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B KOTOPOW

Ry u R, kaxabii, He3aBUCUMO ApYr OT [ipyra, o3Ha-
YalT BOAOPOR, FMEPOKGWN, ramoreH, ankwn ¢ 1-7
atoMamy yrmepoga, nonwucbTopankun ¢ 1-7 atoMamu
yrnepopa, ankokcun c 1-7 aromamu yrnepoga, an-
kummvworpynny ¢ 1-7 atomamu yrnepoga, nonudgTo-
pankokcun ¢ 1-7 aTomamMy yrnepoaa, LUMKNOANKUNoK-
curpynny c 3-7 aToMamu yrnepona,
LUHMKNoanKWnTHorpynny ¢ 3-7 atomamn yrmepogpa,
LHMKNOANKUNMETORCUIPYNNY MNU  LUKNOanKunmeTvn-
TUOTRYNNY, B KOTORPBIX UMINI0ANKWN cogepxut 3-7
daToOMOB YIMepoaa, MeHOKCHIPYNNY, DEH3UNOKCHIpYN-
ny, HATPOTPYNNY, LNAHOMPYNNy,

Rz W R4, Kakawlli, He3aBUCUMO ApYr OT ApYyra, sIBns-
IOTCA OAHOKRETHHIMW UMW NOBTOPAKWMMUCS He-
GKOMBKO pa3 3amecTuTenAMu geHUnLHOA rpynnbl 1
O3HEYaT BOAOPO, ranored, ankui ¢ 1-7 aromamu
yrnepopa, ankenun ¢ 2-7 aToMamMu yrnepoaa, nonu-
ranoreHankun ¢ 1-7 atomamu yrnepoga, deHun unu
BeHs3un, ynaHorpynny, HATporpynny, rpynny -NRsRs,

rapoKkcUnaMuHerpynny, ruapokcun, rpynny QORz,
rpynny SRz, rpynny -COCRgs rpynny —CONRgRyq,
rpynny —CSNRaR+q, npuyem, no kpaiHeld Mepe, oguH
n3 pagukance Rz n Ry otnvuaeTca or Bogopogas,

Rs »w Rs, kaxabld, HE32BUCHMO APYT OT Apyra, o3Ha-
yaKT BOACPOA, ankun ¢ 1-7 atomMamu yrmepopa, an-
KeHUn ¢ 2-7 atomamu yrnepoaa, ceHun, BeHsun,
ankunkapboHun ¢ 1-7 atoMamu yrmepoga B ankune-
HOW YacTu, ankuTnokapboHun ¢ 1-7 aToMamK yrme-
poAa B ankWNBHOW YacTw, yuknoankunkapbonwn ¢ 3-
7 aTomamy yrinepoAa B UUKNOaNKUNEHOA YacTh, UWK-
noankunTuokapboHnn ¢ 3-7 aTtoMamu yrnepoja B
LUWKMOANKUNBHOW YacT, BeHsowun, TueHwnkapboHun,
bypunkapboHnn, ankunokcukapborun ¢ 1-7 aToMamm
yImepona B ankWNsHOW dacTw, deHokcukapboHun,
GeHawnokcnkapbonun, kapbamonn wunn Tuokapbamo-
MM, He3aMeU|eHHBIA UNWY 3aMelUleHHBIA C MOMOUIB
Ry v Rqg, wnu ewe Rs n R BMecTe ¢ aToMoM a30Ta, ©
KOTOPLIM OHW CBA3aHb, obpasylT reTepoyuKninqe-
CKYIO pynny, BoibupaemMylo cpeAn NMpPRONUENHOBONR,
NUPROMWHOBOW, NUPPONEHOW, MHOONMHOBOW, WHACIE-
HOM, NUNepPUAWHOBOR rpynn,

R; o3HadaeT ankvn ¢ 1 -7 atomamu yrmepoga, anke-
HUMN ¢ 2-7 atoMaMyu yrnepoga, deHun, 6eHaun, LuK-
noankun ¢ 3-7 atomamu yrmepoaa, nonuddToparkun ©
1-7 atomamMmu yrmepoza, dopmun, ankunkapbonun c
1-7 aToMamMy yrnepofa B anKUNsHOW YacTu, BeHaoun,
BeHannkapboHun,

Rz osHavaeT Bogopog, ankwn ¢ 1-7 atomamw yrmepo-
aa, derun, BeHsun,

Rg 1 Ry, k2Xauid, HE3AaBUCUMO ARYT OT Apyra, o3Ha-
yaKT BOACPCA, ankwn ¢ 1-7 atomamKn yrmepoga, no-
nudsTopankun ¢ 1 -7 aToMaMu yrnepoaa, ankeHun ¢
2-7 aToMamn yrmepoga, Yuknoankun ¢ 3-7 atoMamu
YIMERoga, KOTOPHA MOXET BBTE 3aMeLleH M ROKCH-
ankuneHo# rpynnoid ¢ 1-4 atomamu yrmepoga, nupK-
awn, eHun, TveHun, dypun, win ewe Ry n Ry Bme-
cTe ¢ aTOMOM a30Ta, C KOTOPbIM OHW CBA3EHbI,
obpasyloT reTepoUvKknuYeckyto rpynny, eeiSupasmyio
M3 MUPPONMAWHOBOR, MUNEPUAWHOBOR W NUNepasu-
HOBOW Ipynn, KOTOpPLIE HE3aMeLLEHEl WK 3aMelleHbI
ANKWNbHBIMK TRYNNamMK ¢ 1-4 artoMamu yrmepoga uin
A3aUUKNOANKUNBHEMU TpynnaMn ¢ 4-7 aToMamud yr-
nepopa,

W osHavaet rpynny —CH;- unu —SC--,

Cy BMecTe c aTOMOM YIMepona, ¢ KOTOPBIM OH GBA-
3aH, oDpasyeT HeapoMaTWMECKWA YITEBOQOPOLHLBINA
uvkn ¢ 3-12 aroMamn yrmepoga, HachlWeHHBIW 1K

{13) C2
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HEHaCHIWEHHBIA, KOTOPEIA MoXeT BuITe KoHASHCKpO-
BaH WKW 3aMeLeH OAHON WY HECKONbLKUMW ANMKWIb-
HBIMU FpynnaMn ¢ 1-7 aTomamy yrnepcaa, npuuem
BEILIEYKA3aHHbIE PYNNbl MOTYT 3aMellaTk OfJHOKpPAT-
HO UMW MHOTOKPATHO OWH W TOT Xe aToM YIMepora,
UMK CMMPOYMKNOaNKMNEHOR rpynnod c 3-8 aromamu
yrmepoga,

T o3Ha4aeT ankuned ¢ 1-4 atomamu yrnepoaa, KoTo-
PEIA MOMET NpepelBaThCA UWKNOANKUWNeHom ¢ 3-6
aToMamu YImMepoga, NpvyYen BhILSYKA3AHHEE arKu-
FNEeHoBLIE rRYNNEl MOryT BT 3aMelleHbl OfHOKPaTHO
UMW MHOMCKPATHO ¥ O4HOMO W TOrQ Xe aToMa yrmepo-
Az ankmnom ¢ 1-3 aromamw yrmepcga, wiuv ewe T
O3HauaeT NPOCTYIO0 CBA3b,

Z osnavaer rpynny —NRyiR1z, -N'Ry1R1:C1-Caankmn
{A), rae (A) osHauaeT aHwoH, -N{OJR1Rq3, rpynny
COOR4, rpynny NR;{1CORy;, 6enaunokcurapboHu-
namuuorpynny, rpynny CONR1R4z, npu  yCcnosuw,
yTO, Koraa T O3HaYaeT METUMEH WNW NPOCTYIO CBA3L,
7 He MoXeT osHauaTe -NR{1Rps, -N'R{R1:C:-
Csankwvn, -N{OJR 1Rz, -NR1CCOR2, BeHannokcukap-
BoHunaMuHorpynny,

Ri1 1 Raz, kaxaBiA, HE32BUCMMO APYT OT ApYyra, O3Ha-
yarT BoAopoy, ankun ¢ 1-7 atomamu ymepoaa, an-
KOKcUN ¢ 1-4 aToMamu yrnepofa, LWKNoAnKun ¢ 3-7
atoMamu yrnepoda, cbeHUr, anKWNeHUWKNoankun ¢
1-3 aToMammn ymepoga B ankWuneHoBoW YacTh u 3-7
aroMami yrnepoaa B UWMKNOANKWNBHOR 4acT, anku-
nenderun ¢ 1-3 atoMamn yrnepoga B ankwieHOBOW
YACTW, MpUYEeM BHILUEYKA3AHHBIE PYNNb HE3aMelle-
HEl UNW MOryT BBITE OFHO- WKW MHOFCKPATHO 3ame-
WeHBl ¢ oMokl Rz, vnv ewe Ry u Rz BMecTe ¢
aTOMOM &30Ta, C KOTOPLIM CHMW CBA3aHLI, MaryT obpa-
30BBIBATE TE€TEPOUWI, BLIDMpaeMbid w3 aseTnguHo-
BOTO, MUPPONWAMHOBOrC, MWNEpPUAUHOBOrO, NUNepa-
3MHOBCrO,  MUMNEPA3NHOHOBOro,  MOpPONUHOBOTC,
MOPEONUHOHOBOro, TUOMOPGONMHOBOrD, reKcarng-
poa3enMHOBOIO rETEPOLMKIOE, KOTOPLIW He3amelleH
WnNKu MoxeT OblTb DAHOKRATHO WM MHOTOKRATHO 3a-
veweH ¢ nomowet Ris, win THomopdronue-1,1-
AWoKCUA WNW TUOMopdonuH-1-okcKa, WnK ewe His
O3HaYaeT NUPPONWOOHOBYKD MWMKW  MUNEPUOOHOBYIO
rpynmny,

Rz o3HavaeT rugporcun, ankun ¢ 1-4 atoMammn yrme-
poga, ankokeun ¢ 1-4 artomamu yrnepoaa, MepkanTo-
rpynny, ankunTuorpynny ¢ 1-4 atoMamu yrmepofa,
ankuncyneguHn ¢ 1-4 atomaMu yrmepopa, ankun-
cynedooHnn ¢ 1-4 atomamu yrmepoga, BeH3MNoKcu-
unu  rmgpokcuankunokcurpynny, rpynny —NRuRas,
rae

Fi1s 1 Ras, k2KABA, HE3ABUCUMO APYT OT ApYra, 03Ha-
YaKT BOACPCA WK ankwn ¢ 1-4 atomamu yrnepopa
unu ankunokcukapboHun ¢ 1-4 atomamu yrmepoga B
ankurnbHoR Yacth unv BeHsunokcwnkapbonnn, kapbok-
CHUN, ankunokeukapbornn ¢ 1-4 atomamu ymepoja B
ankWneHOW Jactk, deeHokcukapboHun, OeH3nnokcK-
kapboHun, kapbamoun, aMWAUHOIPYNNY, ryaHUAUHO-
rpynny, WMWAR30NWN, TUEHWN, NUPUOWN, WHAOMNWM,
TeTpParugponsoxXMHoONKM,

npudeM eHWneHaA rpynna, BxofdAlan B cocTab
3aMEecTUTENEn R1, Rg, Ra, R4, Rs, Rs, R?, Rs, Rg Rm,
Ry U Rz HesamelleHa, MOHO- UMW AUsaMelleHa
ankunom ¢ 1-7 aToMamu yrnepoaa, ankokcunom c 1-7
atoMamu yrnepoga, TPW(OTOPMETMMOM, TanoreHoM
UNu TpusawveleHa ankwnoM ¢ 1 -7 atoMamu yrnepo-
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Aa, ankokcunom ¢ 1 -7 aTomaMmmn yrmepoga unu rano-
reHOM,

Takke, Kak ero conu

2 CoefuHeHne non 1 copmynsl (1 1)

O-T-2
R‘!
N o
w
H&
R

* )
B KoTopod Rq, Rs, Rs, W, T 1 Z umetor yrkaszaHHble
ans copmynel () 8 0 1 3HaYeHWA, UNKM ofHa (OAWH)
M3 ero Corew, CoNbBAaTeB NI A PaToB
3 CoefunHeHne nc n 1 chopmynsl (1 2)

1-2

A, A2
B KOTOROA Ry, R3, R4, T v Z uMewT yrkazaHHbie gnd
dopmynbl (1) 8 01 1 3HaYeHUs, UnNW oaHa (OAWH) U3
ero conei, CoNbLBaToB UMW ML PaTos
4 CoegwHennenon 1 cpopmyns {| 3)

O-T-2
Hi
N" o
S0,
Ra
R, (13)

B KOoTopoh Rq, R: v Ry nmerT vkasaHHsle ans dop-
Mynel (1) 8 0 1 aHaueHwA, T o3HayaeT ankuneH ¢ 1-3
aroMaMu yriepoga W £ o3HauaeT amMuHOrpynny, 2-
rMA POKCHITUITAMUHOTPYNMY, 2-(2-
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M4 POKGH)STUNOKGNITUNAMUHOIRYNY, MOROMAVHIN
WK rpynny kapboHOBCKW KWCMOTH, 1 €ro Comnw, CGonb-
BATHI UNWU TMAPATHI

5 CoepuHerue non 1 cdopmynet (| 4)

0-T-Z
R,

T o)

S0,

CONHC(CH,), 14

B KOTOpo#l Ry, T W Z UMeoT vkasaHHble ANS hopMynkl
(1) 8 n 1 3HaueHWUs, UNK ofHAa (OAWH) W3 ero conen,
COMBBATOR UMK FMAPATOB

6 CoepguHeruve copmyns (II)

R O-T-X

(i)
N o

R, |

H

1

B KOTOpOWH
R1, Rz, Cy, T n X nvetat yrasaHHele gna ¢popmynel ()
3HaveHus,
X 03HauaeT ranoreH WNW NPOW3BCAHOE CyNbhOKUC-
noTH,
WU ewe X o3Ha4aeT asvgorpynny,
unu ofHa {ogWH) N3 ero conei, coneBaTOB UK rMa-
paroB
7 CoefpuvHeHne no n 1, OTAMYAKLUWESCA TEeM, YTO
OHO npeAcTaenAeT ¢obod OAHO U3 HUXEYKA3AHHLIX
coeUHEHWA
* S-xnop-3-cnupo-[4-(2-
MopdoNMHOITUNORCK)YnknorekcaH]-1-[4-(M-Tpet -
Dytunkapbamoun)-2-
MeTokcHBeH30NCYNLGOCOHWN]MH40NUH-2-0H,
* S-atokcn-3-cnupo-[4-(2-
aMWHOSTUNOKCH)YUKNorekcaH]-1-[4-(N-TpeT -
ByTunkapbamMoun)-2-
meTokcubeH30NCyNbhOHMN]MHA0NWH-2-0H,
* H-aToKkeK-3-cnnpo-[4-(2-(N-MeTun-N-(2-
MU/ POKCUSTUN)AaMUHO)STUMOKCHUMKNOorekcaH]-1-[4-
{N-TpeT -ByTunkapbamoun)-2-
meTokcUBeH30NCYNLdOHWT]MHA0NMUH-2-CH,
* S-aTokeK-3-cnupo-[4-(2-
mopdonuHoaTUNokeKniymknorekcar]-1-[4-(N-Tper -
6wunxap6amoun) 2-MeTOKCUBEH3UN]UHACAUH-2-0H,
S-stokcu-1-[4-(N-TpeT -ByTunkapbamonn)- 2—
meTokcubensoncynedoHnn]-3-cnupo-[4-(2-
MOpCbOl'IMHOSTHJ‘IOKCM)LlMKJ'IOFEI(CElH]HHAO.I‘IHH -2-CH,
5-aTOKCK-3-CNnpo-(4-
kapbokcuMeTunokcuyuKnorekcaH)-1-(4-N-Tpet -
ByTunkapbaMounn-2-
MeToKcUBeH30NcyNsdOHWTJMHAONWH-2-0H,

59345 6

*

S-arokcu-3-cnupo-[4-(2-
MopdronuHoaTunokcuuvknorekcaH]-1-[4-(N-Tpet -
amunkapbamonn)-2-
MeToKcHbeH30NcyNbOHUM]UHAONUH-2-0H,
* 5-sTorcw-3-cnupo-[4-(2-
kapbokcusTnokcu)uuknarekcar]-1-[4-(N-TpeT -
amunkapbamownn)-2-
MeToKCHDeH3oNCYNBEOHMM]MHIONWH-2-0H,
* 5-aToken-1-[4-(N' N'-quaTunypenao)-2-
MeToKkcubeH3oncynedoHwn]-3-cnvpo-[4-(2-
AUMETUNAMUHOSTUNOKCU) UUKNOTekcaH JUHE ONMH-2-0H,
* 5-zToKCK-3-cnupo-[4-(2-(4-
BTOKCMNMNEPWANHO)ITUNCKCK ) UnKNorekcaH]-1-[4-(N-
TpeT -ByTunkapbamounn)-2-
MeTOoKCUBeH30NCYNeOHWM]MHAONUH-2-0H,
* 5-sTorcw-3-cnupo-[4-(2-
MAYKMNaMUHOSTUNOKCKH) MknorekcaH]-1-[4-(N-TpeT -
oyrunkapGamonn)-2-
MeToKcHbeH30NcyNbOHUM]UHAONUH-2-0H,
* 5-aToKkcu-2-cnupo-[4-(2-(N,N-
AUMETUNIIMLYUNAMUHO)STURoKCH)YMKknorekcan]-1-[4-
(N-Tpet -ByTunkapbamownn)-2-
MeTOKcuﬁeHaoncynbd)OHMn]anonHH 2-0H,
S-xnop-3-cnupo-[4-(N-(3-
AUMETUNAMUHONPO-
nunjkapbamonnmeTunokcnyvknorekcaH]-1-[4-(N-
TpeT -6yTunkapbamounn)-2-
MeToKkcuBeH30ncyNbhoHWNM]MHAQNMH-2-0H,
* S-aTokcKu-3-cnupo-[4-(2-(4-
AUMETUNAMUHOBYTUPUNEAMY-
Ho)aTUNoKCU)YUKnorekcaH]-1-[4-(N-TpeT -
Byrunkapbamoun)-2-
MeToKkcuBeH30ncyNbhoHWNM]MHAQNMH-2-0H,
* S-aTokcKu-3-cnupo-[4-(2-(2-
A POKCUATUNIAMUHO)ATUNOKCUH) L MKNorekcaH]-1-[4-(N-
TpeT -ByTunkapbamounn)-2-
MeTOoKCUBeH30NCYNeOHWM]MHAONUH-2-0H,
* S-aroken-3-cnupo-[4-2-(-L- 7 -
MyTaMuiaMnHo)aTUNoKcuuuknorekcax]-1-[4-{MN-
TpeT -ByTunkapbamounn)-2-
MeTOoKCUBeH30NCYNeOHWM]MHAONUH-2-0H,
* S-zrokcn-3-cnupo-[4-(2-(-L-
NYpormyTaMunaMnHO)aTUNoKCU) yUuKknorekcaH]-1-[4-
{N-Tpet -GyTnnkapbamonn)-2-
MeToKcHbeH30NcyNbOHUM]UHAONUH-2-0H,
* 5-aToKCK-3-cnupo-[4-(2-(2-(2-
rMAPOKCUSTUNOK-
CU}ITUNaMUHO)ITUNOKCK) MrnorekcaH]-1-[4-(N-TpeT -
oyrunkapGamonn)-2-
MeToKCHDeH3oNCYNBEOHMM]MHIONWH-2-0H,
UK ux hapMalesTUYEcKH npyemMneMble Conu, Gonk-
BaTbl UMK MMApaThl
8 Cnocob nonydeHwa coeguHerna dopmynd () no
nobomy 13 nn 1-5 u 7, OTAHYAKWMNACA TeM, UTo
{1) nubo, korga Z osHavaetr NR1Ri2 rae Ry v Ry
WMEIOT yKasaHHble AnAa dopuynsl () 3HaYeHWa, TO
(1a) korga no kpaHed Mepe oguH KMz pagwkanoe Rq
U Rz oTnuMuaeTcs oT BOAOpOAa, coegvHeHwe dop-
mynsl (11 A)



B koTopord Ry, R, Rz, Ra, W, Cy 1 T nmerT ykasax-
Hele ANA dopMynel (1) 3HAa4YeHUa W rae X o3HaJaeT
rancreH Wnu npou3BogHOE CyNbOKUCNOTEI, BBOEST
BO BIAaWMOLEWCTENE G NPOU3BOAHEIM hopMynel ZH B
pacTeopuTEnE, BoBMpaeMom W3 fUMETUNgopMaMiu-
Aa, TeTparugpodypaHa WK ayeTOHWTPMNA, TNpPH
TeMnepatypax 0-120 °C,

(6) koraa Rq1 U R4z 03HaUa0T BOAOPOA, COEAUHEHWE
chopmynel (|| &), B KoTopom X o3HaYasT azngorpynny,
BOCCTaHABMNHMBAKT A0 aMWHOCOEAWHEHWS,

(2) nwbo, korpa Z osHavaer -COOH, coeguvHeHwve
chopmynet (11" A)

le

’s

B KoTopoi Ry, K2 W, Rz w Ry v Cy uMeroT yrkazaHHbe
Ana cdopmynbl () 3HayeHna W T' osHavaeT T-CHs- B
KWCMOTHOM pacTeopuTene, npy Temnepatype o1 0 °C
ao 100 °C, okucnawT ¢ nomowpeko GuxpomaTtos we-
MOYHLIX METENMN0B WM NEPMAHTEHETOB LWEenaYHbIX
WK LLENOYHO3EMENBHBIX METAINN0B,

(3) nubo coepuHeHue copmynel (Il B)

1 @

N o B

0-T-OH

{ra

R,

H

rae K1, Rz, Cy, T v Z vmeroT ykazanHue ana hopmy-
nel {I) 3HaveHwA, BBOOAT BO B3aWMOLEWCTBWE C CO-
eauHeHueM dopmMyne (2)

Ry
w3
R,

1
rae W, Rz n Ry umetor ykasaHHble gna dopmynsl {[)
sHaueHua W Hal ozHavaeT atom ranoreda, B Dessog-
HOM pacTBOPUTENEe, B NPUCYTCTBUM MAPUAA MeTanna
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MK aMNKOroNATa WeNoYHoro meTanna, npy Temnepa-
Typax B gnanasode ot =40 "C go 25 *C,
(1) nubo, rorga 7 osHauaeTr -COOH, coejuHeHWe

dopmynsl (II' B)

,(I'B)
B KoTOpol R4, Rz n Cy mmeroT ykasaHHble Boilwe gnsd
dopmynel (I} 3Hauenwa » T oavadaer T-CH., okuc-
AT, 3aTeM NPU HeOBXOAWMOCTU 3aLLMLLAKT TakM
obpa3om nonydeHHyto kucnoTy cpopmyns {11 B)

C-T-COOH

H (I'B)
roe Ry, Ry, Cy 1 T WMeT ykasaHHble BhilLe ANA
dopmyntl (I} 3HaYSHWA, ¢ NOMOLUEK 3AWMTHOW A4nA
KapbokCcUNeHOR OYHKUMKM TPYNNB G NonydYeHWem
NPOMEKRYTOUYHOrO coegnHerna hopmynsl (1" BF)
R Q-T-COQR

H , (I"BP)
roe Ry, Rz, Cy n T uMmeoT yrkaszadHsie gna hopmMynel
{I) aHa4eHWa »n P 03Ha4YaeT 3aluTHYO rpynny, seibu-
paemyd U3 ankuna, TpeT -ByTuna unu BeHauna, u,
HakoHel, 3To coegwvHeHne cbopmyne (I"BP) nogeep-
ralT BO3geACTBMIO NponssogHaro dopmynu (2) ans
NonyyeHus, Nocrne yaaneHus 3awMTHOW rpynnel, co-
efwHeHns cdopmynel (), ogHoro {(OqHOW) W3 ero qeT-
BEPTUUHBIX AMMOHWEBLIX MPOW3BOAHLIX, OKCUAOR,
CyNibdOHOB UMK conei
9 ®MapmaueBTHUSCKaA KOMNO3WLWA, COASpXallaa B
KayecTBe AEWCTBYIOWEro Hayana coejuHeHne dhap-
Mynel () no n 1 wnw ogHy {ofwH) a3 ero apmayes-
TUYECKM NPUEMNEMBbIX CONER, TMAPATOB UMW CONbBA-
TOB
10 QapmaleBTMYecKasl KOMMNO3WLMSA, cogepxallan B
KayecTBe AEWCTBYIOWEro Hayana coejuHeHne dhap-
Mynel (11) no n 2 wnw ogHy (ogwnH) w2 ero hapma-
LEeBTUYECKN MpWMeMneMblx CoMed, TMMAPATOB WK
COMbBATOR
11 QapmaleBTMYecKasl KOMMNO3WLUMWS, cogepxallan B
KayecTBe AEWCTBYIOWEro Hayana coejuHeHne dhap-
Mynel (12) no n 3 wnw ogHy (ogwnH) w2 ero hapma-
LEBTUYECKN MPUEMNEMbIX COMEH, T[MARATOB WK
COMbBATOR
12 QapmalyeBTMYecKasl KOMMNO3WLUMWS, cogepxallasn B
KayecTBe AEWCTBYIOWEro Hayana coejuHeHne dhap-
mynsel (1 3) no n 4 vnu oaHy {ogvH) U3 ero dapma-
LEBTUYECKN MPUEMNEMbIX COMEH, T[MARATOB WK
COMbBATOR
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13 dapmayeBTHYEeCKaa KOMMNO3MUNS, cofepHallas B
KayecTee AEWCTBYIOLLENC Hadyana coegnHeHwne dop-
Mynet (1 4) no 0 5 unu ofgHy (oAWH) W3 ero cdapma-
UEeBTUYECKH MpUemMneMblx Cconed, rUMLpaTos Wnu
COMNbBaTOB

14 dapmayesTHYecKkaa KOMMNO3MUNS, cofepHallas B
KeYecTBe AEWCTBYILLEIO Hadyana CoeWHEHWe Mo N
7

15 dapmMmayeBTHUSCKAA KOMNO3UUUA No NiobomMy u3
nn 9-14, cogepxallas Takke Jpyroe LeWCTByOLLee
Hauano

16 dapmayeBTHHeckasa KOMNo3Myus no n 15, oTnu-
YaKWAACA TeM, YTo Apyroe AelicTeylowee Hayano
npeacTaenaeT cobol cneyudUYeckUd aHTaroHUCT
peyentopa aHrvoTeHsuHa |l
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17 CapmayeBTvdeckass KoMnosvmumsa no n 16, oTAK-
YalolWancA TeM, YTo cneyntbUdeckUM aHTaroHMCToM
pevuenTopa aHrMoTeHsuHa || asnaeTea upbecaptaH
18 <dapmalesTUYecKan KOMNO3WLWUS, coflepxallas
KOoMBUHaLUo S-zrokcn-1-[4-(N-TpeT -
6yTunrapbamoun)-2-meTokcnbersancynbdgorun]-3-
cnupo-[4-(2-
MOPEONUHO3TUNCKCHILUMKINOrekcaH]MHOONWH-2-0Ha C
upbecapTaHom

19 CoepguHerue no nwbomy 13z nn 1-5 gna npwrote-
BNEHWS NeKapcTBEHHLIX Npenaparos AnA NeqYeHun
BA30MNPECCHHIABUCHMBIX UMK OKCUTOLMH3EBUCHMBIX
3abonesaHui

