHOE Maciio (85%) + samybraropsl (15%)); HOHHI()EHOI STOKCHIIAT;
COJIb OCH3MII-KOKO-AIKH/I-THME THI-YC TBEPTHYHOTO AMMOHHUS, CMECh YTJICBOJOPOIOB HE(DTH, ATKUIIOBBIC CIIOMK-
HBIC 3(DHUPBI, OPraHUICCKasA KHCIOTA U AaHHOHHOE MOBEPXHOCTHO-aKTUBHOE BEmECTBO; Co-Ci; aMKHINOIUIIHKO-
3ud; (ocarupoBaHHBIN STOKCHIAT CIHPTA; 3TOKCHIAT NMpUpOAHOTO mepBuyHOro crmupra (Ci,-Ci¢); mu-Brop-
oytundpenon EO-PO-6nok-comommep; momucuiaokcan-metiun KOOI, HOHWI(EHON 3TOKCHIAT + MOYCBHHA-
AMMOHHH-HHUTPAT; 3MYJITHPOBAHHOES MCTHIMPOBAHHOE PACTUTEIIFHOE Macio; 3Tokcuiar (8EQO) TpuaeuuaoBoro
crmupra (CHHTETHYCCKOTO); TayutoBblii amuH stokcunar (15 EO); PEG (400) muomnear-99. XKuaxue HOCHTETH,
KOTOPBIC MOTYT OBITh HCIOJIb30BAHBI, BKIFOYACT BOAY M OPraHHYCCKHE pacTBOpuTeIH. OpraHMIeCKUe PacTBO-
PHUTENH, UCTOIB3YEMMbIC OOBIMHO, BKIFOYACT, HO HC OTPAHHYHMBAIOTCS 3TUM, HC(TSAHBIC (DpaKUUH WK YTICBO-
JIOPOJBI, TAKHEC KAK MHHEPATBHOE MACIIO, APOMATHUCCKUE PACTBOPHTEIH, MApa(MHOBBIC MACIa, H TOMY MOJ00-
HOE, pPaCTUTEIBHBIC MAcia, TAKUE KAK COEBOE MAcCJO, parlcoBOE MACiO, OJMBKOBOE MACIO, KACTOPOBOE MAcIo,
MOJCOJIHEYHOE MACII0, KOKOCOBOE MAclo, KyKypy3HOE Macio, XJIOMKOBOE MACIoO, JBHAHOE MAacio, MadbMOBOC
MAcjo0, apaxucoBOe Macio, cauIopoBOE MACIO, KYHXKYTHOE MACIO, TYHTOBOE MAacloO H T.II, CIOXKHBIC 3(HPBHL,
VKA3aHHBIX BBIIC PACTUTEIBHBIX MACEJ, CJI0KHBIC 3(DUPHI MOHOCTIMPTOB WJIH JBYXaTOMHBIX, TPEXaTOMHBIX HIIH
JPYTUX HH3IIHNX MHOTOATOMHBIX CIIHPTOB (CoAaeprkamux 4-6 THAPOKCH), TAKHX KAK 2-3THITCKCHIICTEApar, H-
OyTHII OJicaT, W3OMPOMHIMUPUCTAT, MPOMHICHIJIHKOIb THOJICAT, TU-OKTUJ CYKIMHAT, TU-OyTHJIAIWIAT, TH-
OKTHJI (pTamat u ToMy HMOAOOHOE, CI0XKHBIC I(PHUPBI MOHO-, TH- U MOJHKAPOOHOBBIX KHCJIOT U TOMY MOJOOHOE.
KoHKpEeTHBIC OPraHHUYECKHE PACTBOPHUTEIH BKIFOYAKOT TONYOJ, KCHIIOJN, METPOJICHHBIA 3()Hp, PACTHTECIHHOC
MAcCJI0, alCTOH, MCTHJI3THIKCTOH, UKJIOTCKCAHOH, TPUXJIOPITUIICH, MEPXJIOPITHIICH, 3THIIAICTAT, aMUJIALICTAT,
OyTHIALETAaT, MOHOMCTHJIOBBIN 3()UP MPOMUICHITUKOIS W MOHOMETHIIOBBIA (DHP JUITHICHIJIHKOSI, METHIIO-
BBIM CIHPT, STHJIOBBIM CIHPT, H30MPOIMMJIOBBIH CIHPT, AMUJIOBBIH CIUPT, STHICHIIUKOJIb, MPOIMHICHIIUKOIb,
ruuepuH, N-METHI-2-MUPPOIHAHHOH, N, N-IHMETHIATKHIAMHUIBL, JUMECTHIICY Tb(DOKCH, KUAKHE YIOOPCHUS H
TOMy moa00HOE. Boma B OOJBINMHCTBE CIIy4YacB SIBJICTCS MPESANOYTHTCIBHBIM HOCHTCICM IS Pa30aBIICHHS
KOHIICHTPATOB.

[Moaxoasmue TBEPAbIC HOCUTEIH BKIFOUAOT TAJbK, MAPO(HILTHTOBYIO TJIMHY, JHOKCHI KPEMHHS, aTTa-
My JIbTHTOBYHO TJIHHY, KAOJHHOBYFO TNIHHY, KH3EIBIYP, MEJI, JHATOMHTOBYIO 3EMITI0, H3BECTh, KAPOOHAT KATBIIUS,
OCHTOHHTOBYIO TJIHHY, (yJICPOBY 3EMIIFO, IICIYXY CEMSH XJIOMYATHHKA, MIICHHYHYK) MYKY, COCBYK) MYKY,
neM3y, JAPEBECHYI0 MYKy, MyKy M3 CKOPJIyIBI TPEIKOTO OPeXa, JIMTHHH W TOMYy MOJ00HOe. B xoMmo3umuu mo
HACTOSIIIEMY W300PCTCHHIO OOBIMHO JKENIATEIBHO BKIIFOUATh OJUH WK 00JICe MOBEPXHOCTHO-AKTHBHBIX ATCHTOB.
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Taxue MOBCPXHOCTHO-AKTUBHBIC ATCHTBI MPCANOUTUTCIBHO HCHOJIB3YOTCA KaK B TBEPABIX, TAK H B JKHAKHUX
KOMITO3MIMAX, OCOOCHHO B TAKHX, KOTOPBIC, KaK NPEIIOJAracTCs, JOJDKHBI Pa30aBIAThCA HOCHTEIEM HEpen
NPUMCHCHHUCM. HOBerHOCTHO-aKTI/IBHbIe Ar€HThI MOTYT OBITH AHUOHHBIMH, KATHOHHBIMH HJIH HCHOHHBIMH IIO
CBOEMY XapaKTepy M MOTYT OBITh HCIOJIb30BAHBI B KAUCCTBE AMYIBTUPYIOIIHX aTCHTOB, CMAYUBAIOIIHNX arCHTOB,
CYCIICHOMPYIOIUX aTCHTOB WIIM U APYTHX Hesed. [10BepXHOCTHO-aKTHBHBIC BEINECTBA, OOBIYHO HCIIOIB3Ye-
MBIE B 00JaCTH KOMHOSI/IHI/II\/’I, H KOTOPBIC TAKXKEC MOTYT OBITh HCITOJIH30BAHEI B HACTOAIINUX KOMITIO3HIHAX, OIMUCA-
HEBL, B yacTHOCTH B McCutcheon's Detergents and Omyeratopst Annual, MC Publishing Corp., Ridgewood, New
Jersey, 1998, and in Emmuxoropeiimn of Surfactants, Vol. I-III, Chemical Publishing Co., New York, 1980-81.
THunYHBIC TOBEPXHOCTHO-AKTHBHBIC BEMICCTBA BKIFOYACT COMH AJIKHICYIb(DATOB, TAKHE KAK AHITAHOJAMMOHUS
JIay pUICY Tb(aT; CONMH ATKHIAPUICY TH()OHATOB, TAKHE KAK J0JCHIIOCH30CY Ib()OHAT KAJBIHA, MPOIYKTHI IPH-
COCAMHCHHUS ATKMI(CHOI-ATKUICHOKCHAA, TaKue KaK HOHWI(EeHOI-Cig 3TOKCHIAT, MPOJYKTHI MIPUCOCAUHCHU
CIHPT-AJKUAICHOKCH/IA, TAKUE KaK TpHACIHICTHPT-C) ¢ ITOKCHIIAT, MBLJIA, TAKHE KAK CTEAPAT HATPHSA, aJIKHIHA(D-
TaIUH-CY Ib(OHATHBIC COMH, TaKHE Kak AUOYTHIHADTATMHCY Tb()OHAT HATPHSL, JHATIKHI 3(PUPHI CyIb(OCYy KIH-
HATHBIX COJICH, TaKWE KaK HATPHH TU (2 3THITSKCHI) CYJIb(OCYKIUHAT, CIOKHBIC 3(HPBI COpOUTA, TAaKHE KAaK
oJicar COp6I/lTa; YCTBCPTUIHBIC AMHUHBI, TAKHUC KAK JIAY PUIT TpI/lMeTI/lJ'IaMMOHI/II\/’I XJIOPU A, MOJTUITUIICHI TMKOJICBBIC
CTIOKHBIE 3(DHPHI )KUPHBIX KUCTIOT, TAKHE KAK MOJTHAITHICHIIUKOIb-CTEApPaT; 0JIOK-COMOIMMEPHI STUICH OKCHAA
U MPONMMJICHOKCHAA, COTM MOHO- H JAHANKHI (POC(aTHBIX CIOXKHBIX 3(PUPOB; PACTUTECIILHBIC MACNA, TAKHE KaK
COEBOE MACIIO, PANICOBOE/KAHOJIOBOE MACIIO, OJTMBKOBOE MAcCJIO, KACTOPOBOE MACIIO, MOACOTHEYHOE MACTI0, KOKO-
COBOE MAcCJ0, KyKypy3HOE MAclio, XJIONMKOBOE MAcjo, JbHAHOE MAcjo, MaJbMOBOE MACIO, apaXMCOBOE MACIo,
ca(opoBoe MacI0, KyHKyTHOE MAcIO, TYHTOBOE MAcI0 ¥ TOMY MOAOOHOE H CIOKHBIC 3(DUPHI YKA3aHHBIX Pac-
THTEJIBHBIX MACeJI, B YACTHOCTH MCTHJIOBBIH 3(Hp.

Yacro HCKOTOPBIC U3 3THX MATCPHATIOB, TAKHUX KAK MACJIa U3 PacCT CHUM MM X CCMSH M HX CJIOKHBIC 3(1)1/1-
PBL, MOTYT OBITH HCHOJIB30BAHBI B3aHMO3AMCHACMO B KAUECTBE CEIBCKOXO3AHCTBEHHOTO BCHOMOTATEIHHOTO
CpPEeACTBA, B KAYECTBE KUAKOTO HOCUTEA HIH B KAUECTBE IIOBEPXHOCTHO-AKTUBHOTO BEIECTBA.

Jlpyrue BCIIOMOTATENbHBIE CPEACTBA, OOBIMHO HCHOJIB3YEMbIE B CETbCKOXO3IHCTBCHHBIX KOMITO3HIMAX,
BKJIOYACT ArCHTBI, YJIyUIIarOmMHUC COBMCCTUMOCTD, MMPOTHBOBCIICHUBAKOIINC ATCHTBI, CBA3BIBAOIINC BCIICCTBA,
HEUTpaIM3yIOIHE arcHTH U Oy()ephl, HHTHOUTOPBI KOPPO3UH, KPACHTEIH, OTAYLIKH, JOOABKH, YIIy4IIAIOIIUE
pacTekaHHe M MPOHWKHOBCHHE, BEINECTBA, CHOCOOCTBYIOIIME NMPUIMIIAHUIO, JHCIICPTHPYIOLINE areHTHI, 3aryc-
THUTEIH, BEIICCTBA, MOHIKAIOIIUE TEMIEPATYPy 3aMEP3aHUs, MPOTHBOMHUKPOOHBIC arcHTHI U TOMY IIOJOOHOE.
Kommnosunuu MOTYT Takke COACP/KaTh JPYTHE COBMECTUMBIC KOMIOHCHTHI, HAPUMEP APYTHE TCPOUIMIBL, pe-
TYJIATOPBI POCTA PACTCHUH, ()yHI MBI, HHCCKTHLUIBI, X TOMY MOJO0HOE, M MOTYT BKJIFOYATh JKUIKUE yA00pe-
HUSI WM TBEPJBIC, YAOOPECHHUS B BUJIC YACTHII, TAKHE KaK HUTPAT aMMOHHS, MOUYCBHHA M TOMY ITOJOOHOE.

KoHueHTpanys akTHBHBIX HHTPEAUCHTOB B TEPOUIMAHBIX KOMIIOZHLUAX IO M300PETCHUIO, B OOIIEM, CO-
craBieT o1 0koJ0 0,001 1o oxono 98 mac.%. HacTto HCHomb3yroTCs KOHIEHTpauuu oT okoso 0,01 1o okoso 90
Mac.%. B KOMIO3HIHAX, IPeTHA3HAYCHHBIX A/ HCTIOIb30BAHMA B KAYECTBS KOHICHTPATOB, AKTHBHBIA MHIPE-
JMEHT OOBIYHO MPHCYTCTBYET B KOHIECHTPALMH OT OKOJIO 5 A0 0k0J10 98 Mac.%, MpeamoUYTUTENbHO 0T 0KoJo 10
110 0k0J10 90 Mac.%. Takue KOMIO3HIMH, KAK MPABUIIO, PA30aBILIFOTCS HHEPTHBIM HOCHTEJIEM, TAKHM KakK BOJA,
nepea npuMeHeHneM. Paz0aBieHHbIE KOMITO3HIHH, OOBIMHO MPHMCHACMBIC I COPHAKOB I B MECTaX HMPOU3-
pacTaHusi COPHIKOB, B OCHOBHOM cozaepkat oT okoyio 0,0001 mo okoymo 1 mac.% akTHBHOTO HMHTPEAHMCHTA H
NPEANOYTHTEIBHO COoAePrkaT oT 0koJ0 0,001 1o okoo 0,05 mac.%.

Hacrosmue xoMImo3unys MOTYT OBITh IPUMEHEHB! K COPHAKAM MM K MECTY HX HPOU3PACTAHUS C HCIOJIb-
30BaHMEM OOBIYHBIX HA3EMHBIX WIH BO3AYINHBIX PACIHbBUIHTEICH, ONMPHICKUBATEICH M ANIUIHKATOPOB IPAHYIL,
ImyTeM J00aBICHHSA K Pa3OpBI3THBAHUIO WM NOJHBY BOAOHM W APYTHM OOBIMHBIM CIOCOOAM, H3BECTHBIMH CIIE-
[UAJICTY B JAHHOH 0071acTH.

Crenyromue npuMEphI MPEACTABICHbI I WITOCTPALMA PA3IMYHbIX aCIEKTOB HACTOSAIIETO M300PETCHHS
U HE J0JDKHBI ObITh HCTOJIKOBAHBI KAK OTPAHMYCHHA K (POpMyIe H300peTeHHS.

IIpumeps:

O6mme coobpaskerus: crnekrpsl °F SIMP 376 MI'n nonyyami Ha ciekrpomerpe Bruker DRX400. Crek-
TpBI OTHOCHIUCH K Tpuxiopdropmerany (CFCl;) B kauecTBe BHEIIHETO CTAHAAPTA H OOBIMHO PETHCTPHPOBAIIHCH
B PS)KHME MPOTOHHOHN Pa3BA3KH.

Ipumep 1. ITonyuenue (4-6poM-2-()TOpPESHIT) TPHMETHICHIAHA

Br
e
Pacteop H-OyTmwmtus (n-Buli, 2.5 M B rekcanax; 900 mx, 2.2 Mmmob, 1.1 3kB.) 700aBISLIIH K IEpeMe-
MAaHHOMY pacTBopy 1.4-mubpom-2-¢ropOensona (500 mmmmrpammos (Mr), 2.0 MmMomnb, 1.0 3KB.) B mpoCTOM
nutuioBoM ddupe (EtO; 10 mummmmutpos (M) mpu -78°C. [TomyueHHbIH 0J1¢ THO-KEATHIA PACTBOP MEPEMe-
nmBamy npu -78°C B TeueHue 2 u. Jlobasmum xnoprpumerwicuaan (TMSCI; 300 mx, 2.4 mMoib, 1.2 3kB.), u
HOJTyYCHHBIN OJ1eTHO-)KEITHIH PACTBOP OCTABILLIM MEAJICHHO HarpeBaThes 10 23°C, mo3BOJIL IIABUTHCA B OaHE
CMECH CYXOH Jie[/alleTOH, H NePEeMEIIHBAIIN B TeueHHe 72 4. PeakimonHyro cMech pazdasium sogor (H,O; 50
mu1) 1 dkerparuposam quxiaopmeranoM (CH,CL; 3 x 50 mu). OObeIHHCHHbBIE OPTAaHUYESCKUE CIIOM CYIUMIH HaJ
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cyabparom maraus (MgSO,), TPABUTALMOHHO (DHIIBTPOBAIH, M KOHLECHTPUPOBAIHN IOCPEICTBOM POTALUOHHOTO
BBIAPUBAHUS C NOJTYyUYCHUEM YKA3aHHOTO B 3arojoBke coequHeHus (350 mr, 71%) B BHAE Oi1e THO-KENTOTO Mac-
na: VK (Tomkas mienka) 3068 (w), 2955 (m), 2927 (m), 2855 (w), 1598 (w), 1567 (w) cm™; 'H SIMP (400 MI'x,
DMSO-de) 8 7.38-7.49 (m, 3H), 0.30 (s, 9H).

ITpmmep 2. [omyueHue (4-0pom-2,3-1uTOpHCHIT) TPHMETHICHIIAHA

ox;
~si F
/ \ F

Juunzonponmiaamus (7.86 T, 78 Mmoub) pactopsutd B Terparuapodypane (THF; 104 mi) u oxmaknanu 1o
-75°C B 6ane, ucmob3y s cyxoi nex/aneroH. Pacteop n-BuLi (2.5 M B rekcanax; 22.80 mur, 57.0 MmMo0.16) 100aB-
JSUTH TIO KaIULIM, W pacTBOp CHOBA oxmaxkaamu 10 -75°C. 1-bBpom-2,3-mudropdenson (10 r, 51.8 mmous) pac-
tBopstu B THF (25.9 M), 1 pacTBOp J00ABILLIH IO KAIULIM, YACPKHBAS TeMIeparypy Hmwke -60°C. PeakuuoH-
HYIO CMECh 3aTEM OCTaBJIUIH Harpesarhes 10 -15°C, mepen TeM, kak cHoBa oxmaauts 10 -75°C. TMSCI (7.29
M, 57.0 MMOITB) 3aTe€M TOOABIIAIH MO KAIULIM, M PCAKIHOHHYIO CMECh OCTABIIAUIH Harpesarses 10 25°C u 3ateM
KOHLECHTPUPOBATIH Moa BakyyMoM. Ocrarok pasaemsum Mexkny stuianeratoM (EtOAc) u H,O. Opranmdeckyro
(azy mpomsiBamu eme aBa pa3a H,O u xorneHtpuposam. Juctwmrinus no Kroreaspopy mpu 88°C obecnewn-
BaJIa MPOAYKT OONBIICH YHCTOTHI, OJHAKO MPHMECH IEPETOHIN IPH 3TOH Temmepatype. Juctmnrimus no Kro-
TeIbPOPY 3TOTO OUUINEHHOTO AUCTWIILATA IpH 75°C mpuBoauia Kk 00Jee YUCTOMY MPOAYKTY, OJHAKO HEKOTOPAs
YacTh MPOAYKTA OCTBAJNIACH B EMKOCTH. JTOT CIOCO0 JaBajl YKazaHHOE B 3arosoBke coequueHue (3.0 r, 21.83%,
90% YHCTOTA) B BHAC YHCTOTO MACia: '"H aMP (300 MI'y, CDCl3) 8 7.28 (ddd, J=7.8, 5.2, 1.3 I'u, 1H), 6.98
(ddd, J=8.0, 4.8, 1.9 I'u, 1H), 0.32 (s, 9H); EIMS (Macc-cieKTpoOMETpHs C HOHH3ALUCH 3JICKTPOHHBIM Y IapOM)
m/z 264, 266.

ITpumep 3. INomyueHue (4-6pom-2,5-1udTopPeHIT) TPUMETHIICHIAHA

K pactBopy 1,4-mubpom-2,5-mudropdensona (5 r, 18.4 mmomns) B 6e38oaHO0M Et,O (60 Mut) mpu -78°C (Ba-
Hi CyXOH sien/aneroH) nobasmsum n-Buli (7.72 mm, 19.31 MMoutb) mo kampiM. PeakioHHy0 cMeCh epeMeIIn-
Bamu nipu -78°C B TeucHue 30 MUH (CBETIO-KEATHIHA IBET), 3areM aobasmumn TMSCI (2.59 mu, 20.23 MMOb).
PeakimoHHYI0 CMECh OCTABILUT MEAJICHHO HarpeBarbes 10 20°C, u nepeMemnBaiy B TeueHue 12 4. PeakunoHn-
HYIO CMECh BBUIMBAIIM B HACBIMICHHBIM BOAHBIN pacTBop xnopuaa ammouus (NH,CI; 150 M), u ceIpoit mpoayKT
skcrparupoBai ELO (3x). O0bequHCHHBIC OPraHMYESCKIE CJIOU MMPOMBIBATIM HACHIICHHBIM BOJHBIM PaCTBOPOM
NaCl, cymmmu Hax MgSO,, GuibTpoBaId U KOHICHTPHPOBATIH (OPAaH)KEBOCS/KOPHUHEBOE Maco). OCTaTOK OYH-
AN MOCPEACTBOM KOJOHOYHOHM Xpomarorpaduu (cumukarens (Si0,), 3MFOUPOBaHHE TSKCAHAMH) C MOJIYYCHH-
€M YKa3aHHOTO B 3arojioBke coeauneHus (4.17 r, 86%) B BuIe OECUBETHOTO Macna: 'H SIMP (400 MT'ii, CDCly)
§7.20 (dd, J=7.1, 5.1 T, 1H), 7.09 (dd, J=8.0, 4.4 T'm, 1H), 0.31 (d, J=0.9 ', 9H); '°F SIMP (376 MI', CDCl5)
§ -105.42, -115.48; EIMS m/z 266.

I[Mpumep 4. Tloayuenume (2-¢rop-4-(4.4.5,5-rerpamerni-1,3,2-1u0kcabopoiaH-2-mit)ECHIT) TPUMETHII-

CHJIaHA
0&
8
o
P

F

Pacteop n-BuLi (2.5 M B rekcanax; 8.5 mi, 21 mMoumb, 1.1 3kB.) 700aBISLIH K MEPEMEIIAHHOMY PACTBOPY
(4-6pom-2-proppenmn)rpumeTiicuiana (4.8 r, 19 mmonp, 1.0 3xB.) B THF (80 M) mpu -78°C. ITomyycHHbIH
OpamkeBbIil pacTBop mepemenmBaid npu -78°C B Teuenme 15 mun. [JloGaBmsumm 2-m3ompomnokcu-4.4,5,.5-
terpametui-1,3,2-quokcadoponad (4.4 mu, 21 MMomb, 1.1 3KB.), © MyTHBIH OPAHXKECBBIA PACTBOP OCTABJISLIH
MeJUIeHHO HarpeBaTthcs 10 23°C, mo3Boiat B OaHE IJIABHTHCA CMECH CYXOH Jie/alleTOH, M NMEPeMEINHBAIN B
teuenue 20 u. PeakunoHHyr0 cMech pazbassum H,O (200 M), goBoas mpuOmu3utenbHo 10 pH 4 ¢ HCnob30-
BanueM 1 M comstroit xucinotsl (HCI), u sxctparuposamun CH,Cl; (3 x 100 mim). O0beAMHCHHBIC OPTaHHICCKUC
caou cymman (MgSQO,), rpaBUTAIMOHHO (DPUITIBTPOBAH, W KOHICHTPUPOBAIH MOCPSIACTBOM POTALHOHHOTO BbI-
NApPHBAHUA, 4YTOOBI MOJYYHTh CHIPOH mpoaykr, (2-¢rop-4-(4.4,5,5-terpamerni-1,3,2-muokcaboponan-2-
un)perun)rpumeTmwicuaan (6.0 r, 99% BBIXOA CBHIPOTO MPOAYKTA), B BHAC MOJYTBEPAOrO BEHICCTBA OJICTHO-
skenroro nsera: 'H SIMP (400 MI', CDCLy) 8 7.55 (dt, J=7.5, 1 T'n, 1H), 7.38-7.42 (m, 2H), 1.34 (s, 12H), 0.29
(d, J=1 T, 9H).
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IMpumep 5. Ilomyuenme (3-¢rop-4-(4,4,5,5-rerpamernn-1,3,2-1uoxcabopoian-2-mi)peHuIT) TPUMETHII-

CHJIAaHA
‘?J§<
QB‘O
~a-
/Sll F

K oxmaxxaennomy mo -78°C pacreopy 1,4-mubpom-2-dropodensona (4 r, 15.75 mmoas) B THF (52.5 M)
nobasmsu pacteop n-BuLi (2.5 M B rexcanax; 6.3 mui, 15.75 MMouib). PeakiMoHHy 10 CMeCh IEPEMEIIUBATH IIPU
-78°C B Teuenune 30 muH. 3areM mo0apmmm 2-u3zompomnokcu-4,4,5,5-rerpamerun-1,3,2-guokcadboponan (3.21
M, 15.75 MMoumb), 1 cMech nmepeMenuBaiy npu -78°C momoyHUTEHO B TeueHUe 1 4. 3areM n00aBisIH pac-
1B0p n-BuLi (2.5 M B rekcanax; 6.3 mui, 15.75 mmoump), composokaas uepe3 30 mua TMSCI (4.03 mur, 31.5
MMOJTb). PEakIIMOHHYI0 CMECh OCTABIISUTH MEVICHHO HArpeBAaThCs 10 KOMHATHON TEMIIEPATyphl M NMEPEMEIIHBA-
14 B Te¢ueHHE HOUM. CMECh 3aTE€M BBUIMBAIH B IOJTyHACHIICHHBIH pactBop NH4Cl (300 M), U CBIpOH MPOIYKT
skcrparupoBai Et,O (3%). OObeUHEHHbIC OpraHuyeckue ciaou cymmmi Hag MgSO,, punbTpoBamy, KOHIECH-
TPHPOBAM U CYHIMJIM B BAKYyME, YTOOBI NOJIYYHUTh YKA3aHHOE B 3arojoBke coeamHeHue (4.87 r, 11.92 Mmoms,
76% BBIXO, OCHOBAHHBIH HA 72% YHCTOTHI) B BHAE skearoro Macaa: 'H SIMP (400 MI'n, CDCls) § 7.71 (dd,
J=7.2, 6.0 Tu, 1H), 7.26 (dt, J=7.2, 1.2 T, 1H), 7.16 (dd, J=9.6, 0.4 T, 1H), 1.36 (s, 12H), 0.26 (s, 9H); "°F
SIMP (376 MI', CDCl;) § -104.02; EIMS m/z 294.

ITpumep 6. IMomyuenue (2,3-mudrop-4-(4,4,5,5-rerpamerun-1,3,2-quokcaboponan-2-
WT)(PSHUIT) TPUMETUIICHIIAHA

PactBop Brop-OytrwmmTusa (1.4 M B muxiorekcane; 19.17 mu, 26.8 mmoms) nodasumu k THF (53.7 M),
oxmaxkacHHoMy 10 -75°C. K 3tomy pacteopy mobasmimu (2,3-mudropeHun)TpuMeTHICHIaH (TOIYYCHHBIH
coriacHo Heiss, C. et al. Eur. J. Org. Chem. 2007, 4, 669-675; 5.0 1, 26.8 MMOJIb) IO KAILLIM, VACP)KUBASI TCM-
nepatypy Hiwke -70°C. TloayueHHYI0 PEakIMOHHYI0 CMECh nepeMermuBay mpu -75°C B TeueHUE 45 MUH, IOCTIE
3TOT0 MPOMEKYTKA BPEMEHH JO0ABIAIM MO KAIUIAM 2-m30mponokcu-4,4,5 5-rerpamerui-1,3,2-muoxcabopoian
(5.49 1, 29.5 mmoutp), yaepkuBas Temreparypy Humwke -70°C. PeakimOHHYIO CMECh 3aTEM OCTaBJLLTH HATPEBaTh-
¢ 10 25°C u pazpemum mexay Et,O u H,O. Boanyro ¢asy oxucmsm a0 pH 3, ucnonssys 121, HCL. Tlpoaykr
skcrparuposaimu Et,;O, u opranuueckyro (pazy CyIIHiIN U KOHICHTPUPOBAIH IO BAKYYMOM C MOJIYUCHHEM YKa-
3aHHOTO B 3aroNoBKe coeauHeHus (5.03 1, 60%) B BUAE TBEpIOTO BemecTBa Oenoro mseta: 'H SIMP (300 MI'w,
CDCl;) 6 7.42 (ddd, J=7.3, 4.4, 0.7 Ty, 1H), 7.09 (ddd, J=7.3, 4.1, 0.9 T', 1H), 1.36 (s, 12H), 0.32 (d, J=0.9 T'ut,
9H); EIMS m/z 312.

[Tpumep 7. [MoyueHue (2,5-mudrop-4-(4.4,5,5-rerpamerun-1,3,2-quoxcaboponan-2-
W) (PSHUT) TPUMETUIICHIIAHA

CwMmech (4-0pom-2,5-mudropdenum)rpumeruncunana (10 r, 37.7 Mmos), ykcycHokucnoro kamas (11.10 r,
113 mmoms), 1,1'-6uc-(mudermnpocduno)pepponenauxiaop nmamragui(ll) auxmopmeran xommiekca (2.76 T,
3.77 mmMois) 1 Ouc-(muHAK0JaTO)AubopoHa (10.53 1, 41.5 mMois) B quMeTmiacyis(pokcune (DMSO; 126 m)
nepememuBay npu 80°C B reueHue 12 4. Cmech BeumuBamd B H,O (600 Mit), u CHIPOI MPOAYKT 3KCTPATHPOBAIH
Et,O (3x). O0bequHCHHBIC OpraHuyecKue Ciou cymmmt Hax MgSO,, GuabTpoBanu u KOHIECHTPHPOBAIH, YTOOBI
HOJIYYHTh YepHOe Macno. OcTaTok (PuiIbTpoBaH yepe3 HeOOIbIION Ciol cuimmkaress 1 npombiBaad EtO. ITo-
CJie KOHIICHTPUPOBAHUS YKA3aHHOE B 3ar0JIOBKE COCIUHCHHC IOJIYYal B BUAC OPAHKCBO-KOPHYHEBOTO Macia
(12.14 r, 31.9 mmoutb, 85% BBIXOJ, OCHOBAHHBIA HA 82% YHUCTOTHI), KOTOPOE HUCIOIB30BAIH O€3 JOTIOTHHTEIb-
HOM OUHCTKH Ha ciieayromeM stane: 'H SIMP (400 MI'u, CDCl3) § 7.30 (dd, J=7.8.4.1 ', 1H), 7.00 (dd, J=8.4.
3.7 T, 1H), 1.35 (s, 12H), 0.30 (d, J=0.9 T, 9H); '°F SIMP (376 MI', CDCls) § -109.11, -110.92; EIMS m/z
312.

ITpumep 8. ITomyueHue MeTHI 4,6-TUXIOP-3-METOKCUITUKOIMHATA

Cl (
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MeTun 6-xJ10p-3-METOKCHITMKOIMHAT (MOMy4YCHHBIH corinacHO Van Heertum, J.C. et al. U.S. marent
5571775 A, Hosiops 5, 1996 1; 4.0 1, 20 Mmmosb) pactBopsumu B cyxom CH,Cl, (20 mur), oOpabaTsiBai KOMILICK-
com (4.0 , 43 MMOJIP) MOUCBHHA-TICPEKUCH BOJOPOAa, oxaakaamu 10 0-5°C, mepemenmBaau U 00padaThIBaIH
nopumsAMH TpUPTOPYKCyCcHOTO aHruapuaa (5.6 mi, 40 mmoms). Cmeck ocTapisutn Harpesathesa A0 20°C u mepe-
MemmuBaau B TeucHue 20 u. J[00aBIm JOMOTHUTEIBHYE0 MOPIUIO KOMIUIEKCa (2.0 ) MOUCBHHA-IICPCKUCH BO-
opoaa ¥ TpUGPTOPYKCYCHBIH aHruapux (2.8 MiI), M EpeMEIIMBAaHKIE NPOJODKAIU B TeyeHue 4 4. CMmech mepe-
vemuBamu ¢ 10% pactBopoM ruapocyiabdura Harpus (NaHSO;) 10 OTpHIATCTBHON peakiyu HA HOIHCTHIH
kpaxmai. Opranudeckyro ¢asy mpomsisamu H,O (10 mu), cymmu (Na,SO,4) 1 BeImapuBaimu. TOT MPOAYKT pac-
TBOpsUH B okcuxyopuae gocpopa (POCls; 30 mu) u HarpeBanu npu 70°C B TeUCHHE 2 4 M 3aTEM C OOpaTHBIM
XOJIOJHIBHUKOM B TECUCHHUE 3 4, YTOOBI MOMYy4UTh 1:1 cMech m30MepHBIX 4,5- u 4,6-muxnopnukonuHaTos. [Tocne
OXJIKICHHUS JIETYYHE YJAJLUIH IO BAKYYMOM, OCTAaTOK OOBEIUHSAIM CO JIbAOM, U MPOAYKT noMemanu B EtOAc.
3Jrot pactBop npombiBamu H,O, cymmm (Na,SO,) u Bemapusamu. CeIpyr0 CMECh OUHINAIH IIOCPEICTBOM 00-
pameHHO-(a30BoH BBICOKO3((eKTUBHOH xuakocTHOH xpomarorpapuu (RP-HPLC; smouposanue 60% arero-
Hutpui (CH;CN)-H,0) ¢ monyueHneM yka3aHHOTO B 3arojioBke coeauneHus (1.1 r, 23%): "H SIMP (400 MI'n,
CDCl;) 8 7.50 (s, 1H), 3.99 (s, 3H), 3.98 (s, 3H); EIMS m/z 235.

ITpumep 9. IomyueHne MeTHI 4-aMUHO-6-XTI0P-3-METOKCHITUKOINHATA (COCAHHEHUE 1)
NH: |

Metun  4,6-guxaop-3-metokcunukonuHar (320 wmr, 1.4 wmmone) pacteBopsamum B cyxoM N,N-
mumetmipopmamuae (DMF; 5 mi), obpabarsisamu asuaom Harpus (130 mr, 2.0 mmous) u Harpesamu npu 50°C
B TeucHue 5 u. [Tocne oxmaxaeHust cMech BCTsaxuBamu ¢ EtOAc (20 mum) u H,O (10 mum). Opranmueckyo dasy
npomsiBai H,O (2 x 10 mun) u HacsmmeHHBIM BogHBIM pacTBopoM NaCl (1 x 10 mm), cynmmu (Na,SO4) u BeIma-
puBaIM. JTOT MPOAYKT pacTteopsumd B MeTuiaoBoM crupre (CH;OH; 15 M), o6padarsiBanu 6OpOrHapUaIoM Ha-
Tpusa (NaBH,; 55 mr, 1.4 mmons) u nepememmusanu npu 20°C B teueHue 1 4. Cmeck obpadarssamu H,O (10
MJI), ¥ JISTy4He yJasumm moa BakyyMoM. Ocratok mepenocwan B EtOAc (25 mur), mpomssamu H,O (10 M) u
HACBIIICHHBIM BOIHBIM pacTBopoM xmopuzaa Hatpus (NaCl; 10 mi), cymmmu (Na,SO,), ¥ BRIIApUBaIH, YTOOBI
moJIy4uTh 1eneBor mpoaykr (100 mr, 33%) B BHIE TBEPAOTO BEHICCTBA OCIIOTO IBETA: TEMIICPATYPa IUIABICHHA
78-79°C; 'H SIMP (400 MI', CDCl3) 8 6.76 (s, 1H), 4.84 (s, 2H), 3.95 (s, 3H), 3.87 (s, 3H); EIMS m/z 216.