20 CoepuHeHue no nobomy W3 nn 1-5 Ana npwroToe-
BMEHWA NeKapcTBeHHbIX NPEenaparos Ana neqeHun
rmayKoMel

MpeaMeToM HAcToALlero U3obpeTeHus SENAKTCA
HOBEI® MPOW3BOAHEIE WHAOMWH-2-0HA, cnocob ux no-
nyYeHWs 3TW HOBBIE Npou3BoaHbBle obnagaoT cpog-
CTBOM K peyenTopaM Ba3onpeccuHa WMU okeuToLu-
Ha W, CrNegoBaTenbHe, MOMYT npegcraBndaTe coGol
AedcTeyolME Havana hapMaleBTUYecKUX KOMMNOsM-
uniA BazonpeccuH SBNSeTCA rOpMOHOM, W3BECTHHM
CBOWUM aHTWAWYPETUHECKUM AeACTBUEM U CBOWM BO3-
AESACTBUEM Ha PerynILUVIc apTepranbHOro 4aBneHua
OH CTMMYNWPYeT HeCKOMbKO THMNOB peuenTopcs Vi
(Via, Vo N V3), V7 STU peuenTopkl NOKAaNW30BAHK
B NeueHWu, Cocyfax (KOPOHAPHLIX, NOYEYHbIX, Ljepeb-
pankeHEX), TpomMBoyUTax, NoYKax, MaTKe, Hafnoqed-
HWKEX, LUeHTPanbHOW HEPBHOW CHUCTEME, rinodinse
OKCUTOUMH WMEET CTPYKTYPY., DIM3KYK K TaKoBOW
BasonpeccuHa PeyenTopel CKCWMTOLWMHA HaXoAATCA
TakKe B [MaflkoA MBILILE MaTKW, KpOMe TOro, OHW
HAXOAATCA B MUOINWTENUANEHbLIX KNMETKaX MONOUHOW
Kenesbl, B UEHTPanNbHOA HepEHOW CUCTEME W B MOM-
kax lokanwsaywa pasnuyHLX peyenTopoB onWchIBa-
erTcAd B CNepyrolmx WcTouHukax Jard S, "Vaso-
pressin and oxytocin receptors an overview In
Progress", Endocrinology, nog pea lmura H u Shi-
zurne K, Experta Medica, Amsterdam, 1988, 1183-
1188, Take, KaK B cnegyowmx ctateax Press Medi-
cale, 16 (10}, 481-485 (1937), J Lab Chn Med, 114
(6), 617-632 (1989] u Pharmacol Rev, 43 (1), 73-
108 (1891) Takum obpasom, BaszonpeccuH NPoARMNA-
€T TOPMOHArNbHEIE, CepaevYHO-COCYAUCTEIE, NeueHoM-
HEIS, NOYEYHbIE, BHTMANYPETVYECKUE, arperupylowne
adpeKrTbl M OKa3bLiBaST BO3ASWCTEBMA Ha LeHTpanb-
HYK W NepueprYeckyrd HEPBHYID CUCTEMBEl, Ha Ma-
TOUHYO U UHTEPCTUHAMBHYO ¢epbl U Ha NerouHY o WU
mMasHylo cucTemel OKCWTOLWH NPWHWMAST ydacTue B
chny4ae poAoB, NAKTAUMM W CEeKCyalnbHOro noeege-
HWA

AHTAroHWCTHl peuenTopos V2 BasonpeccuHa (Ha-
3blBaeMble Takke "AVP-2-aHTaroHWCTh" UnM "aHTa-
roHUCThl V5') pekoMeHayoTca B kauecTee adxpek-
TWBHHX  AKBAPETUYMECKUX  CpPeAcTs, KOTOpLIS
cneyndpryeckn BMELUMBAKTCA B MNOYEeMHylo peab-
copbunio BOgbl, HE BLI3LIBAA IMSKTPCNNTHUYECKHX
noteps (Na', K'), kak 970 NpowcxXoaWT B Criyyae vc-
NoMb3YEMbIX B KMWHUYECKOR NPAKTUKE KNACCUYMECKUX
ANYPETUHECKUX CPefdcTB, TAKUX, KaK DypoceMus Wru
MMEPOXNOPTHasng 3TH NocrnefgHWe Bbl3biBaKCT Heob-
X0AWMOCTE 38TEeM ANUTENBHOM NeYSHUA rMNoKanne-

MWA W TUNOHaTPUEMWIA

Mepebld aHTaroHWCT peuenTopoB V2 apruHWH-
BasonpecchHa (Huxe HasbieaeTca AVP)-OPC-31260 -
B HacToAWee BPeMA HaXoAUTCA B NpoLUecce BHeape-
HWA B KWIMHWYECKYIO NPAKTUKY CTpasHeHne adhekTos
OPC-31260 ¢ TakoBBIMU KNACCWYECKUX AWYPETUKOB,
TaKWX, Kak pypocemMUF, NOKA3LIBAET, UTO KaK B CNy-
yae xweoTHoro (Yoshitaka Y w gp, Br J Phamacol,
105-7, 78791 (1992)), Tak v B cnydae Yenoseka (Aki-
hro © wnap, J Cln Invest, 92, 2653-2659 (1993),
Akihiro O w gp ., J Phamacol Exp Ther K 272 546-
551 (1998)) Takce coeflWHeHWe cenekTWBHO Bnaro-
NPUSTCTBYET BORHOMY AWUYPE3Y U HE BbISHBAET, UMW
BbI3LIBAST B OYEHb HE3HEAYMTENLHOW CTeneHW npM
CHINBHBIX JO33X, BblAeneHns WOHCB

MpowsBogHbIE WHAONWH-2-OHA ONWCEHbI B NWUTE-
paType B rauecTBe Npumepa MOXHO YKA33Th NATeHT
IOxHo-adbprkaHckoi pecnybnukn 830852, B koTopom
OMWUCHIBAITCA NPOW3BOAHLIS, NPUMOAHLIE B KAYECTBE
rMNOTEH3WBHLIX CPEACTE, KOTopble WHrMBWpYT aH-
rMoTeH3uH, nateHt $paduun 1309373, B KOTOPOM
OMUCHIBAKITCA AWYpETUUECKWEe coefuHeHua, cnocob-
Hble BO34eACTEOBATE HA BHIAENEHWE Kanusl

B HecKOonbKUX 335BKaX HA NaTEHT WNKW NaTeHTax
TaKKe ONWCHIBAETCH PAR HENSNTUAHLIX COSANMHEHWHA,
obnapgarowmx CPOACTBOM K pEeLenTopaM Ba3lonpec-
CHHA WWNW OKCWTOLMHA B 3TOM OTHOLWIEHWU MOMHO
yKa3aTh, Hanpumep, eBponedcknid nateHT 382185, B
KOTOPOM OnMcHIBaKTSA KapbocTWpwneHee Npowns-
BOAHBIE, ABMAKLWMECA AHTAMOHWCTaMW Ba3ONPEcCH-
H&, KOTOpHIE MPUIoAHE B Ka4YecTBe COCYAQPACLUM-
PSIOWKX  CPEACTB, TUNOTEH3NBHBIX ~ CPEACTB,
OUYPETUKCB W TPOMBOUWTAPHBIX AHTWArperaHToR,
eBponedckmid nateHT 444945 B KOTOpOM ONWCHIBA-
KTCA CNMPONUNEPUIUHOBHE MPOWIBOAHHE, NPUrog-
Hole B ocobeHHOCTW B cnydyae AUCMESHOPEMW, eBpo-
nericknid nateHT 514667, B8 KOTOPOM ONWCHIBAKTCH
NpoussofHule BeHaasennHa, NpUrofHue B ocoBeHHo-
CTH B CNyyae HapyleHWd nousyHoR dyHEUMK, Npn
rMNoHaTpueMud, auabete WNw ewe NPW NeYeHnd W
npothbunakTuke rtMNepToHM W ANA NpefoTEpalieHun
arperayMv TopmbounToB, narteHTt HnoHuk 03127732,
B KOTOPOM OMKUCHIBAKITCH MHACINEHLIE POV3IBOAHLIE B
KauyecTBe aHTaroHUCTOB BA30MNPECCUHA

Takxe onuceiealoTca BeHavnsHble MNK cynedo-
HWMUHAOMWHOBLIE U MHAOMNLHEIE MPOW3BOAHBIE B Ka-
YecTBe aHTAIOHWGTOB BasonpeccuHa, B stom oTHo-
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LISHUA MOXHO YKasaTb esponeiickne naTeHTo NeNe
469984, 526348, 6366086 636609, a Takke mexgy-
HapoAHble 3aaekd 93/15051 u 9518105, ofHako, B
BTUX AOKYMEHTAX HE CMUCHIBAKTCA COSMHEHUA, 06-
najanuie CenerxTUBHOW AKTUBHOCTHIO NO OTHOLWe-
HWIO K peuenTopy AVP-2

B HacToAwee BpemA HaWgeHo, JTo HekoTopbie
WHACNUHOHbI oDNadaeT OTIWYHBIM CROACTBOM MO
OTHOLLEHWUIO K pelenTopam BasOnpeccHuHa WUnM ok-
CUTOUWMHa 3TW HOBhIe WHROMWH-2-OHEl ABNSAKTCA
opbeKTVBHEIMM N GEMNEKTUBHBEIMK  aHTArOHUCTAMM
AVP-2 Bonee Toro, yYMTEIBAA WX CTRYKTYPY W B OCO-
BEHHOCTM Hanndue pPaanuHBIX NON[pHBIX dyHKYWO-
HameHeBIX rpynn, occBeHHo conecbpasylol|ux yHE-
LUMOHANEHEX pynn, 3TW  Monerynel  CnocoBHE
XOpPOWO AWCNEprUPOBaTECH WWNHW PAcTBOPSITECS B
BOAE, YTO NPWAAST UM YNyulleHHYo dapMakonori-
YECKYIO aKTWBHOCTb W MO3BONAET TAKKE NErKo nony-
YaTE raneHoBble OPMBl ANA MHBEKLUA

Takum obpasom, COrMAacHO OFHOMY U3 ero acnek-
TOB, HacTosWee WiobpeTeHWe OTHOCUTCH K HOBHIM
WHAOMNWH-2-cHaM, oTeevawwnm dopmyne ()

R, @ 0-T-Z
R, T o
W )

B KOTOPOW

K1 » Rz, kaxgbei, HE3aBUCUMO ARYT OT Apyra, 03-
HaualoT BOAOPOSA, MMAPCKCWUN, ranoreH, ankun ¢ 1-7
atoMamy yrmepoga, nonwucbTopankun ¢ 1-7 atoMamu
yrnepopa, ankokcun ¢ 1-7 atomamu yrnepoga, an-
kumuorpynny ¢ 1-7 atomamw yrmepoga, nonudTop-
ankokcw ¢ 1-7 aToMaMn yrmepoaa, LUWKIOankuiok-
curpynny ¢ 3-7 aToMamu yrnepoaa, LMKNoankunTro-
rpynny ¢ 3-7 aToMaMu yrmepoaa, LUKNoankunmeToK-
CUTPYNNY  WNW  UMKNOAMNKWAMETUITTMOrRYNNY, B
KOTOPBIX LIMKNOANKUN cogepXuT 3-7 aTtoMoB yrnepo-
Aa, deHorcurpynny, GeH3WNoKCHrpynny, HUTPOrpyn-
ny, UMaHorpynny,

R: U Ri, HezaBncUMO Apyr OT Apyra, AsnAwTcA
OAHOKPATHBIMA  UINW  NOBTOPSIOLWMMUCS  HEGKONEKO
pas3 3aMecTUTENAMYN DEHWNEHOR FPYNNGLl U O3HAYAKT,
KekABIA W3 HWX, He3aBUCWMO ApYyr OT Apyra, Bogo-
pog, ranored, ankun ¢ 1-7 aromamu yrnepoga, anke-
HWN ¢ 2-7 aToMamu yrnepofaa, NONMUranoreHankun ¢
1-7 atoMamu yrmepoga, ¢eHun unn BeHawn, yuaro-
rpynny, HUTporpynny, rpynny -NRsRs, rugpokcunamu-
Horpynny, rugpokcun, rpynny ORy, rpynny SRy, rpyn-
ny -COCRs, rpynny -CONRR 1, rpynny —CSNRgRg,
npuyeM nNo KpanHeW Mepe oAWH U3 PaaWKanoB Hi K
R4 oTnnyaeTca oT BogopOAa,

Rs 1 R, KaxgeId, He3aBUCHMO Apyr OT gpyra, o3-
HauakT Bogopod, ankun ¢ 1-7 aTomaMn yrmepoga,
ankeHun ¢ 2-7 atomamu yrnepoga, denun, GeHzvn,
ankunkapbonnn ¢ 1-7 atomamu yrmepoda B ankuib-
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HOW YacTu, ankuTnokapboHun ¢ 1-7 aToMamK yrme-
poAa B ankWNBHOW YacTw, yuknoankunkapbonwn ¢ 3-
7 aTomamy yrinepoAa B UUKNOaNKUNEHOA YacTh, UWK-
noankunTuokapboHnn ¢ 3-7 aTtoMamu yrnepoja B
LUWKMOANKUNBHOW YacT, BeHsowun, TueHwnkapboHun,
bypunkapboHnn, ankunokcukapborun ¢ 1-7 aToMamm
yImepona B ankWNsHOW dacTw, deHokcukapboHun,
GeHawnokcnkapbonun, kapbamonn wunn Tuokapbamo-
MM, He3aMeU|eHHBIA UNWY 3aMelUleHHBIA C MOMOUIB
Ry v Rqg, wnu ewe Rs n R BMecTe ¢ aToMoM a30Ta, ©
KOTOPLIM OHW CBA3aHb, obpasylT reTepoyuKninqe-
CKYIO pynny, BoibupaemMylo cpeAn NMpPRONUENHOBONR,
NUPROMWHOBOW, NUPPONEHOW, MHOONMHOBOW, WHACIE-
HOM, NUNepPUAWHOBOR rpynn,

R7 o3HadaeT ankun ¢ 1-7 atomamu yrmepoga,
ankeHun ¢ 2-7 aToMamn ymepoga, denun, bexHsun,
yuknoankun ¢ 3-7 atomamu yrmepopaa, nonudTopan-
kmn ¢ 1-7 atomamu yrnepoga, dopmun, ankunkapbo-
HUN ¢ 1-7 aTomMamMu yrnepofa B anNKUNeHOHW 4YacTW,
BeHaoun, beHaunkapboHnn,

R o3HaqaeT Bopopof, ankun ¢ 1-7 aToMamu yr-
nepopa, gequn, Benaun,

Rg v Rqo, kaxabii, HE3IABACHMO ARYT OT ApYra,
O3HAYaKT BOACPOA, ankKn ¢ 1-7 atcmamu yrmepoaa,
nonudTopankun ¢ 1-7 atomamu yrnepoja, ankeHun ¢
2-7 aToMamn yrmepoga, Yuknoankun ¢ 3-7 atoMamu
YIMERoga, KOTOPHA MOXET BBTE 3aMeLleH M ROKCH-
ankuneHo# rpynnoid ¢ 1-4 atomamu yrmepoga, nupK-
awn, erun, Tuennn, doypun, unn ewe Kg v Ko sve-
cTe ¢ aTOMOM a30Ta, C KOTOPbIM OHW CBA3EHbI,
obpasyloT reTepoUvKknuYeckyto rpynny, eeiSupasmyio
cpegy NUPPONUAMHOBOW, NUNepyAWHOBOR W Nunepa-
3UHOBOW TPynn, KOTOpLIE HE3EAMELLEHB UK 3aMeLle-
Hbl SMKWNBHEIMK TpynnaMy ¢ 1-4 atoMamMn yrnepoapa
UMW A3aLUKTTOANKUNBHBIMK TPYNNaMK ¢ 4-7 aToMamMu
yrnepona,

W osHadaeT rpynny -CHs- unn -S0;,

Cy BMecCTe ¢ aToMOM YIMEepPoga, C KOTOPHIM OH
cBAzaH, o0pasyeT HeapoMaTWMECKWHA YITeBogopog-
HBlR UuKkn ¢ 3-12 atoMamn yrmepogda, HackiWeHHBIA
WA HEeHACHIWEHHbIH, KOTOPHIA MOMET OhTh KCHAEH-
CHPCBaH MNy 3aMelleH OfHOA UMK HecKoNbKUMU arn-
KUNBHEIMK rpynnamvKk ¢ 1-7 aToMamu yrmepoga, npy-
YeM BHIWEeyKasaHHble TPynnel  MOMyT  3aMeLlarb
OLHOKPETHO WM MHOTOKPETHC O4WH M TOT Xe aToM
yrnepoaa, Wnu cnupoUnKnoankuneHol rpynnod ¢ 3-6
aToMaMM Yrnepoga,

T o3HaqaeT ankuneH ¢ 1-4 atomamu yrnepoaa,
KOTOPLIA MOXET NpepbiBaTeCA LUKNoankuneHom ¢ 3-6
aromamKn yInepoaa, NMpUYeM BbllueyKasaHHBIe anku-
NEHOBLIE MPYNMbl MOTYT ObITh 3aMelleHBl OIHOKPATHO
UMW MHOTOKPATHO ¥ OAHOTC U TOMO e aToMa yrnepo-
Aa ankvrnod ¢ 1-3 atomamu ymepoaa, wiu ewe T
O3Ha4YaEeT NPOCTYIO CBA3b,

Z oswavaeT rpynny -NRuR1wz, -N'Ri1R1:{(Cs-
Cpankmn (A), rae (A) 03HauaeT aHWOH, NPesNodTH-
TensHo Cl, Br, J unn CH3S0s, -N{Q)R 1R, rpynny
COOR;44, rpynny NR1COR13, 6GeHzvunokcwkapboHu-
namwHorpynny, rpynny COMNR1Riz, npu ycnosuw,
yTo, Korga T o3HauaeT METHUIMEH UMK NPOCTYIO CBRA3L,
Z He wmoxeT osHauaTe -NR{1Riz -N'R1R2(Ci-
Cpanedn, -N{QR{1Rq2, -NR{1COR,;, 6eHannokcu-
KapBoHMNaMuHo-rpynny,

R11 v Ry, kaxasld, HE3aBUCHMO OpYr OT Apyra,
O3Ha4akT Bofoped, ankun ¢ 1-7 atomamu yrmepoaa,
ankokeun ¢ 1-4 atomamu yrnepoaa, ynkioankun ¢ 3-
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7 aToMamu yrnepopa, deHun, ankMNeHyurnoankun o
1-3 aToMaMK yrnepoja B anKWNeHOBOW 4acTh W 3-7
aToMamy yrnepoaa B LWKNOANKUNEBHOM YaCTW, AMKU-
neHdenun ¢ 1-2 aToMamK yrnepofa B ankMNeHOBOM
4acTW, NpU4EeM BHILIEYKA3AHHBEE MPYNNbl He3aMelle-
Hbl UNKM MaryT 6biTe OfHO- WKW MHOMCKpaTHo 3ame-
weHe ¢ noMowelo Rqz, wnv ewe Ky v K42 BmecTe ¢
daTOMOM 230Ta, C KCTOPbIM OHW CBA3AHEI, MOTYT obpa-
30BLIBATE FETEPOLMKN, BulbBWpaemuli cpefu azeTu-
AWHOBOTO, NUPPONUAWHOBONC, NWNEPHAWHOBOD, NKU-
NepasvHoOBOro, NMNEPa3MHOHOBOTO, MOpthONUHOBOTD,
MOPKONUHOHOBOrD, TUOMOPKONMHOBOrD, [EKCAarng-
pPOa3eNMHOBOIO rETEPCLMIVIOB, KOTOPbIW He3ameLlleH
UNu MoxeT BuITe OAHOKPATHO WNK MHOTOKPATHO 3a-
MeleH ¢ noMowsk Rqz, Wi TWoMopdponuH-1, 1-
AvokcKra N TWomopdonuH-1-okcug wnu ewe Ry
Q3HaYaeT NUPPONWMOOHOBYIO WKW MWNEPHMAOHOBYIO
rpynny,

Hi3 03HA4YaeT ruapokcun, ankun ¢ 1-4 atomamu
yrnepopa, ankokcun ¢ 1-4 atomamu yrnepopa, Mep-
Kanmorpynny, ankuimuorpynny ¢ 1-4 atoMamu yrme-
peaa, ankuncynecuHun ¢ 1-4 atomamu yrmepoga,
ankwncyneponmn ¢ 1-4 atomamun yrmepoga, CeHsw-
NOKCH- WMWY TMAPOKCHaNKWNOKCUIpYNNy, rpynny -
NR4Rs, roe Rig v Rys, Ka¥ABIA, HE33BUCHMO APYT OT
Apyra, 03HaYaloT BOAOPOL UMK ankun ¢ 1-4 atomamu
yrmepopa wnu ankunokckkapboHnn ¢ 1-4 aromamu
yrnepoga B ankirisHoOW vacTy wnw BeHsunorcukap-
Donmn, kapbokcwn, ankwnokcwkaptonun ¢ 1-4 aTo-
MaMKW ¥rNepoia B aNKUNBHOR YacTu, eHoKcHKkapbo-
HWN, BeHaunoKcukapboHun, kapBamonn,
AMWAWHOTPYNNY, TYAHWEMHOrPYNNY,  MMUAA30MMn,
TWeHWN, NVPVAKM, WHRONWA, TETRAINAPOUIOXMHONMWA,
TaICKe, KBK K MX CONAM, CoNbBaTam Wi rnaparam,

CnepyeT 3ameTUTb, UTO CoBAWHEHWUA DOPMYNEI
{I), B KOTOpeIX Rz U Ry 03HauawT Bofopos, ABNAKTCA
W3BECTHEIMW COEAWHEHWAMA U COefHHEHWR, B KOTO-
puix -O-T-Z osHauaeT rpynny -O-N= unwn -O-CH;-N=,
ABNAOTCA HecTabWNbHBIMW 1, CrnegoBaTenbHoO, He
ABMNAKTCA YacTbo M300peTeHNs

3 BaTUX CoOeAWHEHWA NpesnouTUTENBHE Coeau-
HEHMWS HWKEeNPYBOAUMOR hopMyrel (1a)

O-T—-Za
R,
Dus
" b N/‘\\“‘o
‘ (la}
A

B KOTOPOW

Ri-Ry, W, T v Cy nveroT yrkasasHoe Boblle gns
coeguHeHvin opmynel {1} aHaqveHne,

Za ozHauaeT rpynny -NRyRq;, -N'Ry1Rq2{C1-Ca)
ankun{A ), rae (A) o3Ha4YaeT aHWOH, NpegnNo-TUTENE-
Ho Cl, Br, J wnn CH3S04 -N{O)RR12 rpynny -
COOR44, rpynny -NRCOR 43, B6enaunokcnrapboHu-
namuHorpynny, rpynny -CON Rq11R2,

R v Riz, KaXablid, HE32BUCUMO Apyr OT Apyra,
O3HaYaKT BoAopog, ankun ¢ 1-7 atomamw yrnepoga,
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ankokcwn ¢ 1-4 atomamw yrnepoga, UMkioankun ¢ 3-
7 aromamn yImepoaa, dheHun, ankineHyninoanti ¢
1-3 aToMaMW yrnepofa B aMKWNEHOBOR YacTy U 3-7
ATCMAMW YIMepoaa B LMUKNOAMKUMABHOR YacTy, anku-
neHderun ¢ 1-3 aTomMaMu yrnepoaa B ankWneHOoBoR
YacTu, NPHYSM BLIWEYKa3aHHEIE TPYNNH HesaMele-
Hbl WK MOMYT ObITE OL4HOKPETHO WK MHOTOKPATHO
FamMeLLeHbl ¢ NOMoWB Rqz, wnv ewe Ry n Rqz Bve-
CTe C aTOMOM 230Ta, C KOTOPHM OHU CBA3AHKI, MOTYT
obpasoebiBaTs retTepoyukr, BelbupaeMmuid  cpegw
a3eTWAUHOBOMD, NMPPONWANHOBOrO, NWNEPUAWHOBO-
ro, NUNEpPasMHOBOrQ, NUNEPa3MHOHOBOIO, Mopdonu-
HOBOIO, MOR(ONMHOHOBOIO, TUOMOPMONMHOBOIO,
rekcarupoasenuHoBOrc  FeTepoOLUWKNOB,  KOTOPHIA
HesameleH WK MoxeT BbiTk OFHOKPATHO WM MHO-
rOKPaTHO 3aMeleH ¢ NoMolkk Rz, UNK Thomopdo-
nuH-1,1-gnokeug unun THomopdponuH-1-okcua,

R43 o3HavaeT rugpokcun, ankokewn ¢ 1-4 aroma-
MW ¥riepoaa, TUOMBHYIO MPpynny, ankunTuerpynny ¢ 1-
4 aTomMamMW yrnepofa, ankuncynsdguHun ¢ 1-4 ato-
MaMW yrmepoga, ankuncynetoHun ¢ 1-4 atoMamu
ymmepoga, rpynny -NRuRqs, rae Ris u Ris, kaxaui,
HE3aBNCWMO APYI OT APYrd, O3Ha4YaloT BOAOPOH WK
ankun ¢ 1-4 atomamm ymepoga, kapbokcwn, kapba-
MOWN, aMUWAUHOTPYNNY, TYAHWAWUHOTPYNNY, WMULa30-
AW, TIEHWN, NUPUAWN, WHACMWM, TETPArugpoH30XU-
HOMUN, TAKKE, KaK WX Conu

MpeanoYTHTENEHLIMK ABMNAKTCA TAKKE COMbBa-
Tel U TMapaTsl coeguHeHid opmynsl (1a)

B coeauHeHuax copmynsl (1a), koraa T o3HauaeT
METWNSHOBYIO TPYNNY UMW NPOCTYIo CBSA3L, Z He MO-
#eT osHavaTe -NRy1Riz, -N'R11R12(Ci-C4) ankun, -
N({D) Ri1Rq2, NR1/COR 3, BeHaunokcnkapBoHunamm-
Horpynny

CornacHo HacTosAleMy u3cbpeTeHuto, noj Tep-
MWHOM "ankun ¢ 1-7 aToMamu yrnepona” unu "ankun
¢ 1-6 aToMamu yrmepoga" NOHWMAKT NMUHEeRHHEA MK
paseeTBNeHHEIA ankun ¢ 1-7 aTomamw yrmepoga wnw,
COOTBETCTBEHHO, € 1-B aromamu yrnepoga

HeapomaTuyeckue yImeBojopogHLIe uwkiel ¢ 3-
12 aToMamu yrmepoaa BKMNKYAKT MOHO- UMM NOMnu-
LUWKAWYECKHE, KOHAEHCUPOBAHHBIE UMW MOCTUKOBLIE,
HECEILEHHEIE WMWY  HEHACLIWLEHHLIS, B W3BECTHBIX
cnydasx TepneHoBole pagukans 3TH pagukansl Mo-
ryT ObiTb OJHOKPATHO WM MHOTOKPATHO 3aMELLEHE
anknom ¢ 1-4 aTomamu yrnepoja MoHouWknude-
GKMe paguKankl BKNIOUAKT LUWKNOANKANE, Hanpumep,
LWKAONPONWA, LUUKNOBYTUN, LUKNONEHTWM, UWKNOorek-
CHN, YWKNOrenTun, YUrknookTan, uuknogoaeynn [Mo-
NWUMKIMYMECKHE  pafWKkanbl  BIIKYART, Hanpuvep,
OCTaTOK HOpBOpHaHa, afaMaHTaHa, rekcarnjpouHaa-
Ha, HopbopHeHa, AurwApoHadTanuHA, BuunKno
[221] renTana, Buyukno- [3 3 1] HOHaHa, TpWMYWKNIO
[521 0’ E] JekaHa

PeHunbHaA rpynna, BXodAaWad B cocTas 3amec-
TUTENEN R1, Rg, Ra, R4, Rs, Rs, R?, Rs, Rg, Rm, R11 n
Rz, MoxeT BeITb He3aMelleHa, MCHO- UNW Au3ame-
WeHa ankwnom ¢ 1-7 atomamu yrmepoga, npegnou-
TUTENLHO METAMNOM, TPUMTOPMETUNOM, ArKOKCHNOM
¢ 1-7 aTomamw yrmepopa, NPeAnoYTUTENEHO METOK-
CH- WK STOKCUIPYNINOA, ranoreHomM, nnu TpusaMeLle-
Ha ankMnoM ¢ 1-7 aToMaMu yrnepoaa, ankoKCUNomM ¢
1-7 aTomamu yrmepoaa Wy rancreHom

CornacHo HacTosWwemy nacbpeTeHuno, nog ranc-
rEHOM NMOHWUMAIOT aToM, BHEUpaemuid cpean gTopa,



15

xnopa, Bpoma unw Mopa, NpegnodTUTENLHO OH O3Ha-
yaeT bTop MNK XNop

Koraa coefuHeHWe COrMacHo U3obpeTeHuw co-
AEpP¥UT ACUMMETPUYECKURA aTOM  yrmepoaa Wnu
AcCMMMETPHYeCKNe aTOMbl YIMEePOoRa, TO OMTUYecKWe
M3OMepbl STOMC GCOSAWHESHWA HABMIAKTCA COCTABHOW
YacTbto naobpeTeHwn

Korga coefnwHeHwe cornacHo wiobpeTteHuro ob-
najaeT cTepecuU3oMepWed, Hanpumep, TUNAa aKCW-
anbHO-3KBATOPUAnNkEHOW UNK Z-E naomepwn, usobpe-
TEeHWe BRNKYEET BCE CTEPEOUIOMEpH  3TOro
coeAUHEHWA

Conwn coeguHennid opmynel (I} cornacHo Ha-
cToALleMy u3obpeTeHuo NpejcTarnaT cobol Tako-
Bble C HEOPraHWMHECKMMW UMK OPFraHWHYECKMMU KUGNO-
TaMmh, KoTOpbIe NO3BONSKT OCYLWECTBNATE
COOTBETCTBYIOWEE Pa3fAeneHUe WNW COCTBETCTBYIO-
Wy KpucTannusauymo coeguHernid dopmyne (D),
TaKUMU KaK NMUKPWHOBAA KUCMOTA, W aBenesas KUCno-
T2 UMW ONTWUECKW AKTUBHAA KMCMOTa, KaK, HanpUumep,
BUHHAA KWcnoTa, AWBEH30MMNBUHHAS KUCNOTa, MWH-
AanbHaA KMCnaTa unK kamdpocynedokncnoTa, a Tak-
X TaKMMK, KOTOpPble obpazyloT U3NONoTYecku
npuemMnemble Cornv, Takne KaKk rMapoXNoOpuE, TMARO-
BpoMua, cynedat, ruapocynedat, aurugapodocdar,
Manear, &ymapar, 2-HadTanuHcynedoHaT, n-
TonyoncynsgoHaT

Conu coeguHeHui doopMynel () npepcTasnsAwT
cofoi Takke Conwn ¢ OPraHNYecKWM VI HEORIaHKu-
YeCKWMN OCHOBaHWAMUW, HanpUMep, COMN WEenoYHbIX
MNU LWenoYHO3EMENbHEX METANMOB, KaK COMW Ha-
TPUS, KanWs, Kanbyus, NPUYeM Npeano-TUTENbHE
HaTPWEBLIS W K&NWEBLIE COMW, UNK C aAMWHOM, TaKWUM,
KaK TPOMETAMON, WM ele CONW apPrMHVHE, NN3KHE,
unu noboro r3NoNoruueckn NPUeMNemMoro aMuHa

OYHKLMOHANBHIE TPYNNLl, KOTCPHIE MOMYT MPM-
CYTCTBOBATE B MOMekyne coeduHeHWA chopmynsl () u
B NPOMEXYTOUHBIX PESAKLWOHHBIX MPOAYKTaX, MOryT
Dbime 3aWuWWeHs!, NMMEO NOCTOAHHO, NMO0 BpeMeHHOo,
3aLMTHEIMW TPYNNAMK, KeTopble obecneunBarsT Ha-
NpaBNeHHEA CUHTES LeneBulX coeJUHEHUA

MNof BpemMeHHOW 3alMTHOA TPYNNOd aMWHOE,
SnUpTeB, ¢EeHoNoB, TMONOE MNK KAPGOHOBEIX KWGHOT
NOHUMEAKT Takne 3alUTHEIS rPYnMbl, Kak onucaHHLIe
B KHWUre "3alWTHbIe TRYNNB B OPraHNYECcKoM CHHTE-
3e" Greene TW u Wuts PG M, nzg John Wiley et
Sons, 1991 r, v B kHUre "SawwTHele rpynnel”’, Ko-
clensk P J, uag Georg Thieme, 1994 r

MoxHo Has3BsaTb, HanpuMep, BPEMEHHLIE 3alluT-
Hbelg Tpynnel BeHswnaMuHes, kapbamatos (Takwe, kak
TpeT -ByTOKCUKapBOHUNbHEIE rPYNNEl, OTWEennaembsle
B KMCNOM cpene, BeH3UNOKCUKApBoHUNEHBIE PYMMLI,
oTIWennsaeMele NyTEM TMAPOreHoNU3a), kapboHoBBIX
knenot (ofpasylowne crnoXHele anKunoBble 3Iupbl
rpynnbl, Takne, Kak WETWN WnKn - ITun, TRET -
BYTUNEBHBIE TPYNNE, TMAROINHU3YEMBIE B OCHOBHEIX UK
KWCHBIX Cpefax, rMAaporeHonusyemble GeH3unbHble
rpynnsl), CNUPTOB MNW ¢eHOMNOB (Takue, Kak NpocTeie
apHUpHBIE TETParnapPoNMPaHubHBIE UMM METUMOKGH-
METHMEHEIE WNU  METWNSTOKCMMETWMNEHEIE  TPYNMLI,
TpeT -OyTuneHaa » DeravuneHas rpynnel) 1 MCNONbL30-
BaTk OBLIMe, XOPOLUO U3BECTHbIe cnocobbl, ONUCAH-
HElE B KHWre "3alyuTHee rpynnel’, YKazaHHoR BHLWIe

CornacHo HacTosileMy W3oBpeTeHWo npefnod-
TWTeNbHBE BPEMEHHLIE 3JalWTHLIE TPYNnLl, OTwWwen-
NASMBE B KMCIOA UMW HEWTPANEHOW Cpeae v nyTem

59345 16

rMaporeHonusa

MoCTOAHHBIMKY 3AWMTHBIMKW TRYNNEMKW ABNATCH
TaKWe, KOTOPbIE YCTOAYUBE! B BhILEYKA3AHHBIX YCMO-
BUAX OTLLENNEeHWA W KOTOpLIE MOMyT NPUCYTCTBOBATE
B UeneeblX NpoaykTax Takumy O-3alMTHEIMUA rpyn-
naMn Mnn N-3aWUTHEIMK TRYNNaMn ABNAKITCA ankun
¢ 1-7 aromamn yrnepopga W deHun, npuyem N-
3AWMTHEIE NOCTOAHHBIE TRYNNB  BRKOYAT Takke
ankaHoWNeHEIE TPYNNEI ¢ 1-5 aTomamu yrmepoaa W
apouneHble MPYNNE, HanNpUMep, Takyko kak GeHaoun

CoepuHenna doopmynsl () MoryT cogepxartt
rpynnel, ABMAKWWECH NPEeAWECTESHHUKEMN L PYrix
OYHELUUOHANbHBIX TPYNN, KOTOopele obpaaytorcs B
JaneHeRleM B NpoLecce OAHCH WKW HEGKOMBKMX
ApYriX cTagui

MpepnodTuTenkeHel coegnHeHns dopmynel (), B
KOTORBIX PasniWuYHbEle NonApHble  cyHKYMOHANBHEIE
rpynnel, ocobeHHo conecbpasylowne hyHKUWCHark-
Hble TPYyMNnbl, KOTOPHIE YMAYULLAKT PacTBOPUMOCTE
WunNu AUCNepripyeMocTe B BOAE, NPEANOYTUTENBHO
npefcTaeneHs rpynnon -T-Z2

Coepurenna cdopmyns (), B KOTOpEIX 3aMecTU-
Ternb Ry HAXORWTCA B NONOKEHUN S MHOONWH-2-0Ha W
B KOTOpbIX R: o3HauyaeT sBofopod, ABNAKTCA Npeg-
NoYTUTENLHBIMW COSiMHEHUEMM

Takxe npegnoqvTWTENbHE CoefHHERUA dopMynEl
(I}, B KOTOPEIX R HAXOAWTCA B NONOXEHWW 5 1 O3Ha-
YaeT aToM XMopa WNKW 3TOoKCHIpynny W R: osHauaeT
BOAOPOA

CoepuHeHua dopmynel (), 8 koTopeix Ry 03Ha-
YaeT BOACPOA WNW METOKCUrpynny W Ru osHauaeT
METOKGUIrpYnny, AWITUNYPENZOrpynny, TPeT -
aMmunkapbamoun n Tpet -ByTunkapbamoun B nono-
*eHuwn 4 GeH30MbHOrC KoNbUa, NpeacTasnsatoT cobon
npefnouTUTENLHLIE cOeAMHeHUa W3 3TUX coepuHe-
HWA NpeaAnouYTUTENBHEI Takue, B KOTOpHX Rz Haxo-
AUTCA B nonoxeHuy 2 Takke npegnodTUTEnkHEl GO-
efvHeHns copmynel (I}, B koTopoi Cy o3HadaeT
Huknorekcad v rpynna -O-T-Z HaxoguTcA B nonoxe-
HVK 4 BHIWEYKA3AHHOIO LMKIOrekcaHa no oTHoLWe-
HWI K cnvpo-yrmepony

OcobeHHo npegnoqTWTenbHE cosguHeHUsT hop-
mynsl (1 1)

O-1-2
R ¥

W &1

R,

B KOTOPOW Ry, Rz, Ra, W, T v Z vmeroT yrkazarHoe
ans dopmynsl (I) 3Ha4YeHWA, W MX CONKW, CONBBATHI
UnK ruapaTH

B 0coBeHHOCTH NpPefnouTUTENEHE COSAUHEHUsI

dopmynel (| 2)
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O-1-£

80, (1.2}

R,

B koTopod R, Rs Rs, T v Z umMeloT yrkasaHHble
Ana dopmynbl () 3HaAYEHWH, W WX COMW, CONbBaTH
UINK TApaThl

Ewe bonee ococbeHHO NpefnNouTUTENEHEl coeu-
HeHus dopMynel (1 3)

O-T-Z

50, 0.3)

R4

B KoTopoil Ry, Ri, u Ry umeloT ykaszaHHele gna
popmMynl () 3HaueHnn, T o3HayaeT ankuneH c 1-3
aromami ymnepoasa W Z osHavaeT aMuHerpynny, 2-
U/ POKCUSTUNAMUHO-TPYMNY, 2-(2-
MMA POKGH)STUNOKGHITUNAMUHOTPYINY,  MOPGOMWHWN
UNU KapBoKCUNBHYO TPynny, U WX COMW, GOMbBaThH
UNu rugpate B BhiSwed cTeneHn npegnoyTUTENEHE
coeguHeHna coopmynel (| 4)

O-1-Z
R,
N g
OCH,
CONHC(CH,),

B kotopol Ry, T v Z vmeT ykasadHoie gns
hopMynel () 3Ha4eHUA, U UX conNW, CONbBATH W rUAa-
paTel

CoeguHerua dopmyn {1 1), (12), (I 3) unn (14), B
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KOTOpbIX Z UMEeeT yrkasaHHoe fNA Za 3HaYEeHMe, U NX
COMn TRIKE NPeacTasnAwwT cobOH npegnodTHTEnk-
Hble coeguHeHua To ¥e caMoe OTHOCUTCA K UX CO-
NBBATAM UMW rMapaTamM

OcobeHHo npegnoqTWTenbHE cosguHeHUsT hop-
myn {1 1), (12), (13) u (| 4), B voTOPBIX Ry O3HaYaET
aToM XI10Ra WK ITOKCHIPYNNY, T O3HaYaeT ankuneH
¢ 1-3 aTomamu yrnepoga v Z 03HaYaeT aMUHOTPYNNy,
2-ruApoOKCUITUNAMUHOTPYNNY, 2-(2-
rMAPOKCK)STUNCKCUSTUAAMUHOTRYNNY,  MOPdOnWHUN
nnu kapbokcunbHyo rpynny

Takxe npegnouTUTENLHBEIMU RBRAKTCA CoSfUHE-
Hwa deopmyn {1 1), (I 2) n (I 3), B KOTOPBEIX

Ry o3HauaeT aToM XNopa UMK aTOKCUrpynny,

Rz o3HavaeT Bo4OpOA UMW METOKGHIPYNNY,

Rs o©o3HauaeT MeToRcUrpynny, AUSTWNYpeuWgo-
rpynny, Tpet -amunkapbamoun  w  Tpet -GyTvn-
kapbamoun

K3 5TUX coeUHEHWA NpeanoYTUTeNbHE TakWe, B
KOTopbiX T O3HauaeT ankuneH ¢ 1-3 aToMamu yrne-
poda M Z  O3HadaeT  aMUHOrpynny, 2-
rMA POKCHITUITAMUHOTPYNMY, 2-(2-
TMAROKCH]BTUNOKCABTUNAMUHOTRYNNY,  MOPEONUHWU
MK KApBOKCWNBLHYIS rpynny

B BbiGIIERA cTeneHW NpeAncUTUTENEHE NPOAYKTH
dopmyn (), (11}, {1 2), (1 3) u {l 4), B koTOpEIX Cy 03-
HadaeT UMKNOorekcaH W B KoTopbix rpynna -O-T-Z Ha-
XOAWTCH B NONOMKEHWW 4 BHILLEYKA3aHHOMD LMKMNOrek-
CaHA NO OTHOWEHW K CrNMpo-yrmepogy, ocoberHo
HWXeyKasaHHBIe CoeWHEHNUA

* S5-xnop-3-cnupo)-[4-(2-
MOpPdONUHOSTUNOKCU)UUKNorekcaH]-1-4-(N-TpeT -
6ytunrapbamoun)-2-
MeToKCHDeH3oNCYNBEOHMM]MHIONWH-2-0H,

* H-aToKcK-3-cnupo-[4-(2-
AMUHOBTUNOKCK) L MKNorekcaH]-1-[4-(N-TpeT, -
Bymnkapbamoun)-2-meTokcubeHsoncynegoHWr)
WHAOMNKH-2-0H,

* 5-aToKCK-3-cnnpo-[4-(2-(N-meTun-N-(2-
rMAPOKCHAITHN) aMWHO) ITUNOKCK) UnKnorekca]-1-[4-
(N-TpeT -ByTUNKapbamonn)-2-
MeToKcUBeH30NCcyNeoHW] MHAOMUH- 2-OH,

*  S-aToKcK-3-cnupo-[4-(2-MopdOnMHOSTNOKGH)
yurnorekcaH]-1-[4-(N-TpeT -6yTrnkapbamownn)-2-
MeTOKCHDEeH3WN] MHACMWH-2-0H,

* 5-aTokcu-1-[4-(N-TpeT -6yTunkapbamonn)-2-
MeToKkcubeH3oncynedoHwn]-3-cnvpo-[4-(2-
MOPONUHOSTUNOKCH) LUWKNOreKkcaH] MHAOMWH-2-0H,

* 5-zTOoKCKH-3-Ccnupo(4-
KapDoKCMMETHUNOKCUUVKNOrekcaH)-1-(4-N-TpeT -
ByTun-kopbamoun-2-meTorcubeHsoncynkdoHWN)
MHAOMUH-2-0H,

*  S-srorcw-3-cnupo-[4-(2-MopdhOnMHOSTUNOKCH)
yukrnorekcat]-1-[4-(N-TpeT -amunkapbamonn)-2-
MeToKCcHDeHzoNCYNBOHWN] MHAONWH-2-0H,

* 5-3TOKCK-3-CNNpPo-[4-(2-kapboKCNITUNOKCH) UK-
knorekcaH]-1-[4-{N-TpeT -amunkapbamounn)-2-
MeToKcUbBeH3onCcyNedoH W] MHAOMWH-2-CH,

* S-aroken-1-[ 4-(N'N'-gnarunypengo)-2-
meTokcnbeHsoncynedoHwn]-3-cnvpo-[4-(2-
AWMETUIIAMWHOITUIIOKCH) UMKNOreKkcaH] WHAOMWH-2-
OH,

*  S-atokcu-3-cnupo-[4-(2-(4-3TokcMnUNepUu i MHO)
STUMOKCH) yurnoreksaH]-1-[4-(N-TpeT -
6ytunrapbamoun)-2-meTokcnbersoncynbgoHwn)
WHAOMNMWH-2-0H,
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* 5-zToKkcK-3-cnupold4-(2-rmMuyrunamMUHOSTUINOKCH)
umnecrekcaH]-1-[4-N-Tpet -Dytwnkaptamonn)-2-
MeTokCcHBeH30NCYNbGOHWM] UHACMAWH-2-0H,

*S-aTokcU-3-cnupo-[4-(2-(N N-
AVMETUMIMULWNAMWUHO) STUMOKCH) Uuknorekcar]-1-[4-
{N-TpeT -ByTunrapbamoun)-2-
MeTOKcuﬁeﬂsoncyanbOHwﬂ] WHACINWH-2-0H,

5-xnop-3-cnupo-[4-(n-[3-

AUMETUNAaMUHONPONUN) KapbamMOWNMeTUNOKCH) LMK-
norekcaH]-1-[4{N-TpeT -&yTunkapbamonn)-2-
Me'rOKcuﬁeHsoncyan)OHnn] MHACMWH-2-0H,

5-aToKCu-3-cnnpo-[4(2-(4-
AVMETNAMWHODYTUNZMWHO)  3TUNOKCK]  LUMKNOrek-
caH]-1-[4-(N-TpeT -6yTunKkapbaMoun)-2-
MeTOKCHGeHaoncyan:)OHnn] WHACMWH-2-0H,

S-sTokcu-3-cnvpo-[4-(2-(2-
MMEPOKCHITUNAMUHO)ITUACKCK)  LyuknarekcaH]-1-[4-
{(N-TpeT -ByTwnkapbamonn)-2-
MeTokCcHBeH30NCYNbGOHWM] UHACMAWH-2-0H,

20
5-3token-3-cnupo-[4-(2-(-L-y-rmyTamunamuHo
{sTunokcu) uuknorekcar]-1-[4-(N-TpeT -
6ytunkapbamoun  }-2-metokcwTBeH3oncynbgoHWN]
MHAQMWH-2-0H,

*
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*

5-3TOKCK-3-CnnpRo-[ 4-(2-(-1_-
NUPOrNYTAMUNAMWHO)STUNCKCH) LMKNorekcaH]-1-[ 4-
(bl-TpeT -6yTuUnkapbamonn)-2-
MeTOKcuﬁeHaoncynbrbOHmn] WHAOMUH-2-CH,
5-3ToKCcKn-3-cnnpo- [-4 {2-(2-(2-
TMAROKCUITHIIOKCK] QKCWATUNIAMMHO) ITUINOKCH) LWK-
norekcaH]-1-[4-(N-TpeT -6yTunkapbamounn)-2-
MeToKcHBeH30NCcYNbOHWM] MHAONWH-2-0H,

Takke, Kak Ux dapMalueBTUYecKW NpueMnemMue
COMW, CoMbBaThH UMW rMAPaTH, 0coBeHHO NpUrogHLe
NS VCMonb3oBaHna B hapmaleBTUYECKUX KOMINO3u-
Lysx

CoeAUHEeHWA CornacHo W3oBpeTeHU MoryT BeiTh
nony-eHel COMAacHo Hkenpueog Mol Cxeme 1

CXEMA 1

R, O-TZ
N o
R, |
) « He
/ ]
{Ir B}

\\—«

MpeaMeToM HacToAwero W30BpeTeHna Takke
ApnAeTcA cnocob nonydyeHws coegWHeHWA HopMyrbl
{I) cornacHo n3chpeTeHnto, OTNNYAKLWMACA TEM, UTO

01X

ity

ZH
3]

L]
{I) nwBo coegwHeHwe dopmynel (Il A)
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B KOTOPOWA K1, Ra, Ra, Ry, W, Cy »n T umeroT yra-
3aHHBle ANA dopuynsl () 3Ha4YeHUs n rpe X o3Haua-
€T HyKkneodyrHYI0 TPYNNY, TAKYHO, KaK ranoreH, npea-
noutuTeneHo Gpom, xnMop vnu oa, wnwu nponssogHoe
CyNbOKNCNOTH, KaK TO3MMOKCUIPYNNa, ME3WMNOoKCH-
rpynna, BBOAAT BO B3AWMOLEWCTBUE C NPOM3BOAHbLIM
tdopMynel ZH (1), rae 7 uMeeT ykazaHHoe Ans dop-
Mynel {) 3HadeHWe, BEMIOYAOWMWM HYKNEohUTEHYIO
hyHELUUOHANEHYIO Tpynny, cnocobHylo zamewates X,
K&K, Hanpumep, NEPBHMYHLIA WM BTORWYHLIA, Npea-
NOYTUTENBHO BTOPWYHBIA, 8MWH, B MOMAPHLIX pac-
TBOpUTENAX, TaKUX, KaKk AUMeTWNnhopMamuy, TeTpa-
ruspodypaH UMK aUeTOHUTPpUN, Npy TemnepaTtypax 0
- 120°C, vnu ewe X 03HAYAET BOCCTAHABNUBAEMYIO
rpynny, Takylo, Kak asuJorpynna, KOTORYD 3aTem
BOCCTAHABMNBAMOT 40 aMWHOIPYNMbI,

{2) nubo, korga Z osnavaet -COCH, coeguHeHve

thopMynel (II'A)
O-T-OH

B KOTOROW Ry, Rz, W, R3, R4 n Cy nveroT yrkasan-
Hele gna dopmyne () 3HaveHws v T o3HavaeT T-
CH;:-, BBOAAT BO B3aUMOASHCTEBUE C OKWUCMUTENnem,
TaKUM, KaK OKCUO XpPOMa B KWCINOTHOM pacTEopUTEne,
TakoM, kak paszbaBneHHasl yKCycHas KWchoTa, npu
TeMneparype ot 0°C o 100°C, BuxpomaTdl Wenod-
HblX METANMOB WKW NEepPMAHIAHATEl WENOMHBIX Wi
LenoyHoseMensHLIX MeTannos, (3) nubo coeguHe-
Hue cpopmynbl (Il B)

O-TZ

H

rae Ry, Rz, Cy, T n Z UMeloT yKkasaHHele AN
chopmMynel ([) 3Ha4YeHWs, BBOFAT BO B3aumMofelicTBHE
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¢ coeguHeHuemM dopmynsl (2)

Ha:-w_g k
n @

'

rae W, Rz 1 Rs umMeloT ykasanHele ANS Gopynel
{I) 3Ha4eHusa v Hal o3HaYyaeT aToM ranoreHa, B Npu-
CYTCTBMM TWAPUAE METENNE, KaK, HanpuMmep, ruapwa
HaTpPWA, WY ankoronaTa LeNoJHoro Mertanna, kak,
Hanpumep, TpeT -0yTunar kanwa, npu TeMneparypax
B Auvanasode oT -40°C po 25°C, B GeapopHom pac-
TBOPUTENE, TAKOM, Kak TeTparugpodypaH,

{4) nnbo, koraa Z osnavaet -COOH, coepuHeHue
dopmyntl {|I'B)

:

O-T-0H

v
H )

B koTopord Rq, Rz n Cy mmerT ykasaHHble Bbille
ans dopmyne () 3HayeHna n T osHauvaer T-Cll;,
BBOAAT BO BIAUMOfIEACTBME C BHILIEYKAZAHHEIM
OKMCIUTENEM ANA NPEeBpaleHUst coeguHeHna dop-
mynsl (II'A) B coeguHeHwe copmynsl (), 3aTem npu
HeoBXOAWMOCTH JAWWILAKT Takum obpasoM nony-
YEHHYD KMCnoTY copmynsl (II”B)

" O-T-COOR
1

» (o
R, T o 'S
H

rae Ry, Rz, Cy v T vmeroT ykasaHHble Boilwe gnsd
dopmynbl () 3HaUEHWA, ¢ NOMOLLID 3AWTHOR ANA
KapBokcHUNBHoR dyHKLUUW TPYNNE © Uenbl nNonyqe-
HWA NPOMEXYTOYHOTC coegnHeHnA dopmyndl (II" BF)

R, @ @ O-T-COOP

R, T o (MER)

H

rae Ry, Rz, Cy u T umewT ykasaHHue ana cop-
Mynul (I} 3HayeHna u P osHavaeT 3awuTHyd rpynny,
BEIDMpAeMyro Cpean ankuna, Takoro, kak TpeT -DyTun,
UK BeHanna, U, HakoHeL, 3TC coefiMHeHWe dhopMynkl
{II" BP) nogeeprakoT BO3ZEWCTEBUI NPOW3BOQHOMC
dopmyntel (2} gNa nonydeHus, nocrne yaaneHus 3a-
WHTHOWR rpynnLl, coeanHeHus dopmynsl (1), koTopoe
NnpPK HEoBXoAMMOCTH NPEeBPaLLaT B O4HY 13 €0 Co-
NeR cOrMacHO XOPOLIO U3BECTHHIM CNeLNanucTy cne-
cobam

Coepurenus doopmMyn (Il 4) u {l| B) moxHo nony-
yaTk W3 coepguHeHud dopmynel (I} cormacHo cne-
aytowein Cxeme 2
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CoeguHeHus dopmynsl (I A) mMoryt Beme nony-
YeHB W3 UHAOMNUH-2-oHa opmynd (III) nyTem BBEaC-
HWA erc Bo BianmogencTeue ¢ BeHsoncynbdoHunra-
noreHmaom, korga YW osnavaet rpynny -S0s-, unu ¢
BeHaunranoreHWAoM, Koraa VW osHauaeT rpynny -
CHs-, B BeapogHOM pacTBOpWTENe, TAKOM, KaK fUMe-
TUnpopMamMng WNKU TeTparugpodypaHd, B NPUCYTCT-
B/ TMAPMAA METaNNa, TAKOMo, KaK ruapwa HaTpus,
WK @nkoronAta LWEeNnoYyHoro MeTanna, Kak, Hanpu-
mMep, TpeT -ByTunaT Kanus, npW TemnepaTypax B
AvanascHe oT -40°C go 25°C CoefuHeHUa dopmy-
nsl (Il A) Takke MOMHO NonNy4aTs U3 CNUPTOBR hopmMy-
nel (I A) comacHo obwenssecTHEM cnocobam
MoxHO ykasaTh, Hanpvmep, cucTemel TpwudeHwnn-
thochuH/TETRAXNOPNE YINepoga, COMacHo Angew
Chem Int Ed, 14, 801 (1875), wnu TpudeHundoc-
uH/C(Hal)s, roe Hal o3HavaeT ranoreH, B NpUCyTCT-
BUM MUPWAWHA, comacHo Carbohyd Res | 61, 511
(1878), wnu nyTem B3aMMOAESHACTBMA C apun- UMW
ANKUNCYNOOHWNTENOTeHA0M B MPUCYTCTBUN OCHO-
BaHWA B WHEPTHOM pacTBOpuTEne [pynnbl X MOryT
oBMeHUMBATLCA HanpuMmep, CynuehoHATHYIO rpynny
MOXHO NPeBpallaTe B rANOreHMA-rpynny, Takyw, Kak
MognA-rpynna, NyTeMm BBESREHWA BO BIAWMOREUCTBUE
C HOAMAOM LLENOYHOIO METANNA, TAakWM, KaK Wozna
HaTpwrA, cormacHo J Chem Soc, 326 (1949) Korpga
X 03HauYaeT ranored, To ranoreHna droprynel {1 A)
MOXHO NpeepawjaTte B cnvpt dopMynel {II' A) nytem
38MELLEHNS HWTPaT-MOHOM, KOTOPLIA 3a@TeM BoccTa-
HABMWUBAKT B NPUCYTCTBUM METANMUYECKOrQ KaTanu-
3aTopa, TEKOro, Kak nannajgui-na-yme, ne cnocoby,

CXEMA 2
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onucaHHomy B J Med Chem  SB, 130-136(1985)

Coepurenna cdopmyns (I A) Take MoxHO no-
My4YaTe U3 COOTBETCTBYIOWMWX WHACOMMWH-2-0HOB chop-
mynet (|11} nyTem BBEREHNA WX BO B32MMOOEACTBME C
peareHTamMun copmynsl (2) B YCNOBWAX, Y¥Ee ONWUCAH-
HbIX N5 npeBpaleHus coeguHeHWid dopMynel () B
coeguHeHus dopMyne (Il &) CnupToByio dyHKLUNIO
coeguHeHua dopmynul {llI') spemeHHo sawuwaicT
[coegunenna dopmynel (I P)], HanpvMep, ¢ nomo-
LB 33AWMTHOR FPYNNG, TAKORA, KAaK METUN WNW TeTpa-
TMAPOMNUPAHWUI, COMMACHC eBpONedcKoOMY NaTEeHTY
636608

Coepurenna cdopmyns (I| B) moryt Beme nony-
YeHBl M3 MHAONKH-2-0Ha dopmynet () nyTeM 3ame-
WEHWA HykneotyrHOW rpynnel X npouseogHem Zll
(1), Takum, KaK, HanpuMep, NepBUUYHEIA WUNKW BTOPUY-
Held aMHH, B NOMNSPHbLIX PAcTBOPUTENSX, TAKUX, Kak
AuMeTUndopPMaMNE, TETparnapodypaHd U ayeToHWT-
pwvn, npu TemnepaTypax o 0°C go 120°C, B 3aBMCcK-
MOCTK OT NPUROAEI HykNeodna v Hykneodyra