ITpumep 10. ITomyyeHue MeTUI 4-aMUHO-5,6-AUXIOP-3 -METOKCUITHKOJIMHATA (COCTUHCHHUE 2)

NH; |

CI|<\ o
NI O
&

MeTtun 4-aMuHO-6-X10p-3-MeTOKCHIUKOIMHAT (260 Mr, 1.2 MMois) pacteopsn B cyxom CH3CN (7 mi),
obpabateBamu cynbpypxaopuaom (120 mxa, 1.5 Mmonp) u nepemenmBanu B TeueHue 30 muH. PacTBop mepe-
MEIIHBAIK C HACHIIICHHBIM BOJHBIM pacTBopoM OmkapOoHara Hatpusa (NaHCO;; 10 M) B TeueHne 20 MHH H
3arem cmemuBad ¢ EtOAc (20 mm) u HaceimeHHbIM BogHBIM pacTeopoM NaCl (10 mur). Boanyro ¢a3sy 3xcrpa-
ruposamd EtOAc (15 mut), 1 00beJMHEHHBIC OPraHMYeCKHe (pa3bl MPOMBIBAIN HACHIIICHHBIM BOJAHBIM PACTBOPOM
NaCl (10 mu), cynmmu (Na,SO,) u BeIMapUBaIK ¢ MOIYYCHHEM YKA3aHHOTO B 3arojIOBKE coenauHeHHA (240 mr,
80%) B BHIC TBEPIOTO BCIIECTBA OEIOTO IBETA: TeMmmeparypa miasieHus 119-121°C; 'H SIMP (400MI'w,
CDCly) 6 5.04 (s, 2H), 3.97 (s, 3H), 3.93 (s, 3H); EIMS m/z 250.

ITpumep 11. Iomyyenue meTun 4-aueramua-6-(4-xaop-2-(prop-3-mMeTokCH(EHUT)-3 -THIPOKCUITHKOINHATA

(0]

)LNH
N O0H
I N
al P ©
O
Mertun 4-aneramun-3-(0€H3UIOKCH)-6-OpomMmukoauHAT (moay4yeHHbI cornacHo Kong, L.C.C. et al. TTy6-
mukanust 3aseku CHIA 2005/0176767; 1.5 r, 4.0 MMomb), (4-X10p-2-(TOp-3-METOKCH(PEHIT)OOPOHOBYEO KHCIIO-
1y (1.2 1, 5.9 Mmomp), Ouc-(tpudpermndochun)mamnanuii(ll) muxaopun (PdClL(PPhs),; 278 mr, 0.4 MMomb),
(propux nesus (CsF; 1.2 r, 7.9 mmons), 1,2-qumeroxcustan (DME; 7 mn) u H,O (7 M) 00BbeAMHSIIN U HATPEBA-
7M. B MHKPOBOJIHOBOM peakrope Biotage mpu 100°C B Teuenue 15 mun. K peaxunonHo# cMecn nodasmum HO,
U npoayKT dkcTparupoBamu EtOAc. OO0 beIMHCHHBIC OPTaHMYECKHUE YKCTPAKTHI MPOMBIBAIN HACHIIECHHBIM BOJI-
HeIM pactBopoM NaCl, cymmmm cymbparom Hatpusa (Na,SO,), (UIbTpOBAIM U KOHIECHTPHPOBAaTH. Didmm-
xpomarorpapust (SiO,; rpammeHt 0-45% EtOAc/muxiorekcaH) oOecmeumBajga METHI 4-aueTaMua-3-
(6eH3uII0KCH)-6-(4-X10p-2-(PTOP-3 -METOKCH()CHIIT) THKOJIMHAT B BUJC TBEPAOTO BEHICCTBA JKEITOTO I[BETA. TEM-
nepatypa mnasiesus 115-120°C; 'H SIMP (400 MT'u, CDCl;) § 8.87 (d,J=1.6 T'm, 1H), 7.66 (s, 1H), 7.59 (dd,
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J=8.5, 7.7 Ty, 1H), 7.45 (s, 5SH), 7.24 (dd, J=8.6, 1.7 I'rt, 1H), 5.13 (s, 2H), 4.03 (s, 3H), 3.99 (d, J=1.0 'y, 3H),
1.88 (s, 3H); ESIMS m/z 459 (IM+H]").

Metun 4-aueramua-3-(0eH3UIOKCH)-6-(4-X10p-2-PTOp-3-METOKCH()CHUT)TUKOIMHAT, TOIY4YCHHBIM Ha
NEPBOM 3Tamne, pacteopsum B 3twinosoM crupre (EtOH; 100 mut), u 100aB/suiM KaTATUTHYECKOE KOJIHYECTBO
ruapokcuaa nawiagust (PA(OH),) B yriepoze (2 pa3a Ha KOHYHKE MIMATe). PEaKIIMOHHYI0 CMECh IICPEMEIIH-
BaJM B aTMoc(epe BOJOPOAAa B TCUCHHE 24 4, M NAIAIUH YA/ myTeM (uibTpauuu. OmibTpar KOHICHTPH-
POBAM, W OCTATOK OUMINAIH mocpeacTsoM (mam-xpomarorpaduu (SiO,; 0-50% rpamuent EtOAc/rekcan) ¢
MOJIYYCHUEM YKA3aHHOTO B 3arojioBke coeauHeHus (0.431 r, 29% BBIXOA A ABYX 3TANOB) B BHIC TBEPAOTO
BEIIECTBA OEIIOTO IBETA: TeMIepaTypa miasicaus 168-172°C; 'H SIMP (400 MI'n, CDCls) § 11.28 (s, 1H), 8.93
(d, J=1.6 T'u, 1H), 7.98 (s, 1H), 7.49 (dd, J=8.5, 7.6 T'u, 1H), 7.23 (dd, J=8.6, 1.8 ', 1H), 4.07 (s, 3H), 3.99 (d,
J=1.1Tw, 3H), 2.30 (s, 3H); ESIMS m/z 369 ([M+H]").

Mertun 4-aueramMua-6-(4-xaop-2-gpropdheHun)-3 -ru JPOKCUITHUKOIUHAT

0

)LNH
5 OH
P O,
O

N
cl F
Hcnoas3ys meToauky u3 npumepa 11, ykazaHHOE B 3aroJ0BKE COCAMHEHHE BBIICIAIN B BUAC HE COBCEM
6eI0ro TBEPIOTO BEIIECTBA: TeMmepaTypa miasieHus 201-206°C; 'H SIMP (400 MI'u, CDCLy) 8 11.27 (s, 1H),
8.95(d, J=1.5Tm, 1H), 7.98 (s, 1H), 7.82 (t, J=8.4 I', 1H), 7.23 (ddd, J=8.4, 2.0, 0.5 I'u, 1H), 7.18 (dd, J=10.6,
2.0 T, 1H), 4.07 (s. 3H). 2.29 (s, 3H); ESIMS m/z 339 ([M+H]").
ITpumep 12. ITonyuenue metun 4-aneraMui-6-(4-xmop-2-(rop-3-MeTOKCUPEHIIT)-3-METOKCHITHKOIMHATA
(coeauHeHUE 3)

Mertun 4-aueramun-6-(4-xmop-2-(prop-3-MeTokCU(eHUNT)-3-THAPOKCUITHKOIUHAT (568 Mr, 1.54 MMoOub),
tpuperunpochun (404 mr, 1.54 Mmmouts), quaTHI a30auKkapOokcmiaT (243 mxi, 1.54 mymons) 1 CH;0H (94 Mk,
2.31 mmoup) o0veaunsi B THF u octaBmsimn mepememnBatecs B TeucHHE 24 4. @mam-xpomaTtorpadust (SiOy;
rpagueHT 0-50% EtOAc/uuxiorekcan) No3BOJILIA MOIY YUTh YKA3aHHOE B 3ar0JIOBKE coexuHeHHE (255 mr, 43%)
B BHE xkeToro Macaa: 'H SIMP (400 MI'u, CDCls) § 8.93 (d, J=1.6 ', 1H), 8.06 (s, 1H), 7.56 (dd, J=8.5, 7.7
I'm, 1H), 7.23 (dd, J=8.6, 1.7 I'y, 1H), 4.01 (s, 3H), 3.99 (d, J=1.0 I'u, 3H), 3.98 (s, 3H), 2.29 (s, 3H); ESIMS
m/z 383 (IM+H]).

Mertun 4-auetamMuna-6-(4-xaop-2-GroppeHun)-3 -METOKCHITUKOIUHAT (COeAUHECHUE 4)

o]

)LNH

al P

Hcnonb3yst meToauky u3 mpumepa 12, ykazaHHOE B 3arOJIOBKE COCIMHCHHE BBIACIUTH B BHAC JKEITOTO
macna: 'H SIMP (400 MI'n, CDCly) § 8.96 (d, J=1.5 T, 1H), 7.99 (s, 1H), 7.89 (t. J=8.4 T'u, 1H), 7.23 (ddd.
J=84,2.1,006TIn 1H), 7.19 (dd, J=10.7, 2.0 T'u, 1H), 4.02 (s, 3H), 3.99 (s, 3H), 2.29 (s, 3H); ESIMS m/z 353
(IM+H]).

Ipumep 13. Tonyuenme Metmn 4-aMHHO-6-(4-X710p-2-(TOP-3-METOKCH()SHII)-3-METOKCUITUKOTHHATA
(coeauHeHUE 5)

NH2 |
S

Metun 4-aueramMuna-6-(4-xmop-2-¢prop-3-mMerokcuermun)-3-metTokcumukoauHar (209 mr, 0.55 mMmob)
pacteopsumi B CH3;0H (10 M) 1 k cMecH J00aBsUTH N0 KampiM anetuixiaopun (194 mxi, 2.73 mmoins). Peak-
IMOHHYE) CMECh OCTABJIUIH NepeMemuBaThcs npu 25°C B TeueHue 3 4. 3aTeM JOMOJHHTEIBHO T00ABILLIH are-
Trxyopua (194 mxa, 2.73 MMOTIb), H PEAKIHOHHYIO CMECh OCTaBILLIM MepeMemuBaThes mpu 25°C B TeucHue
HOYH. PeaxiMOHHYH0 CMECh KOHLICHTPHUPOBAIM A0 CYXOCTH M OYHINAIH IOCPEACTBOM (ramI-xpoMarorpaduu
(Si0,; rpagment 0-50% EtOAc/rexcan), ¢ MOTyuYCHHEM YKa3aHHOTO B 3aroyioBke coemuHenus (30 mr, 16%) B
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BHJIC TBEPIOTO BEIICCTBA GEIOTO IBETA: TeMmepaTypa miaBneHms 114-118°C; 'H SIMP (400 MI'u, CDCly) 8§
7.61 (dd, J=8.5, 7.8 ', 1H), 7.22 (dd, J=8.6, 1.8 'y, 1H), 7.18 (d, J=2.1 ', 1H), 4.54 (s, 1H), 3.98 (s, 2H), 3.96
(d, J=0.8 T, 2H), 3.92 (s, 2H); ESIMS m/z 341 ([M+H]"), 339 ([M-H]).

Mertun 4-aMuHO-6-(4-X710p-2-PropdeHIT)-3-METOKCUITUKOINHAT (COCTUHEHUE 6)
NHz |

Hcnome3ys meroauky u3 mpuMmepa 13, ykazaHHOE B 3arojOBKE COCIMHCHHE BBLACILLIH B BHAC TBEPAOTO
BeIIecTBa OCJIoro IBeTa: TeMmeparypa miasieHus 139-144°C; 'H ssMP (400 MI'u, CDCls) 8 7.96 (t, J=8.5 I'y,
1H), 7.25 (d, J=1.3 'y, 1H), 7.22 (dd, J=2.0, 0.6 I'r, 1H), 7.15 (dd, J=11.1, 2.0 'y, 1H), 6.07 (s, 2H), 3.99 (s,
3H), 3.97 (s, 3H); ESIMS m/z 311 ([M+H] ).

ITpumep 14. ITomyyenue meTu 4-aMUHO-6-(4-X10p(eHUIT)-3-METOKCHITHKOIMHATA (COCTUHCHHE 7)
NH2 |

Cl
K pacreopy Metnn 4-amMuHO-6-OpoM-3-METOKCHIMKOIMHATA (TIoay4yeHHOMY cornacHo Fields, S.C. et al.
mateHt CIIA 6297197 B1, October 2, 2001; 500 mr, 1.9 mmomp) B cmecu 1:1 DME (4.5 M) u H,O (4.5 M)
modasmma  2-(4-xmopdenmn)-1,3,2-quoxcadbopunan (561 wmr, 2.7 mmoms), CsF (288 wmr, 1.9 mmoms) u
PdCh(PPhs), (26 mr, 0.1941 mMomp). Peakunonnyro cmech Harpepamm npu 110°C B MEKPOBOTHOBOM PEAKTOPE
CES B teucHme 20 MuH. PeakmmOHHYI0 CMECh OXJIKIATH J0 OKPYKAMOIIEH TEeMIepaTrypsl M pa30aBsiuid
CH,Cl,, 3aTeM mpoMbIBaIM BOJOH, HACHIIECHHBIM BOAHBIM pacTBopoM NaHCO; u HaCBIICHHBIM BOJAHBIM Pac-
tBopoM NaCl. Opranmueckuii ciot cynmmn Hag Na,SO, u QmisTpoBamm. PacTBoputens yaamsiim B BaKyyMe.
OcTaTok OYHIIATIH OCPSACTBOM XpoMmarorpaduu ¢ HopMaasHbBIMU (pazamu (3mouposanue 5% Et,O 8 CH,Cl, ¢
0.05% yxcycuoit kucaotsl (HOAC)), 4ToOBI MOMy4HTh YKA3aHHOE B 3arojoBKe coeauHeHue (245 mr, 44%) B
BHIe KOpHuHEBoro Macma: 'H SIMP (300 MI'n, CDCls) § 7.90-7.81 (m, 2H), 7.46-7.36 (m, 2H), 7.12 (s, 1H),
4.56 (s, 2H), 4.01 (s, 3H), 3.92 (s, 3H), ESIMS m/z 291 ([M-HJ).
ITpumep 15. Iomyyenue 4,6-1uOpOM-2-XJIOPIUPUANH-3-011a
Br
=

Br” N Cl

2-XnoprupuauH-3-011 (2 1, 15.44 MmMoits) u N-Opomcykumanmun (NBS; 6.05 1, 34.0 MMOJIB) pacTBOPSLUTH B
CH;CN (75 mit), mepeMeIIuBagi B KPyTJIOAOHHON KOJIOE, MOKPBITON ATFOMHHHCBON (DOIBrOM, B TCUCHHUE HOYH.
PeakunoHHYH0 CMECh 3aTeM KOHIICHTPHPOBAIH IO BAKYYMOM, H OCTATOK IOMCINAIH HA BEPX CHIMKATCICBOM
koJoHKH, ucnonb3yst CH,Cly. ITpoaykT amoupoBaiu u3 koaoHkH (rpagucHT 5-40% EtOAc/rexcansr) 10 BBIXOAA
VKA3aHHOTO B 3aroJ0BKe coeauHenms (4.2 T, 95%) B Buge Macma: 'H SIMP (300 MI'u, CDCL;) § 7.60 (s, 1H),
5.85 (s, 1H); ESIMS m/z 286 ([M-H]).

Ipumep 16. Ionyuenue 4,6-auOpOM-2-X110p-3-(AHPTOPMETOKCH) THPHARHA

Br F

SV

[ F
Br” N7l
Kap6onar kammst (K,COs; 5.01 r, 36.3 mmomnb) u H,O (4 Mut) 100aBsiim B MEKPOBOJTHOBBIN PEAKIIMOHHBIH
cocyn. 4,6-Iubpom-2-xmoprupuaua-3-01 (0.359 r, 1.25 mmons) pacteopsutd B CH3CN (4 M1) ¥ 100aBIsuIH B
3TOT JKE PEaKIMOHHBIA cocyl. 3ateM A00aBmwumm 2-x1u0p-2,2-audrop-1-permmstanoH (0.953 r, 5.00 MMomb), I
MHKPOBOJHOBBIH PEAKIMOHHBIA COCY[ IUIOTHO 3aKPHIBATH. PEaKIHOHHYIO CMECh HATPEBAIH IPH CHIBHOM IiC-
peMenHBaHUK OOJBIIHM MATHUTHBIM MEIIATPHHKOM B MHKPOBOJIHOBOM peakrope Biotage mpu 100°C B TeueHne
4 4. (PeakoHHAsA CMECh ABJCTCS ABYX(Da3HOM, M peakims He OyJeT MpOTEeKaTh IO 3aBEPLICHH 0€3 CHIBHOTO
nepeMemnmBanus.) PeakorHy o cMech 3areM pazzaesimn Mexxay EtOAc u H,O. Oprarmueckyro (azy mpoMsi-
Baym noBropHO H,O, cynmmm u xoHueHTpuposamy. [Ipoaykr nosropHo pacteopsaiu B CH,Cl, u ¢punsrposamu
yepes HeOOompIy o mpoOKy u3 cumukaresst, uenoib3yst CH,Cly B kKa4eCTBE SIIFOMPYIOIIETO PACTBOPUTENSL. DJIFO-
SHT KOHLCHTPUPOBAJIH, YTOOBI MOJYUYHTh YKA3aHHOE B 3arojioBke coeauueHue (0.325 r, 0.963 mmonb, 77%) B
BH/IC JICTKOIUIABKOTO TBEPAOTO BEIIECTBA CBETJIO-KEITOrO LBETA: 'H SIMP (300 MI'u, CDCls) 8 7.73 (s, 1H),
6.63 (t,J=73.1, 1H); EIMS n/z 337.
ITpumep 17. IonyyeHue 6-6p0M-2-XJ10p-3-(I[H(I)]I‘\IOI_II)MCTOKCI/l)l‘[I/lpI/III;I/[H-4-aMI/IHa
> F
® n
B N7l
4,6-Tubpom-2-xnop-3-(audpropmerokcu)mupuaus (780 mr, 2.312 mmoms) pactBopsiii B DMF (5 M) u

OH
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nobasmsum a3ua Hatpus (180 mr, 2.77 MMons). PeakinonHy o cMech Harpesaiu npu 65°C B TeucHue 2 4, H pas-
BUTHC PCAKIMH KOHTPOJIHPOBAIHN IMOCPSACTBOM KHAKOCTHOHM Xpomarorpadum-macc-ciekrpomerpuu (LC-MS).
Peaxkums, oueBuaHO, ObLIa MO OONBINEH YacTH 3aBepieHHOH. [Tpoaykr pazaemsimu Mexay Et,O u H,O. Boauyro
(azy 3arem 3kcTparuposanu emie a8a paza Et,O. Opranuueckue 3KCTpakTsl 00BCIUHAIH, Pa30aBIBLIIH MPOCTHIM
METPOJICHHBIM 3(HPOM, TpoMbIBAIH BB H,O, cymmmm u KOHUEHTpUpOoBAIH. [IpoIyKT OUHIIAIH IOCPEACT-
BOM KOJIOHOYHOHM xpomarorpaduu (SiO,, rpagmeHt EtOAc/rekcan) ¢ BbIXOZOM 4-a3um0-6-OpoM-2-XJop-3-
(mudropmeroxcH)-mupumuna (0.335 T, 48.4%): 'H SAMP (300 MTI'u, CDCl3) § 7.26 (s, 1H), 6.59 (t, J=73.6, 1H).

4-A3uno-6-6pom-2-xmop-3-(mudropmerokcu)mupuaua  (0.563 r, 1.880 MMoOmp) 3aTeéM pPACTBOPSIIH B
CH;0H (15 mn), u mobasmsumm NaBH, (0.107 1, 2.82 MMo01b). PeakninoHHY0 CMECh NEPEMEIIHBAIN IIPH OKPY-
JKArOIICH TEMIIEpaType B TCUCHUE 15 MUH, MPH 3TOM TOUCYHBIM TOHKOCIOMHBIN Xpomarorpaduucckuii (TLC)
aHAJIM3 MOKA3aJI MOJHBIM PacXo/] HCXOJHOTO Marepuana. PEakuMOHHYIO CMECh KOHLCHTPUPOBAIM U Pa3ICILuIH
mexkay EtOAc u H,O. Opranuueckyio ¢azy Cymmim M KOHIEHTPHPOBANH. ITpOAYKT OYHMINAIM MOCPEIACTBOM
(pmmr-xpomarorpauu (SiO,, rpagueHT EtOAC/TeKkcaH) 10 BBIX0/a YKA3aHHOTO B 3arojioBke coeauHeHus (0.398
T, 77% ) B BHIE TBEPAOTO BELIECCTBA OEIOTO IBETA: TeMmeparypa miasieHus 138-140°C; 'H SIMP (600 MI'w,
DMSO-ds) 8 6.98 (t, J=73.1 T, 1H), 6.84 (d, J=14.6 T', 2H); EIMS m/z 214.

ITpumep 18. Ilomyuenue 2-Xxn0p-6-(4-xm0p-2-hrop-3-MeTorcueHmN)-3-(TUPTOP-METOKCH) THPHIUH-4-
aMHUHA

NH, F
o
Nl
Cl F
0\

6-bpom-2-xn0op-3-(nudropmerokcu)nupuaua-4-amuH (368 wmr, 1.346 wmmoms), 2-(4-xmop-2-¢rop-3-
Merokcu(permnn)-1,3,2-muoxcabopunan (395 mr, 1.615 mmomns), PACL(PPhs), (47.2 mr, 0.067 mmois), u CsF
(409 wmr, 2.69 mmoup) 00seaunsd B DME (2 M) u H,O (2 Mi1) 1 HarpeBaiu B MEKPOBOJIHOBOM peakrope Bio-
tage mpu 110°C B TeucHne 15 MuH. OXIOKICHHYI0 PEaKIHOHHYIO cMech pasaemsum Mexay EtOAc u H,O. Op-
TaHHYECKYIO (pasy CyIImiIM, KOHICHTPHPOBAIM HA CHJMKArele M OYHINAIHM NMOCPEACTBOM (uami-xpomarorpadu
(Si0,, rpaguent EtOAc/rekcan). 10T MpoLece MPUBOIUI K BBIXOAY VKA3aHHOTO B 3arosioBke coeauueHus (0.4
T, 84%) B BHIE TBEPIOTO BEIIECTBA OCIOTO IBETA: TeMIepartypa miasicHus 152-154°C; 'H SIMP (300 MI'.,
DMSO-ds) & 7.63-7.50 (m, 1H), 7.42 (dd, J=8.7, 1.6, 1H), 7.16 (d, J=1.8, 1H), 7.02 (t, J=73.4, 1H), 6.70 (s, 2H),
3.93 (d, J=0.8, 3H); ESIMS m/z 354 ([IM+H]"), 352 ([M-H]").

ITpumep 19. Ionyuenue 3tun 4-aMuHO-6-(4-X710p-2-(YTOP-3-METOKCUPEHMT)-3 -(TUPTOPMETOKCH ) TUKOTH-
HaTa (CocIHHECHHE )

Cl F
O~

2-Xnop-6-(4-xmnop-2-prop-3-meTokcupenun)-3-(xupropmerokcu)mupuauH-4-amuH (0.2 1, 0.566 MMOIIB),
[1,1'-6uc-(mudpenmndocduno)peppoucH|nuxmop mamamud(Il) ((Ci;H;4P),Fe-PdCly; 0.041 r, 0.057 mMmomb) u
tpusTHaaMuH (Et;N; 0.158 M1, 1.133 mmois) 06beaunsiim B EtOH (5 mun) B 45-m 6GoMO0BOM peaktope. B 6om-
0oBOM peaktope cozmaBamu aaeiacHue a0 400 (yHT/KB.mMroiiM MoHOOkcuaa yriaepoaa (CO), M peakuHOHHYO
cmech Harpesamu mpu 105°C B TeueHune 40 4. PeakimoHHYI0 CMECh 3aTeM (DHIBTPOBAIH YEpe3 HEOOIBLIYIO
npoOKy W3 cumkareist, ucnoib3ysa EtOAc B kauecTse 3imoeHTa. PUIIBTPAT KOHUCHTPHPOBAIH, U MPOAYKT OYH-
LIAJH TIOCPEACTBOM KOJIOHOUWHOU XpomaTtorpaduu (SiO,, rpaguent rexcan/EtOAC) 10 BBIXOAA YKA3aHHOTO B
3aroyioBke coeauHeHus (79 mr, 35.7%) B BUAC TBEPAOTO BEIIECTBA OCIOTO LBETA! 'H SIMP (300 MI'n, CDCl3) &
7.66 (dd, J=8.6, 7.7 I'u, 1H), 7.28-7.24 (m, 1H), 7.22 (d, J=1.7 I', 1H), 6.72 (t, J=75.1 T'u, 1H), 4.73 (s, 2H),
4.46 (q. J=7.1 Tu, 2H), 3.97 (d, J=0.8 T'w, 3H), 1.42 (t, J=7.2 T, 3H); ESIMS m/z 391 ([M+H]"), 389 (IM-H]).
9F SIMP (376 MI', CDCLy) § -79.74, -132.19. Coeuuerue 9 u3 Tab1. | CHHTE3HpOBAMH, KAk B mpuMepe 19.

ITpumep 20. ITomyyenue nponan-2-ui 4,5,6-TPUXIOPIUKOIMHATA

cl

Cll\

T
CI N i \|/

Mertun 4,5,6-tpuxnopnukonuHar (nojayueHubid cornacuo Balko, T.W.et al. U.S. marenr 6784137 B2, aB-
ryct 31, 2004 r; 14.19 1, 59.0 mmomB) cycnenaupoBaan B 2-mpomnanoie (150 m) B 250-M1 KpyTI0JOHHOH KOJI-
0c, obopyaoBanHOM Hacaakou JlumHa-Crapka W 0OpaTHBIM XOJI0AUIbHUKOM. J[00aB/sum CepHYIO KHCIOTY (98%
H,SO,; 8.07 1, 82 MMOJIB), M PEAKITHOHHYIO CMECh HATPEBAJM A0 MOSBJICHUA KOHACHCara. [locie 20 u Harpesa-
HHUS C OOpPATHBIM XOJOAHJIBHHUKOM OoJbImast 4acTh 2-mpomanoia (100 mm) mepexoamna B mepBoM morone. Oc-
TABHIYKOCS PCAKIHOHHY) CMECh OTBEPIKIAM MOCJE OXJIKACHUS A0 KOMHATHOM Temmepatypsl. [lomydeHHOE
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TBepaoe BemecTBo cmemuBamy ¢ EtOAc (500 mun) u HackmeHHBIM BOgHBIM pacTBopoM NaHCO; (500 mur). Op-
TaHHYECKUHN CIIOH OTACIISIM, IIPOMBIBAIN HACBHIICHHBIM BOJHBIM pacTBopoM NaCl, u 3ateM (uibTpoBanu yepes
nemut. OpraHuyecKHi SKCTPAKT KOHIEHTPUPOBaIK A0 150 M mocpecTBOM pOTAlMOHHOTO BhIMapuBaHus. Jlo-
6aBmsumu rexcas (100 M), u pactBop xpanwmm npH -20°C B TeueHHe HOUH. KpucTamisl 0TOHpai, mpoMbBIBATH
TEKCAaHOM M CYIIWIH Ha Bo3ayxe (7.58 r, temmeparypa masnerusa 104.6-105.7°C). Bropoit cOop noxyyamm my-
TeM KOHICHTPHPOBAHHA (PHIBTPATa C TONyYeHHEM B 0bmeit cioxkuaocTH 10.36 T (65%): '"H SAMP (400 MI'1,
DMSO-ds) 8 8.23 (s, 1H, mupumun H), 5.16 (septet, J=6.3 I'u, 1H, CHMe,), 1.34 (d, J=6.3 Ty, 6H, CHMe,);
BC{'H} SIMP (101 MI'n, CDCls) § 161.9 (CO,R), 150.6, 145.9, 145.0, 133.1, 125.4 (C3), 70.7 (CHMe,), 21.7
(Me). Anamurruecku paccuntano 11 CoHgCL.NO,: C, 40.26; H, 3.00; N, 5.22. Haiineno: C, 40.25; H, 3.02; N,
5.22.
ITpumep 21. Ionyyenue nponan-2-un 4,5,6-Tpu()TOPIHKOIMHATA

F
»
O.
F° N
1

250-M11 TpeX-ropiyio koa0y o00opyA0BaIM MEXaHHUYECKOM Memankoi, Hacankoi /luna-Crapka ¢ BXOJHBIM
OTBEpCTHEM UL a30Ta u Tepmonapor. Kondy nmpoaysamu azorom u nobasmsum CsF (23.38 1, 154 mmoms). [o-
OaBmsumu 6e3Boaub DMSO (124 M), B CYCHCH3HIO 3BAKY HPOBAJIH/3AKIAABIBAIH 00paTHO (5X) C UCHOIb30Ba-
Huea a3ota. Cycnensuro Harpesaiau nmpu 80°C B reueHue 30 mua. DMSO (20 Mut) OTTOHAIM 1O BAKYYMOM IIPH
75°C, 4T0OBI y1AMUTh TFOO0YI0 OCTAaTOUYHYIO BoAy. IIponan-2-uin 4,5,6-rpuxmnopnukonusat (13.45 r, 50.1 Mmmoub)
100aBUTH HA (JOHE MPOAYBKH a30Ta. PEakIMOHHYI0 CMECh 3BAKy HPOBAJIH/3aKIaABIBAIH 00paTHO (3X) H Harpe-
Ba ripu 100°C B TeueHue 1 4 ¢ SHEPIrHYHBIM NEPEMEIIUBAHKUEM.

Bropyo 250-M1 Tpex-ropiayio Koidy o00pyA0BaIu MEXaHMYCCKOM Memankol, Hacaakoi Juna-Ctapka c
BXOJHBIM OTBEPCTHEM I a30Ta u TepMmomnapoii. KonOy mpoxysamu azorom u gobasmum CsF (24.41 r, 0.160
MMoJb). JoOasmumu 6e3sogusiit DMSO (30 mun), u CYCHCH3HIO 3BAKyHpOBAIH/3aKIagpBamu o0patHo (5X) ¢
ucnoab3oBanueM a3ota. Cycnensuro Harpesamu npu 80°C B TeueHue 30 MuH. DMSO (22 Mut) OTTOHSAIH MO
BaKyyMoM nipu 75°C, 4ToOBI yAATHTH OCTATOUHYO BOAY. OXIAKACHHYI0 PEAKIHOHHYI0 CMECh H3 NIEPBOM KOJIOBI
yepe3 KaHIOMO (PUIBTPOBAIHM BO BTOPYIO KOJOY B arMmoc(epe a30Ta. PeakIMOHHYIO CMECh 3BaKyHpOBa-
mm/3aKnaasBaan 00patHo (5X) u 3areM Harpesay nmpu 100°C B TeueHue 1 4, ¥ 3aTEM B TCUCHHE JOTIOTHUTCIIb-
HbIX 90 MuH mpu 110°C. AHanu3 amMKBOTHOM MPoOBI MOCPEACTBOM ra30Boii xpomarorpaduu (GC) mokasan Ha-
mure  96% mpoman-2-yn  4,5.6-tpudropmukonmuHata W TOMbko  1.4% mpomaH-2-mn  5-xmop-4,6-
qu(ropmukomMHaTa. PacTBOp CHIPOTo MpoayKTa HCIOIb30BAIH HEMOCPEACTBEHHO HA CTAJMH AMHHHPOBAHUA O3
JIONIOJTHUTETIBHON OYHCTKH. B KauecTBe aabTEpPHATUBBI, MPOIYKT MOXKET OBITh BHIACTCH IOCPEACTBOM BOTHOH
06paboTkm, skcTpakmuu EtOAC M CyImKm, C TIOJIy4YEHHEM CBETIOTO JKEATOBATO-KOPHIHEBOTo Macia: 'H SIMP
(400 MT'u, CDCl3) & 7.94 (dd, Jpg=4.5, 8.7 Ty, 1H, H3), 5.30 (septet, Juz=6.3 'y, 1H, CHMe,), 1.44 (d, Ju.
+=6.3 ', 6H, CHMe,); '°C {'"H} SIMP (101 MI', CDCl3) § 161.2 (s, CO,iPr), 157.3 (ddd, Jr.c=266, 8, 6 T'm,
C4/Co6), 152.2 (ddd, Jp.c=241, 12, 5 T'm, C4/C6), 141.1 (dt, Jr.c=14, 7 T'n, C2), 137.0 (ddd, Jr.c=270, 31, 13 I'Ly,
C5), 113.8 (dd, J.c=17, 4 T, C3), 70.4 (s, CHMe,), 21.33 (s, Me); '°F SIMP (376 MI'u, CDCl) § -74.29 (dd, Js.
=24, 22 T'n, F6), -112.67 (ddd, Jp5=22, 19, Jp.u=8.3 T'm, F4), -151.58 (ddd, Jp5=24, 19, Jpz=4.7 T'n, F5).