CoepuHeHua dopmynsl (Il B), 8 koTophix -TZ 03-
HayaeT -T-COOH , nonyyaoT U3 cnupTa QopMynkl
(I, rae T' osHavaeT rpynny T-CH2-, nyTem okwcne-
Hua cnupTa dopmynel ([II') B ycnoBraAx, onWcaHHbIX
ans npeepaweHua coeguHedna dopmyne (IFA) B
coegurHeHwe dopmynul (1)

CoepguHeHua dopaynel () ABNAKCTCA NpPUHUK-
NWanbHO HOBHMW M COCTABNSKT YacTe UzobpeTeHun
Mx mMoxHO nonyd4aTe COMacHo HWXENRWBOANMMOR
pearkuywoHHoR Cxeme 3

CXEMA 3

)]

Taknm obpasom, UHAONUH-2-0HbI dopuynbl {1}
MOryT BETE NOMyYeHel NyTeM BOGCTAHOBMNEHWA ale-

Tanel cdopmynsl (1Y) B MATKUX YCNOBWAX, HANPUMEP,
no cnocoby, onvcarHoMy B J Org Chem, 52, 2594-
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2596 (1987), nytem po3gedcTens Boprugpuaa UMHKa
B NPUCYTCTBAW TRUMETHIICMNAHXIOPWAR B NPOCTHIX
achupax UNK XNOPUPOBAHHLEIX PACTBOPUTENAX, TAKUX,
KaK, Hanpumep, AVXNOPMETAH, UMW NyTEM BO3LEACT-
BUA KOMNnexkca AuMeTuncynedgwa BH: B npucytcT-
BUM TPUMETWACUNWITRUDNETa B NPOSTHX 3chupax
WK B gmxiopmeraHde, no cnocoby, onucaHHomy B J
Org Chem , 58, 6756-6765 (1993), wnn vncxoga wa
cnuptos hopMynsl ()

A, T-OH

'f 'y
H iy

B KOTOPOWA Rq, Ra, Cy v T merT ykasaHHole ans
thopMyne () 3HaveHWs, No cnocofam, yKasaHHBIM
BHLUIE ANA NpeBpaleHUs COSAWHEHUA (OoPMynbl
{II'A) B coegnHenns dopmynsl (Il A)

Auetanu dopmyna (V) nony4alT ¢ NoMowWbLo
XOpOLWO W3BECTHEIX PEaKUWi, Hanpumep, UCXOAS W3
keToHa hopMynel (V) NyTem BBeLEeHWA ero o B3au-
MOFIEACTRAE CO CMUPTOM MNPU WUCMOMNBL3OBAHUN KW-
CMOTHOrC KaTanwsa B Ferugpatupylllel cpege
MoxHO ocylWecTBNATE A3eCTPOMHYK OTTOHKY BOAH
unn paborate B NPUCYTCTBMM MOMEKYNAPHBX CHT,
COMMacHO MEeToAWKe, OonucaHHoW B Synthesis,
419(1972)

KeToHbl dopmynel (V) mMoryT BTk NONydYeHH W3
COOTBETCTBYIOWMWX EBTOPWYHEX CNWpTOB  POpMynH
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(V) cormacHo XopoWwo U3BECTHEIM CNELUATUCTY MHO-
rOYMCreHHBM  cnocobam, WCnornesys, HanpuMep,
OKWCNUTENW, TAKWE, KaK OKCUJ XpPOMa B YKCYCHOKWUG-
NOR CpeAe UNKU KOMMNMNEKCH OKCUa XpOMa, Takue, Kak
NYPUAWHUAXNOPXPOMAT B UHEPTHEIX PACTBOPUTENSX,
TakWx, Kak ITUNayeTaT unu AUXNOpPMETaH, UNW ele
nyTem rnaponn3a auetanei mopmynsl (1Y)

Cnuvptel doopmynel (V1) MoryT CeiTe NonyyeHs 13
COOTBETCTBYIOWUX  COBJAUHEHWR,  TWLPOKCUNBHAA
GYHELMS KOTOPBIX 3AWVLLEHA, HANPWMeEpP, METOKGH-
METUMEHOW WKW TETParngpPonvpUHWNEHOW PYNNol
OTW coegUHSHWA QNUCLIBAKTCA B SBROMNESACKOM Na-
TeHTe 636608 nnn vx nonyyaT NogobHeM 0bpazom
Takum oBpasoM zaljUlleHHbIe COoefilMHEHWA Gopy-
ne (X1

nogeepraT rMAPoOnUsy ¢ NOMOLLBI XNOROBOAO-
poAa B CNUPTE, TAKOM, KaK METAHOM WNK STAHOMN, WK
B NPOCTOM 3donpe, TAKoM, Kak TeTparngpodypaH, npw
TeMnepaTypax B guanasoHe ot -5°C go 70°C

CoepuHerus dopMynel {lII) moryT BeiTs nonyve-
Hbl GOMMAacHO HUXeNpHBOAUMOR Cxeme 4

CXEMA 4

A HO
1L el
B, N, * o/ c\_/T
L) L

R, of“\T
i: I ﬁou
N
Ry N,
v

(i

Kak 1 B crnydae nonyd4eHna coeguHeHnd dopMy-
nel {1} vz ayetaned dopmynbol V), coegnHeHwnA
opmyne (I MOXHO nonyvyaTe W3 UMKITMHECKOro
ayetana copmynel (IV), Takoro, Ka¥k AWOKCONAH, KO-
TOpeIA B GCBOKW O4epefb NOMAYYAKT U3 rdapasvpa

popmyne (VI

R, OT-OH
R 'l‘ Eo

R, 0"’\‘.‘,
N
r——
2" o mw

lll
"
i)

H
lManorenng cdopmynu {11} MoxHO Takke npespa-
warts B coegnHeHvne ctopmynel (') cormacHo cnoce-
Dam, yke yrazaHHBEIM AN NPeBpalleHna coeguHEeHun
dropmynni (II A) B coeauHeHwa opuynbl (II'A)

HaoBopoT, W kak B cnydyae cnocobos, yxe yka-
3@HHBLIX ANA NpeBpaleHna coefuHeHnE dopMynel
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{I'A) B coegnHenna cdopmynel (Il A), cnupTel dopmMy-
nel (I} Takke MOXHO npeBpallaTte B COegUHEHUA
topmMynel (), B KOTOpbIX X 03HAYAET HyENeodyrHyto
rpynny, Takyro, KAk ankyun unu GeHsoncynehoHaTHan
rpynna, nyTem BEBSAeHUS BO B3aUMOAEACTBME G an-
K- unu peHnncynsboHUNIranoreHnaoM B MHEPTHBIX
PACTBORUTENSAX B MPUCYTCTBMW TRETWYHOIO amuHa
WK B NUPWIUHE

CoeauHeHua dopmynel (I MoryT BuiTe npe-
BpalleHtl B coefuHeHus dopMynel {[IIP), cnupToBasa
OYHKUMA KOTOPRBIX 3aliMlleHa KaK yKasaHo Boile
Coepurenna dopmynsl (III'P) ¢ noMowkslo BHLWLEONK-
CaHHbIX peakuni Takke MoryT Obimb npespaweHs B
coeuHeHUa dopmynel (Il A), B KOTOpBIX X O3HauaeT
BPEMEHHO 3AWMULLEHHE A CIIWPT

CoeguHeHusa dopmyne (IV), B koTopeix T no
KpaiHed mepe osHavaeT -CH2CH2-, moryT 6uTb no-
nyJyeHs W3 keToHoB dpopmynsl (V) nytem eBBeaeHus
WX BO B3auMojehcTeue ¢ Auonow dcopmyns HO-T-
OH B ycnoBWAX, yKasaHHBIX AMS NPeBpalleHua co-
eauHeHus dopMynel (V) B coeguHeHne dopMyntl
{IV) CoegwHenwna dopmynsal (IV) Tawke MoryT 6uTe
NoryJeHel HENOCPeJCTBEHHO W3 COOTBETCTBYHOWMX
rmaasngoe dopmynol (V) no peakymn BproHHepa,
onucaHHoh Moore RF u gp, J Chem Soc, 3475-
3478 (1951), Hanpumep, nNyTem HarpeBaHWs B pac-
TBOPUTENAX, TAKMX, K&K XMHOMWH, B MPUCYTCTBUM OK-
CHAA MEeTamna WM OKCHMAA LENOYHO3EMENLHOro
METAINNa, Takoro, Kak okcng kanbums MoxHo Tarke
OCYWECTRMNATE HArpeRaHWe B UHEPTHLIX PacTBOPUTE-
ngxX, TAKWX, KAk TeTpanuH, HadTanwH unw 1,2,3,4-
TeTpameTvnbeHaon, cornacHo cnocoBy, onuGaHHoMY
Wolff J wn gp, Tetrahedron, 42 (15), 4267-4272
(1986), ncxoga W3 NUTUEBOW COMW, NpejBapuTernbHO
nonyyaemod B8 WHEpPTHOM PACTBOPWUTENE, TaKoM, Kak
TeTparugpodypaH, NPy HU3KCH TEMNepaType

31 beHUNMIMAPaA3NAHEE NPOWIBOLHEE HOPMY-
nel (VI) moryT BeITe nonyyeHbl U3 deHUNMMAPa3MHOB
topmMyne (IX), koTOpwe npedcTaBnART CcobDoW W3-
BECTHLIE MIW NONYyYEEeMBIe NO U3BECTHLIM cnocobam
COEfUHEHWA, W MPOU3BOAHLBIX KapBOHOBBIX KWCHOT
chopmynel (V) Takux, KaKk cnoxHele 3dupsl, XNOPaH-
rMApUaE MNKW CMELWaHHBIE aHMMAPUAL, KOTopHE no-
Ay4yalT MyTeMm peakunn ¢ ankunxnopcopMUaToM,
NPeanoUTUTENLHO M3CBYTUNXNOPGOPMUETOM, B MPKU-

59345 28

CYTCTBMW OCHOBAHMW:A, COMMACHO XOPOLWO W3BECTHLIM
CneuwanueTy Knaccuuecknm  cnocobam  Kuenorsl
dropmynbl (Vi) U3BECTHE UNK KUX NOMYYAKT W3BECT-
HblMK cnocoBamu

AnNsTepHaTWBA CUHTE3y cosAWHeHWld dopMynel
(), 5 koTopbix T 03HavaeT -CH2- v Z o3HavaeT rpynny
-CO0Z,, rge Z; czna4aeT sogopon, ankwn ¢ 1-3
aromamu ymepoga wiwn Genaun, 3akouaeTcd B uc-
nons3oBaHWK cnupTa hopMynkl (Il C)

A, @ CH

B KoTopoid Ry, R, Ra, Ry, W 1 Cy vuMeloT yrazaH-
Hele gnA doopmynl {I} 3HAYEHWA, NPHUYEM 3TV CNVPTHI
NPeACTaBNAT CODOW N3IBECTHBHIE WMIM NONYyYaemMbIe
cornacHo eBponefckomMy naTeHTy 636609 npoayKTel,
KOTOPHE anNKUNUPYT € NOMOLLLK 3HHEKTUBHOIC
anKUNMPYLWEro cpeacTea, Takoro, kKak TpudTopMe-
TaHcynbdoHaT opmynsl, CF:S0-0-Cll,-COOCAlK (3},
nony4aemMbli In situ NyTem B3awMOLENCTBUA Tpudbna-
Ta cepebpa ¢ COOTBETCTBYIOW MM TanoreHnpoBaHHLIM
NpoUsBOLHEIM, B KOTOpoM AlK o3HauvaeT ankun ¢ 1-4
aroMaMu yrnepopa, B ranoreHWpoBaHHLBIX PAcTBOPU-
TenAx, TaKMX, Kak AWXNOPMETaH WnW TeTpaxnopug
YINepofa, B MPUCYTCTBUW OCHOBAHMA, TAKOro, Kak
2.6-an-TpeT -CyTMNNuprauH, comacHo cnocoby, onw-
CaHHOMY ANA NOMNYYEHUA anKUNTPUMDTOPMETaHCYME-
doHatoe B Carbohydrate Research, 44, C5 - C7
(1973)

Takn obpaszoMm nonydeHHBIR CROXHEIA 3cbup
MOxeT DbITe NoABERrHYT peakyun obmena wnw pac-
LLENMNeHWA B yXe YKA3aHHbIX OBLIWX YCNOBUAX

CnupTel hopMynsl (|1 C) MoryT BbiTe nonyyeHkl
cormacHo cnegytoweil Cxeme 5



29

59345 30

CXEMA &

Cnwptel cbopmyne {Il C} moryT BeiTs nony4eHH
M3 3aWUWEHHEX coeguHeHuid dopmynsl (X} nyTem
YASNSHUA 3aLMTHBIX FPYNN B TEX e YCNoBMAX, YTO U
B CNy4ae NpeBpaeHns coeqnHeHnii hopmynsl (XI) B
coeuHeHUa dopmynel (V)

CoeauHeHWa dopmMynel (X) nonyualT U3 coegu-
HeHWd dchopmynel (X1} nmo cnocoby, onucaHHoMY B
eBponeickoMm nateHTe 636608, nyTeM BBeAeHMA WX
BO B32MMOAENCTBME ¢ rancredngamu ccopmynel (2) B
YCNOBWUSA, YX€ ONUCEHHBIX ANA NpespaweHns coegu-
HeHwd chopmynel (| B) B coeauHenua dopmynsl (1) U
coegUHeHWiA opmynel (I} B coeguHeHna dopMynel
{1 A)

CoeguHenue dopmyne (I} Takke wmoxHo npe-
BpalLaTL B ApYroe coeguHeHwe opmMynel (), cogep-
¥awee NOMUDYHKUUOHANBHBIA OCTATOK, TAKOR, KaKoW
ykasaH gna Z, B ocobeHHocTn -MNR{1CORyz wnu -
CONR11R12, cnegya WseecTHEIM cnocofam cuHTesa
NenTWACB, OMUCEHHLIM, HAaNpPUWER, B PYKOBOACTEE
Bodansky M "MMpuHyvnel cuHTe3a NnenTwaoe”, BTopoe
uzgaHue, 1893 r, u B8 kHure Bodansky M "Xumua
nenTuAce”, uag Springer, npudem 3T cnocobel no-
3ponAeT W3beraTe paueMuIalul acUMMETPUHECKUX
LEHTPOB, KOTOpHIE MaryT BbiTb B aMHMHOKMCNOTAX

PeareHTel ZH popmyne (1) ABNAw0TCA npoga-
HBEIMH WK UX NCMYYAIT N3BECTHBEIMW cnocobamm

[NpouasogHele oprynel (2)

A,

Hal-W.
R,

TaKKe nony4alT W3BecTHBIMM cnocobamu B
ocobeHHOCTY, CeHsoncynsgoHuranoreHngsl, B Ko-
Topbix W osHadyaeT -S0.- 1 Rz n Ry UMEIOT yrasaH-
Hele BeIlWe ANA cdopuMynbl (1) 3HAYSHUA, NONyJYaleT
M3BECTHEIMW  cnocobamn  Tak, Hanpumep, 4-
AVMETUNAMWHOBEH3ONCYNEMOHUNXA0PWE  NONYYaKT

no cnocoby Sukenk CN u ap, J Am Chem Soc,
09, 851 - 858 (1977) Boobuwe, GeHsoncynedhoHunra-
noreHuasl, 3aMelWeHHEe  AMMETUNaMWHOMPYNNoH,
M3BECTHbI UK WX NONYYaKT N3BECTHLIMW cnocobamu,
4-BeHavunokchBeH3cNCyNEMOHUNXNOPUA  NoNyuaKT
COrMAacHo eBPONeAcKomMyY NaTeHTy 228566
AnkokcnbeHsoncyneoHUNXNOPUE  nonyda-

KT 13 ankokcnbeHsoncyrnbeoHaTa HaTPWA, KOTOPHIA
B CBOK OuYepefb NONy4varT NyTeM BO3AEWCTBAA ar-
KWNranoreHnga Ha rugpokcubensoncynbhorar Ha-
Tpua

BeHsoncynedoHUranoreHWael  NoNy4awT, Go-
macHo Col Czechosloy Chem Commun, 48, 1184
(1984), ucxoga W3 NPOM3BOAHEIX AHUNKHA, 3aMELLEH-
HbIX OAHOW W TOW Xe rPyNnon, npuyem BbllLeyKkasaH-
Hble NMPOM3BOAHEIE AHUNMHA B CBOK Ouepedb MOMy-
YaKT U3 COOTBETCTEYHOLLMUX HATRONPON3IBOAHLIX

BeHzoncynedgoHunranoredng cdopmynsl (2), rge
3aMECTUTENL B NOMOXEeHWW 4 o3HadaeT, rpynny -
NHCON(CH2CHz)2, moxeT OuiTe NONyyeH nyTemM Bo3-
AERCTBUA  XMOpCyNeOHOBORA KuenoTel Ha N N'-
AuaTn-N-heHUNMOUEBHH, KOTCPYID B CBOK OYepelb
nony-awT nNyTeM B3aMMOAEWCTBUA aHUNWHA ¢ AM-
aTunkapSaMounxnopuaom

B cnywae rge R: w Ry obozHavawT N-
3aMELEHHLIN  KapDamonr, MOMHO KOHAEHC/POBATH
coenuHeHue dopmynel (2), B koTopoM Ri AsnseTca
NpefWecTEEHHUKOM KapBOHOBOW KWUCHOTH, TAaKUM,
kak N-BeHannkapbamoun, yaanaTe 3aWWTHYIO Tpynny
nyTem rMApPCoreHonnsa, 3aTeM KOHAEHCUPOBETL C JKe-
natenbHBIM BMUHOM, WIKW elWe NonyYaTb Henocpea-
CTBEHHO coefiuHeHWe dopMynel (2), B KOTOpOM R
UMeET Uenesoe 3HaqeHue OObl4HO UCXORST U3 KOp-
PEKTHO BEIBpaHHBIX aHWNWHOB, KOTOPLIE B GBOK O4e-
peAs Nony4YakT NyTeM BOCCTEHOBNEHWSA COQTBETCT-
BYIOLL WX HUTPONPOW3BOA HbIX

AHWNUHB ANA3CTUPYIOT B KNACCUYECKUX YCMOBM-
AX C NOMOLUEK A3CTUCTOR KMCMOTH W BBOAST BO
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B3avmogeiictene ¢ S0O» B NpUCYTCTEWMM Xnopuaa
ABYXBANEHTHOW MEAW COImMacHo cnocoby, OnNWcaHHo-
My B J Heterocyclic Chem | 23, 1253(1886)

BeHsunranoreHUAH, B KOTOpbiX W o3Hauaer -
CH:-, n3geCTHE WNW WX NOMNYYAKT W3BECTHEIMW CNO-
cobamu Hanpumep, moxHo ykasate J V Rajanbabu,
J Org Chem , 51, 1704-1712 (1986) v nybnwnkauywm,
UMTUPOBAHHBIE 8 eBponeickom naterHTe 636609

Boobuwe, ranoreHMeTunbeH3onbHEE NPoU3Bof-
Hele MOryT BBITE nonyqeHel NyTem Bo3gedcTewa N-
ranoreHCyKUMHMMUAOB Ha COOTBETCTBYIOLME METWN-
BeH3onbHBIE NPOU3BOJHLIE M COMAacHD SBPONEUCKo-
My nareHTy 229566

Peakluio NpoBOASAT B PACTBOPHUTENE, TAKOM, Kak
TeTpaxnopud yrmepopa, B NpucyTcTBUW AuWBeHzoun-
nepokcuga [anoreHMeTnbeHsoneHoe NpPoM3BoAHOE
TEKKS MOKHO MONYYaTt M3 COOTBETCTBYIOLWErD MMA-
POKCUMETUNDEH30MNEBHCOIC NPOWSBOAHOIO MYTEM BO3-
AencTeua Tpubpomuna docdopa B NpocTom atupe
WU NyTeM BOSSEACTRMA THOHWNXNCpUAA

CoeguHeHusa dopmynel (3) nonydakwT w3 an-
KnniogayeTata U cond TpudTopMmeTaHcynbeokuc-
noTel, T2KOW, kaKk cone cepeCpa, comacHo Chem
Reviews, 77 (1877)

YeTBEPTUUHBIE aAMMCHWEBLIE NPOU3BOAHBIE, M-
OKCHAHBIE MPOW3BOAHEIE, S-OKCWAHEIE NPOW3BOAHLIE
U cyNbcboHEl coearHeHWA dopmynel {l) cocTaBnAKT
yacTe U30BpeTeHMA W WX NOMNYYAKT KNACCUYECKUM
nyTemM, COOTBETCTBEHHO, NYTEeM B3aMMOAEHCTBWA C
AnKUNrancreHusion, OKWCMEHUA NepPOKCWAOM BOAO-
poga WKW HAgKUCNOTON, TAKOM, KaK HARYKCYCHasA KU-
CMoTa WNW M-XNopHaabeH3oiHas KUCNOoTa, B MHEepT-
HbIX pacTBopUTENAX

CoeguHeHua opmynel () moryT cogepxatb
AMWHOrPYNNBl UMW KUCAOTHBIE TPYNNB, KOTOpHE MO-
ryT BeITb NpespalieHbl B aMuHbe dyHEUMM NyTeM
BIAMMOLEACTBWS, COOTBETCTBEHHO, G NPOU3BOAHEIMU
KWGNOT WNW &MWAOB, KOTOPLIE MOryT BKMOYATbL
aCMMMETPUYECKNE BTOMbI YITIEROAa Torga WMCnonb-
3YIOT HE BHIZBIBAKWWE RALEMU3aLUM PEeaKumn cove-
T2HWA, XOpOLWO W3BECTHEIE CNEUWanWeTy, 0GODEHHD B
CUHTE3e NENTUACB, U CBEAEHWS HA ITOT CUET MOMHO
NonyYuTb B CNERYIOWMNX NUTEPATYPHEIX UCTOYHNKAX
Wunsch E "MeTtogbl opraHuueckol xvmuu {CuHTE3
nentugee)’, 15 Tom 1+2, wag Thieme, WryTrapr,
1874 1 wnn Jones J H , "MMenmuaw”, 1, 65-104, Gross
E, Meienhofer J, Academic Press, 1979 r, unm
M Bodansky "lMpuHUYNEl CWHTE3a NEMTWAOE W XWMUWA
nenTugoe”, uag Springer, 1983 r

CoeguHeHus BoiwenpvBeneHHon dopmynbe (1)
TAKKEe BKNIOUAKT Takue, B KOTOPHX OAMH WMKW He-
CKONBKO ATOMOBR BC/IOPOAA, YIMEpocAa WNW ranoreHa,
ocobeHHO ¥nopa Unu GTopa, 3aMeHeHBl WX paguoar-
TWBHEIM M3CTOMOM, HaNpWMEpR, TRPUTHEM UMW YIMepo-
aom-14 Takwe mapkmpoBaHHble (MedeHwle) coegu-
HEHWA MPHUIOJHLI B KAYECTBE NWIAHJOB pelyenTopoB
ANA HAYYHO-UCCNEA0BATENLCKUX PABOoT B OTHOWEHWH
meTaBonunsmMa WNM aAPMAKOKMHETWKW, & TaKXe B
BHOXMMHYSCKNX NCNBITAHWAX

CpoacTBO cosAMHEHWIA COMACcHD M306RETEHMNIO K
peuenTtopam YV, BasonpeccuHa ONpeaenstoT In vitro,
ucnonbaya cnocob, onucaHHeld Lynch CJ w ap, J
Biol Chem , 260 (5), 2844-2851 (1985) 3tot cnocob
COCTOMT B U3Y4eHWW BEITEGHEHWUA MEYEHOro TPUTUEM
Ba30nNpeccuHa UKCUpoBaHHoOro B caiTax Vi Mem-
BpaH neveHu KpbicH
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TouHo Take, CpoACTBC COSAWHEHWA opMynbl
{I) cornacHo vzoCpeTeHvc K peuenTopam OKCWUTOLUM-
Ha ONpPeAensarT Ih vitro NO BEITECHEHUK MEYeHHOro
paAMOaKTUBHEIM AOAOM aHANora OKCHTOLWHA, k-
GHPOBAHHOIMO Ha peuentopax mMembpaHHoro npena-
pata rpyAHbIX Xene3 DepemeHHbIX KpblG, COFMacHo
cnocoby, Oruskomy Kk TakoBOMY, onucaHHomy Elands
J wap, Eur J Phamacol , 141, 197-207 (1987)

Cpoacteo coeflHeHW dopmynsl ([) cornacHo
nzcbpeTeHnio K peuernmopam V: onpegensanT Ha
MembpaHHoM npenapate Bulvbeid Novky no cnocoby,
paspaboraHHomy Crause P w gp, Molecular and
Cellular Endocnnology, 28, 528-541 (1982), u Stas-
sen FL,nap,J Pharmacol Exp Ther, 233, 50-54
(1982)

CoenuHeHUs1 CormMacHo N3CBpeTeHnks WHInbBupy-
KT URCALMK  MEYSHHOro TPUTHMEM  aPrUHUH-
BA30NPECCUHa Ha peuenTopax membpaHHoro npena-
pata KWKsy coeffuHEeHWA COrMAacHo W30BpEeTEeHUo He-
3HayuTensbHble, obuluHo cocTasnswwue ot 10 5,qo 10
® Monk

AMOHWCTUYECKYIO MNK @HTArCHUCTUYECKYIO aKTUB-
HOCTb NO OTHOLWEHWID K PELENTORaM Ba3ONpPecCuHa
COBANHEHUI COMMacHO W30DPETEeHWo, BBOAUMbIX Ne-
pOpantHO, OLUEHWBAKT ¥ KpbiC (MUMHWMM Sprague-
Dawley) ¢ HopManbHEIM BOAHEIM BanaHcoM No cno-
coby, onucanHomy B Br J Phamacol , 105, 787-791
(1992) Ouypetnueckmid  adbdekT, Habnogaemuli
obbIYHO gnA coeguHednid opmynel (1) W, 4NA Heko-
TOpBIX U3 3TUX COSAUHEHWA, B AO3aX HUXEe WNW paB-
HelX 10MI/Kr, NOKA3HBAET, YTO coefnHeHVs opMynEl
{I) npegcTaenawT coboi pag sdderTUBHEIX aHTaro-
HWCTOB V3

CoefJMHeHnA cornacHe M30DPeTeHno aKTUBHH
nocre BBEASHWA pPA3NUUHBIMKU NYTAMM, OCOBEHHO
nepopansHo

He HabrniogakT HUKAKOro CUMITOMA TOKGUYHOCTH
B Cryd4ae 3TUX COSFMHEHWA B chapMaKkonornyeckm
3hbekTUBHBIX A03aX WX TOKCHYHOCTL, ClefoBarers-
HO, NpHeMnemMa Arns WX Venonb3oBaHna B MELNUMHE
B KAaUeCTBE NEeKapCTBEHHBIX CPEfCTR

CoefuHeHun cornacHo M3oBpeTeHno No3BoNAKT
nubo CBOAWTE K MUHUMYMY, NMBo WHrMBUpoBaTL ce-
nekTueHeiM  obpasoM BO3REWCTBUA Ba3CNPECCHHA
wivnw ckcutounHa M3 3THUX COEAWHEHWH aHTaroHMW-
CThl pPELEnTOpOB BA3OMPECCUHA MOryT OKa3hBATh
BIUSHWE Ha perynsauni LeHTPaneHoro W nepudepn-
Yeckoro Kpyra KposoobpalleHun, ocobeHHo KopoHap-
Horo kpoeoobpalleHua, noveyHaro kposoobpalieHun
M XeNyJOJHOrO KpoBOODPaleHWA, Takke, Kak Ha
BOAHYID perynauuid U BoICROBOXAEHUE 3pEeHOKOPTH-
koTponHoro ropmoHa (ACTH) AroHucTe Basonpec-
GHHA NpPefnodTUTEMLHO MOMYT 3aMeHsTe Bajonpec-
CHH WMAW erc aHanor npW MNeYEHWM HECaXapHoro
awabera, oHW Takxe MOryT ObITb MCNONbL3OBaHbL! NPW
NeYeHVN 3HYpe3a 1 NP perynsauyid remocrasa ne-
yeHwe remocunuy, bonesHu BunnebpaHaa, B Kaue-
CTBe aHTUJoTa TpombouuTapHelx arperatos (Laszio
F A, Pharmacol Rev, 43, 73-108 {1991), Drug In-
vestigation, 2 (gononHenne 5), 1-47 (1990)) 4vo ka-
CASTCH CEMWX TOPMOHOB, TO BAa30MNPECCUH W OKCHTO-
LUWH, TaKKe, Kak HeKoTOpHEe W3 WX NenTWAHBIX Wnu
HenenmTMAHLX aHANCMOB WCNONB3YIOT B Tepanuun u
nokasaHa ux acpdperTueHocTe ["Bazonpeccun”, Gross
P w ap, w3g John Libbey Eurotexst, 1993 r, B oco-
DeHHocT ¢ 243-257, Laszlo FA, "KnuHudveckue
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nepcnekTubel ANA  &@HTAroHWCTOB  BA3CMNPECCHHA"
Drug News Perspect, 6 (8), 1983, Morth WG, J
Clin Endocninol , 73, 1316 - 1320 (1991), Legros J J
W ap, Prog Neuro-Phamacol Biol Psychiat, 12,
571-588 (1988), Andersson KE u gp, Drugs Today,
24, (7), 508-528 (1988), Stump DL u gp, Drugs, 38,
38-53 (1990), Caltabiano S w gp, Drugs Future, 13,
25-30 (1988), Mura ¥ w ap . Chn Nephrol, 40, 60-61
(*993), Faseb J , 8 (5), AB8B7 3398 (1994)]

STOT TUN MONEKYN-aHTATOHWCTOR Yo ¢ aKBapeTwh-
yeckum npadunem cbnagasT WMPOKMM AWaNa3oHoM
TepaneBTHYSCKUX NoKaszaHWid n npegctasnAeT cobow
OCHOBHOE HOBWECTBO MPH NEYEHWN CEPLEYHOW He-
AOCTATOYHOCTU, MMNOHATPWEMURA, HapYWeHWA BoAHO-
ro banaHca, yaepXaHwa BoAl, U T4 JTOT TUN GO-
eAWHeHUs NpegnovTHTenbLHO  MOMET  3AMEHSTbH
Knaccuyeckne AWYRETHEW Npu nobbix naTonornax,
rae vx PeKoMeHAYIT YEnoBeky W XWUBOTHOMY Tawke
MOMHO NPeAyCMaTPUBATE NeuYeHWe TUNEPTOHWM ©
MNOMOLLBID TAKMX MOMEeKyn B COUETAHWU G FUNCTEH-
3UBHEMKW CPEefRCTBaMM  APyrux TepanesTUYecKUX
KW1accoB, Kak, Hanpumep, B-Gnokatopel, WHIMBUTORH
AHMOTEH3WHA WMWK elle AHTarocHWCTH peyenTopoB
aHrMoTeH3nHa I

Tarmm obpasoM, coeguHeHuA cormacHo u3cbpe-
TEHWO OCODEHHO NPUIOAHD! NPK NEYEHUN NORaXeHNI
UeHTpansHOR W Nepudepuyeckol HEPBHEIX CUCTeM,
cepaeuyHOCOCYAUCTOR CUCTEMEI, SHAOKPUHHORA W OT-
HocAWeWcA K Me4eHW CUCTeMBl, NoYe-HOW cdeptl,
HENYAQUHOR W KMWEeYHOR W nerodHoi cdepol, B of-
TanbMOnNorMk 1 MpW HAPYWEeHWsX CeKCYarnsHOro no-
BEAESHWA Y YENCBEKA W KUBOTHLIX

CneposaTenbHo, NpefMeToOM HacTCAWEerc uso-
BpeTeHun Tarwke ABNAKTCA hapMaleBTIYeckUe KoM-
nosnyny, cogepxawne adpeKTMBHOE KONWYECTBO
CoefUHEHWA cornacHo usoBpeTeHulo unu ero dap-
MaLEBTVMECKM MNPWEeMNeMon [MpveMnemoro) conm,
COMbBBATA WNU MMAPATA, U COOTBETCTBYIOLLNE SKGLW-
MHEHTG!

SkcUMnUeHTH BHIBMpAKT B 3aBUCMMOCTW  OT
thapMalesTUYecKoR hopMBl U XenaTensHoro cnoco-
Da seeneHna

B cdapMalesTUYECKUX KOMMNOSULIUAX HACTOALLEro
u30BpeTEHUA ANA NepopanbHOro, NOABA3BIYHOIG,
MOZQKOXKHOTO, BHYTPUMLIWEYHOMO, BHYTPUBEHHOTO,
MOKaNbEHOro, BHYTPUTPaXEanbHOro, BHYTPHMHOCQBOIG,
YPECKOXHOID, PEKTANBHOTO WY BHYTRPUINASHOIO
BBE/IEHNH, 4SNCTBYIOWWE HaYana BbllLeNprBeeHHON
hopMynel (), UNK UX BOMOMHBIE COMKU, COMBBATH W
MMMAPaTE, MOrYT BBORHMTRGA B YHUTApHBX dopmax
BBEACHWNA, B GMECH C KNaccUYecKUMY dapMalesTu-
YECKWMM HOCHTEMNSMM, XWBOTHEIM W nogAM  AnA
NPoMNaKkTMKU WKW NEYEHWA BHILLEYKa3aHHBIX Hapy-
WeHWA unu sabonesaHUA CoOCTBETCTBYIOWLME YHU-
TapHele ¢opMbl BBEAEHWA BKMIOYAKOT NepoparbHble
chopMEl, TakKe, kak TABNeTKW, MenaTUHOBLIE KANCYNE
G NEKAPCTBOM, MOPOLWKKW, TPaHynbl W NepopanbHole
PACTBOPB WK CYCNEH3NY, NOABAIBIYHBIE, TRPAHCDYK-
KarnbHble,  BHYTPWUTPEXealbHBE,  BHYTPMHOCOBLIE
thopMbl BBEAEHWS, NOAKOXHbIE, BHYTPUMbLILLEUHEIE
WNW BHYTPUBEHHEIE POPME BBEFEHHS W PEKTANEHLIE
chopMel BBeAeHMA [nA nokanbHOro NPMMEeHeHUA
MOXHO NCNONb30BaTh COSfMHEHNA COMacHo u3obpe-
TEHVIO B Kpemax, MasfX, JOChOHAX WM NPUMOMKEX
AnNA rmas

Ans pocTuxeHus xenaTeneHoro npodunarrude-
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CKOTrQ WKW TepanesTudeckoro xbdekTa 403y AcicT-
BYHLLEID Havyana MOXHO nameHdATe oT 0,1 go S0mr na
KF MACChl TeMa W B 1eHb

Kaxnaa pasoeaq foza mMoxeT cofepxath 0.5 -
1000mMr, npegnoutuTensHo 1 - 500Mr, aKTUBHEIX WH-
rpegveHToE B KOMBMHauuKM ¢ dapMayesTUYSCKUM
HOCHTENeM JTy PasOByr0 4O3Y MONHO BBOAWTE 1 -5
pas B AeHb, uUTOOB BBECTW CyTOYHyro pgosy 0.5 -
5000mr, npegnouTuTensHo 1 - 2500mr

Korga roToeaT TBepAylo KOMMO3WUMK B BUAE
TabneTok, AEeACTBYIOWESE HaYyano CMELUUBAKT C
GapMaLeBTUUSCKUM IKCUNUMWEHTOM, TakUM, Kak Xe-
NaTWH, Kpaxmar, Nakrosa, cTeapaT MarHwsd, Tanbk,
ryMmMuapabug N aHanorndHele eellectsa Tabnet-
KW MOXHO NOKpEIBaTE OBOMOYKOA M3 caxapose, Npo-
M3BOJHOTO LEnmionossl UKW APYTWX COCTEETCTBYK-
KX BEWECTB WMWK elWe MOXHO Wx obpabartbiBaTb
Takum obpaszom, 4ToCu oHW cbnaganu NRONOHIMPo-
BaHHOR WM 33aMEefNEeHHOR AaKTUBHOCTLIO WM Henpe-
PbIBHO BHICBODBOXAANKM 3afaHHOe KONUUECTBO JeRcT-
BYIOLLEro Havana

NexapcrBeHHyto dopMy B BMAE XENaTWMHOBLIX
KANcyln € NeKapcTBOM NONYMakT NyTeM CMeleHWd
AKTMBHOIO WHrpegneHTa ¢ pasbaBiTenem v 3ancrHe-
HWE NOMyYEeHHOR CMECh MATKMX UNU TBEpABLIX Xena-
TUHOBLIX Kancyn

lNexkapcrBeHHaa dopma B BMAE cUpona WnM
ANWKCWpPa WKW ANS BESASHWA B BMAS KaNeNb MOMET
COAepXaTe AKTVBHBIA WHIPEOWeHT BMecTe C Nnog-
crnauMBalOWUM, NPeANOYTUTENBHO HEKaTOPWUAHBLIM,
BellecTEoM, MeTunnapabeHoM W nponunnapabeHom
B KA4WeCTBEe AHTWUCENTUKA, TAKKe, KaK C NpuaatoLyum
BKYC KOMMOHEHTOM W COOTBETCTBYIOLWMM KPaCUTENEM

Aucneprypyemele 6 Boge NOPOLWKW WIK TPaHYNbI
MOMYT COflepPXaTb AKTUBHBLIA WHIPEAWEHT B CMECH C
AWcrepraTopaMu WY cMayuBaTenaMd, Wn ¢ cyc-
NeHAMPYIOWUMA areHTamin, Kak nonyBUHWMMHPPONY-
JOH, TOMHO TaKke, Kak ¢ NOACHAWMBAOWWMHN BELLE-
CTBAMH WM  KOPRUIWPYIOWKWMKY  HeMNPUATHBIA  BKYC
NeKapcTBa KOMNOHEHTAMMW

Jina pekTansHoro BBeAeHWa UCMONb3YKT CyNno-
3IUTOPUY, KOTOPHE NOMy4YaKT CO CBA3YOWMWMKA, Nna-
BALWMMUCH MPW pPeKTanbHOW Temnepartype, Kak, Ha-
NpYMER, MACTO KaKao UM NonaTUNEHITMKONW

AnAa napeHTeparnbHOro BESOSHWA WCNONb3YHT
BOAHBIE CYCNEeH3WW, COMeBhle W3OTOHWYEeCKUe pac-
TBOPH WKW CTEPWIBHEIE U BEOJWMEE MYTEM WHBEK-
UMW pacTBOPEI, KOTOPHE copgep¥ar dhapMaKkonoriye-

CKH npueMnemMole avcnepraTops niunm
CMEMMBATENW, Kak, Hanpumep, NPONUNEHTIAKONL WK
BYTUNEHMWEONL

HeldcTeyOllee Hauano TakHe MOMET beTh Wc-
None3ocBaHO ANA NPUIOTOBNEHWS NEKAPCTBEHHON
dopMel B BUAS MUKpOKancyn, npu HeoBxoAUMOCTH
BMECTE C OHWM WMWK HECKONBKAMKW HOCHTENSMK WK
JoGaBkamu, nNu ewe ¢ martpuuamMm, TaKUMK, Kak no-
NUMep WNU UMKNCAEKCTPUH (NNacThips, GopmMel ©
NPOMOHTWPOBAHHLIM BEICBOBOXAEHEM)

Komnosnyun cormacHo nsobpeteHuto MaryT EuiTE
MCNOMNL30BaHEl ANA NEYEeHWA WK NPOOWUNaKTHRKN
Pa3NYHBIX BA3ONPECCUHIZBWCHMBIX UMW OKCWTOLMH-
33aBUCUMBIX 3abonesaHul, Takxe, kak npu AncdyHE-
LUYex BEIASNEHWS Ba3oNPeccHHA WNM OKCHTOLMHA,
Ans nedeHWs W NpodoMNaKTMKW  CepaeqHo-
COCYAMCTLIX 3aboneBaHWil, TakWx, KaK TMNEpTOHMS,
NerovHasa runepToHud, CepaedHad HEROCTATOYHOCTD,
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LMPKYNATORHAA HEAOCTATOYHOCTE, WHIDaPKT MUOKap-
A3, arepocKIepo3 WM KOPOHAPHBIA BazocnasmM, B
0COBBHHOCTW ¥ KYPUIbLULWER, HecTabuNbHBE CTeHO-
Kapflui U YpesKOXHAS BHYTPUMNPOCBETHaA KOpOHap-
Has aHrwonnacTuka (PTCA), viwemua cepgua, Hapy-
WeHUA reMocTasa, ocobeHHo remodunua, BonesHs
BunnebpaHpa, ana nedeHns vnw npogpunakrvkn no-
PaXEeHWW LeHTpanbHOW HEPBHOW CWCTEMBl, HanpwW-
Mep, MUrpeHs, uepebpanbHbId BA3ocnasM, anonnek-
cWR, OTeKd mMoara, pgenpeccws, bGecnokoicTeo,
BynuMUs, MNCUXOTUYECKNE COCTOAHMS, HapyLeHWs
namMATH, AnA NeYeHWd WK NpodunakTukn Hedpona-
TUA ¥ ANCOYHELMWM NOYEK, KaK OTEKW, NoYeuvHbld Ba-
30CNa3M, HEKpPO3 KOPKOBOTO BeLecTBa, HedpoTUue-
CKWA CMHAPOM, TMNOHATPUEMUNW, TUMOKANMEeMUs],
awaber, cuHapom lleapua-Baprepa unu nodedHslid
n¥Tans, gNA NeveHns uni npogunakTiem sabonesa-
HUWA XENYAOYHCOW CUCTEMbI, KaK MKenyqoqvHbIA Ba30C-
nasm, nopTanbHad TMNEePTEH3NA, LUpPO3 NEUsHW,
A3Bbl, NATOMOMMA PBOT, HANPUMEP TOLWHOTA, BKNKOUAS
TOWHOTY, BbI3BHIBAGMYID XUMWOTEpanued, yrauuea-
HWE, UNW elle aHoManbHaA CEKPELNs aHTUANYpPeTU-
yeckoro ropmoHa (SIADH), HecaxapHbid gwaCetr w
3Hypes3, ANA nedeHna wnw npodunarkTukn 3abonesa-
HWA NEYEBHOUYHOMR CUCTEeMBI, KAK LIMPPO3bl NeusHu, Ansa
neqYeHns UNu NpohbunNakTukK a5JOMUHANEHBIX acUu-
TOB W NobbiX HapyWweHWA, NpOBOLMPYEMLIX &HO-
ManbHBEIM YASRXMBaHWUEM BOAL, ANA NeYeHWs Wrid
NPOMNaKTVEW HApPYWeHNA (PyHEUMOHUPOBaHWSA Hag-
noyeuHwukoe (Bonesns KylWHra) U B OCOBEHHOCTH
rMNepkopTMUM3Ma W runepanegoctepoHeMd  Co-
eAUHEHUsT COMAacHo U3oBbpeTeHuo Takke MoryT BeiTk
MCMOMNb30BAHWA ANA NEYSHWR HaPYWEHWA cekcyanb-
HOMO NOEeAeHWd, B criydyae wabbiTka WnW npeBbiwe-
HUA BECa W NpY OXUPEHWW, NpefnouTUTENLHO 3aMe-
HAS KMACCUYECKUE AWYPETUKM, YEEe UCNOMb3yeMble
npW STOM MOKA3aHWW Y XeHWWH KOMMOSULUUW Go-
rmacHo u3obpeTeHnto MoryT EBITb MCNoMNE30BaHEl 4N
NMEYeHWA JWCMEHOPEM WINW NpexieBpeMeHHBIX pPo-
Aax  Komnoswyuy cormacHo W3cDpeTeHu Takte
MOXHO UCMOML30BATH AMNSA NEUSHUS paka Nerkux ma-
NbX KNeToK, FMNCHATPUeMUYecknx aHUedanonaTui,
BonesHn PeiHo, Bone3nw MeHsepa, NEroYHoro cuH-
Apoma, maykombl U ANA NPesynpexaceHna KaTapak-
Tbl, @ TAKKE ANA NOCNeonepaUWCHHBIX NeMeHnH, 0Co-
BeHHo nocne abAOMWUHANLHOW, CEepAeYHOW WnK
BHIZBIBAKILWENA KPOBOTEYEHWE XUPYPrUK

KomMnosdyun cornacHo HacTosawewmy uniobperte-
HWIO KPOME, NPOAYKTOE BHLWENpPUBEASHHOR hopMynbl
() vnn wx capmwaueBTHYECKn NpUeMNeMelx Conew,
COMBbBATOR W MWPATOB, MOTYT COAEpPXaThb Apyrue
AeACTBYIOWME HAaYaANa, KOTopsele MoryT BaiTe Npuroa-
HEl ANS NeYeHWsT BHILUISYKA3AHHHEX HApyLWeHWA Wuru
3abonepaHyA

Takmw oOpa3zoMm, NPegMeToM HacTOALWLEro Wao-
DpeTeHna Takke ABNAKTCA bapMaleBTUIECKUe KOM-
No3ULUWK, COAEepXallMe HeCKOMbKO JeRCTBYIOLMX
Ha4an B KOMBWHALUWK BPYr © APYroM, OgHWM U3 KOTO-
pLiX SBRAETCA Npegnaraevoe cormacHo uaobpete-
HWIO CoeguHEHHE

TaKk, COMMAacCHO HACTOALLEMY W30DpeTeHno, MoX-
HO nonyyaTe apMaleBTUUSCKUE KOMMO3ULWMMK, CO-
Aepxalne coefMHeHWe COMacHo W3cBbpeTeHWl B
KOMEUHAUWN ¢ coejMHEHWeM, BO3LEWCTBYIOWMM Ha
PEHWH-AHTVOTEH3NHOBYIO CUCTEMY, TEKUM, KaK WHIW-
DuTop advrnotenanda U, wHrubutop penvHa Coegu-
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HEHWE COrMacHo U30BpeTeHUIo TakKke MOXKHO KoMEu-
HWpOBaTb, Hanpumen, c nepuhepuYecKum
COCYAOPACIUMPAILMM CPeCTBOM, KanbLUeBblM WH-
rmbuTtopoM, BeTa-bnokaTopoM, ansda-1-6nokaTopom
UM AUypeTMrRoM  Takue KOMNO3WMUWMM NPWrogHe B
ocobeHHOCTU fNA NEeYEHWA TMNEPTOHWA WNW cepagy-
HOW HeJOCTATOMHOCTH Takke MOXHO KOMOWHUpOBaTh
4sa coeguHenns comacHo w3obpetenmo cneundn-
YeCKWW aHTArcHUCT pelenTopa Vi co cneuudude-
GKMM aHTArOHUCTOM OKGUTOLWHA UMK @HTArOHWCT Vi C
@HTAaroHWCTOM V: MNKM aHTaroHUCT V2 © arcHUCToM Wy

Komnosnymn cornacHo HactosweMmy uzobpete-
HWIO NREANOYTUTENBHO COAEPHAT NPOJYKT BHLUEYKA-
3aHHbxX dopmyn (171), (12), (13) unu (| 4) wnu oaHy
{ogwH) uz ero drapMmayeBTUHECKUX NPUEMNEMBLIX CO-
nel, coneBaTOB UMW ruapaToe Kamgoe U3 sTUX GO-
SAWMHEHWA TarKke MOXET HaxoauTbcA B KoMEWHauuw
CO CneyrYecknM aHTaroHUCToM aHrmoterauna I,
npefnouTUTENLHS C upbecapTaHom

OTU KemBWHaLMKM NO3BONAKT YCUMWUTL Tepaner-
TUYECKWE AKTUBHOCTU COSQMHEHWH cormacHo M3obpe-
TeHUIo

Hwxecnegytowwne [penapaTvBHLE NpuMepbl W
Mpumepsl MNNKCTPUPYT W3obpeTeHwe, ogHako, He
orpaHnYMBan erc obbeMa oxpaHbl

CnekTpel S4EPHOMO MArHUTHOMD PE3CHAHCa CHM-
MAIOT B rekcagedTepupoBaHHOM OWMETUNCYNbgOoK-
cuge, ecrv He ykasaHo Hudero gpyroro, npw 200MIMy
M XMMUYECKME CHABWIM BHIPAKAGT B MW IUTMOHHbIX
aonax (M 4)

Huxencnonssyemele abbpeenaTypel UMEKT Cre-
Aylollee 3HadeHWe s = cuHrneT, d = gynnet, m =
MYNBTHNNET, t = TPUNNET, g = KBUHTYNNET

Mpenapatneied npuvep 1 CnupTel opmMynel
v

5-aToKCU-2-cNUpPO-{ 4-rUfpPOKCULMKNOrekcaH) WH-
fonuH-2-oH CoegureHue (V] 1)

Pacteop 22r 5-zTOoKCKH-3-Ccnnpo-(4-
METOKCHMMETUNOKCULIMKIIOTEKCaH) WHAONKH-2-0Ha,
NoNyyYeHHOIC  COMMAacHO  E€BPONEWCKOMY  NaTeHTy
636608, B 130MN MeTaHONA W SMM KOHUEHTPUPOBAH-
Hoi (36%-HOMW) COMAHOW KMCMOTH HarpeeakT B Teqe-
HWe Tpex Yacos npu Temnepatype 40°C Peakywnon-
HytQ GMECh OXMAXAAT, 3aTem ocagoK
nocregosarenbHO OTCACLIBRIOT, NPOMBIBAKT JW3TH-
NOBBIM 3UPOM W BRICYLIWBAIOT, NONyYaa NonspHLIR
M3oMep LeneBoro Npofykra, Tnn - 225°C K duneT-
paty gobaensawT 50MN BOAH, NOCHE Yero nocnego-
B&TENbHO BLINAPWBAIOT METAHOM, OCTETOK IKCTpard-
pYIOT  AVXNIOPMETAHOM,  OpraHwdeckve  haswl
NPOMBIBAKCT BOAOH, CyLLAT M BEINAPWBAKCT, NOMyuas
Lenesod NpoAyKT B BUAE CMECH W3OMepeos, Tna =
170°C

5-xnop-3-cnupo-(4-rngpoKCUYUKNOrekcal) WHAo-
nuH-2-oH CoeguHeHue (V| 2)

ChneayT BuIWENpPUBEJSHHOA METOANKE, NCXOAA
H3 5-xnop-3-cnupo-{4-
METOKGUMETUNOKCULIWKNOTEKCaH) MHAOMUH-2-0Ha,
MONyYeHHOrS W3  S-XNMOPWHACMNWH-2-0Ha  GOFMNACHO
cnocoBy, ONWCaHHOMY UM ESBPONESHicKOM NaTeHTe
636608 [Mocne 2KkCTpakuMW AWXNoOpMETaHOM Uene-
BOW NPOAYET BLIAEMNAKT B BUAE CMECU WIOMEpPOB,
Tnn = 260°C

MpenapatueHeid npumep 2 KeToHu dopMynel

5-a1OKCK-3-CNNPO-{4-0KCOLMKNOreKkCaH ) MHI ONKuH-
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2-oH CoepuHenne (V 1)

38 5-xNop-3-CNUpOo-{4-rTMA POKCHLMIICTEKCEH)
wHAONUH-2-cHa (VI 1) (cMeck Wsomepos) U 5 8mn
NUPWAKHAE PaAcTBOPAKT B 250MN aTunayeTata W ao-
BaensAwT 6 3r nUpMAVHWAXNOpXpoMaTa, agcopbupo-
BaHHOrC Ha 29r HeWTpanbHOrQ OKCMAa antoMWHWA
3aTeM peaKkUWOHHYID CMECH NEePEeMELLMBAIT B Teve-
Hwe 16 yacoe npw TemnepaTtype 25°C, nocne dero
OThPMNETPOBLIBAKT M BLINAPUBAKT PACTBOPUTENL W3
chuneTpa lNMocne nepekpucTannU3aguy U3 TonNyona e
NPUCYTCTBUAM AKTMBHOIC YrNA BuiAenAT 3 4r ueneso-
ro npegykra, T nn = 168°C

5-xnop-3-cnupo-(4-okcounknoreKcad) WHLCNWH-
2-oH CoenuHeHue (V 2)

3To coefWHeHWe MOMy4YalT Mo METOAMKe, YKa-
3aHHOW Ansl nonydeHwa coeguHeHus {V 1), ucxoga wns
5-xnop-3-cnupo-(4-rngpoKCUYUKNOrekcal) WHAOMWH-
Z-oHa (VI 2), Tnn = 220°C

[NpenapaTWBHEIA Npumep 3 AueTann QoOpMynkl
vy

S-sTorcw-3-cnnpo-[4,4,-au-(2-

XMOPITUMNOKCH) UKNOreKGaH ] MHAOMWH 2-0H

CoeguHeHue [V 1)

3r 5-sTOKCK-3-CNUPO-{4-0KCOLMIKNOreKcaH) WHOo-
NWH-2-0Ha (V 1) pacteopsteT B 30MN Tonyona u ao-
BaenswT 4,6Mn 2-xnopaTtadHona, 20r MONekynsApHOro
cuta 5 AHrcTpem n 0,22r meTaHcynedokucnoTel Pe-
AKUWOHHYR CMeCh MEeAneHHO NepeMELUUBAKT B Te-
yeHwe 18 vyacoB npw Temneparype 20°C, zatem oT-
PUNETPOBLIBAKOT U MONEKYNAPHOE CUTO MPOMBIBAOT
AvxnopMeTaHoM PacTBOpUTENb BHMNAPUBAKT, 3aTEM
LUeneBold MNPOAYKT KPMCTANMW3YT W3 AWSTUNOBOrO
acmpa, Tnn = 170°C

5-3TOKCK-3-cnNnpo-[4, 4-An-(3-xNopnpPoNUNOKCK)
yWKnorekcaH] UHAONWH-2-0H

CoeauHeHue (IV 2)

CnepyloT MeToAMKe, YKasaHHOW ANs nomnydeHus
coeauHeHwA (IV 1), ncxoga Uz Toro xe caMoro keTo-
Ha (V 1) u 3-xnopnponadona, Tnn = 147°C

5-xnop-3-cnnpo-[4 4-gu-(2-xNopaTunokcn)  LHK-
norekcaH] MHA0NWH-2-0H

CoeguHeHue (|V 3)

CnepyloT MeToAMKe, yKasaHHOW ANS nonydeHus
coeauHeHwA (IV 1), nexoas w3 coeguHenua (W 2) n 2-
xnopatadona, Tnn = 174°C

[NpenapaTuBHBIA npumMep 4 [lpoussofHule dop-
mynel (111

5-sTorcu-3-cnupo-[4-(xnopnponvnokcu) yuknore-
KCaH] UHRONWH-2-0H (cMeck u3omepoB) CoeguHeHwne
(1)

MNpw Temnepatype 0°C, 2,2Mn 0,20M pacTeOpa
Boprugpnaa UUMHKa B AWSTUNCBOM adupe (Nony4aoT
no cnocoby, onwcanHHoMy B Chem Phamm Bull, 32
{4), 1411-1415 (1984)) mepgnenHo gobaprAwT K pac-
TeOPY 0,551 adetansa (IV 2) 8 3mn guwxnopmeraxa,
satem 0,34mMn TpuMmeTWnxnopcunada PeakuuoHHyo
CMeChb NEpEeMELLMBAIOT B TeueHWe 16 yacoB NpK TeM-
nepatype 20°C, 3artem nocnepoeaTtensHo gobaens-
tor 10Mn HacblWeHHoro pacTeopa rvgporapboHaTa
HaTPWS, SKCTParvpylwT STWMAAUSTATOM W opraHude-
Ckve astl NPOMBIBAKT HEACLILEHHbIM RACTBOPOM
XNOPUAE HaTpua locne BLICYWMBAHUA Haj Cynbha-
TOM MarHua W BeinapueaHua nonyuatoT 0,4r macna,
KOTOpoe XpOoMAaTorpadoMpyloT Ha CUNMKarene, anwou-
pyA cMecktl Yuinorekcada ¢ atunaletatoMm (B obn-
eMHOM COOTHOWEHMKN § 2) BolgendT ueneson npo-
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AYKT (cMeck W30MepoB) B BUAE CMOMb

1H-F|MP-cne|crp, aAenTepcxnopotopm, 200MITy
775 (s,1H), 7,03 (d, 0,25H), 6,83 (d, 0,75H), 6,79-
665 (m, 3H), 4,08-3,9 (g, 2H), 3,72-358 (m, 4H),
3,54-3,50 {m, 1H), 2,18-1,53 (m, 10H), 1,37 (t, 3H)

5-aTOKCU-3-cNWpo-[4-(2-xnopaTvnoken)  Uuknore-
kcaH] MHAONMWH-2-CH [cmecs w3omepos) - CoeguHe-
Hwe (Il 2)