ITpumep 22. IToxyyeHue nponan-2-ui 4-aMuHO-5,6-TpUTOPIHKOTHHATA

NH
F \2

l O
F7™N
O j/

Peaxnnonnyro cmecy w3 mpumepa 21 ¢uasrposanu, uyToOsl yaamuts comd CS, H 3TH COJH IPOMBIBAIH
DMSO (50 mm). ITpomsiBounstit pacteop DMSO no6asmsutu k pactsopy DMSO (150 mut), KOTOPbIi HACKIIIATH
ammuakoM (NH;) B Teuenune 15 mus. Konly aepxanu B X0JI01HOH OaHe, B KOTOPOH IOANCP KUBATIH TEMIIEPATY -
py okoiso 16°C. NH; 6apboTipoBaiu Yyepe3 peakHOHHY 0 CMECh B TeueHHE 30 MUH, H B TCUCHHE 3TOTO BPEMCHHU
o0pa3oBsIBaIcA 0canok Oenoro neera. Cmycts 90 MHH, aHAIW3 ATUKBOTHOH mpoOsI nocpeactsoM GC mokazan
€MHCTBCHHBIH OCHOBHOM MUK U 4-aMHUHONIPOAYKTA. PEaKIMOHHYI0 CMECh TaCHIH J00ABICHHEM HACHICHHO-
ro BogHoro pactsopa NH,Cl (100 mu), composoxkaas H,O (400 mur). Boxnsrit pacteop skctparuposamm Et,O (3
x 150 M) u 3atrem EtOAc (3 x 150 mur). O0beAHHEHHBIC OPraHUYECKHE IKCTPAKThI mpoMbBama H,O (5 x 150
MJI) H 3aTE€M HACBICHHBIM BOIHBIM pacTBOpoM NaCl. Oxcrpakrsl cymmm (MgSO,) 1 BRIIAPUBAIH 0 IOJIyYe-
HHA JKEJITOBATO-KOPHYHEBOTO TBEPAOTO BEHIECTBA, KOTOPOE MpOMBIBAIH CMeChi0 1:1 rexcan-Et,O, uro0s! moy-
YHTH CBETJIBIH JKEITOBATO-KOPHYHEBHIH MOPOmOK (3.57 1, 51.4% Beero): Temmeparypa miasiernsa 168-170°C; 'H
SIMP (400 MT', CDCl3) & 7.42 (d, Je.x=5.5 Tu, 1H, mupumun H), 5.22 (septet, J=6.2 Tu, 1H, CHMe,), 4.75 (s,
2H, NH,), 1.35 (d, J=6.2 T', 6H, CHMe,); °C {'H} SIMP (101 MI', DMSO-ds) § 162.8 (CO,R), 151.2 (dd, J5.
=228, 12 T, C6), 146.5 (dd, Jp.c=9, 6 I'm, C2/C4), 139.3 (dd, Jr.c=16,5 'y, C2/C4), 133.8 (dd, Jp.c=252, 31 I'my,
C5), 112.3 (C3). 68.8 (CHMe,), 21.5 (Me); '°F SIMP (376 MI'y, DMSO-dg) 8 -91.9 (d, Js5=26.6 ', F6), -163.9
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(dd, Jpr=26.6, Jur=5.6 T'u, F5). Amamuruaecku paccuurano mua CoH,oF.N,O,: C, 50.00; H, 4.66; N, 12.96.
Haiineno: C, 49.96; H, 4.65; N, 12.91.
ITpumep 23. [TomyyeHue nponan-2-ui 4-aMHHO-6-XJI0p-5-(TOPIHUKOINHATA

NH,
F\
L 1 o
CI”N
§ T

ITpoman-2-un 4-amuuo-5,6-1udropmuxomHar (4.25 r, 19.7 mmons) pacreopsiu B HCI (4 M B auoxcasne;
65 M) B 100 Mt peakrope ITappa, H3roTOBICHHOM M3 CIUIaBa XacTeJUIoi 1 000pyI0BaHHOM Memaikoi. Peak-
top Harpesamu npu 100°C B Teuenue 2 4. [Tocne BhIACPKUBAHKA TPU KOMHATHOH TEMIIEPAType B TCUCHUE HOYH
00pa30BaIoCh KPUCTAIMIECCKOE TBEPAOE BEMIECTBO JKEJITOTO I[BETA. JTO TBEPAOE BEHIECTBO HE PACTBOPSIIOCH B
EtOAcC, omHAKO pacTBOPSIIOCH MPH BCTPSIXHUBAHMU C HACHINCHHBIM BOJHBIM pactBopoM NaHCOj; (500 M) u
EtOAc (300 mmi). Boansrnit cno# skctparupoBamu EtOAc (2 x 250 ). OObeAMHCHHBIC OPTAaHHYCCKUE IKCTPAK-
Tl mpoMbiBamd H,O (5 X 50 mur) m 3areM HaCBHIICHHBIM BOZHBIM pacTBOpoM NaCl. DKCTpakThl CyIIHIH
(MgSO,) 1 KOHICHTPHPOBATIH IMOJ BAKyYMOM C IMOJYYCHHEM HE COBCEM O€oro TBepaoro BemecTBa. ChIpoi
MPOIYKT OYHIIAIH MOCPEACTBOM KOJOHOYHOM XpoMarorpaduu (120 r xanmuiuispHas KBapLeBas KOJIOHKA; TPaay-
enr 0-100% rexcan-EtOAC) ¢ moayueHueM Teepaoro BemecTsa Ocmoro meera (2.11 r, 46%): Temmeparypa
nmasnernsa 190.7-192.4°C; 'H SIMP (400 MI'u, DMSO-ds) 8 7.543 (d, Je.5=5.7 T, 1H), 6.91 (br s, 2H, NH,),
5.09 (septet, J=6 T, 1H, CHMe,), 1.29 (d, J=6 T, 6H, CHMe,); *C{'H} SAMP (101 MI', DMSO-dy) 5 162.8
(COR), 144.8 (d, Jpc=12 T', C2/C4), 143.4 (d, Jp.c=254 T, C5), 142.7 (d, Jp.c=4.8 T, C2/C4), 136.5 (d, J5.
=17 T, C6), 112.8 (d, Jp.c=5 T, C3), 68.9 (CHMe,), 21.6 (Me); "°F SIMP (376 MI', DMSO-de) § -141.0 (d,
Jrp=6 T'm). Aramuriuecku paccuntano ;1 CoHpoCIFN,O,: C, 46.47; H, 4.33; N, 13.75. Hatineno: C, 46.50; H,
4.33; N, 11.96.

ITpumep 24. IToxyyeHue METUI 4-aMUHO-6-XJI0P-5-()TOPIHKOINHATA

Wzompomun 4-amuuO0-6-X710p-5-(propmukommHar (1.35 1, 5.80 Mmois) pacteopsutu B 6e3B0oaHOM CH3;OH
(50 M), obpabareBau TuTaH(IV) H30MpomokcuaoM (300 Mr, 2.2 MMOJIb) U HATPEBATIH C OOPATHBIM XOJIO HIIb-
HHUKOM B TeucHHE 4 4. [Tocne oXTaKaeHU JISTy4re VAU O BaKYYMOM, H OCTaTOK mepeHocwm B EtOAc
(30 mm). 3toT pacteop nepememuBami ¢ HyO (1 M) B TeyeHue 20 MUH 1 3aTeM (UIBTPOBAIH YEPE3 AUATOMHE-
TOBYIO 3eMIF0. OUIbTpaT MPOMBIBATH HACBINICHHBIM BOAHBIM pacTBopoM NaCl (10 mu), cymmm (Na,SO,) u
BBIIIAPHBAIIH, YTOOBI OJIyYHTh YKA3aHHOE B 3arosioBke coequHeHue (1.2 r, 97%): temneparypa miasieHns 180-
183°C; 'H SIMP (400 MI', DMSO-dg) 8 7.45 (d, J=6.0 T', 1H), 6.93 (s, 2H), 3.83 (s, 3H); '°F IMP (376 MI ',
DMSO-dy) 8 -131.36, -131.42, -135.47, -135.53; EIMS m/z 204,

Jpyro#t cmocod moTyyeHus 3TOT0 MOMEXYTOYHOTO COSTHHCHHA COCTOSI B ciaeayromeM: K pactsopy 4-
AMHHO-6-XTI0P-5-(ProprukomuHoBo# KuCIoTH (23.8 1, 125 MmMmoas) B MeOH (400 Mut), OXIQXKICHHOMY HA BOIA-
HOU OaHe co mbaoM, Ao0aBmsumu THOHHIXIOpU (11.78 M, 162 MMOjb). PeakiHOHHYIO CMECh HATPEBAIH 10
BHyTpeHHEH Temmepatypbl 50°C B TeueHue 8 u. PeaknuonHyro cMech 3ateM pazdasmsumn H,O u sxcrparuposamu
EtOAC (3 x 100 mm). OOBeqMHECHHbBIE OPraHMYECKUE IKCTPAKTHI MPOMBIBAIH HACHIIIEHHBIM pacTBopoM NaCl,
cymmmi Hax cyiabarom Mg, GpuIbTpoBaIM M KOHLICHTPHPOBAIM IO BAKYYMOM, YTOOBI MOJIYYHTh METHI 4-
aMHHO-6-X710p-5-(ropmukomuHaT (21.9 T, 107 Mmois, 86% BBIXOX).

Ipumep 25. TomyueHue MeTHI 4-aMUHO-6-XI0P-5-(TOp-3-HOAOMHKOTHHATA

H
F I \2 1
o NN O
6]

Mertun 4-aMuHO-6-XT10p-5-(ToprukommHar (2.2 T, 10.8 MMOJIb) pacTBOPAIN B METHIIOBOM ciupte (20 MiT).
PactBop oOpabarbiBamu #oaHO#M kucnoToit (880 mr, 3.9 Mmomb) u oo (2.2 T, 8.6 MMOJIB) U 3aTEM HATPEBAIH
¢ 0OpaTHBIM XOJIOJHIBHHKOM B TeueHHe 20 u. CMech OXIaKIAIH, JISTYYHE yIALUIH Moa BakyyMoM. OCTaTok
pactBopsutu B EtOAc (50 M) u 3atem nepemermmsanu ¢ 10% pactsopom NaHSO; (20 M) B TeueHue 10 MuH.
Oprannyeckyio (pasy OTHSSUIM M NPOMBIBATH HACBHILECHHBIM BOAHBIM pactBopoM NaCl (10 mum), cymmmm
(NaSO,4) u BpmapuBamy. OCTaTOK OUYHMIIATH MOCPSACTBOM KOJOHOYHOM Xpomarorpauu ¢ CHIIHMKAareneM (Tpa-
nueHT 5-50% EtOAc-rekcaH) ¢ moJIydeHHEM YKa3aHHOTO B 3arojioBke coemuueHms (2.5 r, 70%) B BUIAE CBETIO-
OpPaH)KEBOTO TBEPAOTO BEHICCTBA: TeMmeparypa miasneHus 149-151°C; ESIMS (Macc-CieKTpoMeTpus ¢ HOHH-
sanuei 3ekTpopacnsLicEreM) m/z 330 ([M]"); "H SIMP (400 MI'n, CDCls) 8 5.17 (s, 2H, NH,), 3.97 (s, 3H,
OMe); 'F SIMP (376 MI', CDCls) § -135.79 (s).
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ITpumep 26. [TomyyeHue METUI 4-aMUHO-6-XI0P-5-(TOP-3-METOKCHITUKOIMHATA (coenuHeHue 10)

NH,

F A 0

a” NN O
0

B cyxyro 1-1 xonby gobasmsimn MeTUI 4-aMHHO-6-XI0P-5-(rop-3-fiomomukomuaar (50 r, 151 MMoie) u
kap6oHar nesus (Cs,COs; 99 1, 303 mmoump). 3atem gobasmimu CH;OH (378 mun), u pacteop OapboTupoBau
azotoM B TeucHue 10 muH. Jlo0asmamu 1,10-¢penanTpomun (6.00 r, 30.3 mmoup) u woxua mexu(l) (Cul; 2.88 r,
15.13 MMoutB), 1 KOJIOY CHAOKATH OOPAaTHBIM XOJIOJWIBHUKOM U Harpesaimu 10 65°C B armocdepe azora. [Tocie
12 v Cul (2.88 r, 15.13 MMo0Ib) CHOBA TOOABIUIH K PEAKIHOHHOW CMECH, M HATPEBAHHC MPOIOJDKAIH J0 TEeX
NOP, TOKA HAaOIFOJANICS PAcX0/] HOJOMMKOIMHATA. PEaKIMOHHYI0 CMECh OXJIXKIAIH 10 KOMHATHOM TeMIlepary-
pBl, puIBTPOBaNTH Yepe3 LEIUT U KOHICHTpUpOoBatu B BakyyMe. K ceipomy ocratky nodasmsumu EtOAc (100 mu)
u H,O (100 mun). Crnou paszaersumm, u BoAHYIO (pasy oxucmsum 10 pH 2 xonueHrpuposannoit HCl u 3aTtem 3kcT-
parupoBamu EtOAc (3 x 100 ). OpraHuyueckue SKCTPAKThl 00 BCIUHIN, MPOMBIBATH HACHIICHHBIM BOJHBIM
pacteopom NaCl, cymmmu (Na,SO.), puiabTpoBaan 1 KOHICHTPUPOBAIH B BAKYYME, YTOOBI MOTYYUTh 4-aMHHO-
6-X710p-5-(PTOP-3-METOKCHITUKOIMHOBY IO KHUCJIOTY.

Cripyro kucnoty odopadarssamu CH;0H (200 mum), HaceimeHHbIM XimopuaoM Bogopoaa (HCL; r), u peax-
IUHOHHYIO cMech HarpeBaid npu 50°C B TeucHue 4 4. [Tocne pacxosa KUCIOTH CMECH OXJIAKIATN 10 KOMHATHOM
TEMICPATyPHI H KOHIICHTPUPOBAIH B BakyyMe. Ocrarok pacteopsumu B Et,O (100 mum) u mpomersam H,O (50 mum)
U HaCBIMCHHBIM BOTHBIM pactBopoM NaCl (50 mur). Opranmyeckue SKCTpakThl 00beaursany, cyuman (Na,SO,)
(puIBpTPOBATH M KOHIEHTPUPOBAIH B BakyyMe. ChIPOH CIOKHBIH 3P OUHINATIH, HCHOIB3YS CHCTEMY OYHCTKH
Teledyne ISCO ¢ rpagueaTOM 3mroupyromei cucreMbl EtOAC U rekcansl, ¢ MOCICAYIOMCH MepeKPHCTAILIN3A-
LUCH U3 BOABL, YTOOBI MOJIYUYHTh YKA3aHHOE B 3aroyioBke coeauneHue (10.1 r, 36% oOmmuit BBIXOT A1 ABYX 3Ta-
TI0B) B BHJE TBEPIOTO BENIECTBA MyprypHOro msera: 'H SIMP (400 MI', CDCLy) § 4.67 (s, 2H), 3.96 (s, 3H),
3.93 (s, 3H); "°F AMP (376 MI'u, CDCl3) § -135.15 (s); EIMS m/z 234.

ITpumep 27. Ionyyenue MeTun 4-aMuHO-5-(10p-6-(3-hTOp-4-(TpUPTOPMETHIT) PESHUIT) TUKOIMHATA

NH,

B 5-M1 MHKpPOBOJHOBBIH COCYA A00ABISIH METUN 4-aMHHO-6-XJOp-S-(ropmukoimHatr (500 mr, 2.44
MMOJIB), 2-(3-(Top-4-(Tpudropmerun)penun)-4,4,5,5-retpamerun-1,3,2-auoxcadoponan (851 mr, 2.93 MMoJIb),
(propun xamust (KF; 369 mr, 6.35 mmois) u PACL(PPhs), (172 wmr, 0.24 mMoms). 3atem pobasmsimn CH3CN (3.0
1) 1 HyO (3.0 M), 1 peakuoHHBIN COCYI IJIOTHO 3aKPHIBAJIA U HATPEBAIM B MHKPOBOJIHOBOM peakTope Bio-
tage mpu 115°C B Teuenue 20 MuH. PeakIMOHHY 0 CMECh OXJIAKIAIH O KOMHATHOH TEMIIEPATypHI U pa30aBii-
m EtOAc (5 mur). Crion pa3aensimi u BOAHYIO (pasy sxcrparuposamu EtOAc (2x2 mm). OpraHuyuecKue 3KCTPaK-
TbI 00beauHsLH, cymmd (Na,SOy), PuabTpoBatH U KOHICHTPHPOBATH B BakyyMe. ChIPOH MPOAYKT OUHINAIH,
ucmob3yst cucreMy ounctku Teledyne ISCO ¢ rpaguenTom smoupyromieii cuctembl EtOAC U rekcaHbl, YTOObI
MOJIyYUTh YKA3aHHOE B 3arojioBke coeamHeHue (570 mr, 70%) B BUOC TBEPAOTO BELICCTBA HKEITOTO IBETA: '"H
SIMP (400 MI'u, DMSO-de) 8 7.94 (dt, J=12.3, 6.2 T', 3H), 7.52 (d, J=6.4 T'u, 1H), 6.80 (s, 2H), 3.86 (s, 3H);
9F SIMP (376 MI', DMSO-dg) 8 -59.96, -59.99, -115.69, -144.18, -144.20; ESIMS m/z 333.21 ([M+H]").

MeTtun 4-amun0-6-(4-X10pPSHIT)-5-()TOPIHUKOTHHAT

cl
Hcnons3y st nponeaypy Aa npuMepa 27, YKa3aHHOE B 3ar0JOBKE COSIHHEHHE BBIICILUIN B BHAC HE COBCEM
Gemoro TBepaoro Bemectsa: 'H SIMP (400 MI'n, DMSO-d) 8 7.88 (d, J=7.4 T'u, 2H), 7.58 (d. J=8.6 ', 2H),
7.47 (d, J=6.3 T, 1H), 6.67 (s, 2H), 3.84 (s, 3H); '°F SIMP (376 MI'u, DMSO-de) & -145.01; ESIMS m/z 281.48
(IM+H]"), 279.85([M-H]).
Ipumep 28. Ionyuenue MeTHI 4-aMUHO-5-(PTOP-6-(3-Prop-4-(TpHTOpMETHI) PEHIT)-3-HOTOMIUKOTMHATA
NH,

Mertun 4-amuHO-5-(Top-6-(3-Prop-4-(TpUdTopMernI)Permm)mukommHaT (500 Mr, 1.51 MMoOIB) pacTBOpS-
mu B CH30H (0.6 M) B xpyrnoaoHHO# koj0¢. Jobasmsim Hoauyr kuciaoty (123 mr, 0.542 mmois) u #ox (306
Mr, 1.204 MMOJTB), M PEAKIIHOHHY IO CMECh HATPEBAJIH C OOPATHBIM XOJIOAUTEHUKOM C XJIOPKATBIHUEBOM TPYOKOH
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B TeUCHHE 12 4. PEakIMOHHYIO CMECH OXJIAKAAIN A0 KOMHATHOM TEMIIEPATyPhl B KOHLEHTPUPOBAIU B BAKYYME.
Ceipoit mpoxykt pacteopsuid B Et;O u mpomeisamu 10% tuocymsdarom Hatpus (Na,SOs; 2x5 mur). Opranmdie-
CKHE SKCTPAKTHI OOBEAUHSAIM, CYIIIIN Had 6e3B0IHBIM Na,SO,, GHITPOBANIM M KOHLEHTPHPOBAIH, C ITOJIyYe-
HHEM METH 4-aMHHO-5-()TOp-6-(3-(prop-4-(TpudTopMeTH)PeHmT)-3-Hoa0muKomHaTa (635 mr 92%): 'H SIMP
(400 MI', DMSO-ds) 8 7.93 (dd, J=14.8, 6.8 ', 1H), 7.90-7.82 (m, 2H), 6.89 (s, 2H), 3.88 (s, 3H); '°F SIMP
(376 MI'u, DMSO-ds) & -60.02 (t, J=12.4 Tm), -115.50 (td, J=12.2, 7.6 T), -139.91 (s); ESIMS m/z 459.62
(IM+H]).
Mertun 4-aMuHO-6-(4-X10pheHmN)-5-hrop-3-HoAO0MUKOIMHAT
NH,

Cl
Hcnoas3ys mpouenypy Al mpuMepa 28, YKA3aHHOE B 3aroJIOBKE COCAMHCHHUE BBIACSIM B BHAC IMOJIY-
TBEPIOTO BEIecTa KpacHoro msera: 'H SIMP (400 MI'm, DMSO-dg) 8 7.85 (dd, J=8.5, 1.1 Tw, 2H), 7.57 (d,
J=8.7 T'u, 2H), 6.75 (s, 2H), 3.87 (s. 3H); "°F SIMP (376 MI'u, DMSO-ds) § -140.67; ESIMS m/z 407.69
([M+H].
Mertun 4-aMuHO-6-(4-x710p-3-Propdenun)-5-prop-3-Hoa0MuKoIMHAT (CoeauHEHHUE 91)
NH,

Hcnomas3ys npoueaypy Mt npuMepa 28, yKa3aHHOE B 3ar0JIOBKE COCIHHECHUE BBIICIIIN B BUAC TBEPAOTO
BCHICCTBA OJICTHO-PO30BOTO IBETA: "H SIMP (400 MI', CDCl3) § 7.77-7.84 (m, 1H), 7.68-7.77 (m, 2H), 6.80 (s,
2H), 3.88 (s, 3H). '°F SIMP (376 MI', DMSO-dg) § -140.15, -115.85. ESIMS m/z 425 ([IM+H]"), 423 (IM-H]).

ITpumep 29. INonyyenue 4-amuuO-5-Q1op-6-(3-hTOp-4-(TpUdTOpMETIT)PEHIT)-3-METOKCUITHKOIHHOBOH
KUCTOTHI (coeauncHue 11)

Metun 4-amus0-5-¢rop-3-nomomukonausar (0.2 r, 0.437 mmouns), Cs,CO5 (0.284 1, 0.873 mmoms), 1,10-
(penanTposmH (17 mr, 0.087 mmons) u Cul (8.3 mr, 0.044 MMOJTB) IOMENISTH B CYXYHO KPYTJIOAOHHYK KOJOYB
armoc(epe azora. Jlobasmsmn CH3OH (4.4 mi), u peakunoHHy0 cMech Harpesamu mpu 70°C 10 moaHOTO pac-
X0Jla HOJONMUKOIHHATA. PEaKIMOHHYIO CMECh OXJIAKIANMH 0 KOMHATHOM TeMIEpaTypsl, (HIbTPOBAIH 4epe3
LCJIUT U KOHICHTPHUPOBaIH B BakyyMe. Cripoit ocratok oxucsumm 2 M HCl u sxcrparuposamu EtOAc (3x5 ).
OprasuuecKue 3KCTPakTsl 00beauHsm, Cymmm (Na,SO,), (puibTpoBad M KOHLUCHTPHUPOBAIH B BAKYYME C
MOJIYYCHHEM YKA3aHHOTO B 3arojioBke coemmHeHus (0.126 r, 80%) B BHAC MOJy-TBEPAOTO BEHIECTA KPACHOTO
useta: 'H SIMP (400 MI'n, CDCL3) § 7.83-7.63 (m, 4H), 4.89 (s, 2H), 4.08 (s, 3H); '°F SIMP (376 MI', DMSO-
de) 8-59.91, -59.93, -59.94, -115.72, -115.75, -140.39; ESIMS m/z 347.81 ([M-H]).

ITpumep 30. ITomyyeHue MeTuI 4-aMUHO-5-()TOP-3 -METOKCH-6-BUHHIIIIUKOJIMHATA (COSAUHCHHUE 12)

NH
Fuo A : O
I NN O
0

Cmecy Metmn 4-aMHHO-6-XJOpP-5-(rop-3-MeTokcumukommHata (405 wmr, 1.73 mMomb), TpuOY-
tun(Buamn)cranHasa (1.097 r, 3.46 mmoins) 1 PACI,(PPhs), (181 mr, 0.26 mmomb) B 1,2-muxmopartase (3.5 i)
Harpesay npu 120°C B MUKpOBOIHOBOM peakTpe Biotage B Teuenue 30 muH. [TocpeacTBOM KOJOHOYHOH XpPo-
marorpagpuu (0-40% EtOAc/rexcansl) ChIpoii peakIHOHHOM CMECH 00ECTICUHBATH YKA3aHHOE B 3arOJIOBKE CO-
exuuenue (0.38 T, 97%) B BHae skearoro mMacma: 'H SIMP (400 MI'n, CDCls) § 6.88 (ddd, J=17.5, 11.1, 1.4 T,
1H), 6.33 (dd, J=17.5, 1.6 I'y, 1H), 5.57 (ddd, J=11.1, 1.6, 0.7 ', 1H), 4.47 (s, 2H), 3.97 (s, 3H), 3.91 (s, 3H);
'9F SIMP (376 MI'n, CDCls) § -143.2; ESIMS m/z 227 ([M+H]").

Ipumep 31. [onyueHne METHI 4-aMHHO-6-3THI-5-()TOP-3-METOKCHITHKOJIMHATA (COeqUHECHHE 13)

NH
P ’ LNy
P O
0

N
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K merun 4-ammuo-5-¢rop-3-merokcu-6-punummukomHaty (0.32 1, 1.42 mmomns) B EtOAc (5 M) nobasia-
m 10% mammagus-Ha-yrie (Pd/C; 0.16 r, 0.15 mmoup). CMech nepemMemuBaig B arMocepe BOAOPOIa B TEUC-
HHE HOYH, (DHIIBTPOBAIIM YEPE3 LEIUT M KOHIECHTPUPOBAH, YTOOBI MOIYyYUTh METHI 4-aMUHO-6-3THI-5-(TOp-3-
merokcunukoanHaT (0.21 r, 0.92 MMO0IB) B BHAC TBEPAOTO BEHIeCTa OCIOTO IIBETA: TEMICPATYpa IUIABJICHUAL
110.5-113.0°C; 'H SIMP (400 MI'u, CDCls) 8§ 4.41 (s, 2H), 3.96 (s, 3H), 3.90 (s, 3H), 2.81 (qd, J=7.6, 2.7 ',
2H), 1.26 (t, J=7.6 T, 3H); °C SIMP (101 MTI', CDCls) § 165.2, 148.6, 146.2, 144.2, 136.8, 136.1, 61.5, 52.7,
25.3, 12.9; '°F AMP (376 MTI'u, CDCls) § -142.6; EIMS m/z 228.

ITpumep 32. IMomyuenue METHII 4-amuHO-5-(10p-6-(3-PTOp-4-(TpUMETHICHIIT) DS HUIT)-3-
METOKCUIIUKOIMHATA (coeauHeHue 14)

B 5-Mnm MHKPOBOTHOBYHO O€30IACHYH) €MKOCTh [JOOABIUIH METHI  4-aMHHO-0-XIOp-3-(rop-3-
merokcunukoauHaT (0.400 1, 1.705 Mmoms), (2-prop-4-(4.4,5,5-terpameruin-1,3,2-qruokcaboponan-2-mi) PeHUI)
Tpumerwicuiad (0.690 r, 2.344 mmois), KF (0.297 1, 5.11 mmois) u PACL(PPhs;), (0.120 1, 0.170 mmoms). [o-
6asramu cmecs H,O (1 mum) m CH3CN (2 Mun), B peaKIHOHHYE) €MKOCTH 3aKPHIBATH M MOMEINATN B MHKPOBOJIHO-
BOM peakrop-uHunmarop Biotage Ha 20 muH npu 115°C ¢ BHemHuM uHppakpacHsM (IR)-marymkoMm 1t KOH-
TPOJII TEMIIEPATYPBI ¢ OOKOBOM CTEHKH cocya. [loce oXmakaeHus 10 KOMHATHOW TEMIIEPATy pbl PEAKIHOHHY IO
cmecs pazoassum CH,CL, (25 mor) u H,O (25 M), u opraHudeckuit C1oi (PHMIbTPOBAIM YSpPEe3 BaTHYIO MPOOKY.
JIOTIOTHUTENBHY 0 3KCTPAKIHIO ¢ ucnonb3oBanueM EtOAc (25 mn) o6seaunsamu ¢ CH,Cl, u npoaykr cymmmm
Hax Na,SO, (50 r). Tlocne puiabTpaiyu 00BEAMHEHHBIX OPraHMYECKUX (a3 yepe3 BaTHYIO MPOOKY M KOHIICH-
TPUPOBAHMS HA POTALMOHHOM MCIAPUTENC OCTATOK OYMIIAIM, HMCIONb3ys cucteMy ouucTku Teledyne ISCO c
rpagucHTOM 3monpyomei cucremsl CH,Cl, u EtOAc, yToObI MOMy4YHTh YKA3aHHOE B 3ar0JIOBKE COCIMHCHHUC
(333 wmr, 53%) B BHAC CBETIO-PO30BOTO Macja: "H SIMP (400 MI', CDCL) § 7.66 (d, J=7.6 ', 1H), 7.55 (d,
J=9.8 T, 1H), 7.46 (dd, J=7.6, 5.9 T, 1H), 4.57 (s, 2H), 3.98 (s, 3H), 3.96 (s, 3H), 0.33 (s, 9H); "°F SIMP (376
M1, CDCls) 8 -100.72, -140.12; ESIMS m/z 367 (IM+H]").

IMpumep 33. TIlomyuenme wmerma — 4-aMuHO-6-(2,3-mudrop-4-(TpuMeTHICHINT)PeHUI)-5-PTOop-3-
METOKCUIIUKOIMHATA (coeauHeHue 15)

B 20-M31 MHKPOBOJHOBYHK) €MKOCTh JOOABIUIM METHI 4-aMHHO-6-XJI0P-5-()TOP-3-METOKCHITHKOJIHHAT
(0.80 r, 3.41 mmomb), (2,3-mu(rop-4-(4.4,5,5-Terpameri-1,3,2-1uokcabopoiaH-2-uir)(EeHIT) TPUMETHIICHIAH
(1.28 1, 4.09 mmogb), xapoorat Hatpust (Na,COs; 0.36 1, 3.41 mmoib) 1 PACLy(PPhs), (0.24 1, 0.34 MmMous). 3a-
teM gobasmsum CH;CN (5.7 M) u HyO (5.7 Mi1), B peakIHOHHYIO €MKOCTh IUIOTHO 3aKPBIBAJIH, HATPEBAIH B
MHKPOBOJIHOBOM peakrope Biotage 1o 115°C B teueHue 20 MuH. PeakIHOHHYIO CMECh OXJIQKIANH JO KOMHAT-
HOU Temmepartypsl u pa3dasmuiu EtOAc (10 mum). OpraHu4eckuii Cod OTACSUTH, H BOXHYIO (pa3y 3KCTparupo-
Bam EtOAc (2x2 mur). Opranuyeckue 3KCTPAKThI 00BbEAHHATH, CyIIHaH HAX Na SOy, (uiIbTpoBaIM H KOHICH-
TpUpOBaIH B BakyyMe. CHIpOH MPOAYKT OUMINAIH, HCTOIB3Y s cucreMy ounctku Teledyne ISCO ¢ rpagucHTOM
smoupyromeii  cuctemsl EtOAc ®  rekcaHbl, uToOBI MOMYYHTh MeTHI 4-aMHHO-6-(2,3-mudrop-4-
(TpumeTmcm) peHmn)-5-Prop-3-merokcumukomHar (0.99 1, 75%) B BUOEC TBEPAOTO BEIIECTBA OETIOTO IiBe-
Ta: TemMmeparypa miasieHus 123-125°C; "H SIMP (400 MTI'u, CDCl3) 8 7.32 (ddd, J=7.6, 5.5, 1.1 T'u, 1H), 7.20
(ddd, J=7.7, 4.5, 1.4 T, 1H), 4.60 (s, 2H), 3.98 (s, 3H), 3.96 (s, 3H), 0.41-0.28 (m, 9H); '°F SIMP (376 M1,
CDCly) § -127.39, -127.45, -127.46, -137.48, -137.56, -140.78, -140.85, -140.86, -140.92; ESIMS m/z 383.20
(IM-H]).

Mertun 4-aMuHO-5-(PTOP-3-METOKCH-6-(4~(TPHMETHIICHITHIT ) (DS HIT) TUKOJIMHAT (CoexuHeHue 16)

Hcnonb3yst MeTOAMKY W3 mpuMepa 33, YKa3aHHOE B 3ar0JIOBKEC COCAMHCHHE BBIICISLIM B BHAC TBEPAOTO
BemecTBa KpacHoro 1seta: 'H SIMP (400 MI'u, DMSO-de) § 7.80-7.70 (m, 2H), 7.63 (d, J=8.2 T'w, 2H), 6.49 (s.
2H), 3.85 (s, 3H), 3.77 (s, 3H); '°F SIMP (376 MI', DMSO-dg) § -141.15; ESIMS m/z 349.59 ([IM+H]").

-35-



028844

IMpumep 34. Tlomyuenme Merma — 4-aMuHO-6-(2,5-mudrop-4-(TpuMeTHICHINT)PeHUNI)-5-PTOop-3-
METOKCUIIUKOIMHATA (coeauHeHue 17)

(2,5-Audrop-4-(4.4,5,5-rerpamerui-1,3,2-quokcaboponan-2-wi)penmwn) tpumerwicunad (1.785 r, 4.69
MMOJIb, 82% 4ucTOTa), METUNI 4-aMHUHO-6-XTI0P-5-(Prop-3-MeTokcumukomHar (1 r, 4.26 mmous), Na,CO5 (0.542
r, 5.11 mmomp) u PdCl,(PPhs), (0.299 1, 0.426 mMmous) cycnenauposam B cmecu 3:1 CH;CN (7.99 mi) u H,O
(2.66 MII) B MEKPOBOJHOBOM COCYAC. PCaKITMOHHYI0 CMECh IOABEPTay ACHCTBUIO W3y ueHUA mpu 90°C B Teue-
Hue 20 MuH. Peakuuro KOHTPOIHPOBAIH MOCPSACTBOM TOHKOCOMHON xpomaTtorpaduu (TLC) u Beicoko3(Pdek-
TUBHOH >xunkocTHOH xpomarorpaduu (UPLC). CMech BUMBAIM B Oy HACHIICHHBIN BoaHbIN pacTBop NaCl u
skcrparupoBa EtOAc (3x). OObeIHHEHHBIC OPrAaHUYECKUE CIIOU CYIIHIH Hag Na,SO., QHIbTPOBAIH U KOH-
neHTpupoBad. OCTaTOK OUHIIATH OCpeAcTBOM (umm-xpomarorpaduu (SiO,, ISCO, 120 r koI0HKA, TPATUCHT
rexcaHbp/EtOAC) ¢ mosryyeHHEeM YKa3aHHOTO B 3arojoBke coexuHeHus (0.977 r, 60%) B Buie TBEPIOTO BEINECT-
Ba JKCJITOTO IIBETA: TeMIeparypa miasineHus 137-139°C; '"H ssMP (400 MI'u, CDCls) & 7.23 (dd, J=7.9, 5.1 'Ly,
1H), 7.12 (dd, J=9.3, 4.0 T'm, 1H), 4.60 (s, 2H), 3.97 (s, 3H), 3.97 (s, 3H), 0.33 (d, J=0.8 I'n, 9H); "°F SIMP (376
Ml ', CDCls) 8 -107.12, -121.88, -137.27; ESIMS m/z 384 ([M]").

Mertun 4-aMuHO-5-pTop-6-(2-Prop-4-(TpruME THICHITIT) PEHIT)-3 -METOKCHITUKOIMHAT (CoeauHEHuUE 18)

NH,

Hcnome3ys MeToauky u3 mpuMepa 34, YKa3aHHOE B 3arojOBKE COCIMHCHHE BBLICILLIH B BHAE TBEPAOTO
BEIICCTBA JKETOTO LBETA: TEMIIEpaTypa maBnenus 127-129°C; 'H SIMP (400 MI'u, CDCl3) § 7.56 (t, J=7.2 T,
1H), 7.37 (dd, J=7.5, 0.7 T'u, 1H), 7.26 (dd, J=10.1, 0.8 'y, 1H), 4.57 (s, 2H), 3.97 (s, 3H), 3.96 (s, 3H), 0.28 (s,
9H); "°F SIMP (376 MI', CDCls) 8 -116.17, -137.36; ESIMS m/z 367 ((M+H]").