CrenyloT MeToAUKe, YKa3aHHOA ANA nomnyuyeHus
COSANHEHUS {Ill 1), ucxopa vz coeguHenns {IV 1)

H-AMP -crnekrp, ge#tepoxnopadopm, 200MIy
8 (s, 1H), 6,85-6,63 (m, 3H), 4,03-3,93 (g, 2H), 3,81-
374 (m, 2H), 3,70-3,58 (m, 3H), 2,21-1,55% (m, 8H),
1,4 (t, 3H)

5-xnop-3-cnupo-[4-(2-xNopsSTUNOKGH)  LWKMNOreK-
CaH] WHAOMNMUH-2-0H (CMeck W3oMepos] CosAuHeHWe
{an 3

ChneaylT MeTOANKe, YKA3aHHOW ANA nornyJyeHus
coeuHeHns {Ill 1), ucxoaqa ns coefluHeHnA (IV 3)

H-AMP -cnekTp, rekcafedTepofuMeTUnCymnk-
dokcug, 200MMy 10,49 (s, 0,25H), 10,39 (s, 0,75H),
740 (s, 1H), 7,21-7,16 (d, 1H), 6,81-677 (d, 1H), 3,7
(m, 4H), 3,55 (m,1H), 1,96-1,61 (m, 8H)

5-aTOKCK-3-CNnpo-[4-(2-ToaunokeKn)ymknorekcaH]
wHAoNKH 2-o0 CoeguHeHue (Il 4) [pw TemnepaTtype
0°C, 17,97t Toanmanopuga acbasensaT k 19,25r co-
enwHenns (Il 1), onwcaHHoro B [lpenapaTuBHOM
npumepe 10, B 130Mn nupngwrHa lMepeMewnsatoT B
TevyeHWe Tpex 4acos npw Temnepartype 20°C Peak-
LMOHHY CHMech BbiNWBaKT B 650MN BOAH, 3aTem
nepeMewwuealoT B TeveHue 30 muHyT lNocne ¢yneT-
pauvi, NPOMBIBKA BOAOA W BEICYWMBAHWA MpY TEM-
nepatype 40°C B BakyyMe B npucytcTBuW dhoccpop-
HOro aHrmgpwasa, swgendwT 28,08r uenesoro
npofykTa [pOAYKT, NONYYeHHHA W3 NONAPHOrO U30-
Mepa (Il 1), nnaeutca npu 152°C

MpenapatueHeid npumep S MNpousecaHele dop-
mynsl (11 A)

5-z1OKCK-1-[4-(N-TpeT -ByTrnKapbamown)-2-
MeTokcHberzoncynedroHn]-3-cnnpo-[4-(2-
XNOPATUNOKCU)LUMKNOreKcaH] WHAONWUH-2-0H [CMech
M30MepOoE)

Coepurenne {Il A 1)

0,29r TpeT -6yTUNaTa kanua goSabBnArT K oxa-
*JEeHHOMY [o Temnepatypw -60°C pacteopy 0,75r
xnopuposaHHoro npouasoaHoro {12y u 0,75 4-(N-
TpeT -6yTunkapbamounn)-2-
MeToKkcubeHsoncynedoHumaiopuga & 90mMn TeTpa-
rugpocypada PeakynoHHyk cMecb OCTAaBMAKT CTO-
ATk A4NA NOBIWEHWA TemnepaTypul Ao 20°C, nepe-
MELUWBAIOT B TEYUEHWE ABYX YAGOoB, 3aTeM fobasBnawT
30Mn 15%-Horo pacTeopa xnopuaa HaATpUA W nocne-
OOBaTENEHO SKCTPArVpyloT STUNAUETATOM, OpraHu-
Yyeckue gasbl NpoMuiBatoT 15%-HeIM pacTBopoM Xno-
pvda HaTpua, cywar Hag cCynbdEToM  MarHus,
pacTBOpMTENL BbiMAPVBAKOT 1 OCTETOK XPOMATorpa-
GVPYIOT Ha cunukarene, sNIOVPYS CMEckH LIMKNOTek-
caHa ¢ sTunauetatoM (B OBLEMHOM COCTHOLWEHWM
85 15), oigenasn Uenesoli NpoAYKT B BUAE CMOMb

1H-F|MP-cnenTp, rekCaf e UTEROE MMETUICYMb-
dorcug, 200MMy 8 (m, 2H), 7.5 (m, 3H), 7,04 (s,
0 75H), 6,85 (m, 125H), 4,0 (g, 2H), 3,6 (s, 3H), 3,66
(s, 4H), 3,58 (s, 3H), 3,5 (m, 1H), 1,9-1,6 {m, 8H),
1,34 (s, 9H), 1,28 {t, 3H)

5-aTokcu-1-[4-(N',N’ -gnatunypengo)-2-
MeTokcHberzoncynedroHn]-3-cnnpo-[4-(2-
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TO3UNOKCWITHN) UUKNOTeKcaH JWHEOMWH-2-0H
Henwe (Il A 2)

MNpw TemnepaType 0°C, 0,25r Toaunxnopupa A0-
BaenAwT K pacteopy 0,18MN TpuaTUNamiHa W 0,251
S-stokcu-1-[4-(N’,N'-gusTunypengo)-2-
meTokcubeHnson-cynegpoHun]-3-cnupo-[4-(2-
TMAPOKCHITUIIOKCMIUMKNOTEKCAH]MHAONWH-2-0Ha  (No-
Ny4yarT COIMacHo eBponeickomy nareHTy 0636608) B
3Mn BeasogHoro TeTparwgpodypaHa PeakuuoHHyio
CMECh NEPEMELLNBAIOT B Te4eHWe 48 uacoB NpH TeM-
nepatype 20°C, pobaenAwT 10Mn  HackILEHHOTO
pacTeopa rngpokapborara HaTpuA, sarem nocnsgo-
BATENbHO 2IKCTPErMPYIOT 3TUNAUETETOM, OpraHwde-
ckve chaskl GYIWAT Haf CyNbATOM MArHWA, pacTso-
pHyTenk BLINApHWBAOT U OCTATOK XpoOMaTorpadupyioT
Ha cHnuKarene, snNKOVPyS GMEckbio JWXNOPMETaHa ¢
meTaHornoM (B obkemMHoM cooTHoweHun 95 5), Tnn
= 80°C

H-aTokew-1-[4-(N-TpeT -Bymunkapbamoun)-2-
mMeTokcuHbeHzoncynbdoHun]-3-cnupo-[4-(2-
TO3UNOKCWITUNOKCH ) UUKNOTeKCaH]WHEOMWH-2-0H
Coepurenne {ll A 3)

Chnegya wmetopwke, YKa3aaHHOW Ana NonyJveHus
coeguHeHva (Il A2Z), v ncxoga uz S-atokew-1-[4-(2-
U POKCUSTUNOKCH)  LMKMOrekcaHd]) WHAONUH-2-0Ha,
Mnu nytem BO3LEUCTBWA 4-(N-TpeT -
ByTunkapbamMoun)-2-
meTokcuBeH30NGcYNLOHWTXNOPUAS HA CoegUHEeHVE
(Il 4) B yCnoBwAX, ONWCaHHBIX ANA NOMYYEHWA CO-
eauHeHua {Il A 1), nony4alwT LeneBOod NPOAYKT, T NN
=142°C

MpenapaTUBHEIA NpuMep & CnupTel oOpMynE
(I A)

5-aTOoKCK-3-cnnpo-[4-(2-

U pOKCUITUNOKCHILNKNorekeaH]-1-[4-(N-TpeT -
ByTunkapbamMonn)-2-metokcubensoncynsgoHun)
uWHAonuH-2-cH CoeguHeHue (II'A 1)

a) 5-3Token-3-cnnpo-[4-(2-
HUTROOKCHITUNOKCHIYKMKNorekcaH]-1-[4-(N-TpeT -
Dytunkaptamoun)-2-metorcubeHsoncyneoHm)
wHaoNUH-2-0H CoefuHeHue (I'A 1) Cueck 0,8r co-
eauHenus (Il A 1), O,8r HuTpaTa cepebpa u 0,25r vo-
avaa Hatpwa B 10mMn ayeToHWTpUNa KMNATAT ¢ ob-
paTHBEIM XONOAUNEHUKOM B TedeHve 48 yacos Conm
OTPHNETROBLIBAIT W RACTEOPUTENN BLINAPWUBAKT
BrifienawT Lenesol NPoAYKT NyTeM xpomaTtorpadiu
Ha CUnukarene, anUpys CMEChID LMKNOreKcaHe ¢
aTunayetaToM (B obbemHom cooTHoweHwy 80 20), T
nn = 80°C (rugpat)

0) 0.5r epiwenonydeHHoro HuTpara, 0,5Mn yuk-
norekcaHa, 0,51 10 %-Horo nannagua-Ha-yrne s 15mn
BTAHOMNAa KUNATAT C cBpaTHLIM XONOAWNBHUKOM B Te-
HeHWe 4aca, 3aTeM KaTanuzaTop oTHMNETROBRIBAICT,
BLINAPWBAIT PAacTBOPMTENE W3 DUNETRETA U OCTATOR
XpoMAaTOrpadnpyIoT Ha CHINKBIENe, 3rovpys [u-
XNOPMETAHOM, 3ATEM CMECHIC AMUICPMETaHa ¢ Me-
TaHonoMm (B ofbemHOM cCOoTHOWeHUW 88 1) Bripe-
ST CMeCh U30MEPOB LENeBoro npoaywkra, Tnn =
120°C (nonyrugpar), 3aTeM NONAPHLIA W3oMeEp, KOTo-
PbIi KPUCTANMM3YRT W3 GMECH AWM30MPONMNoBOro
acpwpa ¢ atunadeTaTomM (B 00BbeMHOM COOTHOLUIEHWW
1 1), Tnn =188°C {rapaT)

5-sTorcu-3-cnnpo-[4-(3-ruapoKCHUNpPONUIoKCH)
LMKorekcaH ]-1-[4-(N-TpeT -amunkapbamonn)-2-
meTokcubeHsoncynedoHn] WHAONWH-2-oH  Coepgu-
Henwe {II'A 2)

Coespgu-
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a) S-arokcn-3-cnupo-[4-(3-
METOKCHMETUNOKCHUNPONWNCKCK)  LUKNnorekca]-1-[4-
{(N-TpeT -amunkapbamounn)-2-
MeTOoKCHBeH30NCYNeOHWN] MHAONWH-2-0H

Mo mwetogwke, onucaHHOW B [IpenapaTWBHOM
npumMepe 5,5-aToKCKH-3-CcNnpo-[4-(3-
METOKCHMETUNOKCUNPONMMOK-
cmunknorekcan]wsgonui-2-cH (I 2P wnz Mpenapa-
TUBHOrO npuMmepa 10 KoHAeHcUpyloT ¢ N-TpeT -
aMunkapbamounn-2-MeToKCNCYNsOHUNXNOPUAOM,
nonyyas UeneBoW NPOAYKT, KOTOPHIA WCNONb3yT
TaKUM, KaroW €CTh, B CMERYIOWENR CTagum

0} Cmeck 0,51 NnonyyeHHoOro B CTagum a) coegm-
HEeHUA B 1,5MN mMeTadona W 0,2MN KOHUEHTPUPOBAH-
Hoid (36%-HOi) consHOM KMCMOTH HarpeBakT npw
TeMmnepatype S0°C B TedeHwe Yaca HobBaenawT Smn
BOAbLI, JKCTPArMpPYIOT 3TUNaLUETaToM, 3aTeM PacTso-
pWTEeNK BLINAPMBAKT, W nocne xpomarorpadvym oc-
TaTKa Ha CUMKKarene, sMniOUpPYS CMECHIO LMKNorekca-
Ha ¢ sTunayeTatom (B obbemMHOM COOTHOLEHUK 1 1),
BEIAENSIOT Uenesoi npogykr, Tnn = 120°C

Mpenapatvedeiid npumep 7 MHaonwH-2-oH chop-
mynet {11 b)

5-xnop-3-cnupo-[4-(2-mopdonNMHOITUIOKCKH)  LK-
KnorekcaH] UHAONWH-2-0H (cMeck naoMepce) Coefu-
HeHue (I B 1)

Cwmeck 0,571 coegurenna (Il 3), 0,5r mopdonnHa
n 0,271 voguga Hatpua B BMN guMeTundgopMamnga
HarpeBalT B TeveHne Z24-x JacoB npu TeMneparype
85°C K peakuuWoHHOR cMecu fobasnaweT 10Mn Bofbl
M 10Mn HacelWeHHoro pacTBopa rngpokapboHaTa
HaTpws, 3aTeM NOCHSAOBAaTENbHO IKCTPATUPYICT ABA
pasa STUNaueTaToM, opraHuyeckie asul cylaT Hag
CYNbaToOM MarHus, BeiNapwBaldT pacTBOPUTENb W
OCTaTOK XpOMaTorpadbupyoT Ha CUMMKarene, shou-
pys CMechblo AVXNOPMETAHA C METAHOMNOM (B 0GbeM-
HOM cooTHoweHun €8 2), 1 nonydatot 0,5r yeneeoro
NPoAYKTa B BUAE Macra

H-AMP 10,4 (c 1H), 7.4 (c, 1H), 7.2 (g, 1H), 6,8

(8. TH), 3,6 (m, 7H), 2,4 (m, BH), 1,9-1,6 (m, 8H)

5-aToKeu-2-cnupo-[4-(2-N-TpeT -
ByTunokcukapboHun-N-
(6eH3MNOKCHKAPEOHUNMETVM)AMWHOITHIIOKCK) LMK~
norekcaH] uHaonwH-2-oH ( cveck usoMepoe) Coegwu-
Henve (Il B 2)

1,51 Tosunara (lll 4) (cmeck wsomepcos), 0,66r
rmapoxnopuga bensunrmuyuHara 1 0,35r kapboHara
HaTpwus 8 B0MN aUETOHWTPWNA HarpeBaKT B TeUSHUE
48 uvacoe npw Temnepatype ©0°C PacTeOpuWTEnL
BEINAPWBAIOT NpPW NOHWKEHHOM JABNEHWW, OCTATOK
obpabaTeiRaKT ¢ NoMolbio 40Mn sTUNayeTaTa, op-
raHnyeckyto hasy NPOMBIBAIOT BOAOA, cyllaT Haj
CYNbhaToOM HaTpUs M pPacTBOPHTEN: BLINAPMBAKOT
OcTartok xpoMoTarpacbUpyIoT Ha CHIHMKarene, anoun-
pys cMecklo guxnopmeraHa ¢ metaHonom (B obbem-
HOM COCTHOWEHWK 99 1) W BLIAENAT OCTATOK, KOTO-
peid pacTeopAldT B 20MN fUOKCAHA MNpn
TeMmnepatype S°C gobaenawT 0,13r ckcwga MarHia
0,539r gu-tpeT -Bytungurap€oHara B BUAE pacTEOPA
B 10Mn gwokcaHa W nepemeWwBaloT B TedeHwe 16
yacos Npw TeMmnepartype 20°C PacTsopurent Beina-
pVYBalOT, OCTaToK obpabaTeBAKT STUNAUETaTOM,
OpraHW-eckylo hasy NpOMEIBAKOT NOCNEROBATEMNEHO
BycbepHEIM pacTEBOpPOM € pH = 2, HachILEHHLIM pac-
TBOPOM MMEpokapboHaTa HaTpuA W BOLON, cyLIaT Hag
CYyNbaToM HATPWUA W PacTBOPHTENb BLINAPMBAIOT
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Mocne ouncTkM NyTem XpoMatorpadn Ha cunukare-
ne, INOUPYA CMECLIO ITWNALETATA C LWKIIOT€KCaHOM
(6 obbeMHOM COOTHOWEHUW 5 8), nonyyakT yenesol
MPOAYKT B BIAE CMONK

H AMP 10,12 (s, 0,3H), 10,03 (s, 0,7H), 7,30
{m, SH), 6,88 (d, 1H), 670 (d, 2H), 5,14 (s, 0,7H),
5,12 (s, O3H), 4,05 (m, 2H), 3,95 (g9, 2H), 33 a 3.6
{m,5H), 1,4a21 (m, 8H),1,2a 1,4 (m, 12H)

S-arokcu-3-cnupo-[4-(2-
aMWHO3TUNCKCH)LUWKNOTekcaH] MHAOMWH-2-0H

Cmeck 1,51 coegunenna (Il 4) {nonyuator w3 no-
napHoro waomepa (I 1)}, 0,23r asuaa HaTpua B 15mMN
AVMETUNOPMAMUEA HArPeBalT B TedeHue 16 uacoe
npu Temneparype S0°C Hobaensiwor 30Mn BoOAHI
SKCTPArMpylT ABa pasa sTunaueTarom OpraHude-
Ckve dbassl cywar Hag cynbgarom HETpWA, pacTeo-
pUTenb YACTUUHO BHIMNAPUBAKT MAPWM NOHUNKEHHOM
AaeneHun go obvema ckono 20mn  3TOT pacTeOp
rMAPUPYIOT MpK TemnepaType 60°C npu pasneHwu
10°Ma B npucytcteun 0,6r kartanwsatopa lwHgnapa
(nannagwid-Ha-kapbonate kaneyws) HKatanuzatop
OThPMNETPOBLIBAKT U PACTBOPWTENL BLINAPWBAKT
npW NOHWXEHHOM fasneHuWu QCTATOK Xpomorpachu-
PYHT Ha KOMOHKE C GHMUKAreneM, anoHpysl CMeCckH
AuxnopMeTada ¢ meTtaHornoMm (B 06bLeMHOM COCTHO-
wenun S0 10) Mocne nepekpucTanInzalvM OCHOBA-
HWA W3 STANALETaTa, 3aTeM XICprnaparaunn 8 atun-
aueTaTe, NONYJYAT TMAPOXNOPUA-TUAPaT Lenesoro
npogykta, Tnn = 168°C 6) K 0,27r nonyveHHoro
Buille coeguHeHua B 20MN gUCKCaHa Npu Temnepa-
Type okono +5°C nocneposatencsHo fgobasnsAwT
0,4mn 21 pacTsopa rugpokcnga Hatpws, 0,05r okcu-
Aa maraia W 0,19r au-tpet -byTungukapboHata B
BUAE pacTeBopa B 7MN AuoKcaHa [locne nepemelln-
BaHUF B TEYEHWE ABYX YacoB Npw Temnepatype 20°C
pPacTBOPWTENL BHINAPWBAIDT, ocTaTok 3artem obpaba-
ThIBAWT € nomolbie 10mMn aTunayeTars, opraHuJe-
Ckylo hasy MPOMEIBAICT nocnefceatensHo bydep-
HBIM pacTROPOM C pH = 2, HACH LW EHHBIM PAcTBOPOM
rugpokapboHaTa HaTpus v Bogol CyllaTt Hag Cynb-
chaTom HaTpWA, PAcTBOPWTENE BEINAPWBAIOT U Nony-
YaroT UeNeBon NPOARYKT B BUAE CMONb

'H SIMP 10,02 (s, 1H), 6,91 (s, 1H), 6,88 (s, 2H),
3,92 (q, 2H), 3,55-3,35 (m, 3H), 3,05 (m, 2H), 2,05-
1,45 (m, 8H), 1,38 (s, OH), 1,27 (t, 3H)

MpenapaTueHuld npumep 8 wapasngsl opMmy-
nel (VI

N'-(4-aTokcndhernnn)-4,4-
BTUNEeHAWOKCULMKNOrekcaH kapbornapasny

CoeauHeHue (VI 1)

MNpu Temnepatype -40°C, 1,65Mn  un3oByTun-
xnopdopmuaTa gobaendAler K cMmecw 2,63r 4.4-
ITUNEHOWCKCULMKNOrerkcaHoaTa Hatpua 8 20mMn TeT-
parngpodypara, sartem 1,8mn TpuatunamuHa Peak-
UMOHHYIO CMeCh NepemMellNBaT B TeYeHWe ABYyX
vacoe npu TeMnepatype 0°C, nocne 4erc npu TeM-
nepatype -20°C fobaenAwT 2.4r 4-
STOKCHDEHUNTNAPA3MHIMAPOXNOPUAS, PEaKUUOHHYIO
CMECH MEPeMEeLLMBAaIDT B TeYSHWE [ABYX 4acoB Npu
Temnepatype 0°C, satem pobasnawt 100MN soAR W
IKCTRArMPYT aTunayetatoM QOpraHudeckwe cbaskl
NPoOMLIBAKT MNOCNEeROBaTENEHO BOAOW, PACTBOPOM
rmgpocynbdpara kanng (pH = 2), HacklWeHHBIM pac-
TBOPOM KapboHara rkanua, cywar Hag cynedaram
MarHua W BoinapueatoT [locne KpucTannusalyun U3
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AusThnosoro apupa nonyyawT Lenesoli NpopykT,
Tnn =188°C

N'-cheHun-4,4-
STUNeHAUOKCHUWKNOTekcaHkapboruapaswy  Coefun-
HeHve (VI 2) Takum xe obpazcM NONy4akT coegu-
HeHwe (VI 2) wcxopa w3 denunrngpasnHa, Tnn =
158°C

MpenapatneHmin npumep 9 Auyetanwn GopMynbl
(v)

S-sTokcu-3-cnnpo-{ 4 4-
ITUNEHAVOKCULUKNOreKcaH) WHAoNuH-2-oH Coegwm-
HeHwe (V' 1)

Mpw Temnepatype -30°C, 2,15mn 1,60 pacTteopa
ByTUNNWTUA B rekcaHe AoBaBNAKT K CYCNeH3WW 1
mmgpaznga (VIl 1) B 16Mn TeTparnapodypana Peak-
LWOHHYK CMECE NepeMeLNBAIOT B TeusHWe 15 MUHyT
n pobBaenswT 16Mn TeTpanuHa TeTparmpgpodypaH
OTTOHAKT W CMECh HAIPeBaKT B TeveHvwe 45 MuHyT
npu TemnepaTtype 180°C 3artem npu KOMHATHOR
TeMnepaType AobasnarT 20MN sTUNayeTaTa, nocne
Yero nNocnefoBaTeNsHO NPOMEIBAKOT BOAOW, OPraHMW-
Yeckylo dasy cylwaTr Hap cynbthaTtoMm MarHus, pac-
TBORWUTENW OTTOHANT B BAKYYME M OCTETOK XPOMETO-
rpadonpyroT  Ha  curuKkarene, =Miupys  CMECHHo
LWKAorekcaH ¢ sTunauetatoM (B 06-eMHOM COOTHO-
WweHuW 7 3} Lienesol NpoayKT BHAENSOT NYTEM KPU-
cTannvsaymu U3 gustunosoro acupa, Tnn = 1183°C

ToT e NpoAYKT TaKkXe NonyYakT NyTEM B3aWMO-
AeNCTBNA 5-310KCK-3-CNMpPo-(4-0KCOLMKNOTekcaH)
WHAOMNKH-2-0Ha (coeguHenue VY 1) ¢ aTUNeHrNUEonem
B LUKNOreKGaHe B NPWGYTCTBUW MOMEKYNSIPHOMO CUTA
S AHrcTpem M N-ToNyoncynedOKWCNOTH B Ka4ecTBe
KaranusaTopa

5-aTOKCK-3-CNNpo-(4-4-
nponuneHAHoKCULIUKNOrekcaH)UHAONWH-2-0H Co-
efuHeHue {1V 2)

CrnegyloT MeTojuke, ONWGAHHOW BeIWE ANA No-
nydveHuA coeguHenua {1V’ 1), ncxoas ms cooteeTCT-
BYWLLErO rugpasnda, WM COeAWHEHWe NonydyarT
nytem B3aVMO4ENCTBNA 5-zTOKCK-3-CNnpo-{4-
OKCOLMENOrekcaH)WHAoMWH-2-0Ha (coeHeHe V 1) ¢
nponak-1,3-aMonoM B LUKNOrekcaHe B NPUCYTCTBUU
MonekynApHora cuta S AHICTpEM W M-
TonyoncynbthoKMCNOTEl B KATaNWTUYECKOM Konuye-
cTBe, Tnn = 216°C

3-cnupo(4,4-aTuNeHAUOKCHLMKNOrekcad)  UHAC-
nuH-2-cH CoepguHeHue ([V 3)

CrnegyloT MeTojuke, ONWGAHHOW BeIWE ANA No-
nydverHuA coegnHeHuna (IV 1), wexoga ws cooteeTCT-
ByroLwero rugpasvga (Vil 2), tnn = 218°C

MNpenapatusHeid npumep 10 CnnpTel dopmyn
Ay w (I Py

5-sTokcu-3-cnnpo-[4-(2-TME pOKCUSTUNOKCH)  LIMK-
norekcaH] nHponuH-2-o0 Coegurenne {lII' 1)

Mpw Temnepatype 0°C, 20,2mn 0,25M pacTBopa
Soprugpvaa yuHka 8 guaTwnoeom adpupe (nonyvwaoT
no cnocoby, onucaHHomy 8 Chem Pharm Bull, 32
{(4), 1411-1415 (1984)) MegneHHo goBaenswoT K 3,1r
ayetana (V 1), B 20mMn guxnopmeTaHa, 3aTteM go-
6apnaT 2,8MN0 TpUMETHNCHNaHopuaa PeakymoH-
HYI0 CMECh NepemMewuBaroT B Teyenue 16 yaces npw
TeMnepatype 20°C, 3aTem A0BABNAIOT HACLILLEHHKIA
pacTeop ruppokapboHaTa HaTpUA W NocnefoBaTenk-
HO BHINAPUBAKT PACTBOPWTENM, IKCTPArMPYIOT STUM-
aleTaToM, CYWaT Haj CynbtaToMm MarHws, pacTeo-
pvTenb BbiNapWBaKT W OCTATOK OWYWLLEKT MyTeM
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xpomartorpadonu Ha cunukarene, SNKHPYA CMECHID
unKiorekcaHa ¢ aTunauerarem (B obbemHom cooT-
HoweHWW 67 34) BbigenawT cMeck U3OMepoB Lene-
BOTO NPOAYKTa, 3aTeM NOMSpPHEIA W3OMep, KOTOPHIA
KPUCTANNUIYKOT W3 JuUsTMNoBoro adupa, TN =
125°C

5-3TOKCK-3-cNUPo-[4-(3-ruapoKCHNPONICKCK)
umnorekcaH] nHAoNWH-2-oH

CoeauHeHue (III' 2)

CnepyloT METORWKE, YKA3aHHOW BeilWe fNSA nony-
yeHns coeguHeHuna (I 1), ncxopa ws ayeTana (IV 2),
U NonyYalT NONAPHEIA W30Mep LeneBoro npoaykra,
T = 180°C {nonyrnapar)

H-aToKCK-3-cnupo-[4-(3-
METOKCUMETUNOKCMMPONUNOKCGH)LMKNOrekcaH]  WMHAo-
nwH-2-oH CoeguHeHue (lII' 2 F)

B TeyeHwe 24-x yacoB NpW KOMHATHOW TeMmnepa-
Type nepeMelnBaroT pacTBop 1T S-3TOKCW-3-CNWpo-
[4-(3-ruApOKCHNPONNNOKCUILMKNOTeKCAH]UH A OMWH-2-
ona (lII' 2), 7. 7mn gumMeTokcnsTana, 0,085r Gpomuaa
nutua 1 0,071 n-tonyoncynecdokucnoTs B 15mn gu-
xnopmeTaHa v 3aTeMm gobapnaAtor 10MN HacuWEeHHo-
ro pacrsopa xnopwaa Hatpwa Opranudveckyrlo asy
OTASNANT W CYIWAT Haj CYNbMaToM MarHws, pacTso-
pUTenb OTFOHAKT W NOcNe XpomMaTorpadgun Ha cunu-
Karerne, snoUpPys CMECEIO LWKMNOrEKCaHa ¢ atunaye-
TaTom (B o6bemHoM cooTHoweHun 1 1) nonydaioT
NonspHBEIA W3oMep UeneBsoro npogykra, Tnn = 89°C

MpenapaTuBHuldA  npumvep 11 3awuvweHHoe
cnUpThl opMynsl (X)