Ipumep 35. Ilomyuenwme MeTHA 4-aMHHO-6-(4-Opom-2,3-mudropdernn)-5-Prop-3-MEeTOKCHIHKOTHHATA

(coenuneHue 19)
NH: I

Mertun 4-amMuHO-5-(Top-3-MeTOKCH-6-(4-(TpuMeTHICHIILT) peHmT)mukomHaT (300 mr, 0.78 mMMoub) pac-
tBOpsutd B CH3CN (3.9 M) u 3atem no6asmsuta 6pom (0.402 M1, 7.8 MMOITb). PEakiMOHHY 0 CMECh IEPEMEIIIH-
BaJlM MPH KOMHATHOM TeMreparype B TeueHue 12 u. Cmecs paszaemum mexay CH,Cl, (2 mon) u H,O (1 M) u
nmobasmum 10% Na,S,03 (2 mn). Crow pazaersum, u BOAHYIO (pa3y momonHuTeTbHO dkcrparupoBamun CH,Cl,
(3%2 mm). OObeaMHCHHBIC OPTaHUYECKHE SKCTPAKThl Cymmmd Hax Na,SO, M KOHLICHTPHPOBAIH B BAaKyyME.
ITpoxyxkr ounmany, ucmons3ys cucreMy ouuctku Teledyne ISCO ¢ rpaguenToM smoupyromeit cmecu EtOAC u
TeKCaHBI, YTOOBI MOIYyYUTh YKAa3aHHOE B 3aroyioBke coemuneHue (123 mr, 40%) B BHAE TBEPIOTO BemiecTsa Oc-
noro meeta: 'H SIMP (400 MTI'u, DMSO-ds) 8 7.67 (ddd, J=8.3, 6.3, 1.7 ', 1H), 7.40-7.27 (m, 1H), 6.68 (s,
2H), 3.84 (s, 3H), 3.79 (s, 3H); '°F SIMP (376 MI', DMSO-de) § -131.44, -131.45, -131.46, -131.50, -131.50,
-131.51, -131.52, -136.12, -136.14, -136.19, -136.20, -136.22, -136.26, -136.28, -138.65, -138.72; ESIMS m/z
392.06 (IM+H]M.

Coenunenus 20-22 B Tabin. 1 cHHTE3MpOBAIH, Kak B puMepe 35.

Ipumep 36. Ilomyuerune Metun 4-aMuHO-5-(hTOP-6-(4-H0mM0(PEHMT)-3-METOKCHITHKOIHHATA (COCTHHCHIE
23)

NH, |
e}

AV

1
Mertun 4-amuHO-5-(hTOp-3-MeTOKCH-6-(4-(TpHMeTIIICHIAT) peHmT) muKommHaT (239 Mr, 0.686 MMOIIB) pac-
TBOpsUH B 1,2-nuxnopatane (3.4 M) u MoHOXsopuae Homa (78 mxi, 1.557 MMoub). PeakimoHHY 0 CMeCh Iepe-
MEIIHBAIK PH KOMHATHOM Temnepatype B TeueHue 48 u. Cmech racumn 10% Na,S,0;5 (2 M) 1 mepeMemBaIm
IpU KOMHATHOH Temmeparype B TeueHne 1 4. Cmecsh sxcrparuposamu CH,Cl, (3x5 mit), n 00beAHHEHHBIE Opra-
HHUYCCKHE SKCTPAKTHI Cymmid Hax Na,SO, U KOHICHTPHUPOBAIH B BakyyMe. [IpoayKT ouMInamm moCpeaCTBOM

-36 -



028844

RP-HPLC (CH5CN/H,0) ¢ BBIX0A0M YKa3aHHOTO B 3arojioBke coeauHeHud (270 mr, 98%) B BUAC TBEPAOTO Be-
mecTBa oparkeBoro meeta: 'H SAMP (400 MI'm, DMSO-ds) § 7.86 (d, J=8.5 T', 2H), 7.65-7.53 (m, 2H), 6.54 (s,
2H), 3.86 (s, 3H), 3.77 (s, 3H); '°F SIMP (376 MI', DMSO-de) 8§ -140.64; ESIMS m/z 403.61 ([M+H]").
Coemuuenma 24-28 B T1abn. 1 w wMetmn  4-amMuHO-6-(4-xmop-2,3-muropdpermn)-S-prop-3-
METOKCUIIUKOJIMHAT CHHTE3UPOBAJIH, KaK B mpuMepe 36.
ITpumep 37. TomyuyeHue MeTun 4-aMuHO-5-(Top-6-(4-popmundenin)-3-METOKCUITUKOINHATA (COCTUHE-
Hue 29)

Ox O

B 5-m1 Ge30omacHBIf MHKPOBOJTHOBBIH JOOABIAIM METHI 4-aMHHO-6-XJIOP-5-QTOP-3-METOKCHITHKOTHHAT
(0.400 1, 1.705 mmoums), 4-(4.4,5,5-trerpamerun-1,3,2-guokcadoponan-2-uwa) OcHzampaerun (0.435 r, 1.875
mmogb), KF (0.297 1, 5.11 mmons) u PACL(PPhs), (0.120 1, 0.170 mmous). Jodasmsum cmech H,O (1 M) u
CH;CN (2 mun), 1 peakIHOHHBIN COCY I 3aKPhIBAIM M MMOMCEINATH B MHKPOBOJIHOBBIN peakTop-uHuImarTop Biotage
Ha 20 vuH npu 115°C ¢ BHemHuM uHppakpacHbM (IR)-gaTyukoM 111 KOHTPOJISI TEMIIEPATy pbl C OOKOBOM CTCH-
ku cocyaa. [Tocne OXmaxIeHUS 10 KOMHATHOH TEMIIEpaTy phl peakuuoHHYk0 cMech pasdasmsum CH,CL, (25 o)
u H,O (25 M), u opraHuveckuii Cio# (PUIBTPOBAIH YEPE3 BATHYIO MPOOKY. JIOMOMHUTEIBHYIO IKCTPAKIHIO C
ucnombs3oBanueM EtOAc (25 mi) o6senunsmu ¢ CH,Cl, u mpoaykr cymmmu Hag Na,SO,4 (50 1). ITocne ¢uibt-
pauuu 0ObeIUHEHHBIX OPraHMYECKUX (a3 uepe3 BaTHYIO MPOOKY M KOHICHTPHPOBAHKE HA POTALHOHHOM HCIIA-
pHUTEIe, OCTATOK OUHMINAH, HCIOJB3YA cucteMy ouucTKH Teledyne ISCO ¢ rpamueHTOM 3IIOHPYIOMICH CMECH
CH,Cl, u EtOAc, 4ro0bI IOIy4HUTh YKA3aHHOE B 3arojioBke coeauHeHue (335 mr, 65%) B BUAE TBEPAOTO BEIIC-
CTBA JKEITOBATO-KOPHYHEBOIO LBETA: "H SIMP (400 MI', CDCls) § 10.08 (s, 1H), 8.09 (dd, J=8.3, 1.5 I'u, 2H),
8.03 -7.93 (m, 2H), 4.62 (s, 2H), 4.00 (s, 3H), 3.98 (s, 3H); '°F SIMP (376 MI', CDCl5) § -139.69; ESIMS m/z
305 ([M+H], 303 (IM-H]).

ITpumep 38. ITomxyueHue MeTu 4-aMUHO-6-(4-3THHUI(EHIT)-5-PTOP-3 -METOKCUITUKOIMHATA (COCTUHCHHUC
30)

B 20-Mn  peakmMOHHBIH  cocyd  A00ABLIH  METHI  4-aMHHO-5-()TOp-6-(4-(hopmuadeHmn)-3-
metokcumuakoauar (0.41 r, 1.347 mmoms), K,CO; (0.372 1, 2.69 mmoms) 1 CH;OH (20 mur). 3atem qo0aBmsum
aumetun 1-auaso-2-oxconponmidpocdonar (0.311 r, 1.617 mmounp) oxHo# mopuuei. [Tocne nepeMemuBanus B
TeUCHHE 4 4 PEaKIMOHHY cMech pa3dasisuma Et,O (50 i) u mpomsisamu 5% NaHCO; (25 mur). OpraHuueckuit
caoit cymmmu Hag MgSO, (5 1), GuisTpoBanu 1 KOHICHTPUPOBAIH HA POTAMOHHOM HcTapuTene. [1onyueHHbIN
OCTAaTOK OYHMINAIHM, HCHOIb3ys cucreMy ouucTkH Teledyne ISCO ¢ cucremol IpaJHeHTHOTO 3IFOMPOBAHMA
CH,Cl, u EtOAc, 4T0o0BI MOMyYHTh YKA3AHHOE B 3arojI0BKe coeauncHue (297 mr, 73%) B BUAE TBEPAOTO BELIC-
cTBa He coBceM Oeroro usera: 'H SIMP (400 MI'u, CDCLs) 8 7.93-7.85 (m, 2H), 7.62-7.53 (m, 2H), 4.57 (s, 2H),
3.98 (s, 3H), 3.96 (s, 3H), 3.15 (s, 1H); '°F SIMP (376 MI'u, CDCls) § -139.97; ESIMS m/z 301 ([M+H]"), 299
(IM-HT).

ITpumep 39. Ilomyuenue metun 4-aMuHO-6-(4-XI0p(heHMT)-5-PTOP-3-METOKCHITMKOIMHATA (COCAUHCHHUE
31)

Cl
K pactBopy Mermn 4-aMHHO-6-XJIOP-5-(rop-3-MeTokcumukomuHata (200 mr, 0.852 mmoms) B CH3;CN
(1.246 mm) u H,O (1.246 mm) pobGasmsumu 2-(4-xnoppennn)-1,3,2-auokcabopunan (251 mr, 1.279 mmoms), KF
(149 wr, 2.56 mmoup), mamtaawsi(Il) amerar (PA(OAc),; 19.14 mr, 0.085 mmomas) u tpuderuadochun-3,3',3"-
TPHCY Tb(POKUCTOTH TPHHATPHEBYIO cob (100 Mr, 0.170 MMO7B). PeaknoHHYI0 CMeCh 3aTeM HArpeBald B Ha-
CTOJIPHOM MHKPOBOJIHOBOM peakrope Biotage mpu 150°C B TeueHne 5 MuH. PeaknuoHHYI0 cMeCh pa30aBiud
CH,Cl, u mpomsmamu H,O. Opranmueckuii cioit otaemsum, cymmmd Hag MgSO,, GuIbTpoBatd U KOHICHTPH-
poBamu. ChIpoi OCTATOK OYHMINAIH MOCPEACTBOM HOPMaIbHO-(a30BOM xpomarorpaduu (dmouposanue 10%
EtOAc/40% CH,Cl1y/50% rexcaHsl), 4TOOBI MOJIYYHTh YKAa3aHHOE B 3arojioBke coeauucnue (191 mr, 72.1%) B
BHJIC TBEPJOTO BEIIECTBA JKSITOBATO-KOPHYHEBOTO IIBETA: TeMIepaTypa mmaBnenusa 93-94°C; 'H SIMP (400
MTI 1, ateron-dg) 8 7.96 (dd, J=8.8, 1.4 'y, 2H), 7.57-7.49 (m, 2H), 5.93 (s, 2H), 3.92 (s, 3H), 3.91 (s, 3H), ES-
IMS mv/z 311 ([M+H]"), 309 ([M-H]).
Coenunenue 32 u3 Tabn. 1 cuHTE3HpOBANH, KaK B mpuMepe 39.
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IMpumep  40. TIlomyuenme  metun  4-amMuHO-0-(4-x10p-2-(rop-3-(1-dpTopaTum)penun)-5-prop-3-
METOKCUIIUKOIMHATA (CoeaAuHEHHE 33)

NH; |

Metun 4-amuHO-6-X710p-5-pTop-3-MeTokcunukomuHar (0.400 r, 1.705 mmomns), 2-(4-xmop-2-¢rop-3-(1-
(roparwn)penmn)-4,4,5,5-rerpameTin-1,3,2-1ruokcadboposia (MoJIyYCHHBIH, kKak omucaHo B W(02009029735 Al
20090305; 0.671 r, 2.216 mmoms), PAC1,(PPh;), (0.120 1, 0.170 mmous) u KF (0.258 1, 4.43 MMoIB) OOBECIHHSA-
m co cMechio 1:1 CH3CN (2.84 M) u H,O (2.84 mur). PeakimoHHY!0 CMECh TMOJBEPIaiy U3IyUYCHUIO B MHKPO-
BOJHOBOM peakrope Biotage mpu 115°C B mioTHO 3aKkphITOM cocyae B TeueHUE 20 MuH. OXIQKIACHHYIO PeaKLu-
OHHYIO cMech pasaerumu Mexay EtOAc u H,O. Opranmueckyio (pasy cymmim u KOHUCHTpUpoBamd. [Ipoaykr
ounImamy mocpeactsoM (mam-xpomartorpapun (SiO,, rpamucHT 5-40% EtOAC B rekcane), 4ToOBI IMOJIYYUTH
yKazaHHoe B 3arojoBke coexuHcHHe (0.545 1, 81%) B BHIEC JHMIKOTO TBEPAOTO BEIIECTBA KOPHYHEBO-
opamxkeporo mseta; 'H SIMP (400 MTI', CDCls) 8 7.53-7.46 (m, 1H), 7.29 (dt, J=8.4, 1.1 T'u, 1H), 6.39-6.03 (m,
1H), 4.61 (s, 2H), 3.97 (d, J=2.1 T, 6H), 1.85-1.68 (m, 3H); "°F SIMP (376 MI'u, CDCls) § -113.81, -113.87, -
113.90, -113.95, -137.05, -137.14, -175.47, -175.52; ESIMS m/z 375 ([M+H]"), 373 (IM-H]).

CoemuuecHus 34-43 u 69 u3 Tabn. 1 cunTe3uposany, kak B mpumepe 40.

ITpumep 41. INomxyuenne MeTHa 4-aMHHO-5-XI0P-6-(4-XI0p(PEeHUIT)-3-METOKCH-TIMKOIMHATA (COCAUHCHHUE

44)
NH,
ai A0
|
NZ SO

Cl
B 5-M1 MEKPOBOJHOBBIH COCY ] JOOABIIUTH METHI 4-aMHHO-6-0pOM-5-X10p-3-MeTOKCHITHKOIHHAT (200 M,
0.677 mmoms), 4-xmoppeHmnooporoByro kuciaory (116 mr, 0.744 mmoms), KF (102 mr, 1.760 mMMmoip) u
PdCl,(PPhs), (48 mr, 0.068 Mmmois). 3atem gobasmsumu CH3CN (1.1 mm) u H,O (1.1 Mu1), M peakuuOHHBIH COCY T
IJTOTHO 3aKPBIBAJIH U HaTPEBaM B MHKPOBOJIHOBOM peakrope Biotage mpu 115°C B Teuenue 20 muH. PeakimoH-
HYI0 CMECh OXJIXKIATH J0 KOMHATHOM Temmeparypsl u paz0asmsimi EtOAc (3 mu). Opranmueckyro (asy oTae-
sk, BOAHYK (asy mpombmBamu EtOAc (2x2 mua). OpraHH4ecKue SKCTPAKThl OOBCAWHSIM, CYLIMIH HAX
Na,S0O,, puasTpoBaIN M KOHICHTPUPOBAIH B BaKyyMe. CHIPOH MPOAYKT OUMINAIIH, HCIOIB3Y S CHCTEMY OUHCT-
ku Teledyne ISCO ¢ cucremoit rpagueHToro 3mouposanus EtOAC U rekcaHbl, YTOOBI MOJTYyYUTh YKA3aHHOC B
3aronoBke coenureHue (106 Mr, 47%) B BHAE TBEPIOTO BEHIECTBA OCNIOTO LBETA: TEMIICpPATypa IuaBaeHua 139-
141°C; 'H AMP (400 MI', DMSO-dy) 8 7.60-7.54 (n, 2H), 7.54-7.47 (m, 2H), 6.68 (s, 2H), 3.84 (s, 3H), 3.77
(s, 3H); ESIMS m/z 326.00 ([M-HJ).
ITpumep 42. Tonyuenue 4-aMuHO-6-(4-X10p-2-(hTOP-3-METOKCUPEHUT)-5-(PTOP-3-METOKCUITUKOIHHOBOM
KHUCJIOTHI (coeAuHCHHE 45)
NH, |
%0

Mertun 4-amMuHO-6-(4-X110p-2-(PTOp-3-MeTOKCHPeHIN)-5-(Top-3-MeToKcHmuKoauHAT (0.77 1, 2.15 MMOIIB)
pacteopst B8 CH3OH (14 M) u mo6asmsimm 2H. ruapokcun Hatpust (NaOH; 4.3 mur). PacTtBop mepemenmBaiu
NP KOMHATHOH TeMmeparype B TeueHue Houw, okucsu 2H. HCl u koHIeHTpupoBam, YyTo0b! YIATHTh 00JIb-
nryro yacth CH;OH. Ocanok, xoTophiii 00pa3oBbIBaiCs, OT(HILTPOBbBAIY, mpoMmbiBaad H,O u cynmmmi mozx
BAKYYMOM, YTOOBI IOJIyYUTh YKA3aHHOC B 3arojIOBKE COCTMHECHHE B BHAC TBEPAOTO BemecTa (668 mr, 90%)
Georo mBeTa: TemmepaTypa miasienus 143-146°C; 'H SIMP (400 MT'u, CDCl3) 8 7.30 (dd, J=8.5, 1.6 T'n, 1H),
7.19 (dd, J=8.4, 6.8 T, 1H), 4.83 (s, 2H), 4.07 (s, 3H), 4.02 (d, J=1.1 T'w, 3H); "°F SIMP (376 MI'n, CDCL3) §
-128.66, -128.74, -134.93, -135.01; ESIMS m/z 345 ([M+H] "), 343 ([M-H]").

Coenunenus 46-65 u 70-71 u3 Tabn. 1 cHHTE3UpOBANH, Kak B IpuMepe 42.

[Tpumep 43. [MonyueHue OCH3HI 4-amuHO0-6-(4-x710p-2-()TOP-3-METOKCU(PESHIT)-5-(PTOP-3-
METOKCHITUKOJIUHATA (COCTUHECHHUE 66)

NH, |
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K pactBopy 4-amun0-6-(4-x510p-2-(TOP-3-METOKCHPEHIT)-5-()TOP-3-METOKCHITUKOTMHOBOH  KHCJIOTHI
(140 wr, 0.406 mmoms) B DMSO (1.354 mn) gobasmsumu K,CO; (67.4 mr, 0.487 MMouts) 1 (OpoMMETHIT)OEH30TT
(76 mr, 0.447 mmouts). PeakumonHy o cMech Harpepamu mpu 100°C B TeUCHHE 5 MUH B MHKPOBOJTHOBOM PEAKTO-
pe Biotage. Peakunonnyro cmech 3ateM paszdasmsum H,O u skctparuposamu CH,Cl,. Opranmdaeckue S5KCTpaKThI
OTACJUTH OT BOJHOTO CJ0A B (pazoBoM cemaparope Biotage. Opranuueckuil Clioi 3aTeM KOHIICHTPHUPOBAIH, U
OCTAaTOK OYHIIATH MOCPEACTBOM (hmm-xpomarorpaduu (3mouposanue 0-50% aneToH B IEKCaHAX), YTOOBI IMO-
Jy4uTh TBepAoe BemecTBo (125 Mr, 69%) Genoro mBeTa: Temmeparypa miasrerns 119°C; 'H SMP (400 MI'w,
aueton-dg) 6 7.56-7.49 (m, 2H), 7.43-7.27 (m, SH), 5.98 (s, 2H), 5.40 (s, 2H), 3.97 (d, J=1.1 T'y, 3H), 3.85 (s,
3H), ESIMS m/z 436 ([M+H]"), 434 ([M-H]).

ITpumep 44. Ilomyuenue 31uUn 4-aMuHO-6-(4-x1m0p-2-(Topdhenmn)-3-(2,2,2-TpudTop-3TOKCH)MTHKOIUHATA
(coenuneHue 67)

NH, Fe
F “ O\/kF
N I (8]
N
T

Cl

K cmecu 2,2, 2-tpudroparanona (3.9 mu) u K,CO; (54 mr, 3.9 mmous) nobasmamu (E)-stun 3-Opom-6-(4-
X10p-2-¢proppenmn)-4-(((METHICY Tb(OHIIT)OKCH ) UMHHO)- 14,5, 6-TeTparuAPONUKOIHHAT (TIOJYUCHHBIH COTJIac-
HO Renga, J.M. et al. [ly6mukanus 3assku CIIIA 2010/0311594 Al, mexabps 9, 2010 r; 450 mr, 1 MMOIB).
CwMmecs nepememmBanu B TeueHue 30 MuH, 3ateM pazdasium Et,O u mpomsisamu 1 M HCL. Opranmyeckue 3xc-
TpakThl cymmm Hax Na,SO,, QHITpOBATH H KOHICHTPHPOBATH B BakyyMe. OCTaToK OYHINAIH IMOCPEACTBOM
(pmm-xpomarorpaduu (3rouposanue 0-50% EtOAc/rekcaHsl, ¢ IOIYYCHHEM HE COBCEM OCIIOTO TBEPAOTO BE-
mectBa: (190 mr, 74%): Temneparypa miasinerusa 123-135°C; 'H SIMP (300 MI', CDCls) 8 8.00 (t, J=8.5 ',
1H), 7.23 (m, 3H), 7.15 (dd, J=11.1, 2.0 I'u, 1H), 4.59 (s, 2H), 4.46 (m, 4H), 1.44 (t, J=7.1 T'u, 3H); ESIMS m/z
393 (IM+H]", 391 (IM-H]).

CoemuncHue 68 u3 Taba. 1 CHHTE3UpOBATH, KAk B mpumepe 44.

[Tpumep 45. IonyuyeHue METHI 4-aMHUHO-3-METOKCH-0-BUHUIMMKOJIMHATA (COeAMHEHUE 85)

NH,
O
NN O
O

Metun 4-amuH0-6-0pom-3-MetokcunukoauHaT (1 r, 3.83 mmoins), TpuOyTun(Buaum)cranHan (1.822 r,
5.75 mmoump) U Ouc-(rpuderundpochun)nanmaauii(Il) xmopun (0.403 r, 0.575 mmons) B DCE (auxmopsrtaH)
(12.77 mu) nepevemmusanu npu 70°C B TeucHue HOUn. CMech a0COPOMPOBANTH HA LEIUTE U OUYHMIIATIH TICPEACT-
BOM KOJIOHOUHOH (hmam-xpomarorpaduu (ISCO, SiO, 40r, rexcan/EtOAc rpaguent 100:0 xo 0:100), uytoOs
TOJIYYUTh METHI 4-aMHUHO-3-METOKCH-0-BHHUIMUKOUHAT (263 Mr, 1.263 MMomb, 33% BBIXOI) B BHAC JKEITOTO
macma. EIMS m/z 208; 'H SIMP (400 MI'u, CDCly) § 6.86 (s, 1H), 6.71 (dd, J=17.6, 10.9 T, 1H), 5.98 (dd,
J=17.6, 1.0 T, 1H), 5.42 (dd, J=10.9, 1.0 T, 1H), 4.45 (s, 2H), 3.97 (s, 3H), 3.87 (s, 3H). '°C SIMP (101 MI'r,
CDCl3) 8 165.94, 152.06, 148.02, 143.34, 141.60, 136.73, 118.02, 108.63, 61.49, 52.84.

Ipumep 46. IMony4yenne MeTHa 4-[0uc-(TpeT-0y TOKCHKAPOOHHUIT)aMHHO | -6-3T€HHII-3 -METOKCHITH PHIUH-2 -

KapOoKcHiIaTa
SR L
07 N0
S O\

SN

P 0\
0

K pacrBopy Metun 4-amun0-3-MeTOKCH-6-BuHIIIHKOIMHATA (0.263 1, 1.263 MMoib) B DCE (6.32 M) mo-
Oapmsun au-TpeT-OyTin aukapOoHat (0.827 1, 3.79 mmoms) u N N-gumerunmnupuaus-4-amud (0.023 r, 0.189
MMOJIb). PeakiimOHHY 0 cMech epeMENIHBAIN IPH KOMHATHOH Temmeparype B TeueHue Houn. Cmeck abcopOu-
POBAJIM HA LCIMTE W OYHUINAIH MOCPEACTBOM KOJOHOUHOW (pmam-xpomarorpapuu (ISCO, SiO;, 24 r, rek-
car/EtOAc rpamment 100:0 mo 0:100), yroObl modyuuts METHI 4-[OHC-(TpeT-OyTOKCHKAPOOHMII)aMHHO |-6-
3TCHUJI-3-METOKCUITMPUINH-2-KkapOoxcumar (382 mr, 0.935 mMouts, 74.0% BbIX0I) B BHAE OECIBETHOTO MAacia.
ESIMS m/z 409 ([M+H]"); 'H SIMP (400 MI'n, CDCl3) 8 7.30 (s, 1H), 6.81 (dd, J=17.5, 10.9 I', 1H), 6.08 (d.
J=17.4 T, 1H), 551 (d, J=11.1 T'w, 1H), 3.99 (s, 3H), 3.86 (s, 3H), 1.42 (s, 18H).
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ITpumep 47. IToxyueHue MeTHI 4-[0HC-(TpeT-0y TOKCHKAPOOHIIT)aMHUHO | -6-(OpMII-3-METOKCUITUPUTUH-2 -

KapOokcuiIaTa
O 0O
S A K

O
o NP O
O

O30H OapboTHpoBanu uepe3 pacTBOp MeTud 4-[Ouc-(TpeT-0y TOKCHKAPOOHUII)AMUHO|-6-3TCHIII-3-
METOKCHITUpUANH-2-kapookcmiara (0.382 r, 0.935 mmomns) B CH,Cl, (9.35 M) mpu -78°C 1o Tex mop, moxa pac-
TBOP HE CTAHOBHJICS rosryOsM. Kucopon 6apboTHpoBaiu Yepe3 peakUOHHY 0 CMECh 10 TEX TOP, MOKA PacTBOP
HE CTAHOBUIJICS JKEITHIM, U J00aBsmH Tpudenmnpocun (0.294 r, 1.122 mmomas). PeakuuoHHyI0 CMECh OCTaB-
JUUTH HATPEeBaThCS IO KOMHATHOHM TEMIIEPATyphl U MEPEMEIIUBAIH B TCUCHUE HOYM. PEaKIIMOHHYIO CMECH 3aTEM
abcopOupoBaAIM HA LEIUTE, OCTATOK OYHINAIK MOCPEACTBOM KOJIOHOUHOH (pm3m-xpomarorpaduu (ISCO, SiO,
24r, rexcaHp/EtOAc  rpamment 100:0 go  0:100), wuroOGsr momyuuth MeTHI  4-[OuC-(TpeT-
Oy TOKCHKApOOHIIT)aMHHO | -6-(OPMHI-3-METOKCHITUPU AHH-2 -KapOokcuaar (279 wmr, 0.680 mmoms, 72.7% BbI-
X0M) B BHAE CBET/IO-kenroro Macia. ESIMS m/z 411 (IM-H]): '"H SIMP (400 MT'u, CDCl3) § 10.03 (s, 1H),
7.88 (s, 1H), 4.05 (s, 3H), 3.95 (s, 3H), 1.43 (s, 18H).

ITpumep 48. ITomyyeHue 4-aMHHO-6-(TUYTOPMETHIT)-3-METOKCHITUKOIMHATA (COCAUHECHHUE 92)

NH,

F s}

K oxmaxmennomy g0 0°C pactBopy Metun 4-[Ouc-(TpeT-Oy TOKCHKAPOOHIIT)aMHHO |-6-()opMmI-3-
MeTOKCHUpuAnH-2-kapookcmiara (0.279 1, 0.680 mmoas) B CH,Cl, (2.72 mu) modasmsumu aeokcodrop (DE-
OXO-FLUOR®) (0.251 mm, 1.360 mmouns). Cmech nepememusamu npu 0°C B TeueHHe 14 (OKOHYAHHE PEAKLHU
ompenesui, ocHOBBIBAACH Ha JaHHBIX TLC u LC). 3arem mobasmum TFA (1 M), M PEakMOHHYIO CMECh OC-
TaBJIIM MCAJICHHO HATrpeBATHCA A0 KOMHATHOH TEMIICPATYPhI U NCPEMCIINBAIA B TCUCHUC HOYH. CmMech BBLIH-
Bamu B NaHCO; u sxctparuposamu EtOAc (2%x). OObeaIMHECHHBIC OpPraHUYCCKUe Ciou cymmmu Hax MgSO,,
(punsTpoBamM M KOHICHTPHPOBAIH. OCTATOK OYHINATH IMOCPSACTBOM KOJIOHOUHOH (mm-xpomarorpaduu (IS-
CO, SiO; 12r, rexcanbl/EtOAc rpaguent 100:0 mo 0:100), 4r00bI HOIYUHUTH METHI 4-aMHHO-6-(THPTOPMETIIT)-
3-meroxcunukouHaT (89 mr, 0.383 mmoub, 56.4% BBIXOJ) B BHIAC TBEpAOTO BemecTa Oesoro nsera. ESIMS
m/z 233 (IM+H]"); 'H SIMP (400 MI', CDCls) § 7.06 (s, 1H), 6.54 (t, J=55.4 T'n, 1H), 4.69 (s, 2H), 3.98 (s.
3H), 3.90 (s, 3H); "F SIMP (376 MI', CDCL3) § -114.65.

ITpumep 49. INonyyenue 4-aMuHO-6-(1-3TOKCHBHHII)-3-METOKCUITUKOIMHATA

NOs
IN, oo

o} o}

A

Metun 4-aMHHO-6-OpOM-3-METOKCHIUKOIHHAT (2 T, 7.66 MMOJb), TPpHOYTHI(1-3TOKCHBHHHI) CTAHHAH
(4.15 1, 11.49 mmomnp) u 6uc-(tpudpenunpochun)namaauii(ll) xmopux (0.807 r, 1.149 mmons) 8 DCE (19.15
MJI) IIEPEMEIHBAIIY NIOJ MUKPOBOIHOBBIM m3myuyeHHeM (120°C, 30 mun). Peaxmua He Obuta 3aBepiuena (LC).
JlomomHuTETPHO 100aBsuH peareHT 0J10B0 (1 3kB.) u katamm3arop majwtaguid (0.15 3kB.), U PEAKIHOHHYIO
CMECh IEPEMEIIUBATH 10 MHKPOBOTHOBBIM m3yucHHEM (120°C, 30 mun). CMech aOCOPOHPOBAIH HA LCTHTE H
OYHMINANK MTOCPSACTBOM KOJOHOUHOM (hmam-xpomatorpaduu (ISCO, SiO, 80 r, rpaguent 100:0 mo 0:100 rex-
can/EtOAC), uroOBl MOTyYHTh METHI 4-aMHHO-6-(1-3TOKCHBUHII)-3-MeTOKCHITUKOIHHAT (1.68 T, 6.66 MMOIB,
87% BBIXOI) B BHIC TBEPAOTO BEINECTBA KEATOro IBera. Temmeparypa miasneHus 72-73°C; EIMS m/z 253
(IM+H]"); 'H SIMP (400 MT'i, CDCL3) § 7.15 (s, 1H), 5.34 (d, J=2.0 T'm, 1H), 4.45 (s, 2H), 4.31 (d, J=1.9 T'n,
1H), 3.96 (s, 3H), 3.92 (q, J=7T'u, 2H), 3.86 (s, 3H), 1.41 (t, J=7.0 I'y, 3H).

ITpmmep 50. TToayuenue MeTH1 6-aueTUI-4-aMHHO-3-METOKCHITUKOJINHATA

NH,
SN2 N
NTYOS
o] o]

K pactBopy merun 4-amMuHO-6-(1-3TOKCHBHHINT)-3-MeTOKCUNIUKOMMHATA (1.68 1, 6.66 MMomb) B THF (44.4
MJT) 100ABIBLIH 2H. PACTBOP XJIOPUCTOBOJIOPOIHOM KHUCIOTHI (6.66 M1, 13.32 MMoutb). Mo10uHO-0CTBII pacTBOP
NEPEMEIMBAIN IIPU KOMHATHON TEMIIEPAType B TCUCHHE HOYH. PEaKIMOHHYIO CMECh YHCTO JKEJITOTO I[ETa KOH-
nentpupoBani. Ocrarok BeumBaau B NaHCO; u skctparuposaau EtOAc (3x). OObeIMHCHHBIC OPTaHHICCKUC
ciou cynmmd Hag MgSO,, GHIbTpoBaIy, KOHICHTPHPOBATIH M CYLIHIN B BAKYYME, YTOOBI HOJIYIUTh METHT 6-
aneTun-4-aMuHO-3-MeTokcHmUKOIHHAT (1.55 1, 6.91 MmO, 104% BBIXOT) B BUAC TBEPAOTO BELICCTBA OPAHIKE-
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BOTO IIBETA, KOTOPOE HCMOIb30BATH O3 JOMOJHHUTCIIFHOH OUYUCTKH Ha cieayromeM stane. ESIMS m/z 223 ([M-
H]); 'H AMP (400 MTI'u, CDCls) § 7.47 (s, 1H), 4.59 (s, 2H), 4.01 (s, 3H), 3.90 (s, 3H), 2.67 (s, 3H).
ITpumep 51. IToxyvyenue Metun 4-aMHHO-6-(1-rHAPOKCHITII)-3-METOKCHITUKOIMHATA
NH,
O
NTNOS
OH O
K oxmaxxaennomy 10 0°C pacTBOpy METHI 6-aueTHI-4-aMHHO-3-MeTokcumukoauHaTa (0.75 1, 3.35 MMoI1B)
B MeOH (11.15 mum) mobasmsm 6oporuapun Hatpus (0.127 1, 3.35 MM0IIb) MOPUHOHHO. PEaKIIMOHHYIO CMECh
NepeMEIINBAIIY TIPH KOMHATHOH Temmepatype (koHTposmposanue mo TLC). CrmycTs 2 4 peakIHOHHYIO CMECh
pputuBad B NaHCO; u skctparupoBamu EtOAc (2x) u CH,CL, (1x). O0BbeauHCHHBIC OPTaHUYCCKUE CIIOH CY-
i Hag MgSO., GrbTpoBai, KOHIECHTPHPOBAM U CYIIWIH B BAKYYME, YTOOBI OIYYHTh METHI 4-aMUHO-6-
(1-rugpoxcuatmn)-3-meTokcunukoauHat (0.548 r, 2.422 mmoub, 72.4% BBIXOX) B BHAC KOPHIHCBOTO Macia,
KOTOPOE HCIOJIB30BANH Ge3 JOMOTHHTCIHHON OYHCTKH HA cleayromeM stane. 'H SIMP (400 MI'u, CDCLy) §
6.72 (s, 1H), 4.76 (q, J=6.4 T'u, 1H), 4.52 (s, 2H), 3.96 (s, 3H), 3.94 (s, 1H), 3.86 (s, 3H), 1.45 (d, J=6.5 ', 3H).
ITpumep 52. Iomyyenue MeTui 4-aMuHO-6-(1-GropaTint)-3-MeTOKCHITHKOIUHATA (COeTUHEHHE 83)

Dt
N
F (0]

P~ O\

K oxmaxnennoit mo -10°C (mex + NaCl) cycnemsum wetun  4-aMuHO-6-(1-THAPOKCHATH)-3-
MerokcunukoanHata (0.3 1, 1.326 MMouts) B Xaopodopme (6.63 mir) 100aBIUTH MO KAIULIM TPUQIATHYEO KHCIIO-
1y (0.141 M1, 1.591 Mmous), conproskaas Deoxo-Fluor® (0.257 mur, 1.392 mmous). CyCHeH3HIO EPEMEIIHBATH
npu -10°C (LC xonTpoas). Crycrs 2 4, peakuuoHHy10 cMech BoutuBam B NaHCO; u axctparuposamu EtOAc
(3%x). OOBeAMHCHHBIC OpraHUYCCKUE CJIOM cynman Hag MgSO,, (uibTpoBaIH M KOHICHTpHpOoBAH. OCTAaTOK
OYHINAIH ITOCPEACTBOM KOJOHOUHOH (ummi-xpomarorpadpun (ISCO, SiO, 24 r, rpaguent 100:0 go 0:100 rek-
can/EtOAc), uro0Obl monyuuth MeTHI 4-amMuHO-6-(1-(pTopaTmn)-3-merokcunmukomHar (175 mr, 0.767 MMOmb,
57.8% BbIxX0a) B BHAE TBEpAOro BemecTra 0emoro usera. ESIMS m/z 227 ([M-H]); 'H SIMP (400 MI', CDCl5)
5 6.91 (s, 1H), 5.59 (dq, J=47.6, 6.3 T'u, 1H), 4.53 (s, 2H), 3.97 (s, 3H), 3.87 (s, 3H), 1.62 (dd, J=24.6, 6.4 T'w,
3H); "°F SIMP (376 MI', CDCl) § -176.20.