5-sTorcu-3-cnnpo-{4-
METOKCUMeTUNoKeMUknorekcaH)-1-[(4-N-TpeT -
ByTunkapbamoun)-2-meTokcubeH3oncyrnsdoHW)
wHaOoNKH-2-0H  CoegwHedne (X 1) 0,283r Tper-
ByTunaTta ranua [obasnalT K OXNamAeHHOMY A0
TeMnepatypbl -40°C pacTeopy 5-sToKcU-3-cnnpo-(4-
METOKCUMETUINOKCMLWKIOreKCaH)WHECMWH-2-0Ha  {co-
eanHeHne dopmynsl XI), nonyyeHHoe corMnacHo ee-
ponenckomy nateHTy §36608), B 80mn TeTparngpo-
hypaHa OCTaBNsT CTOATb  ANA  NOBHIWEHUA
TeMnepatypsl o 0°C, zaTeM cMech oxNaxAalT Ao
TeMneparypsl -40°C n gobaenawotr 0,73r (2-MeTOKCH-
4-N-TpeT -
ByTunkapbaMoun)bensoncynedoHumaiopuga B 7m0
TeTparngpodypara PeakynoHHYK CMech nepeme-
LWMBAKT B TEYEHUE JBYX YACOB MpU KOMHATHOR TEM-
nepatype, 3artem nocnegoeateneHo pobasnaAwT
20MN BOAB, SKCTPATMPYIOT STWNALUETATOM, CYLUAT
Hag cynbaToM MarHus, RPacTBOpWTenb BLNAPUBAIT
W NOMNYYEHHOE MAcno OYWMLAT NyTem Xpomarorpa-
thuu Ha cHnKkarene, aNOUPYA CMEChO LUKNOrekcaHa
¢ aTunayetatoM (B cbnemMHOM COOTHOWeHUWW 3 2)
BrIgenaoT HauMeHee MNOMSIPHEA M30MEep LUeneeoro
npogykra, TN = 165°C, satem BblgenAwT nonsp-
HBIW M3omep, TN = 156°C

MpenapaTwBHBIA npumMep 12 CnupTel opMynbl
()

5-sTorcw-3-cnnpo-{4-rnapokcuUuknorekcaH)-1-
[(4-N-TpeT -ByTunkapbamownn)-2-
meTokcubeHsoncynedoHn] WHAONWH-2-oH  Coepgu-
Henwe {ll ¢ 1)

CMechk nonspHoro usomepa coejuHeHws (X 1) B
1,2Mn metaHona W 0,24Mn  KOHUEHTPMPOBaHHOW
{36%-HOii) CONAHOR KWCNOTEI HArPEBaIKT B TedeHue 1
yaca npw Temnepatype 50°C K peakyvnoHHOW cMecH
A00aBnAT 3MN BoAL, 3aTeM NoCreqoBaTeNbHO 3KC-
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TParvpyT AUXNORMETEHOM, opraHudeckve dassl
CYyWarT Hag Cynbgartom marHua » pacTBOPUTENW Bhi-
napveatoT [Nocne OUUCTEM NyTeM xpoMaTorpadun Ha
cUnuKarene, 2MNOUPYA AWUXNOPMETAHOM, NOMAYYaT
Ueneeod NpoAykT, Tnn = 268°C ( nonApHed W30-
Mep)

Taknm xe oDpasom, WCXOAA W3 HawmeHee no-
MAPHOIO W30oMepa, NOMyMeHHOro cornacHo (X 1), Bol-
OensAlT HauMeHee NONAPHLIA W3oMep Lenesoro npe-
aykra, Tnn = 130°C (nonyrugpat) CoegwHeHve (I
c2)

Mpenapatvedelid npuvep 13 PeareHTsl dopmy-
et (2)

2-meTokcn-4-N-TpeT -
amunkapbamounbensoncynepoHunxnopng PeareHT
21

a) N-Tpet -amun(3-metorcn-4-1uTpa) EeHzamng

Mpw Temnepatype 10°C, 30MN TPeET -2aMUWNaMUHA
AobBagnalor K pactBOpY 271  3-MeTOKCW-4-
HUTpobeHaouNxXNopuAa (NoNy4aT U3 251 COOTBETCT-
BYIOLEH KWCNOTE M TAOHUMXNOPUEA NPW KUNAYEHUN ©
obpaTHEIM XONCAWMABHUKOM B TEMEHWE YeTHIpex 4a-
COB C NOCMegyrowWwnM BHNApUBaHEM B BakyyMe) B
250mn gwunopMmeTaHa PeakUyWoHHY cmech nepe-
MeluWBalT B TedeHue 30 MUHYT NpW TemnepaType
20°C, aateM pobasnswT 100mMn 1H pacTeopa cons-
HOA KWCMOTH, OPraHWYeckylx asy [EKaHTHUPYIOT,
NPOMBIBEICT U CYLIAT Haj cynbpaToM MarHus, satem
pacTBOpMTENL BbiMAPVBAKOT 1 OCTETOK XPOMATorpa-
GVPYIOT Ha cUnMKarene, aNOUPYA AWXMOPMETAHOM,
npu nonyveHun 31r uUenesoro npoAaykra, Tnn =
65°C

Takwn xe obpazom, wWcxoga w3 N-TpeT-
Oyrunamuna, nonydaT N-Tpet,-Dytun (3-meTokcK-4-
HUTpO)BeHsamug, T NN = 118°C

B) N-TpeT -amun{3-meTokcu-4-amMuHO) beHaamug

B TeueHWe Tpex 4acoB KWNATAT ¢ oBpaTHbIM XO-
nogWnbLHUKOM cveck 31T nonydeHHoro B ctaguy a) M-
TRET -amun(3-meTokcKn-4-HnTpo)DeHsamuga, 20r
10%-Horo nannagwa-Ha-yme, 76mn ungnorekcada B
310mn ataHona OTHUNLTPOBLIBAKT, MUNLTPAT BHI-
NapyBakiT W NonydaT 251 Lenesoro Npoaykra, T nn
=108°C

TaknM xe obpasom, nexogs w3 N-Tpet,-6yTn(3-
METOKCH-4-HWTpo) DedHzamwpa, nonydawor N-TperT -
ByTUN-(3-MeTokCn-4-amuHo)beH3amua, T N = 160°C

B) 2-meTokcu-4-TperT -
amunkapbamonnbeHsoncynedporunxnopug Mpu Tem-
nepatype 0°C, pacteop 7,9r HuTpUTa HaTpua B8 31mn
Bogbl A00aBNAKT K pacrtBopy 23r N-Tper -amwun(3-
MeTokcH-4-amuHo)BeH3amMuaa B 103MM yKCYCHOR
KUcnoThl 1 187mn 36%-HOA conAHoi KMcnoTel Peak-
LWOHHYK CMeCk NepeMeLllMBalT B TeusHWe 1 vaca
npyv Temnepatype 0°C, 3atem 3TOT pacTBop, Nog-
JepxuBaemuln npy Temneparype 0°C, aoGaBnanoT K
cycneHaun 6.8r xnopwaa LBYxXBaneHTHCW wMenn B
25Mn BoAbl U 140MN YECYCHOR KWUCMOTHI, HACHILIEH-
Hoid npw TemnepaType 0°C ¢ nomolkko NpuMepHo 69r
Auckcuga cepsl PeakynoHHylo cMech nepemewwvsa-
KT npn Temnepatype 0°C B TeueHWe Tpex Yacos,
zatem nNpuv TemnepaTtype 20°C B TeveHne 16 4acos 1
peakyuoHHylo cpely BhiNUBatoT Ha 750r neAa, nepe-
MELUWBAA 3aTeM B TedeHWe 1 4yaca npw TemnepaType
20°C 3aTeM ocagok NocrnegoBaTenbHO MPOMBIBAIOT
BOAOW, cyllaT B BakyyMe B TedeHwe 48 yacos, nony-
vana 19r yeneeoro npogaykra, T nn = 104°C
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4-N-Tpet -6yTunkapbamownn-2-
meTokcubeHzoncynodponnnxopug PearenT (2) 2

Takum e obpasom, nexona s M-tpet -bytun(3-
MEeTOKCH-4-aMUHO) BeHzamMuaa, NonydyaleT uenesol
peareHT, T NN = 148°C

3-meTokcn-4-
DenanncrcukapboHNbeH3onCyNeOHMIMUTOPKE
Pearent (2) 3

icnonesya nNpeabiaylLyd METOAUKY W MCXOAA U3
BeHsunoeoro adupa 4-aMUHO-3-MeToKcHBeH3oRHOR
Knenotel (Tnn = 72°C, nonyyaeTcA nyTem BOGCCTa-
HOBMEHWA COOTBETCTBYIOLErO HUTPONPON3BOAHOID ©
NOMOLBK OMNOBa B CONAHOKMCIIOW cpepe, Tnn =
88°C), nonyuaioT Lenerol peareHT, T NN = 55°C

N-TpeT -6yTn-4-6poMmeTn-3-
meTokcubeHzamng Pearedt (2) 4 Cmeck 3r N-Tpet -
ByTrn-4-meTna-3-metorcnbersavmuga, 2,4r N-
DpomMcykunHumnga, 0,161 Densonnneporkcuga B 40mn
TeTpaxnopyia yrmepoRa nepemMeliBaT B TeUeHUe
48 yacoer npu Temnepatype 20°C » npud cbnydyeHnd ¢
AMWHOW BOMHEl B BUAUMOW YacTw cnektpa Pacteopu-
Tenb BEINAPMBANIT, 3aTeM nocnegosaTencHo Aobas-
NAKT 25MN Bogbl, IKCTPATMPYIOT AWITUNOBBIM 3K-
poM, cywar Haj cynbdatom MarHus, pacTsopuTenb
BEIMAPUBAKT U OCTATOK XpomaTorpadpyoT Ha Cu-
AvKarens, aMOUPYS CMEeckl LWKNOreKcaHa ¢ aTWn-
auetatom (8 oBbemHoM cooTHoweHun 8 2) [ocne
KpPMCTannusayun 13 guusonponunosoro adupa no-
nyvyarT Ueneeoi peareHT, T nn = 114°C

MpuMep 1

S-srorcw-1-[4-(N-TpeT -ByTunkapbamonn)-2-
meTokcubeHzoncynsdyoHnn)-3-cnvpo-[4-(2-
MORGONNHOITUNOKCA)LMKNOTEKCEH]MIHAONWH-2-0H

(N Ry = 3-QC:Hs, Rz = H Ry = 2-0CH;, W =
S50;,

R4=4-CONHC{CHgla;  T-Z=-CHyCHgp ——N 8]

' V-4

{HavMeHee NoONAPHEIA U3oMeEp)

Cmece 0,6r xnopnpownssogHoro (Il A1), nony-
yeHHoro ceormacHo [lpenapaTuBHOMY npUMepy S,
0,26r mopdonuHa, 0,15 r voguga HaTpwa B GMn gu-
mMeTundopmMamMuaa B WHEpPTHOW aTmocdepe Harpe-
BaKOT NMpU TemnepaTtype 60°C B TeusHue 40 vacos
PacTsopuTtent BeINapuBadT B BaKyyme, 3aTeM OCTa-
Tok nocrnefosaTencHo obpabaThiBalT © NoMOLLEHD
20mn eogHoro $%-Horo pacTteopa rvapokapboHara
HaTPWS, SKCTPArMPYIOT BTUNAUETaTOM, NPOMLIBAKOT
opraHudeckne dassl ¢ noMowske 10%-Horo pacTeopa
XNOPWAA HATPWA, CYWAT Haj cynedhaToM MarHus,
PacTBOPWTENL BLINAPMEBAKT W NOMYYEKT GMOMY, KO-
TOpYo XpomaTorpadnpyroT Ha cuivkarene, 2rupys
CMEChbI0 AUXMOPMETAHA C METaHONoM (B 0BbEMHOM
COOTHOLUEHWKN 98 2)

BugenawT HauMeHee NONAPHHA U30Mep Uene-
poro npogykra (Ri = 05, ToHkocnoWHaA XpoMmaTo-
rpacoma HA  AVMOKCMAE  KPEMHWS,  guxiopwe-
Tan/meTaHon B o0beMmHOM COOTHOWweHWn 95 35)
dymapaT NONyJaloT B ALETCHE U KPUCTANMU3YT ero
u3 guatunoeoro adupa, TN = 153°C (Mpumep 1)

'H AMP, DMSO-d6 200 MHz 8,0 (m, 2H), 7,5
{m, 2H), 7,4 (s, 1H), 6,88 (d, 1H), €,82 (s, 1H), 6,6 (s,
2H, dywaposaa wuenora), 4,0 (g, 2H), 3,6 (s, 3H),
3,55 (m, 7H), 2,45 ({m, 6H), 2-1.4 (m, 8H), 1,34 (s,
9H), 1,3 (t, 3H)

MNpumMep 2
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5-aTokcu-1-[4-(N-TpeT -6yTnkapbamonn)-2-
MeTokcHberzoncynedroHn]-3-cnnpo-[4-(2-
MOPGONUHOSTUNCKCH) UUKNOrekcaH] UHAONWH-2-0H

() Ry =50C:Hs, R = H, Ry = 2-OCH3z, W =
802a

T-2=-CHCH,—N O

R4 = 4"CONHC(CH3}3 M

{Haubonee nonApHLIA M3oMep)

BeinenawT Havbonee nonmApHeIA WM3cmep npe-
AyKTa, nonydeHHoro cornacHo Npumepy 1 B yKasaH-
HbIX BeIWe ycnoewax, By = 0,43, Tnn =212 -216°C

1H—FIMP—cneu‘rp, reKCafjeUTepof MMeTHCyne-
dokcug, 200MMy 8,0 {m, 2H), 7,5 (m, 2H), 7.4 (s,
1H), 7.03 (s, 1H), 6,84 (d, 1H), 6,8 (s, 2H, dymapo-
Baa kwcnera), 4,0 (g, 2H), 3,6 (s, 3H), 3,5 (m, BH),
3,40 (m, TH}), 2,45 {m, 6H), 1,9-1,6 (m, 8H), 1,34 (s,
OH), 1,3 {, 3H)

dymapaT nonydaloT B aUETOHS M KRUCTANNW3YIoT
era u3 guatunosoro acgupa, TN = 172°C (MNpumep
2)

MoHoruapaT auriapocdocdara NONYYaoT NyTeMm
B3aVMOASACTEBUST MOHOMMAPATUPOBaHHOR doctop-
HOA KWCNCOTel ¢ OCHOBAHWEM B STaHoMe, Thn =
170°C HuTpar nonmyuyaloT nyTeM BO3ASACTEMS BOA-
HOW @30THOW KWCIMOThl HA OCHOBEHWE B 3TAHCNe, T NN
=155°C

MNpumep 3

S-stokcu-1-[4-(N’,N'-gusTunypengo)-2-
meTokcnbeHsoncynedoHwn]-3-cnvpo-[4-(2-
AWMETUIIAMWHOITUIIOKCH) UMKNOreKkcaH] WHAOMWH-2-
OH

() Ry=5-0C;H;, R = H, Ry = 2-OCH3, W = SO,

H ¢l
%% 122 CH—N "
Sep CH,
28

Cwmecek 0,231 TosuneHoro npownssogHero (Il A 2),
NonyyYeHHOrC BhIWE  COMacHo  [penapaTvBHOMY
npumepy 5, B 3,3MN ayeToHuTpuna W 023mMn 40%-
HOro BOAHOTO pacTBopa RMMETHMMAAMHMHA NepemMellH-
BalOT B TeueHWe 48 yacoe npu TemnepaType 20°C
doBaenAwT 1MN HacHWeHHOrQ pacTBopa ruapokap-
DoHaTa HaTpwA W NOCNEejoBATENbHO JKCTPATMRYIOT
STUNAUETATOM, opraHuyeckyo asy oywat Haj
CyNbhaToM  MarHusl, PacTBOpPWTENE BLINAPHBAKIT,
OCTaTOK XpOMaTorpacbUpyloT Ha CUNMKarene, anou-
pys CMEChIO WXNOPMETEHE C METAHONOM W aMMua-
KoM (B o0BbemMHOM cooTHOWeEHWK 245 5 0,2), (Ry= 0,5,
TOHKOCNORHaA XpomaTorpadus Ha AUCKCWAE Kpem-
HUA, AWXNopwMeTaH/meTaHon/amMMuak B OBBEMHOM
cooTHoweHun 85 15 1), Tnn =103°C

Mpumep 4

5-aTOKCK-3-CNnpo-[4-(2-amMrHO3TUNCKCH)  UmiKe-
rexcaH]-1-[4-(4-N-TpeT -DyTwnkapCamonn)-2-
MeToKCHBeH30NcyNbhOHWN]  WHACMAWH-2-0H  [CMech
M30MepOoE)

() Ri=50CHs R: = H Rz = 2-0OCH;, W =
802:

Ry = 4-CONHC(CHz)3, T-Z = -CH:CHaNH-

a) 5-3Tokcu-3-cnupo[4-(2-a3u103TUNOKCKH) LUKNO-
rekcaH]-1-[4-(4-N-TpeT -6yTunkapbamonn)-2-
MeToKcUbBeH3oNcyneboHW] WHEONWH-2-0H  (cMechk
M30MEPOE)

Cwmece 0,57 xnopnpoussogHoro (I A1), nony-
UYEHHOTO Bhllle cornacHo [NpenapaTMBHOMY NpUMepy

B, = 4NHCON
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5, 0,06r asmaa Hatpua u 0,126r uognaa Hatpua B
5uMn gumeTundpopMamMnga B WUHepTHOW aTMmocdepe
HarpeBaloT B TEYEeHWEe [BYyX YACOB MNPW TeMmnepaType
100°C K peakuudcHHOW cmeckh aobasnswT 10MN Bo-
Abl, 3aTeM IKCTPArMpyloT STWNAUSTATOM W NOcneno-
BETENLHO OpraHudeckwe chasbl NPOMLIBAKCT BOAOH,
CylWaTr Hag cynbgaToM HaTpus, PacTBOpUTENb Jac-
TUMHO YA2NAKT BNNOTe 40 obbema 20MN gna nony-
YeHWA pacTBOPa A3UAa, KOTOPLIA WCNOML3YIOT TAKUM,
KaKOW ecTb, B cregylowei peakyuu

6) MonyyeHHBIA B CTAAUKN @) pacTBop TMAPUPYIOT
npu Temneparype 40°C B TeweHwe 60 yvacoe npu
A2BNeHnn 10°Ta B npvcytcTBun 0.2r nannaguwa /
CaCQs (katanuzatop JluHpnapa, §% nannaguq)
Katanusatop OTPUNETPOBLEIBAKGT, PaCTBOPUTENL
BBINAPUBAIOT U OCTATOK XPOMaTorpacupyloT Ha Ko-
FIOHKE © GUNVKareneM, srioUpya CMEChIo AUXNopMe-
TaHa ¢ MeTaHCNoM (B ODbeMHOM COCTHOWEHWK 5 2)
LleneBod npoaykT BLIAENSKT B BUJE OCHOBAHMA,
KOTOpOE NPeBpalLaieT B CONb ¢ NOMOWEK dymapo-
BOA KACNOTH B AUETCHE W KPUCTANMWSYIOT U3 QUM30-
nponunoBoro acoupa, nonydYas LeneBod NROAYKT,
T = 138°C (moHorugpan

Taknmm xe cbDpasom, ucxoga w3 coeguHeHusa (I
A 3) ¥ NyTeM TakoA ¥e NocnNenosaTenkHOCTU onepa-
LUHMA, BEIASNSKT NONSpHBIA W3OMep LenesBoro npo-
ayrra, rugpoxnopug x 3/2 H,O roroporo nnaeutca
npu 174°C

Mpvmep S

5-xnop-3-cnupo-[4-(2-MopoNUHOSTUNOKCH)  L1-
knorexkcaH]-1-[4-(N-Tper -ByTunkapbamoun)-2-
MeToKcUBeH30NcyNsdOHWT] WUHEOMWH-2-0H

() Ri1=5-Cl, R:=H, Ry=2-0CH;, W =50

Re = 4-CONHO({CHa)a; T-Z=-CHCH,—N ©

0,073r Tpet -6yTnara kanuA fofaenAlcT K 0X-
na¥AeHHOMY Ao TeMneparypel -30°C pactesopy 0,21r
coeguHeHva (Il B 1), noNy4eHHOro Beile COMMacHo
[NpenapatusHoMy NpuMepy 7, B 24Mn TeTparufpo-
thypaHa PeakyWOHHYK CMECk OCTABMAKT CTORTE AMA
NoBEIWEHNA Temnepatypsl fo 0°C, 3aTeMm ee oxnax-
AaT go Temnepatypsl -40°C v gobaenator 0,19r [2-
meTokcu-4{N-TpeT -DyTunkaptamonn)] Gensoncynb-
toHunxnopuaa B8 2mMn TeTparufpodypada [locne
BTOM0 peaklWOHHYI CMeCh NepeMellUBaT B Teye-
HWE ABYX YacoB NpU Temnepatype -10°C, pobaenswT
15mn sopbl, 3aTeM NocneaoBaTensHO IKCTRArMpPYIOT
aTwnayeTarom, opraHwueckyro dhaay cywar Hapg
CyNnueaToMm MarHug, pacTBoOpWTENb BoNAPWBAT M
OCTaTOK OUWLLAIOT NyTeM XpomaTorpadi Ha CUNUKa-
rene, aMOUPYa QUXNOPMETAHOM, 3aTeM GMechlo Au-
XMopMEeTaHa ¢ MeTaHonoMm (B cooTHoweHwn 96 4)
BulgenaoT nonspHuA W3oMep LUeneBoro npoaykra,
KOTOPBIA NPEBpPaLLaT B COMNb ¢ NOMOWLK (ymapo-
BOA KMCNOTHI B aleTcHe DymapaT KPUCTANMUIYIOT U3
Avnacnponunoeoro adupa, T nn = 107°C{x 3/2 H.0)

MNpumMep 6

S-arokcn-3-cnnpo-[4-(2-kapEoKCUITUNOKCK)  LWK-
norexcan]-1-[4-{N-TpeT -amunkapbamonn)-2-
MeTokcHbBeH3oNcyNbGOHWN | UHAOMKH-2-0H

() Ry=5-0C;Hs, R; = H, Ry = 2-0CH3, W = 503
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CH,
R = 4.CONH —C— CH,

I

CH,

Mpu Temnepatype 0°C, 1r okcuga xpoma gobae-
nAT K cMmecu 1,5r coeguHenua (II' A 2), nonyveHHoro
cornacHo lNMpenapaTueHoMy Npuvepy 6, B 9MN yroyc-
HOW kwucroTel M 10mN BOAEI PeakuWoHHYD CMech
nepeMeLllUBaT B TEUEHUE ABYX YacOB NpW TeMnepa-
Type 20°C, szatem pobaenawt 80mMn Boge W nocne-
OOBaTENEHO SKCTPArVpyloT STUNAUETATOM, OpraHu-
yeckue <pasbl cywaT Haj cynbdaToMm  MarHus,
pacTBOpWTENL CTIOHAKT W LENeBon NPoaykr suige-
NAKT nocne xpomaTtorpacbi Ha CUNUKArene, SMou-
pys CMechblo AVXNOPMETAHA C METAHOMNOM (B 0GbeM-
HOM cooTHoweHun 991), Tnn = 108°C (
nonyrugpar)

Mpumep 7

5-zTOKCK-3-CNnpo-{4-
aTokcukapboHuNMeTUNoKCULYUKNorekcaH)-1-[(4-N-
TpeT -6yTunkapbamownn-2-
MeToKcK)6eHaoncynspoH ] MHACNUH-2-0H

() Ri=5-0C:Hs, R:=H, Ry =2-QCHi, W= 80;

R4=4-CONHC(CH3)s: 1 T-Z=-CH:-COQ-CHs

MNpu Temnepatype 0°C, k pacteopy 0,751 5-
sTokcK-3-cnupo-(4-rugpokcuyuinorexkcan)-1-[4-(N-
TpeT -6yTunkapbamounn)-2-
meTokcubeHsoncynbdoHwn] nHgonuH-2-oHa (Il C1) B
30mn gwuopmeTtada gobagnaror 0,47 2,6-gu-TpeT -
eyrunnupuanda, 0,54r TpudpTopmMeTaHcynshoHaTa
cepebpa, zateM 0,2/mn aTunuopaletata Peakyu-
OHHYIO CMeCb NepeMELUWBAKT B TeueHUe 48 vacos
npu Temneparype 20°C, sateMm nocnegoBaTenkHoO
OTRMNETROBRIBAKT, PACTBORWTENb BbiEPVBAKOT, W
Lenesod NPOAYKT BoIAensAroT nocne xpomarorpadum
Ha cunuKkarene, 3MOUPYA LWUKNOMEKCAHOM, 3aTeM
GMEeCE0 LHMKNOrekcaHa ¢ gUxnopMeTaHom (B obtem-
HOM cocTHoweHwn 20 80) u nepekpucTannu3aymin U3
vsonponaHona, T nn = 165°C

Mpumep 8

5-aToKcu-2-cnupo-{4-
KapbokcuMeTUnokcyyknorekcaH)-1-(4-N-Tpet -
Bymnkapbamoun-2-MmeTokcHEeH30NCYNBOHIN)  UH-
AQNWH-2-0H

(0 Ry =50CHs R: = H, Rz = 2-0CH;, W =
S50, Ry = 4-CONHC({CH3)5, T-Z= -CHCO0H

B TeueHWe 16 yacos HarpeBaksT NpU TemMnepaTy-
pe 65°C 0,34r nony-erHoro B MNpumepe 1 npogykra u
0,01r n-TonyoncynbdgokncnoTel B 3Mn GeHsnnoeoro
cnupTa PacTeOpWTENL BhiNAPMBAICT, 3aTEeM nocne-
AoBaTeneHo fo0aBnaeT 1Mn sogel W 1MN HackIWEH-
HOro pactsopa rmapokapboHaTa HaTpua, BKCTparu-
pylT STUNAUETaTOM, PACTEBOPWUTENE BHINAPUBAKOT,
satem pobaenslT Swmn usonponadona, 0,25r 10%-
HOoro nanmnagwa-Ha-yrne W 0,25Mn  uuknorekcaHa
Peaky1oHHYo cMech HarpesaT B TeYeHWe Tpex Ja-
coB Npu TemnepaType 80°C, zaTem nocnefoBaTenk-
HO OTUNLTPOBHIBAKT, KATaNW3aTOP NPOMBIBAKT
OUXNOPMETAHOM, PAcTBOPWTENM BbINAPWBAKT, BH-
AenAlT UeneBoldl NPoAyKT M OYMWANT era nyTeM
xpomartorpadovy Ha cunukarene, INOUMpYs CMECHID
JWXINOPMETaHA C METEHONOM (B ODbLEeMHOM COOTHO-
weHuy B8 2) YacTk Lenesoro NPoOfyETa Nepekpw-
CTanmnUsyT U3 CMeCWH FWU3OMNpPOMNMNOoBoro adupa c

;. T-Za-CHCHm~—COOM
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aTunayetatoM (B 06beMHOM CooTHOWeEHWK 8 2), T nn poe 1 - 8, nonyyarT coeguHeHns [pumepos 9 - 23,

= 175°C (nonyrngpar) OMUCEIBaEMbIE B HUAEeNnpUBogumMon Tabnuue 1
Cneaya MeTOAUKAM BbillenpuBeAeHHbxX [Mpume-

TABJIHIA. 1
T2
R,
T o
W n
OCH,
Hl
[Tpumep Ry w Ra T Z |Conb,cmlb T,
N earu (1} | °C
9 | -OCoHs | S0z | -conHCICHYS | -l \"O vho |7
- 20
¢l 502 -OCH3 | -{CHolo- \N"\ dymapar| 88
15H0
~0C2Hg | $07 | -CONHC(CHy)3 | -{CHpla- \.(l tdymapar | 160
2 Hy0
11 ey e
~OC2Hs | S0z [-CONHCICHIg | -(CHals-{ ™\ - | ®
N
. Q]
-QCsHg | SO3 |-CONHC{CHalg | ~(CHgla~ \N”» $ymapar | 170
2Hy0
13 k,o
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Tafiawua 1 ( mponcasene § }
Flpumep Rt w Rg T Z  |Comncons| T.on.
.o} ars (1) |°C
~OCpHsg | SOg | -CONHCICHg)3 § ~CHlp~| -N(CH2)2 | dymapar | 150
1H0
14
-OCpHg | CHg | -CONHCICHa | -CH- | N\ $ymapar | 110
N 1H
s Ty
~OCoHg | S0 | -CONHG(CHy)3 | ~CHglp- /__(‘”‘- dymapar | 165
-N\_C 1Ho0
18
en,
CH,
~OCoHs | S0, l ~CHAa-1 N\ - |es
~CONHOGH,CH, N"»
" | (3
CH,
~QCoHg | 802 | -CONHCICHa)3 | -CHolo- | dymapar | 190
N 15 Ho0)
13
~OCHg | SOp | ~CONHGICH g | -ICHa- | N\ ymapar | 208
N 4 HoO
~OCgHs | S0 | -comHeiCHys | -CHa| T dymapar | 104
L O (
20 20 (2)
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Tabnuua 1 { nponoaxense 2 }