ITpumep 53. INomyyenue 4-aMuHO-6-(1-OTOPITHI)-3-METOKCUITHKOIMHOBON KUCTIOTHI (CoeTUHEHUE 84)
NH,
D
N OH
F O
K pacteopy merun 4-amuno-6-(1-propatun)-3-merokcunuxonunara (0.125 r, 0.548 mmouns) B THF (2.74
i) 1 MeOH (2.74 mum) moGasmsimu 2H. pacTBop ruapoxcuga Hatpust (0.822 My, 1.643 Mmons). PeakunoHHyI0
CcMech nepeMenmBam npu koMHaTHOH Temmepatype (LC xonTposs). Ciyctd 4 4, peakHOHHYI0 CMECh OKHCIIS-
mu 2H. pacteopoM HCI (1 M) u 3aTeM KOHLEHTPHPOBAIH Ha POTOPHOM BaKyyMHOM ucmapurelne. [lomyueHHOE
TBEPAOE BEIIECTBO 0esioro nBera pacTBopsumd B DMF + HECKOIBKO Kameslb BOABI H OYHINATIH HOCPEACTBOM IIpe-
napatuBHOH HPLC (oOpamenno-(paznas BOXKX, C18 ko0HKa), 4T00BI MOMyUnTh 4-aMuHO-6-(1-ropaTmm)-3-
METOKCHITHKOJTHHOBYK) KUCIOTY (98 wmr, 0.458 mmounb, 84% BBIXO) B BHAE TBEPAOTO BEHICCTBA OPAH)KEBOTO
usera. ESIMS m/z 213 ([M-H]); 'H SIMP (400 MI', DMSO) 8 9.06 (s, 1H), 6.82 (s, 1H), 6.47 (s, 2H), 5.49
(dq. J=47.7, 6.3 T, 1H), 3.69 (s, 3H), 2.51 (d, J=24.0 T, 1H), 1.52 (dd, J=24.5, 6.4 T, 3H); '°F SIMP (376
MI ', DMSO) d -171.64.
Ipumep 54. IMonyvyeHne MeTHI 6-aneTuI-4-[Ouc-(TpeT-0y TOKCHKAPOOHIIT)aMHHO | -3 -ME TOKCHITH PHIUH-2 -

KapOoKcHiIaTa
0 0
S A ALK

x O
| NN
0 0
K pacrBopy merun 6-auermia-4-amuHO-3-Merokcunukoanaara (0.800 r, 3.57 mmoins) B DCE (11.89 mu)
nobasmsuy Ju-TpeT-Oy Trit aukapOoHar (2.336 r, 10.70 mmogsp) u N,N-mumerunmmupuana-4-amus (0.065 r, 0.535
MMOJIb). PeakimoHHy 0 cMech NepeMENIMBAIN IPH KOMHATHOH Temmeparype B TeueHue Houn. Cmeck abcopOu-
POBAJIH HA LEIUTE M OYHINAIM MOCPEACTBOM KOJOHOUHOM (hmm-xpomatorpaduu (ISCO, SiO,, 40r, rpagueHT
100:0 mo 0:100 rexcaw/EtOAc), 4yToOBI MOIYYHTh METHI 6-aneTUI-4-[OHC-(TpeT-0y TOKCHKApOOHMIT)aMHHO|-3-
METOKCHIUpHINH-2-Kkapooxcuiar (1.34 1, 3.16 mmons, 88% BrIx0a) B BHAe OccuperHoro macna. ESIMS m/z
425 (IM+H]"); 'H SIMP (400 MT'i, CDCls) § 7.95 (s, 1H), 4.02 (s, 3H), 3.92 (s, 3H), 2.71 (s, 3H), 1.42 (s, 18H);
BC SIMP (101 MI'm, CDClLy) § 198.07, 16521, 154.04, 150.15, 148.89, 143.72, 142.39, 124.67, 84.30,
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62.27,53.11,27.90,25.60.
ITpumep 55. Iomyyenue meTuin 4-aMuHO-6-(1,1-1uTOP3THI)-3-METOKCHITUKOIMHATA (CoeTUHEHUE 81)

NH,
o®
N7 OS
F F 0
K pacTBopy METHUI 6-aueTni-4-[6uc-(TpeT-6y TOKCHKAPOOHIIT)aMUHO | -3-METOKCHITHPU THH-2 -

kapboxcunata (0.7 r, 1.649 mmons) B DCE (3.30 M) modasmsumu Deoxo-Fluor® (1.520 mu, 8.25 Mmoims), u pe-
AKIHOHHYI0 cMech nmepememuBami npu 80°C B TeucHHe HOUH. CMECh OCTABILLIH OXJIAKIATHCA 10 KOMHATHOM
Temmeparypsl u m1obasmwum TFA (2 ). PeakunoHHYI0 CMECh MEPEMEHINBAIN MPH KOMHATHOM TEMIIEpaType
(LC xonTpoms). Uepes 12 4 peakuuro 3aBepmaim, u cMech SkcTparuposamu EtOAc (2x). O0seIUHCHHBIC Opra-
HU4eCkue cnou cynmmn Hax MgSO,, GmibTpoBamu u KOHUECHTPUPOBAIH. OCTATOK OUMINAIH ITOCPSICTBOM KO-
norouHOM (prmamr-xpomarorpaduu (ISCO, SiO, 24 1, rpagueHT 100:0 10 0:100 rexcan/EtOAC), yT0ObI MOy YHUTH
Metua 4-amuH0-6-(1,1-mudropatmn)-3-merokcunukoauHaT (336 Mr, 1.365 MMmomb, 83% BBIXO) B BUAC OpaHKe-
Boro Macia. ESIMS m/z 245 ([M-H]); 'H SIMP (400 MT', CDCl3) 8 7.06 (s, 1H), 4.59 (s, 2H), 3.97 (s, 3H).
3.88 (s, 3H), 1.98 (t, J=18.7 T'w, 3H); '°F SIMP (376 MI', CDCl3) § -89.99.

ITpumep 56. Ilomyuenme 4-amun0-6-(1,1-1U(TOP3THII)-3-METOKCHITMKOJIMHOBON KHCIOTHI (COCIMHCHUC

82)
NH,

= O\
|N/ OH
FF o

K pactBopy merun 4-amuuo-6-(1,1-mudroparmn)-3-meroxcunuxommuara (0.229 r, 0.930 mmomns) B THF
(2.325 M) u MeOH (2.325 mun) pobassimu 2H. pactBop ruapokcuaa Harpus (1.395 mu, 2.79 mmouns). Peakiu-
OHHYIO CMECh IepeMemmBam npu koMHaTHOH Temmepatype (LC koHTpoms). Uepe3 4 4 PeakuUHOHHYIO CMECh
okucyuu 2H. pactBopoM HCI (2 M) u 3aTeM KOHICHTPHUPOBAIH (HA POTOPHOM BaKkyyMHOM mcmaputene). [1o-
JIy4EHHOE TBEPJOE BEIECTBO Oenoro msera pactsopsuid B DMF u HECKOIBKMX KAILIX BOJBI M OYHINAIH IO-
cpencteoM mpenapatusHo HPLC (oOpameno-asnas BOXKX, C18 xomonka), 4ToOBI NOIYUIHTH 4-aMHHO-6-
(1,1-mudrop3THIN)-3-METOKCHITUKOTHHOBYIO KucIoTy (188 mr, 0.810 MMomb, 87% BBIXOT) B BHIC OPAHKEBOTO
macia. EIMS m/z 208; 'H SIMP (400MI'm, CDCls) 8 6.86 (s, 1H), 6.71 (dd, J=17.6, 10.9 I'u, 1H), 5.98 (dd.
J=17.6, 1.0 T, 1H), 5.42 (dd, J=10.9, 1.0 T, 1H), 4.45 (s, 2H), 3.97 (s, 3H), 3.87 (s, 3H); '°C SAMP (101 MI',
CDCl3) 8 165.94, 152.06, 148.02, 143.34, 141.60, 136.73, 118.02, 108.63, 61.49,52.84.

ITpumep 57. IlomyueHme 3TUa 4-aMHHO-6-(4-X710p-2-(PTOP-3-METOKCH(PEHIIT)-3-(METHITHO) THKOIHHATA
(coequHeHUE 88)

K pacreopy (E)-metun 3-x10p-6-(4-xmop-2-dprop-3-merorcupernn)-4-(((MeTUICY Tb(HOHUIT)OKCH)UMHHO )-
1.4,5,6-teTparuaponupuauH-2-kapookcunara (200 mr, 0.44 mmons) 8 DMSO (1.4 mur) mobasmsuma K,CO; (181
Mr, 1.3 MMO0uIB), COPOBOKAAad THOMETHIATOM HATpHA (93 Mr, 1.3 Mmoms). Uepe3 10 MHH PEaKIMIO OCTAHABIIH-
Bamu 1 M pacteopom HCI, u 3aTeM peakIHOHHYIO CMECh 3KCTPAarHpOBAIH MPOCTHIM AUATHIOBBIM 3(upom. Op-
TaHUYCCKHE (Pa3bl MPOMBIBAIIM COJLIHBIM PacTBOPOM, Cynnum Na,SO,, (PUIBTPOBAIH U OUHIIATH MOCPESACTBOM
xpomatorpaduu ¢ cummkareneM, >moupysa 30% Et,O B meHTaHE ¢ MOJyYCHHEM HA BBIXOAE TBEPAOTO BEIIECTBA
KOPHYHEBOTO 1BeTa (56 MT, 34%): Temmeparypa mmasneHus 93-94°C; 'H SIMP (300 MI'n, CDCls) § 7.67 (dd,
J=8.6,7.7 Ty, 1H), 7.22 (m, 1H), 7.11 (d, J=1.9 'y, 1H), 5.16 (s, 2H), 4.47 (q, J=7.1 T'w, 2H), 3.96 (d, J=0.9 'y,
3H), 2.30 (d, J=1.7 ', 3H), 1.43 (t, J=7.1 I'u, 3H); ESIMS m/z 369 ([M-H]).

Ipumep 58. Mertun 3-aMuHO-6-(4-X10p(HeHIIT)-4-(METHIAMIHO )THKOIHHAT (CoeqUHEHHE 86)

NH

NI

\N I 0\
0

Cl
K pacTBopy (E)-meTun 3-xn0p-6-(4-xnopdenun)-4-(((METUIACY THPOHIT)OKCH)UMHUHO)- 1,4, 5,6~
TeTparuaponupuIuH-2-kapooxcuaara (100 mr, 0.254 mmons) 8 DMSO (2 M) poGaemsuti 2 M METaHAMHH B
THF (0.8 M, 1.6 MMo7p). PeakiimoHHY0 CMECh MEpEeMEIIHBATN IPH OKPYIKAIOIIEH Temmeparype B TeucHue 30
MuH H 3ateM paszbasmsum H,O. ITpoaykr BeIOpachBaIO M3 PacTBOpa, M €ro COOHpand B BOPOHKY Broxmepa m
CYLIMJIH TOJ BAKYYMOM, YTOOBI MOJIyYUTh TBEPAOC BEILECTBO KOPHUHEBOTO IBETa (49 Mr, 66%): Temmepatypa
nmapnernsa 178-200°C; 'H SIMP (300 MI'n, CDCl3) § 7.88 (d. J=8.4 I'm, 1H), 7.39 (d, J=8.5 T, 1H), 6.95 (s.
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1H). 5.39 (s, 1H), 4.07 (s, 1H), 3.98 (s, 1H), 2.98 (d, J=5.1 I'u, 1H); ESIMS m/z 292 ([M+H]"), 290 ([M-H]").
ITpumep 59. Metun 3-aMuHO-6-(4-X10p (e HI)-4-(TUMETHIIAMHHO ) ITUKOJIMHAT (COeTUHEHUE 87)

\N ~

Z NH,

\N O\
O

Cl

K pacTBopy (E)-meTun 3-x50p-6-(4-xmopdenun)-4-(((MeTHICY TH()OHUIT)OKCH)MMHHO)- 1 ,4,5,6-
TETparuaponupuauH-2-kapookcunara (100 mr, 0.254 mmons) B DMSO (2 mur) mobasmsamu 2 M tuMeTHiIaMyuHa B
THF (0.8 M, 1.6 MMO7ab). PeakiimOoHHY0 CMECH MEPEMEIIUBATIHN PU OKPYIKAKOLICH TeMmepaTrype B TeucHue 30
MHH H 3aTteM pazbasmsu H,O. TMonyuennyro cMech skcrparuposamu Et,O, cymmim, KOHICHTPHPOBAIU U OYH-
IIAJTH TIOCPEACTBOM XpomaTtorpaduu ¢ cumukarenemM, 3moupys 20% EtOAc B neHTaHe, YTOOBI MOIYYHTh TBEP-
JI0€ BCIIECTBO KOPHYHEBOTO mBeTa. (45 mr, 58%): temmeparypa miasneHusa 153-154°C, 'H IMP (300 M,
CDCl;) 8 7.85 (d, J=8.5 'y, 2H), 7.39 (d, J=8.7 'y, 2H), 7.34 (s, 1H), 6.06 (s, 2H), 3.98 (s, 3H), 2.79 (s, 6H);
ESIMS m/z 306 ([M+H]").

ITpumep 60. [TomyyeHue 31un 4-amMmuHO-6-(4-x50p-2-Prophernn)-3-((2,2,2-TpuTOPITHI) THO ) THKOIMHATA
(coenuneHue 89)

Cl
K pactBopy (E)-atun 3-Opom-6-(4-xmop-2-propdennn)-4-((MeTHUICY Tb(POHUIT)OKCH)UMHIHO)-1,4,5,6-
TeTparuaponmupuauH-2-kapookcunara (200 mr, 0.43 mmons) B 2,2 2-tpudropsrantuona (1.4 mm) modGasmimm
K,COs5 (235 mr, 1.7 mmons). PactBop nepememmuBanu B TeueHue 1 u, 3arem paszdasmumu H,O, skcTparupoBaiu
EtOAc, cynmm Hag Na,SO,, (uasTpoBaan U KOHICHTPHUPOBAIH B BakyyMe. OCTaTKU OUHMIIATH ITOCPSIACTBOM
XpoMmarorpauu ¢ CHIMKareieM, 4To0bI MOIyYHTh TBEPAOE BEIECTBO skenrToro msera (130 mr, 75, 80% uucro-
ro, ocrasmuecs 20% mpeacraBmumm coOoi 3Tun 3-aMHHO-6-(4-x70p-2-Propdenum)-4-((2,2,2-TpudTopaTiI)
tHo)mmKkosmHat): 'H SIMP (400 M, CDCls) § 8.02 (m, 1H), 7.23 (m, 1H), 7.16 (m, 16H), 5.20 (s, 2H), 4.48 (q.
J=7.1Tu, 2H), 3.42 (q, J=10.0 ', 2H), 1.44 (1, J=7.1 T'w, 3H); '°F SIMP (376 MI'u, CDCl) 8 -66.36 (s), -113.57
(s); ESIMS m/z 409 ([M+H]"), 407 ([M-H]").
ITpumep 61. TTomyyenue metun 4-aMuHO-6-(4-x10p-3-PpropdheHnn)-5-GTop-3-(METUIATHO ) TUKOIHHATA (CO-
enuHeHHE 93)

Metun 4-amun0-6-(4-x50p-3-propdermn)-5-prop-3-iiomonmukomunar (420 mr, 0.99 MMOnB) W TpHU-H-
OytumeruinTroctaHHaH (530 Mr, 1.6 MMous) pacTBopsumi B 5 Mt cyxoro DMF. PactBop mpoayBaiu mOTOKOM
asora B TeucHue 10 muH, oOpabateBamu Ouc-(Tpuderundpocun)namiaauii(Il) xmopuzom (70 mr, 0.01 MmoIIB)
u Meas(l) Hogumom (19 mr, 0.01 mmois) u HarpeBamu 10 100°C. Yepes 5 u 1o0aBsuH JOTOIHUTEIBHO 350 M,
1.0 MMoOJIb, CTAaHHAHA, M HATPEBAHHUE NPOJOJDKAIM B TeucHHUE eme 8 4. ITocne oXnakaeHus CMeCh IEPEMEIITHBA-
mu ¢ 10 M1 Boas! U 50 MJ STHIALETATA M 3aTEM (DHIBTPOBAIH Yepe3 MPOOKY M3 CTEKIOBATHI, YTOOBI YAAIUTh
TBEPABIC BEHIECTBA JKENTOTO IBeTa. OpraHmueckyro (aszy oraenumm u nepememmsaiy ¢ 25 mi 10% BogHOTO
pacteopa oudropraa kamus B TeucHue 30 MuH. [Tocie puabTpanuu Yepe3 THATOMHTOBYEO 3EMITEO PACTBOP IMPO-
mbiBamd 10 mut Bogpl, 10 i Haceimenuoro NaCl, cymmmu (Na,SO;) u Bemapusamn. ChIpod MPOAYKT OUHIIATH
NOCPECTBOM XpoMarorpaduu ¢ CHimkareneM, HCmoib3ys rpagueHt 0-40% stunanerar-rexcad. Ilocie BbIma-
PHBaHHSA PACTBOPHUTEIICH MACIITHUCTHIN MPOAYKT NEPEMEIIHBAIH C TEKCAHOM, YTOOBI MPOU3BECTH O€JI0e TBEpAOE
BEIECTBO, KOTOPOE COOMpa myTeM (DHIITPALMH ¥ CYIUHIHM HOA BAKYYMOM C MOJy4YeHHEM 260 MI YKa3aHHOTO
TIPOyKTA B BHJC TBEPIOTO BEIIECTBA GENOTO IBETA: TEMIepaTypa miasnenus 125-126°C; 'H SIMP (400 MT,
CDCls) § 7.77 (dd, J=28.9, 9.5 ', 2H), 7.47 (m, 1H), 5.28 (s, 2H), 3.99 (s, 3H), 2.35 (s, 3H). '°F SIMP (376
M1, CDCls) 8 -115.10, -143.40; ESIMS m/z 345 ((M+H]"), 343 (IM-H]).
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ITpumep 62. ITomyyeHue METUI 4-aMUHO-6-XI0P-5-(TOp-3-(METHIITHO )TUKOJTHHATA (COCAUHCHUE 74)

NH,

Fe A S

cl IN/ o
0

Metun 4-amMmuHO-6-X710p-5-(pTOp-3-HogomukommHaTr (1.5 1, 4.6 MMOIB), TPH-H-OYTHIMETHITHOCTAHHAH
(2.5 1, 7.3 mmoutp), 6uc-(Tpudermadocpun)nartaxuii(1l) xmopuz (320 mr, 0.46 mmomas) u Mean(l) Hoxux (90 mr,
0.46 MmMou1p) 00BeaUHAIH C 15 M cyxoro measpupoBanroro DMF u marpesamu 10 80°C. Uepes 3 u qodasiumu
JPYIYIO 4acTh 2.5 I CTAHHAHA, U HATPEBAHKE MPOAODKANK B TeueHHe 18 4. Tlocae oxXnakacHua CMeCh mepeMe-
nmBam ¢ 25 ma 10% pacteopa 6udropusa kamusa B TedcHue 20 MuH. [ €TEpOreHHYI0 CMECh MEPEMEIIHBAIH C
100 mx sTHmaneTara U GUIBTPOBATH YEPE3 AUATOMHUTOBYIO 3EMIIFO, YTOOBI YAAIUTh TBOPOKUCTBIC TBEPAbIC BE-
necTBa. OTACICHHYI0 OpraHUYeCKyro (pasy mpomsiBanmu ABaxas! 15 mu Boapl, 15 mur Hacsmmenuoro NaCl, cy-
i (Na,SO;) u BemmapuBaid. [IpoayKT OUMINAIH MOCPEACTBOM XPOMATOTpa(uu C CHIHKATEIICM, JJIEOUPYS C
rpagucHTOM 0-25% 3THnanerar-DCM. Bs3kuit 0CTaTOK MEPEMENIMBAIN C TEKCAHOM, YTOOBI MOTYyYHTh OIHCAH-
HBI TIPoAYKT (800 M) B BHIE TBEPIOTO BemecTBa 6enoro mpera. Temmeparypa miasnerus: 75-77°C. 'H SIMP
(400 MI'm, CDCly) § 5.35 (s, 2H), 3.96 (s, 3H), 2.33 (s, 3H). '°F SIMP (376 MI', CDCls) § -138.81. EIMS m/z
250.

ITpumep 63. IMonyucHue METHIT 4-amMuHO-6-(4-x110p-2-(TOp-3-METOKCHPEHIT)-5-PTOp-3-
(METHIITHO)TUKOIMHATA (CoeAuHEHHE 94)

Metun 4-amuHO-6-X710p-5-(pTOp-3-(MeTHITHO)TUKOMMHAT (300 Mr, 1.2 mmoms), 2-(4-xmop-2-¢rop-3-
Metokcu(penmn)-4.4,5,5-rerpameruin-1,3,2-quokcaboponan (450 mr, 1.6 mMoms), gropux umezmusa (370 wmr, 2.4
MMOJIb) U Ouc-(tpudenundpochun)nanmagui(Il) xmopun (84 mr, 0.12 Mmoub) oO0beauHATH B 5 M cMmecH 1:1
ALECTOHUTPUII-BOJIA U HATPEBAH B MUKPOBOIHOBOM peakrope npu 115°C B reyenue 30 mun. CMech BCTPSAXUBA-
mu ¢ 30 mut srmmanerata ¥ 10 ma Boael. Opraruueckyro (pazy mpomssamu 10 vt Hacsmmennoro NaCl, cymmm
(Na;SOs3) u Bemapupanmu. OCTaToK OYHMIIAIHM MOCPEACTBOM XpOMAaTrorpaQuu C CHIMKAreieM C IpagueHToM 0-
40% >THnaneTar-rekcad. Bs3KHi NPOAYKT MEPEeMEIIMBAIU C TEKCAHOM, YTOOBI MOJIYYHTh OMHCAHHOE COCIHHE-
Hue (60 MT) B BHIE TBEPIOTO BEMECTBA Oeioro msera. Temmeparypa mmasnerms: 113-117°C. 'H SIMP (400
MTI ', CDCl3) § 7.27-7.24 (m, 2H), 5.31 (s, 2H), 3.98 (d, J=1.1 T'w, 3H), 3.96 (s, 3H), 2.32 (s, 3H). '°F SIMP (376
M1, CDCls) § -127.97, -128.06, -140.43, -140.52. ESIMS m/z 375 ([IM+H]"), 373 ([M-H]").

[Tpumep 64. IMonyuyeHne MeTHI 4-aMHHO-3-(TOP-5,6'-TUMETOKCH-[2,3'-OunupuauH]-6-kapOokcunara (co-
¢IUHCHHE 75)

Metun 4-amMuHO-6-X710p-5-(TOp-3-MeTOKCHIUKOMMHAT (500 Mr, 2.131 MMoub), (6-METOKCHUITUPHIUH-3-
W1)00pOHOBYIO KUCHOTY (391 Mr, 2.56 Mmoums), [1,1'-Ouc-(mudperundocduno)pepponer| muxmopnarmiamuii(1l)
(78 mr, 0.107 mmoutb) U ¢ropun uesus (647 mr, 4.26 MMOITb) B BHIC TBEPABIX BEIICCTB 3arpy Kaid B TPyOUaThIi
cocya. TpyOKy IIIOTHO 3aKpBIBATIH U 3aNIOJTHSUIM HHEPTHHIM ra3oM. Teepaple BEMECTBa 3aTeM pa30aB/UH JHOK-
canoM (5700 mxm) u BogoH (1400 mxu). ITonyuennyro cycnensuto Harpesanu 10 85°C B TeueHue 18 4. Peakuu-
OHHBIH PAaCTBOP BBUIMBAIM B COJBIHOM pacTBop. Bomuyro (asy sxctparmposamu EtOAc (3 x 25 mum). O6weau-
HEHHbIEC OpraHuyecKue ciiou cymmmm Hax MgSO,, GuabTpoBaIy  KOHICHTPHPOBATIH MOA BakyyMoM. [Ipoaykr
ounmand ((pmm-xpomarorpadust: cumukarenb, 5-50% EtOAc B rekcane 16 CV; Cig 5-100% ACN B H,O 16
CV), uro0bl monyuyuth METHI 4-aMHHO-3-(TOp-5,6'-AuMeToOKCH-|2,3'-OunupuanH]|-6-kapookcuiaar (186 wr,
0.605 Mmoub, 28.4% Boixo). ESIMS m/z 308 (M+H)". 'H SIMP (400 MI', DMSO-de) 8 3.77 (s, 3H), 3.86 (s,
3H), 3.92 (s, 3H), 6.53 (s, 2H), 6.95 (dd, J=8.6, 0.8 I';, 1H), 8.10 (ddd, J=8.6, 2.4, 1.1 ', 1H), 8.58 (t, J=2.0 'Ly,
1H). '°F SIMP (376 MI'u, DMSO-dg) & -141.20.
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ITpumep 65. ITonyuenue 4-amunO0-3-(TOP-5,6'-TUMETOKCH-[2,3"-OHMUpUINH]-6-KapOOHOBOH KHUCIOTHI (CO-
eauHEHHE 78)

K pacreopy merun 4-amuno-3-¢rop-5,6'-mumerokcu-[2,3'-0unupunuH]-6-kapdokcunara (100 mr, 0.325
mmois) B THF (1.0 mur), MeOH (1.000 mum) u Boze (0.500 mur) moOasisimu ruapar ruapokcuaa autus (60 mr,
1.430 MMO7B) B BHAE TBEPAOTO BEIIECTBA. PACTBOp mepeMemMBany Ipu KOMHATHON TeMIEpaType B TeucHue 18
y. PeakioHHBIH pacTBOp 3aTeM KOHLEHTPUPOBAH O] BAKYYMOM 0 CyXOro cocTosHus. [losydeHHOE TBEpIoe
BeniecTBo cycrneHauposamu B H,O, u pH nosomumu 1o 3.8, ¢opmupys ocanok. CyCHEH3HIO SKCTPAarupoBaIU
EtOAc (3 x 25 m). OOBeIHHCHHBIC OpraHuICeCKue CI0H cymmmn Hax MgSO,, GuIsTpoBaIu u KOHICHTPHPOBa-
M TOJX BAKyyMOM C INOJy4eHHEM 4-aMHHO-3-¢rop-5,6'-a1umMeToKcH-[2,3'-OunupuauH |-6-kKapOOHOBOM KHCIOTHI
(80.1 mr, 0.273 MMomb, 84% Brixon). ESIMS m/z 294 (M+H)" 'H SIMP (400 MI', DMSO-de) § 3.78 (s, 3H).
3.92 (s, 3H), 6.47 (s, 2H), 6.95 (dd, J=8.7, 0.8 ', 1H), 8.15 (ddd, J=8.7, 2.4, 1.1 I';, 1H), 8.61 (t, J=2.1 'y, 1H),
13.02 (s, 1H). '°F SIMP (376 MI', DMSO-dy) 8 -141.78.

ITpumep 66. IlomyuyeHue MeTHI —4-aMHHO-6'-IUKIONPONHI-3-()TOP-5-METOKCH-[2,3'-OunupunuH]-6-
KapOoxkcuiaTa (coeauHeHHe 76)

Metun 4-amMmuHO-6-X710p-5-(pTOp-3-MeTOKCHITHKOIHHAT (500 Mr, 2.131 mmoms) (~90% wuucteri), (6-
OUKJIOTPONMIIIUPUANH-3-WI)00POHOBYI0  kucimory (417 wmr, 2.56 wmmoump), [1,1'-6uc-(muderundocdu-
HO)(peppoueH]|ruxnop namtaguii(1l) (78 mr, 0.107 Mmmoup) u propux uesus (647 mr, 4.26 MMOIIB) 3arpyKaad B
TpyOuaThlif coOCyx B BHAC TBEPABIX BemecTB. COCy A IUIOTHO 3aKPBIBATH M 3aIOJHSIM HHEPTHBIM ra3zoM. TBep-
JIbIC BEIIECTBA 3aTeM paszdasisim auokcaHoM (5.7 mi) u BomoH (1.4 mur). [ToyueHHYIO CYCHICH3HIO HATPEBAI
10 85°C B TeucHue 18 u. PeakimoHHBIN pacTBOP BBUIMBAIHN B COJIIHOM pacTBOp. BoaHyro (ha3y skcTparupoBaaun
EtOAc (3 x 25 mu). O0BEIMHCHHBIC OPTaHUYECKUE CTou Cy e Hagq MgSO,, (PUIBTPOBAIH U KOHICHTPHPOBA-
mu mof BakyyMoM. [Ipoaykr ounmanu (mm-xpomarorpadus: cumukarens, 5-350% EtOAc B rexcane 16 CV;
Cig 5-100% ACN B H,O 16 CV), uro0bI moIyyuTh METUI 4-aMHHO-6'-IHKIONPONHI-3-()TOp-5-MeTOKCH-[2,3'-
GumupuuH|-6-kapookcumar (0.218 T, 0.687 mMmomb, 32.2% Beixon). ESIMS m/z 318 (M+H)". 'H SIMP (400
MI 'y, DMSO-ds) 8 0.99 (it, J=7.6, 2.7 T'u, 4H), 2.17 (tt, J=7.8, 5.1 T'u, 1H), 3.77 (s, 3H), 3.86 (s, 3H), 6.55 (s,
2H), 7.42 (d, J=8.9 Tu, 1H), 8.00 (ddd, J=8.2, 2.3, 1.2 T, 1H), 8.77 (t, J=2.0 T, 1H). '°F SIMP (376 MI'w,
DMSO-de) 6 -141.19.

Ipumep 67. Tlonyuenue 4-aMHHO-6'-IHKIONPONHI-3-()TOP-5-METOKCH-[2,3 -OHmUpHInH|-6-KapOOHOBOH
KHUCJIOTHI (COCTUHCHHE 77)

NH,

K pacteopy Metun 4-amuHO-6'-IMKIONPOIHI-3-(PTOP-5-METOKCH-| 2, 3'-OnmupuuH] -6-kapookcunara (100
mr, 0.315 mmoune) B THF (1.00 mut), MeOH (1.000 mi) u Boze (0.500 mut), 7oOaBsLIH THAPAT THAPOKCHIA JTHTHS
(65 mr, 1.549 MMo01b) B BUAE TBEPABIX BEHICCTB. PCAKIMOHHYIO CMECh OCTABJLUTH MEPEMEIIMBATHCA IMPU KOM-
HATHOHM TeMIeparype B TeueHue 18 u. PeakumoHHBIN pacTBOP 3aT€M KOHLICHTPHPOBAIH IO BAKYYMOM J0 CyXO-
cru. [ToayueHHoe TBepAOe BemecTBO cycnenauposamd B H,O, u pH mosoaumu mo 4.0, (popmupyst ocagok. Cyc-
neH3uro skcrparuposami EtOAc (3 x 25 mi). O0beAHHEHHBIC OpraHIYeCcKue ciou ¢y Hax MgSO,, puist-
POBAJIM M KOHICHTPUPOBAIH MOJ BAaKyyMOM, YTOOBI MOJYYHTH 4-aMHHO-6'-IHKIOMPONUI-3-(TOP-5-METOKCH-
[2.3'"-6umupuuH]-6-kap6oHOBYI0 KHCI0TY (50.0 Mr, 0.165 MMOmb, 52.3% Bhixox). ESIMS m/z 304 M+H)" 'H
SIMP (400 MI'u, DMSO-de) 8 0.92-1.06 (m, 4H), 2.17 (tt, J=7.8, 5.1 T'u, 1H), 3.78 (s, 3H), 6.49 (s, 2H), 7.42
(dd, J=8.3, 0.9 T, 1H), 8.05 (ddd, J=8.2, 2.2, 1.1 T, 1H), 8.81 (t, J=2.0 T'w, 1H), 13.03 (s, 1H). '°F SIMP (376
MTI ', DMSO-dy) & -141.73.
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ITpumep 68. ITomyyeHue 4-aMuHO-5-(PTOP-3-METOKCH-6-BUHIIIITMKOIMHOBON KHCIIOTHI (COeTUHEHHE 95)

K pacteopy merun 4-aMuHO-5-(rop-3-MeTokcH-6-BuHIIIHKOMMHATA (140.0 Mr, 0.619 MMous) B THF (1.2
1), MeOH (1.200 mu), sBoge (0.600 mum), moGaBmsm ruapar ruapokcuna aurug (78 mr, 1.857 mmomm) B BHIC
TBEPAOTO BELIECTBA. PEAKIIMOHHYIO CMECh OCTABI/LUIHM NEPEMEIIUBATLCA MPH KOMHATHOH TEMIIEPATYPE B TCUCHHUE
18 u. PeakumoHHY 10 CMECh KOHLICHTPHPOBAIH 0 cyXxocTH. [TomyueHHsIi octaTok pazdasmum 2H. HCl u MeOH.
IMpoaykr oummamu (Ci;g 10-80% ACN B H,O 12 CV), uyro0sl moayuyutrh 4-aMHUHO-3-(TOP-3-METOKCH-6-
BUHIJTITHKOTHHOBYI0 KHCIOTY (79 Mr, 0.372 Mmomb, 60.2% Beixox). ESIMS m/z 213 (M+H)" 'H SIMP (400
MI ', DMSO-dg) 8 3.73 (s, 3H), 5.50 (dd, J=11.0, 2.2 T, 1H), 6.20 (dd, J=17.3, 2.2 T'y, 1H), 6.35 (s, 2H), 6.83
(ddd, J=17.3,10.9, 1.7 ', 1H), 12.98 (s, 1H). '°F AMP (376 MI', DMSO-d,) & -145.09.
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Tabmmma 1
CTpyKTYpBI COCIHHCHUH B MPUMEPAX
Ioayuen,
Homep Kaxk
Crpykrypa IlpeawmecTBeHHHK
Coeaanenna OMHCAHO B
Mpumepe:
NH,
= O\
|l J_ o
ClI” °N ~ 0 Metun 4,6-1uxn0p-3-
1
0 METOKCHIUKOIHHAT
NH,
Cl O
|
CI” °N N
2 Is) 10 Coenurenue 1
Mertun 4-aueramua-6-
(4-xnop-2-prop-3-
3 12
MeTOKCH{(pEHH)-3-
THAPOKCHITHKOIHHAT
Merun 4-aueramMun-6-
(4-xmop-2-
4 12
propdenum)-3-
THAPOKCHITHKOIUHAT
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NH, |
Z O
|
13 Coeannenne 3
13 Coeaunennre 4
NH, |
Q
| = Metun 4-aMHHO-6-
-~ O\
N X 14 Gpom-3-
Cl METOKCHITHKOJIHHAT
2-Xnop-6-(4-x10p-2-
(prop-3-
19 MeTOKCH{peHH)-3-

(M TOpMETOKCH )THPH

AHH-4-aMHH
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Cl F

19

2-Xnop-6-(4-xnop-2-
¢rop-3-
MeTokcHpeHun)-3-
(andropMeTOKCH)MHPH

IUH-4-aMHH

10

26

Metun 4-aMHHO-6-
xnop-5-¢prop-3-

HONONMHKOIUHAT

11

29

Metnn 4-aMuHO-5-

prop-3-

HONOMHKOIHHAT

12

30

Coenunenue 10
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13

31

Coenunenue 12

14

32

Coenunenne 10; (2-
prop-4-(4,4,5,5-
TeTpamerni-1,3,2-
anokcaboponan-2-
HI)ESHHT)TPHMETHICH

JIaH

15

33

Coeannenne 10; (2,3-
autrop-4-(4.4.5,5-
TerpaMetun-1,3,2-
auokcaboponan-2-
HI{PEeHHT)TPUMETHICH

JIaH

16

33

Coegunenne 10
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17

34

Coenunenue 10; (2,5-
Hudrop-4-(4.4,5,5-
TeTpaMerui-1,3,2-
auokcabopomnan-2-

W) (peHHN TPHMETHICH

JIaH

18

34

Coenunenue 10; (3-
¢rop-4-(4,4,5,5-
TeTpamerun-1,3,2-
anokcaboponan-2-
HIhEHIT ) TPUMETHIICH

JlaH

19

35

CoenuneHue 15

20

35

Coenunenne 17
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21 35 Coeaunenne 14
22 35 Coennnenne 18
23 36 Coenunenne 16
24 36 Coeannenue 15
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25 36 Coenunenue 17
26 36 Coenunenue 18
27 36 Coeannenue 14
28 42 Coenunenue 24
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29 37 Coemunenue 10
30 38 Coeaunenue 29
31 39 Coeaunense 10
32 39 Coeaunenue 10
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33 40 Coeannenue 10
34 40 Coequnenre 10
35 40 Coenunenue 10
36 40 Coeaunense 10

-55-




028844

37 40 Coeaunenne 10
38 40 Coeaunenue 10
39 40 Coenunenne 10
40 40 Coeaunenue 10
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41 40 Coeannenue 10

42 40 Coenunenue 10

43 40 Coenunenue 10
METHI 4-aMHHO-0-

44 4] Spom-5-xnop-3-
METOKCHIHKOIHHAT
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45 42 Coenunenne 5
NH,
o
N, OH
46 al 0 42 Coemunenue 7
47 42 Coemunenne 31
Mertun 4-aMHHO-6-(4-
xunop-2,3-
48 42 mudropdennm)-5-
drop-3-
METOKCHIHKOJIHHAT
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49 42 Coenqunenue 32
50 42 Coeminenue 35
NH,
F o~ 0oL
Ny OH
51 fo) 42 Coennnenne 10
52 42 Coeannenne 36
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53 42 Coeannenue 37
54 42 Coenunenne 19
88 42 Coequuenne 23
S6 42 Coeannenne 38
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57 42 CoenuHenue 39
NH,
58 Foon O 42 Coenunerne 13
P OH
N
Q
59 42 Coenunenne 20
60 42 Coenunenue 25
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61 42 Coenunenue 22
62 42 Coeaunenne 26
63 42 Coemnenne 40
F
NH,-F
> 0]

| o
64 N 42 Coenunenne 9

F OH

Cl
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65

42

Coenunenue 33

43

Coeaunenne 45

67

44

(E)-otHn 3-Gpom-6-(4-
xop-2-fropderu)-4-
(((MeTHCY MBOHMT )OK
cuyumMuuo}-1,4.5,6-

TETPATHAPOTTHKOJIHHAT

44

(E)->TtHn 3-6pom-6-(4-
xmop-2-tbroppenn)-4-
(((meTuncy nedonuok
CH)HMHHO)-1,4.5.6-

TCTPArHAPONMHKOTHHAT
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69 40 Coenunenne 10
70 42 Coeaunenue 67
71 42 Coegunenue 69
NH,
F. N S
72 o~ 0 42 Coemunenne 93
OH

Cl
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73 42 Coenunenue 74
NH,
E X S\ METHJ 4-aMHHO-6-
74 | P 0 62 xop-5-¢prop-3-
Cl N .
HOZOIHKOMHHAT
e
H,C
75 64 Coenunense 10
76 66 Coeaunenne 10

-65 -




028844

77 67 Coenunenue 76
78 65 Coenunenue 75
79 65 Coeaunenve 80
30 66 CoenuHenue 10
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81

55

METHI 6-aueTun-4-
[6ue(TperT-
OyToxcukapOoHmT)aMu
HO]-3-
METOKCHITHPUIHH-2-

kapbokcumar

82

56

CoequneHue 81

83

52

MeTHN 4-aMHHO-6-(1-
FHAPOKCHATH)-3-

METOKCHITHKOTHHAT

84

53

CoequHeHue 83
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45

Mertun 4-aMHHO-6-
Gpom-3-

MCTOKCHIMHKOIHHAT

Cl

58

(E)-metun 3-xn10p-6-(4-
xoptenwn)-4-
(((MeTHACY TBHOHMN YOK
CH)UMHHO)-1,4.5,6-
TeTParyApONnApHIHH-2-

KapOoKcHnar

87

Cl

39

(E)-metun 3-xnop-6-(4-
xnopdennn)-4-
(((MeTHACY TBHOHIN YOK
CH)MMHHO)-1,4.5,6-
TETPArHAPONHPHIHH-2-

KapGokcHnar

57

(E)-metun 3-xn0p-6-(4-
xj1op-2-rop-3-
MeTOKCH{peHT)-4-
(((MeTHACY MBHOHUM YOK
CH)UMHHO)-1,4.5 6-
TeTparu(pONHpPHTHH-2-

KkapGokcunar
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89

Cl

(E)->tun 3-6pom-6-(4-
xop-2-dropdenn)-4-
{((MeTrcy nBdOHIN JOK
cH)UMHHO)-1,4.5,6-
TETParHIPONHPHIHH-2-

kapBoxcuiar

91

28

MeTHn 4-aMHHO-6-(4-
xnop-3-dpropdenun)-5-

¢propmukonHHAT

92

48

meTin 4-[Guc(Tper-

Oy TOKCHKAapOOHHI JaMH
HO]-6-popmun-3-
METOKCHIHPHAHH-2-

1<ap6( YKCHIAT

23

61

Coeaunenne 91

94

63

Coeauncuue 74

95

68

CoeauncHue 12
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Tabmmma 2
AHATUTHYSCKHE JAHHBIC IS COSTUHCHHH H3 Ta0m. 1
Temme- Apyroii AMP
Homep patypa H aMmp (HanpsaxeH-
Baemnuh
Coean- nnagae | ESIMS! m/z | (manpazxenunocts noss, HOCTh MOJIH,
BHA
HEHHA HHA pacTBopnTesns) & PACTBOPHT/IB)
(°C) 8
Benoe (400 MI'u, CDCl) 6.76
EIMS m/z
1 TBEpIOe 78-79 216 (s, 1H), 4.84 (s, 2H), 3.95
BELLIECTBO (s, 3H), 3.87 (s, 3H)
Benoe (400 MI'u, CDCls) 5.04
EIMS mz
2 TBEpAOE 119-121 250 (s, 2H), 3.97 (s, 3H), 3.93
BELUECTEO (s, 3H)
(400 MI'u, CDCls) 8.93
(d,J=1.6Tu, IH), 8.06
(s, 1H), 7.56 (dd, /= 8.5,
Kentoe 383 7.7 Ty, 1H), 7.23 (dd, J =
3
MAacio ((M+H]*} | 8.6, 1.7Tu, 1H), 401 (s,
3H), 3.99(d.J=1.0Tu,
3H), 3.98 (s, 3H), 2.29 (s,
3H)
(400 MI'u, CDCl;) 8.96
(d,J=15Tu, 1H), 7.99
(s, 1H), 7.89(t, /=84
4 Kenroe 353 Tu, 1H), 7.23 (ddd, /=
MAcIo {(M+H]*) |84,2.1,06Tu, 1H),
719(dd, J=10.7,2.0
I, 1H), 4.02 (s, 3H),
3.99 (s, 3H), 2.29 (s, 3H)
(400 MI'u, CDCls) 7.61
(dd, J=85,7.8 'y, 1H),
He coBcem
341 722(dd. J=8.6,18TwL,
Genoe
5 114-118 | ([M+H]Y, | 1H), 7.18(d,J=2.1Tn,
TBEpIaOE
339 ([M-H]") | 1H), 4.54 (s,1H), 3.98 (s,
BELLECTBO
2H), 3.96(d, J=0.8Tu,
2H), 3.92 (s, 2H)
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Benoe
TBEpIOe

BEIIECTBO

139-144

311
([M+H]")

(400 MT', CDCl;) 7.96
(t.J=85Tu, 1H), 7.25
(d,J=13Tu, 1H), 722
(dd,J=2.0, 0.6 Tu, 1H),
7.15(dd, J=11.1,2.0
Tu, 1H), 6.07 (s, 2H),
3.99 (s, 3H), 3.97 (s, 3H)

Kopuunepoe

Macio

291 ([M-
H])

(300 MT'u, CDCl3) 7.90
-7.81 (m, 2H), 7.46 -
7.36 (m, 2H), 712 (s,
1H), 4.56 (s, 2H), 4.01 (s,
3H), 3.92 (s, 3H)

Benoe
TBEpIOE

BCINCCTBO

391
(IM+H]"),
389
(IM-H])

(300 MT'w, CDCL5) 7.66
(dd,J=8.6,7.7 ', 1H),
728 -7.24 (m, 1H), 7.22
(d,J=1.7Tw, 1H), 6.72
(t,J=75.1Tw, 1H), 4.73
(s. 2H), 446 (q. J=T7.1
Ty, 2H), 3.97 (4, J=0.8
T, 3H), 142 (1, J=72
T, 3H)

1F IMP (376
MTL, CDCls)
-79.74, -132.19

Benoe
TBEpIOE

BEIUSCTBO

162-164

375
(IM-HJ")

(300 MTI'u, DMSO-ds)
7.63 (m, 1H), 7.23 (m,
1H), 6.75 (t, /=57 T,
1H), 4.74 (s, 2H), 3.975
(d,J=3 T, 3H)
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[lypnypHoe (400 MI'y, CDCls) 4.67 | F IMP (376
EIMS mz
10 | Tepace . (s, 2H), 3.96 (s, 3H), 3.93 | MT'u, CDCl3)
BELLECTBO (s, 3H) -135.15 (s)
F AMP (376
MTI', DMSO-
K (400 MI'n, CDCls) 7.83 de) 5991,
CHOE .
P 347.81 l-l; ’ -59,93,
11 MoAyTBEPLOE —7.63 (m, 4H), 4.89 (s,
([M-H]) -59.94,
BELIECTBO 2H), 4.08 (s, 3H)
-115.72,
-115.75,
-140.39
(400 MIy, CDCls) 6.88
(ddd, J=17.5,11.1, 1.4
Iy, 1H), 6.33(dd, J= I°F AMP (376
Kenras 227
12 17.5, 1.6 Ty, 1H), 5.57 MTIu, CDCls)
KHIKOCTD ([M+H]*)
(ddd, /=11.1,16,07 -143.2
Iy, 1H), 4.47 (s. 2H),
3.97 (s, 3H), 3.91 (s, 3H)
IBC AMP (101
MTu, CDCl3)
(400 MI'y, CDCls) 4.41
146.2, 144.2,
benoe (s, 2H), 3.96 (s, 3H), 3.90
110.5— EIMS m/z 136.8, 136.1,
13 TBEPAOE (s, 3H), 2.81 (qd, /= 7.6,
113.0 228 61.5, 527,253,
BEILECTBO 27Tu, 2H), 1.26 (t, J =
12.9; ¥F AMP
7.6 T, 3H)
(376 MI'y,
CDCl;) -142.6
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(400 MI'u, CDCl;) 7.66
(d,/=7.6Tu, 1H), 7.55 | °F SIMP (376
Ceerno-
367 (d, /=98I, 1H), 746 | MI'u, CDCl3)
14 po30BOE
([M+H]") |(dd,S=76,59Tu, 1H), |-100.72,
MAacio
4.57 (s, 2H), 3.98 (s, 3H). | -140.12
3.96 (s, 3H), 0.33 (s, 9H)
BF SIMP (376
MrI1, CDCls)
-127.39,
(400 MT'u, CDCl3) 7.32
-127.45,
(ddd, J=76,55,1.1Tn,
Bemoe -127 .46,
383.20 1H), 7.20 (ddd, J="7.7,
15 TBEpIOE 123-125 -137.48,
{[M-H]) 4.5, 1.4 T, 1H), 4.60 (s,
BEIIECTBO -137.56,
2H), 3.98 (s, 3H). 3.96 (s.
-140.78,
3H), 0.41 - 0.28 (m, 9H)
-140.85,
-140.36,
-140.92
(400 MI'u, DMSO-ds)
Kpacnoe 349.59 7.80—7.70 (m, 2H), 7.63 | 1°F SIMP (376
16 TBEPOOE ) (d,/=82Tu, 2H), 6.49 | MI'y, DMSO-
(IM+H]+)
BEIIECTBO (s, 2H), 3.85 (s, 3H), 3.77 | ds) -141.15
(s. 3H)
(400 MI'u, CDCls) 7.23
BF SIMP (376
(dd,/=7.9,51Tu, 1H),
Kenroe MIu, CDClz)
7.12{(dd, J=93,4,0Tn,
17 TBEpIOe 137-139 | 384 ([M]") -107.12,
1H), 4.60 (s, 2H), 3.97 (s,
BELIECTBO -121.88,
3H), 3.97 (s, 3H), 0.33
-137.27
(d, J=08Tu, 9H)

-73 -




028844

(400 MI'u, CDCl3) 7.56
(t,/J=72Tu, 1H), 7.37
F gMP (376
Kenroe (dd,/=7.5,0.7 'y, IH),
367 MT'u, CDClz)
18 TBEpAOE 127-129 726 (dd, J=10.1,0.8
((M+H]*) -116.17,
BEILECTBO [, 1H), 4.57 (s, 2H),
-137.36
3.97 (s, 3H), 3.96 (s, 3H),
0.28 (s, 9H)
19F IMP (376
MI'y, DMSO-
de) -131.44,
-131.45,
-131.46,
-131.50,
(400 MI'w, DMSO-dy |
* s,
Benoe 7.67 (ddd. J=8.3,6.3,
392.06 -131.52,
19 TBEpJOe 1.7 Tu, 1H), 7.40 - 7.27
([M+H]*) -136.12,
BELUSCTBO (m, 1H), 6.68 (s, 2H),
-136.14,
3.84 (s, 3H), 3.79 (s, 3H)
-136.19,
-136.20,
-136.22,
-136.26,
-136.28,
-138.65,
-138.72
(400 MI'u, CDCl:) 7.40 | 1°F AMP (376
OpamxeBoe (d,/=60,84TIw IH), |MIy CDCls)
20 | tepmoe 116-118 | 391 (M) | 737(d,/=6.0, 84Ty, |[-11312,
BCIIECTBO 1H), 462 (s, 2H), 3.98 (s, | -117.61,
3H), 3.97 (s. 3H) -137.22
{400 MI'u, CDCl3) 7.75
375 I9F gMP (376
Benoe (d,J=9.6Tu, 1H), 7.65
{([M+H]*), Ml u, CDCls)
21 TBEPIOE - 7.57(m, 2H), 4.59 (s,
372 -107.19,
BELECTBO 2H), 3.99 (s, 3H), 3.96 (s,
(IM-H]) -139.83
3H)
(400 MI'u, CDCl;) 7.48
(t.J=78Tu, 1H), 740 | 1%F SIMP (376
OpagzkeBoe
{dd,/=8.3,1.5Tu, 1H), | MI'y, CDCls)
22 BSI3KOE 373 ([M]*)
7.34(dd, J=94,1.5Tu, |-111.54,
Macio
1H), 4.60 (s, 2H). 3.97 (s, | -137.36
6H)
{400 MI'u, DMSO-ds)
19F SIMP (376
Opasxepoe 786(d, J=85Tu, 2H),
403.61 MIy, DMSO-
23 TBEpAOE 7.65—7.53 (m, 2H), 6.54
([M+H]%) ds) -140.64
BELIECTBO (s, 2H), 3.86 (s, 3H), 3.77

(s, 3H)
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F AMP (376
MTI'y, DMSO-
ds) -119.00,
(400 MI'y, DMSO-de)
-119.06,
Benoe EIMS m=z | 7.84-7.70 (m, 1H), 7.23
-136.73,
24 TBEpPAOE 439.33 =712 {m, 1H), 6.66 (s,
-136.80,
BEILLECTBO ([M+H]") | 2H), 3.84 (s, 3H), 3.78 (s,
-136.81,
3H)
-136.87,
-138.61,
-138.69
(400 MIy, CDCL;) 7.54 | °F SIMP (376
benoe 439 (dd, /=8.5,50Tu, 1H), | My, CDCls)
25 TBEpIOE 127-129 732(dd. J=76,58Tn, |-10021,
([M+H]*)
BELLIECTBO 1H), 4.62 (s, 2H), 3.98 (s, | -118.29,
3H), 3.97 (s, 3H) -137.17
(400 Ml CDCls) 7.60
(dd,/=82,16Ty 1H), | F AMP (376
Kopu4nesoe
421 7.52(dd, J=9.2, 1.6 Tu, | MI'u, CDClz)
26 TBEpAOE dec
((M+H]") | 1H), 7.32(t,J=7.8Tu, [-111.86,
BELLECTBO
1H), 4.59 (s, 2H), 3.97 (s, | -137.30
6H)
(400 MI'u, CDCl3) 7.82
(dd,J=8.3, 6.5 ', 1H),
Jlunkoe 421 19F IMP (376
7.68 (ddd, 7=9.3,1.9,
OpaKEBoe ([M+H]%), MT ', CDCl3)
27 1.1 Tw, 1H), 7.50 (dt, J =
TBEPAOE 420 -93.82,
8.3, 1.7 T, 1H), 4.60 (s,
BELLUESCTBO ([M-H]) -139.71
2H), 3.99 (s, 3H), 3.96 (s,
3H)
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F AMP (376
MI'u, DMSO-
de)-119.08,
(400 MI'u, DMSO-de}
He coBcem -119.14,
13.15 (s, 1H), 7.86 - 7.71
Oenoe 42522 -136.61,
28 145-147 (m, 1H), 7.21 {ddd, J=
TBEpAOE {(M+H]*) -136.67,
8.3,65,1.7Tu, 1H),
BELUSCTBO -136.69,
6.59 (s, 2H), 3.79 (s, 3H)
-136.75,
-139.25,
-139.33
(400 MIw, CDCL) 10.08
HKenroparo- 305
(s, 1H), 8.09 (dd, /= 8.3, | “F AMP (376
KOPHUYHEBOE ([M+H]"),
29 1.5Tw, 2H), 8.03-7.93 | MI'u, CDCl:)
TBEpIOE 303
(m, 2H), 4.62 (s, 2H), -139.69
BELIECTBO ([M-H]")
4.00 (s, 3H), 3.98 (s, 3H)
(400 MCw, CDCL) 7.93
He coecem 301
—7.85 (m, 2H), 7.62 - YF AMP (376
Genoe ((M+H]Y),
30 7.53 (m, 2H), 4.57 (s, MIu, CDCls)
TBEpIOE 299
2H), 3.98 (s, 3H), 3.96 (s, | -139.97
BELIECTBO ([M-H])
3H), 3.15 (s, 1H)
(400 MI'u, aueron-de)
HKenroparo- 311
796 (dd. J=8.8, 14T,
KOPHUYHEBOE ([M+H]"),
3 93-94 1H), 7.57 - 7.49 (m, 1H),
TBEpIOe 309
5.93 (s, IH), 3.92 (s, LH),
BELIECTBO ([M-H])
391 (s, IH)
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(400 MI'u, aueToH-ds)
Pososaroe 793-7.78 (m, 2H), 7.72
EIMS m/z
32 TBEpHOE 109-110 128 —7.61 (m, 1H), 5.99 (s,
BeILIeCTBO 1H), 3.93 (s. 3H). 3.92 (s,
3H)
BF gMP (376
MTI'u, CDCls)
{400 MI'u, CDCls) 7.53 -113,81,
Jlunkoe
375 —7.46 (m, 1H), 7.29(dt, |-113.87,
KOPUYHEBO-
(IM+H]Y, |J=84, 1.1 Tu, 1H), 6.39 |-113.90,
33 OpPawKeBOe
373 —6.03(m,1H), 4.61 (s, |[-113.95,
TBepIOe
((M-H]} | 2H),397(d,J=21Tn, |-137.03,
BEIIECTBO
6H), 1.85 - 1.68 (m, 3H) |-137.14,
-175.47,
-175.52
He coBcem 360
(400 MT'u, CDCL:) 7.27 | 1F IMP (376
Benoe 133.5- ([M+H]"),
34 -7.21 (m, 2H), 4.60 (s, MI'u, CDCls)
TBEPIOE 1355 358
2H), 398 -3.97 (m, OH) | -128.8, -137.4
BEILIECTBO {((M-H]")
{400 MT'u, CDCl3) 8.03
He coecem 19F gMP (376
(d, J=8.1Tu, 2H), 7.76
Benoe 34324 MTI'u, CDCls)
35 97-99 —7.66 (m, 2H), 4.61 (s,
TBEpHOE ([M-H]") -62.71,
2H), 3.99 (s. 3H), 3.97
BELIECTBO -140.31
(d,/=35Tu, 3H)
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(400 MC, DMSO-ds)
295,49 °F AMP (376
Benoe 7.92-7.75 (m, 2H), 7.32
((M+H]), MT 1, DMSO-
36 | Teepmoe 141-143 (t,/ =8.9 'y, 2H), 6.52
293.04 de)y-112.76,
BELLESCTRO (s, 2H), 3.86 (s, 3H), 3.77
([M-H]) -141.18
(s, 3H)
(400 MI'u, DMSO-ds)
He coecem
7.38 - 7.25 (m, 2H), 7.02 | °F AMP (376
Genoe 3211
37 110-112 (d,J=81Tu, 1H), 645 | MTy, DMSO-
TBEpAOE {((M+H]*)
(s, ZH), 6.09 (s, 2H), 3.85 | ds) -140.87
BELLIECTRBO
(s, 3H), 3.76 (s, 3H)
F AMP (376
MI'u, DMSO-
ds)-59.83 (d. J
(400 MCu, DMSO-ds)
37957 =12.5Tw),
Benoe 775, J=72Tu, IH),
((M+H] "), -136.46 —
38 | Teepmoe 139-141 7.60 (t,J=7.2Tu, 1H),
377.49 -138.21 (m}),
BELLECTBO 6.75 (s. 2H), 3.85 (s. 3H),
([M-H]) -138.55(d,J=
3.80 (s, 3H)
28.4 '),
-140.24 -
-141.37 (m)
(400 MI'u, CDCL) 7.42
347 °F AMP (376
PosoBoe (dd, /=89, 6.1 'y, 1H),
((M+H]"), MT 1, CDCls)
39 TBEpAOE 120-123 7.23(dd. J=8.8,6.0Tw,
346 -117.4,-120.8,
BELLECTBO 1H), 4.63 (s, 2H), 3.98
([M-H]") 1372
(m, 6H)
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(400 MI'u, CDCI3) 9.25 | I"F AAMP (376
Benoe 244 (s, 1H), 843 (d, /=82 MI'u, CDCls)
40 | TBepaoe 130-132 PRy Tu, 1H), 7.78 (4, J=8.2 | -67.96, -140.19,
BEIIECTBO T'u, 1H), 4. 67 (s, 2H), -140.20,
4.00 (s, 3H), 3.98 (s, 3H) | -140.21
(400 MI'u, CDCI;) 8.08
Kenro- 302
—8.00(m, 2H), 7.78 — F SIMP (376
OpAHKEROS ([M+H]*),
41 7.69 (m, 2H), 4.62 (s, MI'u, CDCls)
TBEpIOS 300
2H), 3.99 (s, 3H), 3.97 (s, | -139.91
BellleCTBO {(M-H]»)
3H)
(400 MTI'u, CDCls) 7.07
Kenrosaro- 339 (dd. /=82, 64Tu, 1H), | 1°F SIMP (376
2 KOpHYHEBOE ((M+H]"), |6.75(dd, /=82,0.6Tu, |MIwu, CDCl;)
TBEPIOE 337 1H), 6.08 (s, 2H). 4 56 (s. | -137.74,
BEIeCTBO (IM-H]?} | 2H), 3.97 (s. 3H). 3.96 (s. | -139.47
3H)
9F IMP (376
(400 MTy, DMSO-ds)
372.44 M@y, DMSO-
Kopuunesoe 7.38(dd, J=8.4,1.3Tu,
([M+H]"), ds) -120.48,
43 TBEPIOE 113-115 1H), 7.22(dd, /=84,
370.49 -120.55,
BELIECTBO 7.3 Tu, 1H), 6.58 (s, 2ZH),
(IM-H]") -138.35,
3.84 (s, 3H), 3.78 (s, 3H)
-138.42
(400 MI'u, DMSO-ds)
Benoe 7.60 - 7.54 (m, 2H), 7.54
326.00 i
44 TBEPJ0E 139-141 —7.47 (m, 2H), 6.68 (s,
([M-H])
BEIIECTBO 2H), 3.84 (s, 3H), 3.77 (s,
3H)
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(400 MI'u, CDCl:) 7.30 | IF SIMP (376
345 {dd,J=8.5,1.6Tu, 1H), | MI'u, CDCls)
Benoe
((M+H]*), |7.19{(dd,/=84,68Tu, |-12866,
45 TBEPIOE 143-146
343 1H), 4 83 (s, 2H), 4 07 (s, | -128.74,
BEIIECTBO
([M-H]?) 3H), 402(d,J=11Tu, |-134.93,
3H) -135.01
279
He coBcem (300 MI'u, DMSO-ds)
((M+H]),
Benoe 7.88 ({m, 2H), 748 (d, J=
46 165 277 (M-
TBEpLOe P 85T, 2H), 7.18 (s, 1H),
BEIIeCTBO 6.30 (s, 2H), 3.70 (s, 3H)
(400 MI'u, DMSO-ds)
297 13.06 (s, 1H), 7.86 {dd, J
Benoe
([M+H]"), | =8.6,1.3TL, 2H), 7.59 -
47 TBEPLOE
295 7.51{m, 2H), 6.46 (s,
BEIECTBO
(IM-H]) | 2H),3.78(d,J=5.5Tw,
3H)
He coscem 333
(400 MT'w, aueroH-ds)
Benoe {[M+H]"),
43 151 7.58 - 7.48 (m, 2H), 6.22
TBEPAOE 331
(s, 1H), 3.97 (s, 3H)
BELIECTBO {[M-H])
He coBcem 315 (400 MTI'u, DMSO-ds)
Benoe ((M+H]*), | 7.89-7.82 (m, 1H),7.72
49 137
TBEpHOE 313 {(d,/=49Tu, 1H), 6.57
BELIECTBO ([M-H]"} | (s, LH), 3.78 (s, 3H)
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{400 MT'u, CDCl3) 7.97
330.234 19F SIMP (376
Benoe (d,J=8.1Tu, 2H), 7.77
([M+H]"), M1, CDCls)
50 TBEPAOE 135-137 (d, J=8.2Tu, 2H). 4. 86
329.98 -62.81,
BEIIECTBO (s, 2H), 4.07 (s, 3H), 1.67
([M-HJ’} -137.90
(s, 1H)
He coBceM (400 MT'u, DMSO-ds)
I9F AMP (376
Bemoe 221.46 13.22{d, /=683 T,
51 M@y, DMSO-
TBEpI0E ([M+H]*) | 1H), 6.75 (s, 2H), 3.74 (s.
ds) -137.53 (s)
BELUECTBO 3H)
He coBcem 281.8 (400 MT'u, DMSO-ds) F gMP (376
Oemoe ([M+H]"), | 12.97 (s, 1H), 7.88 (dd, J | MI'u, DMSO-
52 149-151
TBEPIOe 279.7 =76,57Tu, 2H), 645 | ds) -112.85,
BEIECTBO (IM-H]} | (s.2H), 3.78 (s, 3H) -141.74
{400 MT, DMSO-ds)
Benoe 081 7.32(d, J=90Tu, 2H), | YF AMP (376
53 TBEpaOe 223-225 ) 697(d,/=79Tu, 1H), | MIy, DMSO-
([M+H]")
BEIIECTBO 6.06 (s, ZH), 5.70 (s, ZH), | ds) -147.68
3.74 (s, 3H)
BF AMP (376
MTI, DMSO-
(400 MI'u, DMSO-ds)
ds) -131.62
7.67(ddd, J=8.3,6.3,
Benoe (ddd, J=229,
37598 1.7 Cu, 1H), 7.37 (ddd, J
54 TBEPAOE 6.3, 1.7 Tu),
(M-H]) | =86,6.9,1.9Ty, 1H),
BELECTBO -135.83 —
6.56 (s, 2H), 3.79 (s, 3H),
-136.35 (m),
3.37 (s, ZH)
-139.80 (d, J =
27.9Tu)
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(400 MTy, DMSO-ds)
OpamxeBoe 18787 12,99 (d, J= 704 Tu, PF AMP (376
55 TBEPIOE M 'H]') 1H), 7.96 — 7.77 (m, 2H), | MI'uy, DMSO-
BEIUECTBO 7.71 = 7.54 (m, 2H), 6.46 | ds) -141.18 (s)
(s, 2H), 3.77 (s, 3H)
'F IMP (376
Ml 'y, DMSO-
(400 MTu, DMSO-ds) | de) -59.81(d, J
13.14(d, /=727 T, =12.6 T,
Benoe
3672 H), 776 (,J=72Tu, |-137.11-
56 TBEpIOe 133-135
([M+H]*) | 1H), 7.61 (dd, /=193, -138.15 (m),
BEIEeCTBO
11.7 I'u, 1H), 6.66 (s, -13922(d,J=
2H), 3.80 (s, 3H) 298 T),
-140.65 (dt, J=
25.2,12.5Tw)
(400 MIw, CDCl3) 7.36
333 ’F AMP (376
Benoe (dd,J=8.7,6.0Tu, 1H),
153.5- ((M+H]"), Ml CDCls)
57 TBEpIOE 7.30(dd, SJ=90,59Tu,
155.0 331 -117.2,-120.2,
BEIIECTBO 1H), 4.86 (s, 2H), 4.07 (s,
([M-H]-) -135.0
3H)
(400 MTI'u, DMSO-ds)
Benoe 6.26 (s, 2H), 3.71 (s, 3H), | 1°F AMP (376
148 5- 215
58 TBEp0e 264(qd,)J=76,26Tn, |MIy DMSO-
150.5 ([M+H])
BEIIECTBO 2H), 1.15(t, J=7.6Tu, |ds)-139.6
3H)
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(400 My, DMSO-ds) BF AMP (376
XKentoe 176 7.88(dd. /=9.0,5.7 Ty, | MIy, DMSO-
59 TBEpAOE 147-148 (IMLHT) 1H), 7.59(dd, J=8.7, dsy-113.74,
BELLECTBO 6.1 T'y, 1H), 6.58 (s, 2H), | -117.64,
3.78 (s, 3H) -138.88
(400 MI'u, DMSO-ds) F IMP (376
benoe 425 791(dd, J=88,51 Ty, | MI'u, DMSO-
60 TBEpAOE 132-134 1H), 7.44 (dd, J=8.0, ds)-101.29,
([M+H]*)
BeILECTBO 5911, 1H), 657 (s, 2H), | -118.82,
378 (s, 3H) -138 86
Ceerno- (400 MI'1, DMSO-ds) YF AMP (376
KOPH'HEROE 7.69(d,J=9.8Tu, 1H), | MIy, DMSO-
61 dec 359 (IM])
TBEpAOE 7.58 -7.47 (m, 2ZH), 6.54 | dg)-111.91,
BEILeCTRO (s, 2H), 3.78 (s, 3H) -139.22
(400 MIN1, DMSO-ds)
Ceetno- 7.79(dd, J=96, 1.6 Ty, | ¥F SMP (376
KOPHYHEBOE 407 1H)Y, 7.72 {dd, /= 8.1, MTI'u, DMSO-
62 143-145
TBEpAOe (IM+H]*} | 1.6 T, 1H), 7.33(t, J= | ds}-112.65,
BeleCTBO 7.9Tu, 1H), 6.53 (s, 2H), | -139.16
3.78 (s, 3H)
(400 MI'u, DMSO-ds)
332 1319 (s, 1H), 917 (s, I9F SIMP (376
betoe ([M+H]") 1H), 849(d,J=82T MTI'u, DMSO
+H]™). . 8. . J=8.2Tu, 0, -
63 TBEPAOE 160-162
330 IH), 8.05(d, J=82Tu, |ds)-66.41,
BEILECTBO
([M-H]") 1H), 6.63 (s, 2H), 3.80 (s, | -141.10
3H)
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(300 MI'u, DMSO-ds)
7.62-7.53 (m, 1H), 7.42

Benoe 363 (dd,J=8.7, 1.6 Tu, 1H),
64 TBeproe 169-171 7.16 (d. J= 1.8 T, 1H),
([M+H]")
BEIIECTBO 7.02(t,J=73.4 Ty, 1H),
6.70 (s, 2H), 3.92 (d,J =
0.8 I, 3H)
F gMP (376
MI', DMSO-
(400 MI'u, DMSO-ds)
ds) -114.32,
7.58 (t,/=7.8Tu, 1H),
361 -114.37,
Kopuunesoe 750(d,/=84Tu, 1H),
([M+H]"), -114.39,
65 TBEpHOS 6.56 (s, 2H), 6.17 (dq, J
359 -114.44,
BELIECTBO =19.8,6.4 'y, 1H), 3.79
(IM-H]") -139.01,
(s,3H), 1.73 (dd,J=
-139.09,
23.1, 6.6 Tu, 3H)
-172.70,
-172.75
(400 MI'u, auetoH-ds)
436 7.56 —7.49 (m, 2H), 7.43
Benoe
((M+H]*), |-7.27 (m, 5H), 5.98 (s,
66 TBEpAOES 118
434 2H), 5.40 (s, 2HD), 3.97
BEIIECTBO
(IM-H]) |(d.J=1.1Tu, 3H), 3.85
(s, 3H)
(300 MT'u, CDCl3) 8.00
He coBcem 393 (t./=85Tuy, 1H), 7.23
Genoe ((M+H]*), | (m,3H), 7.15(dd,J=
67 123-125
TBEpLOE 391 11.1,20Tu, 1H), 4.59
BEIIECTBO {(M-H]») (s, 2H), 4.46 (m, 4H),
1.44(t,J=7.1Tu, 3H)
(300 MI'u, CDCls) 7.99
(dd,J=11.9,5.1Tn,
1H), 7.25-7.11 (m, 3H),
HKenrosaro-
6.13 (tt, J=55.0, 39T,
KOPHYHEBOE
68 1H), 474 (d, J= 80,7 'y,
TBEpOE
2H), 447 (tt, J =123,
BEIECTBO
62Ty, 2H), 427 (td, J =
13.9,39Tu, 2H), 1.44 (t,
J=7.1Tu, 3H)
I%F IMP (376
(400 MI'u, DMSO-ds)
He coBcem MI'u, DMSO-
7.62-7.51 (m, 2H), 7.42
Benoe 329.0 ds) =112.06,
69 (dd,J=8.3,19Tu, 1H),
NOJyTBEPAOE ([M+H]) -112.14,
6.60 (s, 2H), 3.84 (s, 3H),
BELIECTBO -138.59,
3.78 (s, 3H)
-138.67
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(300 MT'w, DMSO-de)
7.95 (1, J=8.6 Tu, 1H),