54

Tpumep Ry w Ra T y 4 ICOJIB,COHb T.o
»* ram{l) | °C
~GC2Hsg | SOp | -CONHCICHg)3 | -(CHl~ CHy tymapar | 100
NICH),0CH, | 1,5Ho0
21 I
~QCoHg | S0z | ~-CONHCICHg)3 | -iCHo \u’\ Tnokconai} 224
1H0
22 L\um
2 -0OCoHs | SO9 | ~CONHC(CHgla | ~{CHalo- [ucremoeny, | dymapar | o
1H:0
24 H | 50, |-ConHCICHY3 | -CHas-]  COOH - |83
25 Cl |50, | -CONHCICHY3| -(CHA3-|  COOH ~ 163
26 -OCoH5 | S04 | -CONHC(CHgIg | -CHaln- '!m Hoo {114
éoocmug,
| HCH
21 | -OCgHs | SO | -CONHCICHaa | ~(CHgz Q ":ﬁ:’ 150
GCH,
|
N
- HaO
28 OCoHg | 800 { -COOCHCeHs | -(CHRlo- 80
OH
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Ta6auua 1 ( nponomrmenne 3}
Tipumep Ry w Ry T Z Cons.cons| T.nn.
M satef (1) | °C
|
N -
2 ~0C2Hs | 502 | -COOCHCgHg | -{CHol2 @ |
oa‘llcdﬂ 5

30 -OHLHs | 80 | -CONHC{CHaly

N
-WO_@

31 ~OCoHg | $09 | ~CONHCICH)s

~(CHap | -NICHL ) ) 69
{CHa)0
{CHal0H

B BowenpweegerHon Tabnuye 1 wvcnonsayior
cneaylollWe yCrnoBHele cBosHaueHUs

{1) HauGonee nonspHEIE U3OMEPH], 8CN1 He yKa-
3aHO HWYero Apyroro,

(2) cmeck u3omepos,

{3) HavnmeHee NONAPHBIA U3oMep,

(M) npoctele acpupel 4-ruaporcUNUNEpUAUHA NO-
AyuaT nyTeM ANKUNUPOBaHUA N-TpeT -
ByTUnoKkcUkapBoHWN-4-rnApoKCUNNepyanHa U cooT-
BETCTBYOLWENC ranoreHnaa B NPUCYTCTBMM TMAPMAR
HATPWS, 3aTeM OCYWECTBIAKT KMCMNOTHLIA TMAROMNN3
TpeT -CyTUNoKCHKapOOHNNBHOA TpYNNLI,

(9 2-(2-(N-BeH3NNaMUHO)3TOKCU)3TaHON nony-
HaKT MNyTeM BOCCTAHOBWUTENMBHOMO aMHHMPOBAHMS,
Boprnapugom HaTpusa npu Temnepatype 0°C B meTa-

Hone, MMUHA, nony4aeMoro u3 2-(2-
aMWHO3TOKCK)3TaHona 1 Bensansgernga
MNMpuMep 32

5-sTorcu-3-cnupo-[4-(2-(2-

MME POKCHUITUNAMUHO)STUNOKCH ) yuknorekcaH]-1-[4-(4-
N-TpeT -ByTunrapGamonn)-2-
meTokcubeHzoncynbdoHnn]  vHAONMH-2-0H  {nonsp-
HBIA W3oMep)

() Ry =5-0CHs, Ry = H Ry = 2-0CH3, W
SOE:

Ry = 4-CONHC{CHa3)s, T-Z =
CH:CH2NHCHZCH-OH,

a) K oxnaxgeHHomy go temnepaTypel 5°C pac-
Teopy 0,9r ruapoxnopuaa aMuHa us [Npumepa 4 (no-
NapHEIR Macmep) B 8mn TeTparmgpocbypaHa gobae-
nswT 0,33r GenzvnokcnayeTansgeruga, sateM 0,461
TprauyeTokcmboprnapuaa Hatpwa  PeakyuoHuyto
CMECH MNEPSMELLMBADT B TEYSHWE TPexX 4acosB npu
TeMnepatype 20°C, pobasnsAwT 10Mn 1H conaHoW
KWCNOTEI, SKCTPArMpyloT 3TMNAYETaTOM, OpraHude-
CKyD a3y NPOMBIBAKT HACLILEHHEIM PACTEBOPOM
XNOPWAE HATpwa, cylar Haj cynbdaToMm mardHus u
PACTBORUTENb YAANAKT MPH NOHWHKEHHOM AaBIEHUN

OcTarok XpoMaTorpatbupyroT Ha KOMOHKE C CHIMKa-
renemM, srUpyA CMEechbid AUXINOPMETaHa G MEeTaHo-
nom (e 06 BEMHOM COCTHOLWEHUK 98 2)

B) K nonydeHHoMy BHLWE npocTomMy BeHsunoso-
My 3cbUpY, PACTBOPEHHOMY B SMN NeAgAHOR YKCYCHOW
kmcnoTel, goGaenawt 0,4mn 1,4-UnKknorekcagweHa,
0.2r 10%-Horc nannajua-Ha-yrme W HarpesakT B
TeueHWe 16 yacoe npy TeMnepatype 60°C npu npo-
nyckaHiu nytem BapboTUpoBaHWA a30Ta, COMACHO
cnocoby, onucaHHomy B J Org Chem, 43, 21
(1978)

Katanusatop OTgWNETPOBLIBAKT, K PeakyWoH-
HOR cpefle nobasnawT 10MN BOA LI, HEATPANUIYIOT ee
G NOMOLLK HACLILLEHHOrC pacTeopa rugpokapboHa-
Ta HaTpuA, IRCTPArvpyT 3TUNaUeTaToM, opraHude-
cKkylo ¢ha3zy NpoMLIBAlOT BOAOKW, CyWAaT Hag cynbkda-
TOM MErHWS W PacTBORUTENDb BHINAPWBAKT NPW
NoHWxeHHOM AasneHuM OcTaTok xpomaTorpadmpy-
KT Ha KONOHKE G GHMWKAleneM, SMvpys GMEChHo
OUXNOpPMETaHa ¢ MeTaHonoM (B obbeMHOM GOOTHO-
weHun 98 2) Lenesoid npoaykT BoASNAT B BUAS
TMARONNORUA-TVAPATE NYTeM XNOPrigparaumn ¢ no-
MOLLBIO PACTBOPa XNOPOROAOPOAA B U3OMPONAHONe 1
KpucTannusayuy W3 auaTunoeore apupa, Tnn =
130°C

Mpumep 33

5-a1OKCK-3-CNnpo-[4-(2-(2-(2-rM g POKCMaTUNOKCH)
ITUNAMUHO) ITUNCKCK) ymKknorekcaH]-1-[4-(4-M-TpeT -
byrunkapbamoun)-meTokcubeHzoncynegoHnN] UHA -
FIUH-2-OH

Mytem pebenaunuposanvs coeguHeHua lMpuve-
pa 31 no meTopuke, onucaHHoi B MNpumepe 32 B), B
3IraHone v Xicpruaparauvn B ANITUNOBOM Xbwpe
MoONyYaKT Lenesoe coceflUHeHWe B BUAE MUpoxno-
praac 32 HO, Tnn =159°C

Mpumep 34

5-aToKCU-3-cnwnpo-[4-(2-(4-
DEH3WNOKCHNMNEPUANHO) 3TUMOKCKH) UWknorekcaH]-1-
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[4-kapbokcu-2-meTokcubeHsoncynegoHT] UHAOMWH-
2-0H

() Ry =950CHs R:=H, Ry = 2-0CH3, W =
S50;,

Ry = 4-OCOOH; 'rwz;C*&G"‘zND'OCHzCsHs

(nonydawT nyTeMm cenekTusHora pebeHsunupo-
BaHng comacHo Tetrah Letters, 3753 (1986))

0,62mn TpeT -OyTungumeTnncunana v 0,08mn
TpuaTunamuHa aobarnawT K pacTsopy 0,03r ayeTtaTa
nannagvs B 4MN LUXNOPMETAHA U PEAKUWOHHYIO
CMECk NepeMeLUMBaLT B TedeHne 15 MUHYT npH TeM-
nepatype 20°C MepgneHHo aobaendawr pacteop 1r
coeguHeHnd, onucaHHoro B lMpumepe 29, B 26mN
AVXMOPMETAHA U NEepeMellWBaIT B TeUeHWe 4-x ua-
coB NpWn Temnepatype 20°C HobaenawT 1Mn yecyc-
HOWA KWCNOThI, OTCOUNETPOBLIBAKT, MPOMBIBAKT AU-
XNOPMETAHOM W ¢bUNBTPaT NPOMLIBAIOT BORHLIM
PACTBOPOM XORMAA BMMOHWA, 3aTeMm Bogol Llene-
BOW NpPOAYKT BbIASNANT NOCHe BuINAPWMBAHWA pac-
TBOpUTENSA, KPUCTANNU3aLuKk U3 NEHTaHa U BICYLIU-
BaHUA npu Temnepatype S0°C B Bakyyme B TeYeHWe
Svacoe, Tnn =120°C

MNpumep 35

5-atoken-3-cnnpo-[4-(2-(4-
BeHauNoKCUNUNepPU JUHO) STUITOKCH) YW KNOrekcaH]-1-
[4-(N-1-rmgpokcrMeTn) YuknoneHTunkapbamonn)-2-
MeToKcUBeH30NcyNsdOHWT] WUHEOMWH-2-0H

(1 Ry = 5-QC:Hs, R: = H Rs = 2-0CH;, W =

2
70 7 T2 =’“Ci'lchzN\/—__>—owzcaHs

CH.OH

K cycnenswm 0,77 coefwHeHWs, NOMNyJYeHHoro B
Mpumepe 34, B 7vn Tonyona v 2,5wn gmxnopmeTaHa
AoBaenarT 1,271 okcanunxnopuaa W peakuuoHHYIo
CMECk NepeMellvBakT B TeHeHne 6§ Yacoe Npu TeM-
nepatype 20°C PacTeopuTeny sHNapuwBaloT, ocTa-
TOK BhICYWIMBAKT B TEYSHUE ABYX 4acoB MpW Temne-
patype 20°C B Bakyyme W pacTBOpAT ero B 20mn
TONyona, 3aTemM 3TOT pacTeop AO0GABMNAOT K OXMNam-
AeHHOMY Fo TemnepaTtypel -40°C pacTteopy 1,161 1-
aMwHo-1-yuenoneHTaHvMeTaHona B 30mn Tonyona
MepemewwnBaloT B TEYSHME ABYX 4acoB NpW TeMmne-
patype 20°C, gobasnsawT 30mMn eogsl w 100Mn aTMN-
ayetata OpraHuwdeckyto dasy cyllaT Haf cynbda-
TOM HaTPUA W  BbINAPWBAKCT NPW  NOHUXEHHOM
Aaeneruy Llenesoil NpofyKT BeIAENSAKT nocne xpo-
maTorpadin Ha GUNUKarene, 3rNUPYA GMecblo au-
¥NOPMETAHA C METRHOMNOM (B 0OBbEMHOM COOTHOLLE-
HUW 95 5}, T nn =103°C

MNpuMep 36

S-srorcu-3-cnupo-[4-(2-(4-ruaporcvnunepugHo)
atunokcw) yurnorekcaH]-1-[4-(N-(1-rugpokcumeTyn)
UuiioneHTUnkapSamonn)-2-
meTokcubeHzoNcyNshoHWN] MHECNKUH-2-OH

() Ry = 5-QC:Hs, Ry = H, Ry = 2-OCH;, W =
SOE:

a4=4*ccmn£ ; T-Z= -CH,CH,ND—-OH

Cneaya onucaHHol B lNpumepe 32 6) meToauKe
M WCXOPA W3 CoeaWHeHWsl, nonydeHHoro B MNpumepe
35, UeneBol NPOAYKT BLIASNAINT B BUAE TUAPETURO-

R, = 4-CONH
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BAHHOIO QCHOBZHWA MOGNEe XpPOMaTorpaddMKn Ha Ko-
NOHKE C CUNWKATenNeM, 3ro1pys CMEeCk AUXINopMe-
TaHa ¢ METAHONOM (B CBBEMHOM COOTHOLEHUK B2 8),
Tnn =109°C

Mpumep 37

5-aTOKCU-3-cnWpo-[4-(2-
{CeH3MNoKCMKAPDOHUNMETVNAMWHO) JTUIOKCH) LWK-
norekcan]-1-[4-(4-N-Tpet -GyrvnkapGamonn)-2-
MeToKCHBeH30NcyNbhOHWN]  WHACMAWH-2-0H  [CMech
M30MepOoE)

() Ri=50CHs R: = H Rz = 2-0OCH;, W =
802:

R4 = 4-CONHC(CH2)s, T-Z = -
CH;CH;NHCH,COQCH,CgHs

Crnepys onvucaHHoW B [pvMepe S MmeToguke W
ucxoda vz coeguHerus (Il B2) u 2-metokcu-4-(N-
TpeT -6yTunkapbamonn) BeHzoncynbdoHrNxNopnaa,
BEIAENAKT OCTATOK, KOTOPLIA NEPEMELWNBIT B Te-
yeHWe AByX YacoB Npu Temnepatype 20°C B 3mn
HachILeHHoro  rasocbpasHblM  XNOPOBOJOPOAOM
sTunayetata LUeneecd npofaykT nony4awT nocne
noALenaynBaHna 1 xpomaTorpacpun Ha cunukarene,
BMNIOWPYA CMECHIO LMKNOrercaHa ¢ ITunayetaroM (B
obbeMHOM  CcOOTHoWwWeHWn 8 2), rugpoxnopua-
MCHOrWApaT nnasuTea npu 160°C

Mpumep 38

5-aToKCU-3-cnwpo-[4-(2-(kapborcMeTnammnHo)
ITUNOKCH) yniiorercaH]-1-[4-(4-N-TpeT -
oyrunkapbamonn)-2-meTokcnbersoncynsdornn]
WHAOMKH-2-0H (CMECh M30MepoB)

{l Ri=50C:Hs, Rz = H, Rz = 2-0CHz;, W =

2y

R4 = 4-CONHC({CH3)s,
CHXCHNHCH,COOH

B TeueHWe nNonyTopa Yacos KUNATAT ¢ OBPATHLIM
XONOAWMNBHUKOM cMeck 0,6r coefMHEeHWa, NoMyuyeH-
Horo B NpuMepe 37,8r ynknorekcada, 0,05r 10%-Horo
nannagwa-ra-yrne s 10Mn oTaHona, KaTanusaTop
OTRMNETROBBIBAKT W PacTBOPUTENb BHINARUBAKT
Nnpy NoHWxeHHOM aasneHvn Llenesoe coefuHeHwe
BBIAENAT B BUAE AUrMApaTa nocne xpoMartorpaduu
Ha cWnuKkarense, snNUpYs CMECEID RWXMOPMeTaHa C
MeTaHornoM (B o6bemHom cooTHoweHun 90 10), T nn
=199°C

Mpumep 39

5-ruapokcu-1-[4-(M-TpeT -ByTUnkapbamonn)-2-
MeToKkcubeH3oncynedoHwn]-3-cnvpo-[4-(2-
MOPONUHOSTUNOKCU)  UMKNIOrekcaH] WHACMWH-2-0H
{cmeck naomepoB)

(0 Ri1=5-0H, Rz = H, R; = 2-0OCH3, W = 8O;,

-7=-CHCH—N O
T-Z=-CHLH—N O

Crnegya onwcaHHoW B MNpumepe 38 wetoguke n
MCX0AA W3 CoeAWHEHWA, nonyveHHoro B MNpumepe 30,
BEIAENAKT LENeBoA NPogykT B IMAPaTWPOBAHHOW
dopme, TAN = 125°C

Mpumep 40

S-stokcu-1-[4-(N-TpeT -ByTunkapbamonn)-
mMeTokcubeHsoncynbdoHwn]-3-cnupo-[4-(2-N-
OKCMAMOPMONMHOITUIIOKCH) UWKNorekcaH] WHZoNwWH-
2-0H

() Ry =50C:Hs, Bz = H, Rs = 2-0CH;, W =
802a

TZ = -

Ry = 4-CONHG(CHg)5 5
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R, = &-CONHC{CHylg: T-Z= —GH,CH;-I;! 0

!
v

0

0,8mn 30%-Horo nepokcuaz Bojopopa Aobab-
naeT K 0,57 onucanHoro B [Npumepe 2 coeuHeHUs,
pacTeopeHHoro B 10mMN MeTaHona, U peakyMoHHYK
CMECEH HarpesaloT B TedeHwe 16 yacos npu Temnepa-
Type 45°C PacTtBopWuTEnb BHINAPWBAIOT MPW NOHW-
HEHHOM JaBNEHMM W OCTATOK XpPOMaTOorpadnpyroT Ha
CUNUKarene, anNKWpya CMechls AUXNOPMETaHa ¢ Me-
TaHonoM (B cbbemHOM cooTHowerun 85 15) Uerne-
BOW NPOAYKT BblASNA0T B hopMe NonyrnapaTa nocne
NEPEKPUCTANIM3ALMA M3 CMECK LMINIOTeRcaHa ¢
atunayetatom (B oDbemHOM cooTHowerun 40 60),
Tnn =189°C

MpuMep 41

Metuncynecpar S-arokcn-1-[4-(N-TpeT -
ByTunkapbamoun)-2-meTokcubensoncynsdoHun]-3-
cnupo-[4-{2-N-meTunmMopdoNMHUMETMIIOKCK) LWKINO-
rekcaH] MHAONWH-2-CHA

() Ry =950CHs R:=H, Ry = 2-0CH3, W =
SOE:

@
Rg=4-CONHC(CHg): T-Z=~OHCH—HN O
Cl &
s oo,
0,05mn gumeruncynedhata gobasnawT K 0,251
onucaHHoro B Mpuwepe 2 coeqWHEHWs, pPacTBOPEH-
Horo B 2,5MN aUeToHUTRUNG, W PeaKUUOHHYIO CMECh
HarpeBaloT B TedeHne 24-X yacoB npu Temneparype
60°C PacTeopuTenk BRINAPWBAKT W LEenesol npo-
AYKT BLIAENAT B hOpMe NonyruapaTa nocne Kpu-
CTaNMAW3aLu1 M3 AWITUNOBOro atbupa W BRICYLWKWBA-
HUA npu Temnepatype 40°C B Bakyyme B TedeHue 5
vacos, T nn = 190°C
Mpumep 42
H-aToken-3-cnupo-[4-(2-(2-(M-TpeT -
ByTokcHKapSOHMAMWYMM) aMUHO) STUMOKCW) LUKNO-
rekcaH]-1-[4-(4-N-TpeT -GyTunkapbamoun)-2-
meTokcUBeH30NcyNedOHWT] UHAOMWH-2-0H
(N Ry = 3-QC:Hs, Rz = H Ry = 2-0CH;, W =

59345 60
802:
Ry = 4-CONHC(CHz)s, T-Z = -CH:CH>
NHCOCH;NHCOOQC({CH3)s
K pacTeopy 0,11r N-o-TpeT -

OyrunokcukapbonunmuynHa B 2MN aueToHUTPWMNA
npu TeMnepatype 5°C pobaensatot 0,28r beHsoTpua-
30n-1-1n-oKCU-TPUC{AVMETUINAMUHO)-
docdoHunitrekcadTopdocdhara U 0,24Mn TpusTUna-
MuHa, 3ateMm 0,351 rugpoxnopwaa nonyqeHHoro B
Moumepe 4 coeguHeHwa (NOMAPHBIA M3OMER) W ne-
peMeLLWBAKT B TeUeHMe 4-X yacoB Npu TemnepaTtype
okeno 20°C

PacTeopuTent BHMNAPUBAKT MNPH NOHWKEHHOM
AaeneHwu, octatok obpabaruiBaloT sTUNAUeTaTOM U
opraHnyeckyto hasy NpoMBIBAKRT MOCNEA0BATENBHO
OyipepHeiv pacTsopom KHSO./K-SQ4, pH = 2, Bo-
JOR, HACHILLEHHBIM PACTBOPOM ruapokapboHaTa Ha-
TPHs, 3aTeM BOOOH, NOCHe Yero ee CYWAaT Haf Cynk-
daToM MarHuA U pacTeopuTeNnb BHINAPWBAIOT NPH
NOHXSHHOM AaBMEHWW, OCTATOK XpoMaTarpacdupyor
He KOMNOHKE C CWIMKarernem, 2MIUPYH CMEecbll AW-
XMOPMETAHA C METAHONOM (B OBBEMHOM COOTHOLLE-
HiH 98 1) BreigenawT ueneeod npogykt Trnn =
158°C

Mpumep 43

5-xnop-3-cnnpo[4-(N-{3-
AUMETUNAMUHONPOMNK-
onjkapbaMonnMeTokcH)uinorekcaH]-1-[4-{4-N-TpeT -
Bymnkapbamoun)-2-meTokcubeHsoncynegoHWr)
WHAOMKH-2-0H

(0 Ry =5-Cl, Rz =H, R3 = 2-OCH;, W = 8O;,

R4 = 4-CONHC(CH2)s, T-Z = -
CH;CONH{CH3)3N{CHz) 2

Crnefys MeToguke, onucaHHoil B MNpuMepe 42, n
vcxoga M3 nonydeHHoid B lMpuwepe 25 kapBoHoBon
KUCNOTE U 3-gUMeTUnamMuHonponaHa, nony4anT Le-
nesoe coefwHeHne B opMe  TWAROXTORHMAA-
MOHorWfpata, T nn = 135°C

Crnepfys onucaHHeIM B Mpumepax 42 u 43 mero-
OuKam, NyTeM B3alMMOAEWCTBUS Hagnexalum obpa-
30M BbiEpaHHBIX aMWHOB UMK KMGMNOT MNOMNYYalT Go-
efwHenns Mpumepoe 44 - 50, npegcTaBneHHoe B
HUxenpueoAuMoR Tabnuue 2
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TABSIMLIA 2
O-1-2
Ry
N
s
Q
2 )
QCH;4
CO!‘@HC(CH3)3
}I’lpime; R4 T ra Ceonv,conms Iﬂ
N sarse (1) | °C
44 §-0CoHg «{CHzy>- -NHCO{CH2)3N({CHa)a HCL 151
45 5-0C9Hg -(CHzj2- -NHCQO(CH2}3CO0CH3 - 138
45 5-0CzHy {CHzyz- -NHCOCHoN(CH3)p HCI 144
H2O
47 5-0CoHg «{CHzyz- -NHCO(CH2)70CH; 1H0 108
48 | 5-0CoHg «(CHgyp+ NHCO(CHg),CH @ 1133
(NHCOOC(CH)3ICO0C(CH)y | HoO
49 | 50CHs {CHzizr | -NHCOCHNHCOOCH,Cghs) | (5) | 108
{CH),CO0CH;CgHg
50 H CHy -CONH{CH2)20H 05H0 |183

B pbiwenpueegeHHod Tabnuye 2 vcnonssylor
Crneaynwmne yCrioBHuE 0Do3HaYeHus
(M ua TpeT -6yTun-M-a-TpeT -
ByTMNoKcUInyTaMmara NPUPCAHOR KoHpUrypayuny,
(9 H3 y-BeHsunosoro achupa
BeH3UNoKCUKAPBOHUNMYTAMUHOBOR  KUCMOTI
poaHOR KoHDWIypaUum
Mpyvmep 51
H-aToKcK-3-cnupo-[4-(2-rNuyUNaMUHOSTUNOKCH)
yuknorekcaH]-1-[4-(4-N-TpeT ByTunkapbamoun)-2-
MeToKcUBeH30NcyNsdOHWT] WUHEOMWH-2-0H
(1 Ry = 5QCHs R:=H Rs = 2-0CH;, W =
2
R4 = 4-CONHC(CHa)s, T-Z = -
CH;CH;NHCOCH NH»

N-ot-
npu-

Mpu Temneparype 5°C, 3MN HacbiWeHHOrO pac-
TBORA ra3ecbpPasHOrC X1CPOBOACPOAS B 3TUNnauera-
Te gobasnawT K cycnensun 0,3r nonydyenHore B [Mpu-
Mepe 42 coeAWHeHWA B 3MN  ITUNAUETaTA W
nepeMeLlMBalT B TEYEHWE ABYX YACOB NPU KOMHAT-
HOA Temnepatype PacTBOpMTENL BLINAPWBAT, OC-
TaToK KpUCTaNMU3YIOT U3 AUSTUNOBOrO 3cupa, CyWwaT
B BaKyyMe, Norny4yas LenesBon npogykr 8 doopMe rag-
poxnopuwia-guruapata, T nn = 168°C

Mpumep 52

5-sTokcu-3-cnwnpo-[4-(2-(4-
kapbokcubyTunammngo)sTunokcn)yMrnorekcan]-1-[4-
{4-MN-TpeT -DyTnnkapbamoun)-2-
MeToKcHbeH30NcyNbOHWUM]UHAONUH-2-0H

() R, =5-0CsHs, Ry = H, Rz = 2-OCH;, W = S0,
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Ry = 4-CONHC(CH3)s, T-Z = -
CH:CHNHCO(CH;);CO0H

3 nonyyeHHoro B [puMepe 45 coeguHeHWA W
cneaya onucaHHod B8 [Npumepe 8 MeToAuKe, NyTeM
nepeatepurKalui NpU MCNONLIOBAHWK BEH3UNOBO-
ro CNupTa, 3arem MyTeMm FMAPOTeHONM3a nanydarot
ueneeBown NpoRykT, T nn = 117°C

Mpumep 53

5-sTorcw-3-cnnpo-[4-(2-L-y-
myTaMunaMuHe)aTunokeyyvknorekcar]-1-[4-(4-N-
TpeT -ByTunKkapbamonn)-2-
MeTokcHBeH30NCYNbGOOHW]UHAONUH-2-0H

() Ry =50CHs R:=H Ra=20CH:; W =
SOQ:

R4 = 4-CONHC(CHa)s, T-Z = -
CH:CHNHCOCH ;CHCH(MNH)COOH

Cneaya onMcaHHOM ANA NOMNYYEHUA GOoBAUHEHUS
Mpumepa 51 W vcxopa w3 nonydeHHoro B [Npumepe
48 coegWHeHWsA, NONYYaKT LUENeBoU NPoAYKT B BUAS
rmgpoxnopupa, T nn = 230°C

Mpumep 54

H-aToKew-3-cnnpo-[4-(2-L-
NUPCMYyTaMUNaMHMHO)3TUNOKCK L MKnorekcaH]-1-[4-(4-
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N-Tpet -6yTunkapbamownn)-2-
MeToKCHDeH3oNCYNBEOHWM]MHAONUH-2-0H

() Ry =50C:Hs, Bz = H, Rs = 2-0CH;, W =
S0;,

A=4~CONHC(CHglg;  T-Z =~GH,CHNHCO “‘QN}
h

Cwumeck 0,245r nonyuenHoro & [pumepe 48 co-
efwHeHws, O0,5mn uwknorekcagueHa W 0,25r 10%-
HOro Nannagusa-Ha-yrne B 2Mn STWnNauleTaTa Harpe-
BatoT npw 80°C KaranusaTop oThWNETPOBLIBAIIT,
INETRAT BENAPWBAKCT NPW NOHWMEHHOM JaBleHNY,
ocTaTok obpabaTeiBaleT 3TUNALETATOM W OpraHuue-
Ckyto ¢asy NPOMBIBAIT HACLIWEHHBIM PACTBOPOM
rugporapbonata HaTpwsa PacTeopuTents BoiNapuea-
KT NPHW NOHUXEHHOM AABNEHWM W OCTATOK XPOMETO-
rpadonpyroT Ha KOMOHKE C CUIMKarenem, amonpys
CMechi JUXNOPMETaHa ¢ METaHOMNOM (B OBbLEMHOM
COOTHOWeHWK 88 2) [lonyuyeHHBId ocTaToK oBpaba-
THEBAKT QUSTHMNOBEIM 3HUPOM W OTPUNETPOBRIBAIOT,
Tnn =171°C
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