Cnabo- 365 7.55(dd, /=11.3,2.0
"0 KOPHYHEBOS ((M+H]"), |Tu, 1H), 7.40(dd, J=
TBEpHOE 363 85,20l IH), 7.24 (d,
BEIIECTBO (M-H]) |J=19Twu, IH), 6.34 (s,
2H), 4.56(q,J=9.0Tw,
2H)
°F AMP (376
Ee 31547 (400 MI'u, CDCl3) 7.62 | MI'u, CDCls)
J108
((M+H]"), |-7.54(m, 2H), 7.42 (dd, | -107.18,
71 TBEpJ0E
31399 J=28220Tu, 1H), 6.53 | -107.26,
BEIleCTBO
(IM-H]?} | (s.2H), 3.78 (s, 3H) -134.44,
-134.52
(400 MI'u, DMSO) &
He coecem
1338 (s, 1H), 7.81 (d.J | IF SIMP (376
Benoe 331
72 168-170 =11.1Tu, 1H), 7.73 (s, | MI'y, DMSO) é
TBEp0E ([M+H]")
2H), 6.92 (s, 2H), 2.26 (s, | -115.93, -143.45
BEIIECTBO
3H)
Benoe 237 (400 MT'y, DMSO) & IF SIMP (376
73 TBEpIOE 176-178 | ((M+H]Y), | 13.58 (s, IH), 7.13 (s, MI'y, DMSO) &
BEIIECTBO 235 ([M-H]") | 1H), 2.23 (s, 2H) -140.08
Benoe (400 MI'u, CDCI3) & I5F gMP (376
EIMS mz
74 TBEpIOE 75-77 250 535 (s, 2H), 3.96 (s, 3H), | MI'y, CDCI3) &
BEIIECTBO 2.33 (s, 3H) -138.81
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75

308
(M+H]")

(400 MI'w, DMSO0-d6) &
3.77 (s, 3H), 3.86 (s, 3H),
3.92 (s, 3H), 6.53 (s, 2H),
6.95 (dd, ] =8.6,0.8 'y,
1H), 8.10 (ddd, J = 8.6,
2.4,1.1Tu, 1H), 8.58 (1,
J=2.0Tu, 1H)

I5F gMP (376
My, DMSO-
d6) 5 -141.20

76

318
([M+H]*)

(400 MI, DMSO-dé6) &
0.99 (i, ] =7.6,2.7T,
4H), 2.17 (1, J =78, 5.1
[, 1H), 3.77 (s, 3H),
3.86 (s, 3H), 6.55 (s, 2H),
7.42(d, 1=8.9Tw, 1H),
800 (ddd, J=8.2,2.3,
12Ty, 1H), 8.77(t. T =
2.0 T, 1H)

I5F IMP (376
MTu, DMSO-
d6)5-141.19

77

304
(M+H]")

(400 MI'y, DMSO-d6) 8
0.92 - 1.06 (m, 4H), 2.17
(tt, J=7.8,5.1 T, 1H),
3.78 (s, 3H), 6.49 (s, 2ZH),
7.42(dd, J=83,09Tn,
1H), 8.05 (ddd, ) =8.2,
2.2, 1.1Tu, 1H), 8.81 (1,
J=20Tu, 1H), 13.03 (s,
1H)

IF SIMP (376
MI'u, DMSO-
d6) 5-141.73
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(400 MI'y, DMSO-dé6) &
3.78 (s, 3H), 3.92 (s, 3H),
204 6.47 (s, 2H), 6.95(dd, ] | ¥F AMP (376
78 =8.7,08Iu, 1H), 8.15 MI'u, DMSO-
{[M+H]*)
(ddd, J=8.7,24, 1.1 T, | d6) 5 -141.78
1H). 8.61(t,J=21Tn,
1H), 13.02 (s, 1H)
(400 MI'u, DMSO-d6) &
3.78 (s, 3H), 6.54 (s, 2H),
I5F AMP (376
331 7.76 (d, J=8.5Tu, 1H),
79 MTI'u, DMSO-
(M+H]*) | 7.84(dt.J=85,1.7Tn,
d6) §-140.72
1H), 8.07(d, J=1.8 T,
1H). 13.10 (s, 1H)
(400 MI'u, DMSO-dé6) &
. 3.78 (s, 3H), 3.87 (s, 3H), | IF SIMP (376
80 6.61 (s, 2H), 7.70 - 7.88 | MTI'uy, DMSO-
([M+H]")
(m, 2H), 7.95-8.05 (m, | d6) 5 -140.26
1H)
400 MI'u, CDCL) 6 7.06
(400 MEw, CDCE I9F IMP (376
Opanxepoe (s, 1H), 4.59 (s, 2H), 3.97
81 245 ([M-H]") MTu, CDCI3) 8
Macno (s, 3H), 3.88 (s, 3H), 1.98
-89.99
(t,/=187TIu, 3H)
(400 MI'y, DMSO) &
19F SIMP (376
Opanxeroe 6.99 (s, 1H), 6.50 (s. 2H),
82 231 ([M-H]"} MTIu, DMSO) &
Macio 3.70(s,3H), 1.89(t, J=
-87.92
19.1 [y, 3H)
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(400 MIw, CDCh) 6 6.91
(s, 1H), 5.59 (dq, /=
Benoe F IMP (376
47.6,6.3Tu, 1H), 4.53
83 TBEpACE 227 ([M-H]?) MTru, CDCI3) 8
(s, 2H), 3.97 (s, 3H), 3.87
BELIECTBO -176.20
(s, 3H), 1.62 {(dd, /=
24.6, 6.4 Ty, 3H)
(400 MI'y, DMSO) 8
9.06 (s, 1H), 6.82 (s, 1H),
OpaHkeBoe 6.47 (s, 2H), 5.49 (dq.J | I°F AMP (376
84 TBEpAOE 213 (IM-H]) | =47.7, 6.3 Ty, 1H), 369 | MI'u, DMSO) &
BELLECTBO (s, 3H), 2.51(d,J=24.0 | -171.64
[, 1H), 1.52 (dd, J =
24.5, 6.4 Ty, 3H)
TH AMP (400 MI'y, .
3¢ SMP (101
CDCl:) 6 6.86 (s, 1H),
My, CDCI3) 3
6.71(dd, /=17.6,10.9
165,94, 15206,
HKentoe EIMS mz | T, 1H), 5.98 (dd, /=
85 148.02, 143.34,
Maclo 208 17.6, 1.0 ', 1H), 5.42
141.60, 136.73,
dd, 7=109,1.0Tn,
118.02, 108.63,
1H), 4.45 (s, 2H), 3.97 (s,
61.49, 52.84
3H), 3.87 (s, 3H)
(300 MT1,
CDCl:)67.88(d, /=84
Kopuunesoe 292 [, 1H), 739{d, /=85
86 TBEpAQe 178-200 Ty, 1H), 6.95 (s, 1H),
{[M+H]*)
BELLECTBO 5.39 (s, IH), 4.07 (s, IH),

398 (s, 1H), 2.98 (d, J =
51Ty, 1H)
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(300 MI'L, CDCL:) 6 7.85
Kopuuneroe 306 (d, /=85Tw, 2H), 7.39
87 TBEpaOe 153-154 J=87Tn, 2H), 7.34
P (MHHT) , ).
BELIECTBO (s, 1H), 6.06 (s, 2H), 3.98
(s, 3H), 2.79 (s, 6H)
(300 MI'w, CDCl:) 6 7.67
(dd,/=8.6,7.7 Ty, 1H),
722 (m, IH), 7.11(d. J=
Kopuunesoe
1.9Tw, 1H), 5.16 (s, 2H),
88 | Tmepmoe 93-94 | 369 ((M-H]}
447 (q,J=7.1Tw, 2H),
BEILECTBO
3.96 (d, J=0.9 'y, 3H),
2.30 (d, J= 1.7 'y, 3H),
143 (t,J= 71T 3H)
(400 MI'u, CDCls) 8 8.02
(m, 1H), 7.23 (m, 1H),
Kentoe 409 7.16 (m, 16H), 5.20 (s. I5F AMP (376
89 TBEpAOE ((M+H]"), |2H),448(q,/=71Tu, |MIu, CDCl:)3d
BEIIECTRO 407 ((M-H]) | 2H), 3.42 (q,J = 10.0 T, | -66.36, -113.57
2H), 1.44 (1, J=7.1Tw,
3H)
425 (400 MI'y, CDCI3) § °F AMP (376
7.77-7.84 (m,1H), 7.68- | MT'u, DMSO-
91 (IM+H]"),
7.77 (m, 2H), 6.80 (s, d6) § -140.15, -
423 ([M-H])
2H), 3.88 (s, 3H) 115.85.
(400 MI'u, CDCls) 6 7.06
Benoe I5F gMP (376
233 (s, 1H), 6.54 (t,J=55.4
92 TBEpIOES MTIu, CDCI3) &
((M+H]+) [ [u, 1H), 4.69 (s, 2H),
BELLECTBO -114.65
3.98 (s, 3H), 3.90 (s, 3H)
(400 MI'u, CDCI3) &
Benoe 345 7.77(dd, J=28.9,9.5 UF AMP (376
93 TBEPOE 125-126 | ([M+H]*), |Tu, 2H), 7.47 (m, IH), MI'u, CDCI3) &
BEIECTBO 343 ([M-H]") | 5.28 (s, ZH), 3.99 (s, 3H), | -115.10, -143.40
235(s, 3H)
{400 MT'u, CDCls) & 7.27 | I°F SIMP (376
Benoe 375 —7.24 (m, 2H), 5.31 (s, M, CDC13) 8
924 TBEpIOE 113-117 | ((M+H]", |2H),398(d,J=11Tu, |-127.97,
BEIECTBO 373 ([M-H]") | 3H), 3.96 (s, 3H), 2.32 (s, | -128.06,
3H) -140.43, -140.52
{400 MI'u, DMSO-de) &
3.73 (s, 3H), 5.50 (dd, J
Kenrosato-
=11.0,2.2 'y, 1H), 6.20
KOPUYHEBOES F AMP (376
213 (dd,J=17.3,2.2Tu,
95 TBEpIOE Ml ', DMSO-
([M+H]) | 1H), 6.35 (s, 2H), 6.83
BELLECTBO de) 6-145.09 .
(ddd, J=17.3, 109, 1.7
Ty, 1H), 12.98 (s, 1H).

'Eciu HeT MHBIX yKa3aHHi, TO JaHHBIE MAcc-CIIeKTPOMETPHH MPEICTABIIOT cOGOM TaHHbIe TAHIEMHOR
Macc-CHeKTPOMETPHHU ¢ HoHM3aneH atekTpopacbuieHueM (ESIMS).
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ITpumep 69. IToxyyeHne repOHLIUIHBIX KOMITO3HIHHA.
Crenyromue WUTOCTPATUBHBIC KOMIIO3HIHHI, YACTH M MMPOLCHTHI MTPEACTABICHHI 10 Macce (Mac.%).
OMy TbIHPYIOIIUEC KOHIICHTPATHI.
Kommosniug A
Macc %
Coenunerue 12 262

Iomraukons 26-3 5.2
Hewuonnplii 3Mybprarop-(au-sTop-
OyTHN)PpeHHNIONH(OKCHIPOMHIEH JEI0K

TIONHMEP ¢ OKCHITHACHOM). Coaepikanne

MOJHOKCHATHIEHA COCTABIAET OKONO 12 Mob.

Witconate P12-20 52
(AHHOHHBIH IMYIEraTOP-KATBLUHH
noneumunbenson cyabpoHaT

60 Mace, % aKTHBHOrO BEIIECTBA)
Aromatic 100 63.4

(ApoMaTHYecKkHil PacTBOPHTENDb H3 Psia

KCHIOJIOB)

Kommnosuuus B

Macc %
CoeanHenne 66 35
Sunspray 11N (mapaduHoBoe Macio) 40.0
Tlomurnuxons 26-3 19.0
OnerHOBas KHCIOTA 1.0

ApOMaTHUECKHH PACTBOPUTENb U3 PALIA KCHIONOB 36.5

Komnosunua C

Mace %
Coeaunenne 68 13.2
Stepon C-65 257
Ethomeen T/25 7.7
Ethomeen T/15 18.0

ApoMaTHUYeCKHii  pacTBopHTens M3 paja 354

KCHIQJIOB

OTH KOHIIEHTPATHI MOTYT OBITH Pa30aBICHBI BOJAOH C MOJYUYCHHEM SMYJIbCHH MOAXOAAIMNX KOHICHTPAIHH
JUTA TOJABJICHHS POCTA HEXKETIATSIbHBIX PACTCHUH.
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CMa4uBarOIIUECs MOPOIIKH.

Komnosuumna D
CoennHenue 46
[Nonurnukone 26-3

Polyfon H

Macc %
26.0

2.0

4.0

Zeosyl 100 {(ocaxaeHHbl ruapaTHpoBaHHbIH 170
Si02)

T'muna bapaena + MHEPTHBIE KOMIIOHEHTBI 51.0

Komnozuumg E

Macc %
Coenunenne 55 62.4
Polyfon H (iurxocynedonar Harpus) 6.0
Sellogen HR (radTanuacynedoHaT 4.0
HATPHUA)
Zeosyl 100 276

AKTHBHBIH MHTPEIHCHT COCAHHACTCA C COOTBETCTBYIOIIMMH HOCHTCJIIMH, H 3aT€M OHH CMCINHBAFOTCH H
NEPEMATIBIBAIOTCA C 00PA30BAHHEM CMAYHMBAOIIMXCS MOPOLIOB C MPEKPACHOH CIIOCOOHOCTHIO K CMAYUBAHHIO H
o0pa3oBaHuro cycneH3ui. [IyteM pa30aBICHHUA STHX CMAYUBAOIIUXCA NOPOIIOB C BOAOH MOKHO IOJIYYHUTh CyC-
NICH3UH TOIXOIIHUX KOHIICHTPAIMH IS OJABICHUS POCTA HEXKEIATEIbHBIX PACTCHHH.

Bomo-mucneprapy eMsie rpaHy JIbl.

Komnosuisa F
Macc %
Coeaunenue 48 26.0
Sellogen HR 4.0
Polyfon H 5.0
Zeosyl 100 17.0
KaonuHuropas ragHa 48.0

AKTHBHBIH HHIPEIUEHT JOOABIACTCS K KPEMHHEBOH KHCIOTE, KOTOpAs 3aTeM CMELIMBACTCA C APYTHMH
HHIPEIUEHTAMH H NEPEMAbIBACTCA B MOPOINOK. JTOT MOPOLIOK arJOMEPHPYETCA C BOAOM H IPOCEHBACTCA,
yTOBbI MOJIYYUTh TPaHyJIbI pazMepoM oT 10 mo +60 memn. [TyTeM quCHEPrupoOBaHMA STHX IPAHYJ] B BOJEC MOXKHO
MOJIyYUTh CYCHEH3UH MOJXOIIIIX KOHICHTPALUH U TOJABJICHUS POCTA HEKEIATCIbHBIX PACTCHHH.

I'pany bl
Komnoznumg G
WT%
CoenuHeHnue 58 5.0
Celetom MP-38 95.0

AKTHUBHBIH HHTPCIUCHT CMCIIUBACTCA C MOJIIPHBIM PACTBOPHTEICM, TAKUM KaK N-METHI MHUPPOTHIAHOH,
LOUKJIOTCKCAHOH, TaMMAa-0yTHPOJIAKTOH u ApyruMH, ¢ HocuteneM Celetom MP 88 wimm apyrumu moaxoasuMe
HOCHUTEISIMHU. [T0NMyUYCHHBIC TPAHYJIBI MOTYT MPUMCHATHCS BPYUYHYIO, C MOMOINBI0 MCXAHHM3MA /I HAHCCCHUSA
TPaHyJ1, ¢ MIOMOIIBIO CAMOJIETa U APYTHMH CIIOCOOAMHE U ITOJABICHHS POCTA HEIKETIATSIBHBIX PACTCHUH.

Komnosuuna H

Macc %
CoenuHeHHe 28 1.0
Polvfon H 8.0
Nekal BA 77 2.0
Creapar UHHKA 2.0
I'nuna bapaena 87.0

Bce MaTepuasbl CMEIIHBAOTCSA M U3MEIBYAIOTCS B OPOILNOK, 3aTEM JOOABIICTCS BOAA, H 3Ta CMECh Iepe-
MEIIHBACTCS 10 TEX MOP, MOKA HE 00pasyeTcs macrta. CMECh POy CKACTCS Yepe3 IKCTPYACP C MOy YCHHEM Ipa-
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HyJI Hy>KHOTO pa3Mepa.

ITpumep 70. OnpeneneHne aKTUBHOCTH MOCICBCXOA0BBIX TEPOHIIUIOB.

ITocnescxomoBbic HCMbITAHKA 1.

CemeHa MM 3€pHA YKETIAEMBIX BUIOB HCTIBITYEMBIX PACTCHHH BHOCHJIM B IOCaO4HYyI0 cMech Sun Gro Met-
r0-Mix® 360, kotopas 06sr4HO mMena pH or 6,0 10 6,8 u coaepskaHue OPraHUYECKUX BeImecTB 0koio 30%, B
MJTACTHKOBBIX TOPIIKAX C IJIOIAbIO IIOBEPXHOCTH 64 KB.CM. ITpH HEOOXOAMMOCTH, AT 00ECTICUCHHS XOPOIIETO
MPOPACTaHUA M 3I0POBbSI PACTCHUH, MPHMEHAIH 00pabOTKY ()YHIHIMIAMH /WM APYTYI0 XHMHYECKYIO HIIH
(puzmueckyro 06paboTKy. PacteHus BhIpamuBany B TeueHue 7-21 qHEH B TEIUTHLE C MPHOIM3UTEIBHBIM CBETO-
BBIM IIEPHOJIOM 15 4, B KOTOPOH MOAIEp KUBAIH TEMIIEPaTypy okouo 23-29°C B teucHue aui u 22-28°C B Teue-
HHE HO4YH. [TuTaTenbHbIC BEMIECTBA M BOAY A00ABILUIM HA PETYJLIPHOM OCHOBE, a JOIMOIHUTEIBHOE OCBEIICHHUE
00eCneYnBaIy MOCPEACTBOM IOTOJIOYHBIX METAJUIOraJoreHHbIX 1000-BaTTHBIX JIAMII IO MEPE HEOOXOAUMOCTH.
PacTeHus HCMOMIB30BAMH AJISI TECTUPOBAHUS, KOTIA OHM JOCTUTAIU CTAUH NMEPBOTO HIH BTOPOTO HACTOSIIETO
JHCTOYKA,

B3BemeHHOe KOIMYECTBO, ONMPEACICHHOE M0 CAMOM BBICOKOM HOPME, MOAJICKAIIEH HCTIBITAHHUIO, KAYKAOTO
TECTUPYEMOTO COCIWHCHUSA MOMEIIATH B 25 MJI CTCKIIIHHBIN COCYJ M PACTBOPSUIH B 4 M1 cmecH u3 97:3 00.u.
aneroHa ¥ DMSO, 4To0sI NOIy4YHTh KOHICHTPHUPOBAHHBIC MATOYHBIC pacTBOPHL Ecimm Tectupyemoe coeamHe-
HHE PacTBOPSUIOCH IJIOXO, CMECh HATrpeBaM /WM 00padaThiBaIu yIbTpa3BykoM. [losydeHHBIE KOHLIEHTPHPO-
BaHHbIC MATOYHBIC PACTBOPHI pa3OaBmumy 20 MJI BOZHOW CMECH, COACPIKAINCH AllCTOH, BOAY, M30NPOIHMIIOBBIN
crupt, DMSO, xoHueHTpar pactutenbHoro macna Atplus 411F u moBepXHOCTHO-aKTHBHOE BEIECTBO Triton®
X-155 B 06vemMHOM OTHOIICHHH 48.5:39:10:1.5:1.0:0.02 111 moTyueHHUA pacTBOPOB I PACIBUICHUSA, COACPIKa-
HIMX CaMBbIC BBICOKHE HOPMBI pacxona. JIOMOTHUTEIbHBIC HOPMBI PACX0/1a IMOIYYAH MOCICAOBATCIBHBIM Pa3-
OaBiacHueM 12 M1 pacTBOpa C BBICOKOH HOPMOH pacxoja PacTBOPOM, coleprkamuM 2 M cmecu 97:3 00.4. ane-
toHa 1 DMSO, u 10 M1 B BOZHOH CMECH, COACp KAIICH alleTOH, BOAY, H30MPOMIIOBLIH ciupT, DMSO, KOoHIICH-
Tpar pactureiapbHoro Macna Atplus 411F u moBepXxHOCTHO-akTHBHOE BemecTBo Triton X-155 B 00BbeMHOM COOT-
HomeHnH 48.5:39:10:1.5:1.0:0.02, yroOs1 momyuuts 1/2X, 1/4X, 1/8X u 1/16X yactu OT BBICOKOH HOPMBI pac-
xoma. TpeOyeMble KOIMUICCTBA COCOTUHCHHA Oa3HpyIOTCS HA 12 M mpuMeHsAeMOro odwreMa mpu pacxone 187
1/ra. KOMIIO3UITMOHHBIE COCTUHCHUA MPHMEHIH K PACTUTECIBHOMY MATEpHAy C MOMOIIBIO MOTOJOYHOTO pac-
neimuTenst (Mandel track), o6opynosanHoro 8002E xanmOpoBaHHOM HacaakoH, uyroObl mogasaTh 187 n/ra Hax
obnacTero nmpuMeHeHuA B 0.503 KB.M IpH BBICOTE pacTblUIcHU 18 mroiiMoB (43 cM) BBIIIE CPETHEH BBICOTHI pac-
TeHHsL. KOHTPOIbHBIC paCTCHHUS ONMPBICKUBAIH TAKHM K€ 00Pa30M XOJOCTHIM PACTBOPUTEIICM.

OObpaboTaHHbIC paCTCHHS U KOHTPOJIbHBIC PACTCHUS MOMCEIIATIH B TCIUIUILY, KaK OIHMCAHO BBIIIC, H NOJMBA-
T MyTEM BHYTPHIIOYBEHHOTO OPOIICHUS, YTOOBI PEIOTBPATUTh CMBIBAHUE TECTUPYEMBIX coeauHeHUH. CIycTs
14 nHEH, COCTOSHHE UCTIBITYEMBIX PACTCHUH IO CPABHEHHIO C PACTCHUAMH, KOTOPBIC HE ObLTH 00pabOTaHbI, OII-
pelesM BU3YAIbHO M OLCHUBAMM 1o mkajie oT 0 1o 100%, rae 0 coOTBETCTBOBA OTCY TCTBHIO MOBPEKIACHUM,
u 100 cOOTBETCTBOBAJNO MOJHOMY YHHYTOXKCHHIO pacTeHHH. HekoTophle M3 TECTHPOBAHHBIX COCTMHCHMHU, HC-
NOJIb30BAHHBIX HOPM PACcX0/a, HCIBITAHHBIX BUIOB PACTCHUH ¥ MOJYYCHHBIX PE3yJIbTaTOB IPUBEACHHI B TAOM. 3
u 8.
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Tabmuma 3
OrmpeaeneHue MOCICBCX0A0BOH repONIHIHOM aKTHBHOCTH (TecT I)
Busyanenoe canxenue pocra (Yo)- 14 anedi nocie npamMenenns
Homep Hopua
Cocannentn pHecenus | ABUTH | CHEAL | EPHHL | ECHCG | CYPES | ORYSA | ZEAMX
(g ai'ha)

1 280 100 100 100 0 0 0 0
2 280 90 90 95 0 0 0 0
3 140 100 100 100 0 0 0 10
4 140 80 100 100 0 0 0 0
H] 70 100 100 100 80 20 0 60
6 140 60 100 100 0 20 5 0
7 140 90 100 95 0 0 o
8 280 25 30 90 0 0 0
10 280 100 100 100 0 0 25
11 140 100 100 100 100 50 12 80
12 280 0 70 0 0 0
13 280 0 20 70 0 0 0
19 70 85 100 100 75 90 0 70
20 70 85 100 100 80 50 0 80
21 70 85 100 100 50 70 0 50
22 140 60 100 100 90 50 0 70
23 140 70 100 100 80 100 0 70
24 140 60 65 100 50 100 0 75
25 140 70 90 100 85 100 0 70
26 140 10 90 100 55 50 0 75
27 140 60 90 100 60 100 0 70
28 70 70 100 100 80 40 5 70
30 140 50 100 100 0 100 0 70
31 140 100 100 100 95 100 15 85
32 140 95 100 100 90 100 0 75
33 140 100 100 100 80 100 0 70
34 140 100 100 100 100 100 10 90
35 140 75 100 100 80 100 0 70
36 140 100 100 100 0 100 0 60
37 140 55 100 100 100 100 0 75
38 140 85 90 100 10 50 0 75
39 70 80 100 100 80 100 0 75
40 140 80 100 100 50 100 0 70
41 140 80 100 100 0 100 0 70
42 140 60 90 100 0 10 0 75
43 140 90 100 100 80 50 0 70
44 140 50 100 0 0 100 0 15
45 140 100 100 100 100 100 0 65
46 140 100 100 100 15 0 0 0
47 140 100 100 100 100 100 45 85
48 140 90 100 100 90 100 0 80
49 140 100 100 100 100 100 25 90
50 140 90 90 100 70 100 30 75
51 70 0 90 100 0 0 0 0
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52 140 - 100 100 60 100 0 50
53 140 80 100 0 80 100 15 75
S4 70 90 90 100 90 100 5 85
55 132 85 90 100 100 160 10 80
56 140 80 90 100 100 50 10 75
S7 70 85 100 100 90 70 0 75
58 280 60 80 65 0 0 0 10
59 70 80 100 100 100 50 5 70
60 70 60 90 100 95 50 15 75
61 140 80 100 100 95 100 10 75
62 140 15 100 100 100 50 8 75
63 140 90 100 100 95 100 50 80
64 280 50 85 95 0 0 0 10
65 140 100 100 100 65 100 0 70
66 140 100 100 100 60 100 0 80
67 280 25 50 35 0 0 0 0
68 180 100 90 100 0 90 0 10
69 70 85 0 100 30 160 0 10
70 280 50 25 100 0 85 0 15
71 70 80 90 100 85 100 0 70
72 140 80 100 100 0 90 30 60
73 140 10 10 50 0 0 0 0
74 140 0 0 0 0 0 0 0
75 140 90 85 85 0 95 0 85
76 140 85 80 97 0 95 50
77 140 80 75 95 85 90 63 95
78 70 80 97 80 85 80 50 80
79 70 80 100 95 70 90 15 80
80 70 70 85 20 0 93 0 50
81 140 10 80 60 0 0 0 0
82 140 20 85 30 0 0 0 0
83 140 0 0 0 0 0 0 0
84 140 10 30 0 0 0 0 0
86 280 40 95 50 NT 0 0 0
87 140 90 90 100 40 90 0 0
88 140 100 100 100 100 60 0 80
89 140 30 70 90 0 0 0 0
92 140 40 95 70 0 0 0 0
93 140 30 90 50 0 0 0 0
94 140 60 85 63 0 0 0 0
95 140 0 60 30 0 0 0 0

ABUTH: xanatuuk teodpacta (Abutilon theophrasti),
CHEAL: maps 6enast (Chenopodium album);

EPHHL: nyancertus nukas (Euphorbia heterophylla);
ECHCG: kypunoe npoco (Echinochloa crus-galli);
CYPES: uyda (Cyperus esculentus);

ORYSA: puc mocesHoi (Oryza sativa),

ZEAMX: Mauc (Zea mays),

g ai/ha: 1 r akTHBHOTO HHTpeHeHTa Ha 1 ra;

NT: He HCIBITHIBAJIH.

ITpumensa oOmenpuHATHIH NpoOuT-aHaMN3, Kak onmucano J. Berkson in Journal of the American Statistical
Society, 48, 565 (1953) u by D. Finney in "Probit Amamu3" Cambridge University Press (1952), nmpuseacHHbIC
BBIIIC JAHHBIC MOTYT OBITh HCIOJIb30BaHBI s pacueta 3HaueHU GR,o, GRso 1 GRg, KOTOpBIC OMpeaesFOTCS
Kak (paKTOpPhI COKPAINCHHUA POCTA M KOTOPBIC COTIACYIOTCA C 3()(EKTHBHOM 1030H repOHImaa, HEOOXOIHMMOTO

JUIA YHAYTO)KCHHUS WITH TIOIABIICHUS POCTa IieaeBoro pactenus Ha 20, 50 mwmu 80% COOTBETCTBEHHO.

-94 -



028844

Tabmma 4
I'epOuLmaHAS AKTHBHOCTD PA3THYHBIX COSTUHCHHUIH C CEJICKTHBHOCTBIO MO OTHOIICHHIO K KYKYPY3€

BusyansHoe cHHxeHHe pocta (Ye) — 14 aneii nocne
npHMeHenHA
Homep Hopma
Coenanne- | npamenenns | CHEAL ABUTH POLCO | ZEAMX TRZAS
HHA (g ai‘ha)
1 280 100 100 100 0 0
140 100 95 95 0 0
70 95 95 100 0 0
35 90 85 100 0 0
17.5 90 40 100 0 0
GR2o <17.5 10.5 <17.5 >280 >280
GRso <17.5 194 <17.5 >280 >280
GRso <17.5 35.9 <17.5 >280 >280
6 140 100 85 100 20 50
70 100 85 100 10 45
35 100 80 NT 0 15
17.5 100 75 100 0 0
8.75 90 50 0 0 0
GR2o <8.75 <8.75 10.7 132 475
GRso <8.75 6.42 12.4 >140 109
GRso <8.75 38.1 14.3 >140 >140
45 140 100 100 100 65 65
70 100 100 100 60 60
35 100 100 100 55 55
17.5 100 100 100 50 20
875 90 90 100 50 10
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GR20 <8.75 <8.75 <8.75 <8.75 14.3
GRso <8.75 <8.75 <8.75 12.4 53.5
GRso <8.75 <8.75 <8.75 >140 >140
46 280 100 100 100 0 75
140 100 100 100 0 70
70 100 95 100 0 40
35 95 85 90 0 20
17.5 20 30 30 0 15
GR2o <17.5 <17.5 <17.5 >280 27.1
GRso <17.5 <17.5 <17.5 >280 91.7
GRso <17.5 19.7 18.6 >280 310
47 140 100 100 100 85 50
70 100 100 100 80 45
35 100 95 100 75 30
17.5 100 95 100 55 15
8,75 90 90 100 40 0
GR2o <875 <8.75 <8.75 <8.75 306
GRso <8.75 <8.75 <8.75 12.6 98.6
GRso <875 <875 <8.75 74.1 >140

CHEAL: maps 6enas (Chenopodium album);
ABUTH: xanatHuK Teodpacta (Abutilon theophrasti);
POLCO: ropen BproHKOBBIH Polygonum convolvulus);
ZEAMX: manc (Zea mays);

TRZAS: spopas nmenuna (Triticum aestivum);
gai/ha: 1 r akTHBHOTO HHI'PE/THCHTA Ha 1 Ta;

NT: He HCOBITHIBAJIH.

GR20: cHmxenue pocta Ha 20% OT pocTa pacTeHHS,
GR350: cHmkenne pocta Ha 50% OT pocTa pacTeHHS,
GR80: cHmxenue pocta Ha 80% OT pocTa pacTeHHSL.

Ipumep 71. OueHKa NpeBCX0I0BOH repOUIUIHON AKTHBHOCTH.

CeMeHa MCIBITYEMBIX BHAOB JKEJIACMBIX PACTCHHI BBICEBAIM B IMOYBCHHYIO OCHOBY, ITOJYUYCHHYIO IyTEM
CMCIIHMBAHUS CYTTHHUCTOM MOuBHI (43% wna, 19% rauast u 38% mecka, ¢ pH oxoo 8,1 U coaepskamy o 0KoJIo
1,5% opraHu4ecKoro BemecTsa) u necka B cootHomeHuu 70:30. [TouBeHHAsI OCHOBA COACPIKANACH B IIACTHKO-
BBIX TOPIIKAX C IUIOIAAb0 MOBEpXHOCTH 113 kB.cM. [IpH HEOOXOAMMOCTH AJ1s1 00CCHICUCHHUS XOPOILIETO Mpopac-
TaHUA ¥ 3J0POBbA PACTCHHUS, MPUMEHATH 00pabOTKY ()yHTHIMIOM H/HIIM JPYIYEO XHMHYECKYIO WM (pH3Hye-
CKYH0 00paboTKy.

B3BemeHHOE KOJMUYECTBO, OMPEACICHHOE IO CAMON BBICOKOH HOPME, IO UICKALICH HCTIBITAHMIO, KAXKIOTO
TECTHPYEMOTO COCIUHEHHS MOMEINATH B 25 MJI CTSKISIHHBIA COCYJ H PacTBOPSUIH B 6 MJI cMecH u3 97:3 00.4.
anerona 1 DMSQO, 4ToObI MOMYyYHTh KOHIICHTPHPOBAHHBIC MATOYHBIC PACTBOPBL ECIH TECTHpPyeMOE COSIHHE-
HHE PACTBOPAJIOCH IUIOXO, CMECh HATPEBATIM H/MIH 00padaThIBaIN yIIbTPa3BYKOM. [1oyyeHHBIC MATOYHBIC pac-
TBOpPHI pazdasmsum 18 Mt 0.1 00.% BOAHBIM PACTBOPOM MOBEPXHOCTHO AKTHBHOTO BemecTBa Tween® 20 ¢ mo-
JIyYCHHEM PACTBOPOB U1 PACHbUICHNA, COACP)KAIIMX CAMbIe BHICOKHE HOPMBI pacxoja. JIOmOIHUTEIbHbBIE HOP-
MBI PacX0/a MOJIYYaJId MOCTICA0BATEIbHBIM pa30aBIeHHeM 12 MII pacTBOpa ¢ BRICOKOH HOPMOI pacxoza pacTBo-
poM, comeprkarmuM 3 M cmecH 97:3 00.4. aneroHa 1 DMSO u 9 M1 0.1 06.% BoAHOTO PacTBOpa MOBEPXHOCTHO
aktuBHOTO BemecTBa Tween® 20, yroOsr moayuuts 1/2X, 1/4X, 1/8X u 1/16X yactu oT BhICOKOH HOpMBL Tpe-
OyeMbIe KOIHYEeCTBA COCIMHCHHUS 0a3upoBaIUCh Ha 12 M mpuMeHsAeMoro o0beMa IpH HopMe pacxoda 187 n/ra.
KoMno3unuoHHbIe COCTMHCHUS MPUMECHIN K PACTHTEIBHOMY MarepHajy C MOMOINBIO MOTOJOYHOTO PACIbLIH-
tema (Mandel track), o6opynoBansoro 8002E xanuOpoBaHHOM Hacaako¥, uyToOsl moaasatk 187 i/ra Hax oOuma-
cThi0 MpuMeHeHu B 0.503 KB.M mpu BbICOTE pacnblicHU 18 mroitmMoB (43 cM) BbIIIe MOBEPXHOCTH MOYBHL. KOH-
TPOJIBHBIC PACTCHHS ONPHICKUBATH TAKUM K& 00Pa30M XOJIOCTHIM PACTBOPHTEIIEM.

OO0paboTaHHbIC TOPIIKK W KOHTPOJIbHBIC TOPIIKH ITOMEINATH B TCIUTUIY, B KOTOPOH NMOJACP/KUBATH IIPH-
Oym3uTenbHO 15-4acOBOM CBETOBOM MEPHOI W TEMIEPATyphl 0Koto 23-29°C B TeueHue A U 22-28°C B Teue-
HHEe HOYH. [IuTaTenbHbIC BEIECTBA M BOAY JOOABJLLIH HA PETYJLIPHOM OCHOBE, a TONOJTHHTCIBLHOE OCBEIICHHUE
00ecneyrBaId MOTOJOYHBIMI METAIOraoreHHbIME 1000-BaTTHBIMH JIAMITAMH IO Mepe HeoOxoaumocTu. Boay
MOIABAJH My TeM BepXHETo opomeHusa. Crycrs 20-22 aHA, COCTOAHUE HCIBITYEMBIX PACTCHUH, KOTOPHIC B3OILIH
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U HAYaJIU PacTH, II0 CPABHEHUIO C COCTOSTHHEM PACTCHUH, KOTOPBIC HE OBLIM 00PabOTaHBI, H KOTOPBIC MOABUIIUCH
H POCIH, ONPEACUIA BU3YATBHO W oucHuBAIK mo mkaiae oT 0 1o 100%, rae O cOOTBETCTBOBAI OTCYTCTBHIO
noBpekacHUM U 100 COOTBETCTBOBAJIO MOJTHOMY YHHUYTOKCHUIO WJIM OTCYTCTBHIO MpopacTaHus. HekoTopelie u3
TCCTUPOBAHHBIX COCI[I/IHCHI/II\/’I, HCIOJIb30BAHHBIX HOPM PAcXoad, UCHBITAHHBIX BHUO0B pacreHm”l U MOJIyYCHHBIX
PE3yIbTaTOB MPUBEACHHI B TaOIL. 5.
Tabmuma 5
OueHka nmpeaBCX0A0BOM repOUIUIHON aKTUBHOCTH (TeCT 1)

BuzyanoHoe cHHkeHHE pocTa (%) — 21 aeHn nocae

NPHMEHEHHA

Hopma
Homep NpHMEHEeHHs,

Coernaenns (g ai‘ha) CHEAL | AMARE | EPHHL | SETFA | ZEAMX
46 140 95 95 100 100 0

CHEAL: maps 6emast (Chenopodium album);
AMARE: amapanT, mupuna (Amaranthus retroflexus);
EPHHL: nyancertus qukas (Euphorbia heterophylla);
SETFA: nucoxBocT, meTHHHUK (Setaria faberi);
ZEAMX: mauc (Zea mays),

g ai/ha: rpaMMbI aKTUBHOTO UHTPE/IMeHTa Ha | ra.

ITpmmep 72. OueHKa MOCIEBCX0A0BOM THCTOBOM repOMIIMIHON AKTHBHOCTH HA MPSAMBIX IIOCEBAX PHUCA.

CeMena uiu 3CPHA UCHBITYCMBIX BUAOB JKCIIACMBIX pacreHm”l OBLTH MTOCAKCHBI B IMOYBCHHYKO OCHOBY, IIO-
JIYYCHHYIO IyTEM CMCIIUBAHMA CYTTHHUCTOM mouBbl (43% wmma, 19% rmuusr u 38% mecka, ¢ pH oxomo 8,1, u
COZIepIKAIIYI0 OKOJIO 1,5% OpraHmyeckoro BEmECTBA) H PEYHOTO necka B cootHomeHuu 80:20. [Tousennas oc-
HOBA COJEP/KANACH B MIACTHKOBBIX TOPIIKAX C TIOMIAIBIO MOBEPXHOCTH 139.7 cM’. TIpH HEOGXOAMMOCTH I
obecrieyeHHs1 XOPOLIETo MPOPACTaHUS U 3A0POBbA PACTCHHS, MPHMEHAIH 00paboTKy (PyHIHIMIOM W/HMIM ApYy-
TVIO XHMHYCCKYI0 WIH (pu3mdecKyro o0padoTky. Pacrenus BeIpammBanu B TeucHue 10-17 muel B temmune ¢
NPUOTM3UTEIBHBIM 14-4aCOBBIM CBETOBBIM NEPUOAOM, B KOTOPOH IOJACPKUBAIH TeMIepaTtypy okoio 29°C B
TeucHue JHA U 26°C B TeucHue HOuH. [IuTarepHbIC BEIIECTBA H BOAY JOOABIIIM HA PETryJIAPHOH OCHOBE, a A0-
MOJTHUTCTIFHOC OCBEHICHUE OOCCTICUMBAIH MOCPEACTBOM MOTOJOYHBIX META/UIOTAIOT¢HHBIX 1000-BaTTHBIX JTaMII
IO Mepe HEOOXOIMMOCTH. PacTEHUS HCTIONB30BAIH U1 TECTHPOBAHMS, KOTAA OHH JOCTUTAIH CTAIUH BTOPOTO
WM TPETHETO HACTOSILETO JIHCTA.

O6paboTke moasepraau coeauHeHU 45, 34 u 66. B3BemCHHBIC KOTMYESCTBA ONPEICICHHBIX COCTMHCHUH
MOMCINATH B OTJACIBHBIC 25-MJ CTEKISHHBIC COCYIbI M pacTBOpsUM B 8 M cmecu u3 97:3 00.4. aneToHa H
DMSO, 4to0sl MOIY4YHTh MATOYHBIC PAcTBOPHL ECIH TeCTHpyeMOE COCAMHCHHE IUIOXO PACTBOPSLIOCH, CMECh
HarpeBaId W/umm o0padaThiBay yIbTPa3ByKOM. PacTBOPHI 411 HAHECCHHS PACHBUICHHEM IOJIyYald IyTeM OT-
0opa 4 M1 MATOYHOTO PAcTBOPA U pazdasieHus ero 4 Ma cmecu 97:3 (00bemsbI) anerona-DMSO, 1 mpoaommkamu
MOCJICI0BATENNBHOE pa3BeAcHUE A1 moimyueHus 1/2x, 1/4X, 1/8X u 1/16X yacTu 0T BBICOKOH HOpMBI. PacTBOpEI
JUIA PACTIbUICHHA Pa30aBIBuIH 10 MOAXOMAIMX KOHEUHBIX KOHICHTPAIUH My TeM 100aBIeHusA 8 M BOJHOH CMe-
cu 1.875 00.% xoHueHTpaTa pacTuTenbHOr0 Macna Agri-dex. OxoHuUarenbHbIe 12-MJI pacCTBOPHI I pacIbLIC-
HUSL KOsl cogepkan 1.25 00.% xoHIeHTpata pactutenapHOro macna Agri-dex, 32.3% anerona u 1.0%
DMSO. TpeOyemble KOJIMYESCTBA COSTMHCHAH 0a3HpOBAIHCh HA 12 M MPHMEHAEMOro 00beMa IMPH HOPME pac-
xoza 187 n/ra. PacTBOpHI A1 pacTbLICHHA NPHMEHAIN K PACTHTEILHOMY MATEPHALY C IOMOIIBIO HOTOJIOYHOTO
pacmeummTens (Mandel track), o6opynosannoro 8002E xanmuOpoBaHHOW Hacaakou, utoObl mogasate 187 i/ra
HAT 061aCTHIO mpuMeHeHHsA B 0.503 M NPH BHICOTE pacTbLICHHS 18 moiMOB (43 CM) BBIIE CPETHEH BHICOTHI
pacteHuii. KOHTpOJIbHBIC pacTeHN ONMPBHICKHBAIM TAKHM JKe 00pa3oM XOJIOCThIM pactopuresieM. OOpaboran-
HBIC PACTCHYA M KOHTPOJBHBIC PACTCHUS MOMEINAIM B TEIUIHLY, KAK OMUCAHO BBINC, W IMOJHBAIH IIyTEM BHYT-
PHIIOUYBECHHOTO OPOLICHHSA, YTOOBI MPEIOTBPATUTH CMBIBAHHE TECTHUPYEMBIX coeauHeHnH. CrycTsa 3 Hemenu, co-
CTOSIHHC HCTIBITYEMBIX PACTCHHHU MO CPABHECHHIO C COCTOSTHAEM PACTCHHI, KOTOPBIC HE ObLIH 00padOTaHbI, OTpe-
JIeTSUTH BU3YAIIBHO M OLeHHBaIM 1o mxane oT 0 10 100%, rae 0 cOOTBETCTBOBAT OTCYTCTBHIO NOBPE)KACHHH, U
100 coOTBETCTBOBAJIO MOJTHOMY YHHUYTOXKCHHUIO PACTCHUSL.

[Tpumensa oOmenpuHATHIH NpoOuT-aHAMN3, Kak onmucaHo J. Berkson in Journal of the American Statistical
Society, 48, 565 (1953) u by D. Finney in "Probit Amamu3" Cambridge University Press (1952), wiu oTk1aasBas
HA OCSX KOOPIWHAT CPESAHUE 3HAYCHHSA W BHIUCPUHBAAL IO TOUKAM JIOTAPHU(PMIUYESCKYIO KPHBYIO, A YACTH JaH-
HBIX, TJI¢ HAOMIOAAJICS 10303aBHCUMBIH (KT, HCnoab3ys mporpamMy Microsoft Excel®, BrlmenprBeACHHbBIC
JTAHHBIE MOXKHO OBLIO MCIOJTb30BaTh A1 pacyera 3HaueHUH GRso 1 GRgy, KOTOpBIC Onmpene/sroTcs Kak (pakTopsl
CHIDKCHHS POCTA, KOTOPBIC COOTBETCTBYIOT 3(P(PeKTUBHOH 03¢ repOumuaa, TpeOyeMol A1 YHHUTOKCHHSI HIH
nozaasieHus pocta 50 wmi 90% COOTBETCTBEHHO LIETICBOTO PACTCHHS.

HexoTopsle W3 HOPM BHECCHHUS HCIIOJIBb30BAHHBIX HOPM PACcXO0Ja, HCIIBITAHHBIX BHIOB PACTCHHH H IOJIY-
YEHHBIX PE3YJIbTaTOB MPHBEICHHI B TA0II. 6.
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Tabmuma 6
AKTHBHOCTE Fep6PILIPIJlHBIX COGJlI/IHEHI/Iﬁ Ha IIOCCSIHHOM
CEMEHaMHU puce (cpe AHSIST BEJIMIUHA BU3YaJIbHOT'O IIOBPEXK I€HUSL
MOKET INPEACTABISITE JaHHBIE MHOTHUX HCHLITaHHﬁ)
CpenHast BeIHYHHA BH3YATLHOr0 NoBpeskaeHns (%) - 21 feHb noc/ie IPHMEHeHHsT
Howep Hopwa | \poce | semEx | LEFCH | ECHCG | ECHCO | BRAPP | CYPES | CYPIR | CYPDI | SCPIU | “Clearfela | ORYSA
Coequnenns (g ae/ha) 17 ‘Wells’
45 70 100 100 60 100 100 98 95 100 100 100 47 23
35 100 100 42 98 98 95 99 100 100 100 35 10
17.5 100 100 20 95 95 95 85 100 98 100 15 0
8.75 100 100 0 92 88 80 78 97 97 100 12 0
438 100 100 3 92 80 72 73 95 75 72 0 0
GRso <4.38 <438 535 <438 <4.38 <4.38 <438 <4.38 <4.38 <438 >70 >70
GRao <4.38 <438 >70 <438 12.9 22.0 27.1 <4.38 38 6.9 >70 >70
34 70 100 100 37 95 98 93 100 100 100 100 22 7
35 100 100 40 98 97 92 95 100 100 100 23 8
175 100 100 30 96 92 93 85 98 100 100 12 3
8.75 100 100 17 93 80 77 73 97 95 100 3 0
438 100 100 0 93 70 73 73 83 87 100 (1] 0
GRso <438 <4.38 >70 <4.38 <4.38 <4.38 <4.38 <4.38 <438 <438 >70 >70
GRso <438 <438 >70 <438 18.6 302 274 6.7 5.8 <4.38 >70 >70
66 70 100 100 40 95 94 93 95 99 97 100 8 0
35 100 100 26 97 94 87 94 100 99 100 6 0
CpenHasi BeIHYHHA BH3YAILHOrO NOBPeskaeHHs (%) - 21 JeHDb noc/ie IPHMEeHeHHs
Hovep Hopva | \pqsp | SEBEX | LEFCH | ECHCG | ECHCO | BRAPP | CYPES | CYPIR | CYPDI | SCPJU ‘(?I:(a‘l{fsigd ORYSA
Coegunenns | (g ae/ha) 171 ‘Wells’
175 100 99 32 96 93 90 100 100 100 2 2
875 100 99 15 95 89 83 93 99 96 100 1 0
4.38 100 90 7 86 80 72 67 81 91 88 1] 0
2.19 53 0 78 62 53 60 43 70 100 0 0
GRso <438 <2.19 >70 <42.19 <2.19 <2.19 <219 24 <219 <42.19 >70 >70
GRgo <4.38 58 >70 83 11.6 344 13.1 6.4 6.6 49 >70 >70

AESSE: Aeschynomene sensitiva SW./L. (KOIeCUHHK BUPTHHOKHI),
BRAPP: Brachiana platyphylla (GRISEB.) NASH (umpokoucTHas BETBSHKA),
CYPDI: Cyperus difformis L. (cbiTh BeepoBHIHAS);

CYPES: Cyperus esculentus L. (uyda);

CYPIR: Cyperus iria L. (CbITh UpHSL);

ECHCG: Echmochloa crus-galli (L.) P.BEAUV. (kypuHOE Ipoco);
ECHCO: Echmochloa colonum (L.) LINK (ex0BHHK KPPEeCThIHCKHI),
LEFCH: Leptochloa chmensis (L.) NEES (kuTtaiicKuii JISITOXBOCT),
SCPJU: Scirpus juncoides ROXB. (amoHcKuil KaMbII),

SEBEX: Sesbania exaltata (RAF.) CORY/RYDB. (koHoms),
ORYSA: Oryza sativa "Clearfild 171" (puc noceBHoit);

ORYSA: Oryza sativa "Wells" (puc moceBHOit),

g ac/ha: 1 r sKBHBaJICHTa KHCIIOTHI Ha 1 Ta;

DAA: nHu nocsie NIpHMEHEHHS.

[Ipmvep 73. Onenka repOnIMIHON aKTUBHOCTH IIPH BOTHOM IIPAMEHEHNH Ha IIepeca’keHHOM B BOJIY pHce-
CBIpIIE.

CemeHa WM 3epHA IIEJIEBBIX BHJIOB HCIBITYEMBIX COPHBIX pacTeHWi BHIpAIUBaIMN B 3arpyOeBIIeil mouse
(Tps3b), NOIYYeHHOU IIyTeM CMeIIMBaHUS HecTepIIN30BaHHOM MUHepalbHOU mouBHI (28% wmia, 18% mimHE U
54% mecka, ¢ pH ot okono 7.3 1o 7.8 u cojepxaHuEeM OpraHHYECKOTo BelllecTBa okono 1.0%) u BoJbl B cOOT-
Homenuu 100 xr mouBHl k 19 11 Bozsl. [loiyueHHyt0 Ipsa3b pacnpeaersiny no 250 M1 anukBoTe B 480-M11 Herep-
¢opHpoBaHHbIE IIACTHKOBHIE TOPIIKH ¢ IUIOMAABIO HOBEPXHOCTH 86.59 ¢M”, 0CTaBIAS ¢BOGOIHON BEPXHIOI
gacTh IPOCTPaHCTBA OT 2.5 10 3 ¢M B KaXIOM TOpIIKe.

CemeHa puca cakally B IocagiouHyio eMech Sun Gro MetroMix 306, xoTtopas o6brau0 nMena pH ot 6,0 1o
6,8 1 opraHuYeckoe co/iep:kaHue BenecTB okolio 30%, B IutacTUKOBBIC JTOTKH. Ca)keHITbI Ha BTOPOM WU TPETh-
€M dTalle pocTa JIUCThEeB MepecaxkuBain B 650 mMi1 rpsisu, cojepxareiics B 960 v HenephOpHUPOBAHHBIX IUIA-
CTHKOBBIX TOPIIKAX ¢ IUIOMIAIBIO TOBEPXHOCTH 86,59 ¢M’, 3a UeThIpe JHA 0 HPEMEHEHNS TepOHITH/A.

II>pnm (opomaeMyio PHUCOBYIO IUIAHTANMIO) CO3JaBald IyTeM 3allOTHEHHSI oT 2.5 10 3 ¢M ¢BoOOIHOTO
IPOCTpaHCTBa TOPIMKOB Bojol. [Ipn HeoOXommocTH st o0eceueHusT XOpOIIero IpopacTaHus U 3J0POBbS
pacTeHus IpuMeHsLT 06paboTKy (PyHTHUITUIOM /AN APYTYIO XAMIYECKYIO WK (pru3maeckyio oopaboTky. Pac-
TeHWS BBIpAIUBaIN B TedeHne 4-14 jpueif B Terumune MpUOIN3UTENHHO ¢ 14-9acOBBIM CBETOBBIM HEPHOIOM, BO
BpeMsI KOTOPOTO TIOJIIepKUBANIN TeMIlepaTypy okoio 29°C B teuenue qusg u 26°C B Tedenne Houu. JloOapisum
ynoOpenust, Takue kak Osmocote (17:06:10, azot:docdop:xammit (N:P:K) + HeGobII0e KOTHIECTBO TUTATETh-
HBIX BelllecTB) 110 2 T Ha "YaImky. Boy no0aBisiiy Ha peryJspHON OCHOBE UL ITO/IEPKAHISI 3aTOIUICHUS 113 [/H,
U JOIOIHATEIBHOE OCBEIeHHEe 00eCIIeunBaIN TOTOJIOYHBIME MeTaJuIoTanoreHHBIME 1000-BaTTHEIMY JIaMITaMHU
10 Mepe HeoOXOAMMOCTH. PacTeHUS MCIIONB30BalU UL TECTHPOBAHHS, KOTJa OHH JOCTHIAIU CTaJUH BTOPOTO
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WM TPETHETO HACTOSIIIETO JUCTOYKA.
Jma 00paboTku mcmosp30Bamu coenuHeHuA 45, 34 u 66. B ciyuac COCIMHCHHH TEXHHUYCCKHX COPTOB,
B3BCHICHHOE KOJHMYECTBO, ONPEACICHHOE MO CaMOM BBHICOKOH HOPME, IMOMJICKALICH HCIIBITAHUIO, IOMEIIATH B
OTAEAbHBIM 120-MJI CTEKJLIHHBIN COCYA M PAacTBOPAIH B 20 MII QUETOHA AU MOJIYUYCHHA KOHLICHTPHPOBAHHBIX
MAaTOYHBIX pacTBOpoB. ECiu TecTHpyeMOe COCIMHEHHE IUIOX0 PacTBOPSUIOCH, CMECh HAarpeBaiu W/mmm obpada-
THIBATH YIbTPa3ByKOM. [losydeHHBIC KOHIICHTPHPOBAHHBIC MATOYHbIC PACTBOPHI pasdasBmumm 20 M BOTHOH
cMecH, coaeprKameit KoHIeHTpar 2.5 00.% pacrurensHoro macna Agri-dex. IIpuMEHEHHE COCTOSIO BO BBEIC-
HUAX COOTBETCTBYIOLIETO KOJIMYECTBA MATOYHOTO PACTBOPA B BOAHBIA CIOH m3aau. KOHTPOJIBHBIC pacTCHHA
00pabaThIBaIM TAKUM K€ 00pPa30M C HCIOIB30BAHHEM XOJIOCTOTO pacTeopurer. Bech oOpabarbiBacMblif pacTH-
TETBbHBINA MaTEPHAN MOIyYal OJHY U Ty KC KOHICHTPAIIMIO ALICTOHA ¥ KOHLIEHTPATa PaCTHTEILHOTO Maca.

O0paboTaHHbBIC PACTCHUA H KOHTPOJIbHBIC PACTCHUSA MOMEIIATH B TCIUIHITY, KAK OIMHCAHO BBIIIC, H 100aB-
JSUTH BOAY IO MEpe HEOOXOIUMOCTH A NMOJAACPKAHUS 3aTOIUICHU maaau. CIycTs NpUMEPHO 3 HEJCTH, CO-
CTOSTHHE HCIIBITYEMBIX PACTCHHH, 10 CPABHCHHUIO C COCTOSIHUEM HEOOPAaOOTAHHBIX PACTCHUM, OTPEACIISUTN BH3Y -
aNbHO W oueHuBaMM 1o mkaie ot 0 1o 100%, rae 0 coOTBETCTBOBA OTCYTCTBHIO MOBpekaAcHHH U 100 cooTBeT-
CTBOBAJIO NMOJTHOMY YHHYTOXKCHUIO PACTCHUA.

[Tpumenss oOmenpuHATHIN NpoOuT-aHAMN3, Kak onucaHo J. Berkson B Journal of the American Statistical
Society, 48, 565 (1953) u D. Finney B "Probit Analysis" Cambridge University Press (1952), uimu oTkiansisas Ha
0CAX KOOPAMHAT CPEIHUC 3HAYCHUS M BBIUCPYMBAS IO TOYKAM JOTapU(MHICCKYIO KPUBYIO, I YACTH JAHHBIX,
rae Habmomancs A0303aBUCHUMBIH 3(dekrt, ¢ moMmompio mporpammbl Microsoft Excel®, BbImenpuBeacHHBIC
JTaHHbIC MOYKHO OBLIO HCIOJIL30BaTh A pacyera 3HaueHuH GRs) u GRgy), KOTOphIE ONPEACIIIOTCS Kak (PaKTOpHI
CHIDKCHHS POCTA, KOTOPHIC COOTBETCTBYIOT 3()()CKTHBHOM 103¢ repOunuaa, TpeOyeMOoH Il YHUUTOKCHHS WU
nojasiaeHus pocta 50 umu 90% 1eneBoro pacTeHUsA COOTBETCTBEHHO.

HexoTopsle U3 HCIBITAHHBIX COCAMHEHUH, HCMOIb3yEMbIC HOPMBI PACX0/a, BUABI HCIIBITYEMbBIX PAaCTCHUMN
U TIOJIyYCHHBIC PE3YIbTAaThl MPUBEIACHBI B Ta0NI. 7 U 8.

Tabmua 7
I'epOuumaHas AaKTUBHOCTh COCTHHEHUH B EPECAKCHHBIX
PHCOBBIX I3AIH (CPEIHUE 3HAYCHUS BU3YaJIbHBIX MOBPEKICHUH MOTYT
NPEICTABILATh JAHHBIC, TOJYYCHHbBIC B HECKOJIBKHX HCITBITAHUAX)

Cpeanne BI3yaibLHbIe NOBpeKIeHHs (%o) -
21 geHL nocje NpHMeHeHHsT
Homep Hopn1a ORYSA | ORYSA
CoeaHHeHns (g ac/ha) MOOVA | ECHCG | CYPDI | SCRIU ‘M202° | ‘Wells’
45 140 100 100 100 100 12 7
70 100 100 100 100 0 0
35 100 30 100 93 0 0
175 100 0 100 63 0 0
875 100 1] 67 10 0 0
GRso <8.75 384 <8.75 16.8 >140 >140
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GRap <875 66.8 14.2 424 >140 =140
34 140 100 100 100 100 8 5
70 100 938 100 100 7 0
35 100 90 100 100 0 0
17.5 100 7 100 90 0 0
8.75 100 0 100 67 0 0
GRso <8.75 254 <8.75 <8.75 >140 >140
GRao <8.75 529 <8.75 21.1 >140 >140
66 140 100 100 100 100 17 5
70 100 99 100 100 0 0
35 100 86 100 100 0 0
175 100 57 100 98 0 0
8.75 100 6 94 94 0 0
4,38 100 3 48 78 0
2.19 0 0 0 33 0
GRso <4.38 174 28 >140 >140
GRoo <4 38 537 32 7.1 =140 =140
CYPDI: Cyperus difformis L. (cbITh BeepoBH/IHAS);
ECHCG: Echinochloa crus-galli (L.) P.BEAUV. (kypunoe npoco);
MOOV A: Monochoria vaginalis (BURM.f.) C.PRESL ex KUNTH (moHOXOpHS);
SCPJU: Scirpus juncoides ROXB. (AMoHCKHH KaMbIII);
ORYSA: Oryza sativa "M202" (puc nmocepHoi);
ORYSA: Oryza sativa "Wells" (puc noceBHoit),
g ae/ha: 1 r 5KBHBaJICHTa KMCIIOTHI Ha 1 ra;
DAA: auu nocjie NpuMeHeHUsI.
Tabmuua 8
I'epOuumaHas AaKTUBHOCTh COSTHHCHUH B IEPECAKCHHBIX
PHUCOBBIX IIAOHU (Cpez[}me SHAYCHUA BU3Y AJIbHBIX l'[OBpe)KI[eHI/lI\/’I
MOTYT NPEACTABIATH JAHHBIC, MOJIYUCHHBIC B HCCKOJIBKUX I/lCl'[BITaHI/lﬂX)
Cpennne BH3YyaIbHbIE NoBpeRAeHus (%) -
21 AeHE MOC]Ie NPHMEHeHHS
Homep Hopma
LIDDU LEFCH | ECHOR | CYPRO | FIMMI
Coeanuenna | (g ae/ha)
66 70 100 100 95 100 100
35 100 16 89 100 100
17.5 100 0 21 100 73
8.75 100 0 8 100 36
4.38 100 0 0 65 10
219 0 0 0 0
GRso <4.38 40.9 21.2 <4.38 10.3
GRoo <438 71.2 59.0 72 29.7

CYPRO: Cyperus rotundus L. (mypIrypoBblIii IHmepyc);

ECHOR: Echmochloa crus-galli P.B. var. oryzoides (VAS.) OHWI (ex0BHHK 0OBIKHOBEHHbIH);
FIMMI: Fimbristylis miliacea (L.) VAHL (globe fringerush);

LEFCH: Leptochloa chinensis (L.) NEES (kuraiickast 1entoxios);

LIDDU: Lindernia dubia (L.) PENNELL (BopoGbutoe mpoco);
ORYSA: Oryza sativa"M202" (puc noceBHoi);
ORYSA: Oryza sativa "Wells" (puc moceBHoit),
g ae/ha: 1 r DKBHBAJICHTA KHCJIOTHI Ha 1 ra;

DAA: nHM nociie IpUMEHeHHSL.
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OOPMVIJIA MU30BPETEHHA

1. Coenunenue popmy st A
R'\N,Rz

XI\Q
Yy ONTN
O

A

B KoTOpO# Q Mpeacrasmser codoi C,-C, amkokcu, C;-C, ranoankokcu, SR’ wm NR'R?;

X mpeacrasisaet codoit H wmm rajnoreH;

Y mpeacrasmaer coboit F, Cl, C,-Ce anxun, C;-Cq ramoankun, C,-Cy anxkenun, C,-Cg ranoankenun, Cs-C;
mHKI0AIKIL, C3-C; raJonMKIOAIKIT HIH AT,

Ar mpeacrasiser co00# (PCHUIPHYIO TPYIITY HIH MHPHIUH, 3aMEIICHHBIC OT OJHOTO 0 YCTHIPEX 3aMECTH-
TESIMH, HC3aBHCHMO BBIOPAHHBIMH H3 TaJIOTCHA, HUTPO, muaHo, Gopmmna, C,-Cs amxuna, Cs;-C; nukmoankmia,
C,-Cs anxenmna, C,-Cs anmkunnna, C,-Cq amxokcu, C,-C, anxoxcuankuna, C,-Cg ankumkapdonuna, C,-Cs ankmi-
0, C;-Cs anxuncy appununa, C;-Cq anxuncymsponmna, C,-C, ankenmnokcu, C,-C4 ankuamnoxcu, C,-C,4 anke-
HuITHO, C,-C4 amxuamnruo, C;-Cy ramoankuna, Cs;-C, ramommkioankmna, C,-Cg ramoankenmna, C,-Cy ramoad-
kuaUna, C,-Cg ramoankoxcu, C,-C, ramoankokcuankuia, C,-Cq ranoankuakapdonuna, C,-Cs ranoanxkunruo, C-
Cs ranoanxuncy mbpununa, C;-Cy ranoanxuncyasponuna, C;-Cy tpuankuncumna, C,-C, ramoankeHunokcu, C,-
C, ramoankuaunokcH, C,-C, ramoankeruntuo, C,-C,4 ramoankununruo, -OCH,CH,-, -OCH,CH,CH,-, -OCH,0O-,
-OCH,CH,O-, -C(O)OR’, -C(O)NR’R!, -CR'NOR’, -NH,, -NR’R’, -NR'OR’, -NR'SO,R’
-NR'C(O)R’, -NR'C(0)OR’, -NR'C(O)NR’R" i -NCR'NR’R*;

R' u R? He3aBucumo mpenacTapmsot coboit H, C;-Cg amxun wmn C,-Cg amm;

R® npeacrasaer codboit C,-C, amxun wmm C,-C4 ragoanku,

R’ npeacrasaer codout H, C;-C, anxun wmn C,-C,4 ramoanku,

IJ¢ YKA3aHHOE COCAMHECHUE, OTHOCUTEIIBHO TPYIITBI KAPOOHOBOM KUCIOTHI (POPMYJIBI A, IPEICTABIACT CO-
601t C;-Cs anKunoBbIi CI0KHBIN 3Gup MK OCH3UIOBBIN CIOKHBIH dQHD,

npu ycioBuH, uTo (a) Y NPHHAMACT BHIEYKA3aHHBIC 3HAYCHHA, korma Q mpeacTasiser coboit SR’ mmm
NR'R?; (b) Q mpHHEMAET BHIICYKA3AHHBIC 3HAYCHHSA, KOTAa Y TPEACTABIACT CO00H Ar M AT IIPEICTABIAET CO-
0ot mapa-3aMeICHHBIN (DCHMI, HEOOA3aTEIPHO JONMOTHUTEIBHO 3aMEIICHHBIM B APYTHX MOJOKCHUAX 3aMECTH-
TEJSIMH, KAKIBIA U3 KOTOPHIX HE3ABHCHMO MPEACTABILIET CO00H ramoreH win C,-Cg aTKOKCH.

. Coequuenue mo 1.1, B kotopoM Q mpeacrasisier coboit C;-C, ankokcu wimn C,-C, raJoanrkoKCH.
. Coequnenme no 1.1, B kotopom Q npeacrasiser coboit SR® mm NR'R”.

. Coequuenue 1o 1.1, B koTopom Q mpeacrasiser codoit C;-C, amkokcu.

. CoequaeHue o0 1.1, B kK0TOpoM Q MPEACTAaBIICT COOOH METOKCH.

. Coemunenue mo 1.1, B xotopoMm X mpeacrasisier codbor H nm F.

. Coenunenue 1o 1.1, B KOTOpoM Y mpeAcTaBisieT COOOH Ar.

8. CoemureHume 1o 1.1, B KOTOPOM AT MPEACTaBIIET COOOH Mapa-3aMEINCHHBIN ()CHUIT, KOTOPBINH HE0Os3a-
TEJIbHO JOTIOJTHUTEIILHO 3AMEIICH B APYTHX MOJIOKCHHSX.

9. CoenuHeHHUE MO 1.8, B KOTOPOM AT MPEACTABIICT COOOH mapa-3aMeICHHBINA (hSHUIT.

10. Coenuuenue mo m.8, B KOTOPOM Ar MpeaCTaB/SIET COOOM mapa-3aMEIICHHbIA ()CHUJL, HEOOS3aTCIILHO
JIOTIOJTHUTETFHO 3AMCIICHHBINA 1-2 3aMECTUTEIISIMH B APYTHX MOJOKCHHSIX.

11. Coenuuenue mo m.8, B KOTOPOM Ar MpeaCTaB/SICT COOO0M Mmapa-3aMEINCHHbBIA (JCHUJL, HEOOS3aTCIILHO
JIOTIOJTHUTETFHO 3AMCINCHHBIN 3-4 3aMECTUTCISIME B APYTHX MOJOKCHHSIX.

12. Coenunenue mo m.8, B KOTOPOM Ar mpeacTaBisieT cOOOH mapa-3aMEIICHHBIH (DeHHI, HeoOs3aTeIbHO
JIOTIOJTHUTETFHO 3AMCIICHHBIA B APYTHX MOJIOXKCHUIX ranoreHoM win C;-Cs aTKOKCH.

13. CoeauneHme 10 1. 1, B KOTOPOM:

a) Q mpeacTaBsieT COOOH METOKCH,

b) X mpeacrassier codoit H wm F,

¢) Y mpencrasisier coOoi mapa-3aMCINCHHBIN (DCHHI, HEOOS3aTCIIbHO JOTOHHTEIIBHO 3aMCIICHHBIH B
JPYTHX MOJIOKCHHUSIX,

d) R' u R” He3aBHCHMO MpeACTaBIAMOT co0oii H.

14. CoequHeHHE, BHIOPAHHOE U3

NN s W
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15. TepOuuuaHass KOMIO3HIHS, COACPIKAMAS TePOHIMIHO 3(P(SKTUBHOEC KOJIUUCCTBO COSAMHCHUS MO 1.1
U CENILCKOX03AHCTBEHHO MPHEMIIEMOE BCIIOMOTATEIILHOE CPEACTBO HIIH HOCHTETIb.

16. Cioco® 60psOBI ¢ HEXKEJIATSILHOW PACTHTEIBHOCTHIO, BKIIFOUAFOIIHI KOHTAKTHPOBAHHE C PACTHTEIIb-
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HOCTBIO HJTH MECTOM €€ MPOU3PACTAHUS WM BHECCHHC B TIOUBY WM BOAY /IS MPEAOTBPAILCHHUSI MOSIBICHHUS HE-
JKEJIATEIbHOM PACTUTEIPHOCTH TePOHIHAHO 3(D(PSKTHBHOTO KOJIMYESCTBA COSTHHEHMS IO 1. 1.

@ EBpasuiickasi nateHTHas opraHusaums, EAMNB
Poccus, 109012, Mockea, Manbiin Yepkacckuin nep., 2
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