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{57) BaobpeTeHHe xacaeTcH 3aMeNeHHHIX
reTeponHKMHIeCKHX coefuHeHHtt, B yacT—
HOCTH MpoH3IBoAdux TeobunnuHa obmei dop—
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rge A — OpAMOG MM é%aaeTBneHHhm
C,~C -ankunen nnu rpynna ~CH,~CH(OH)CH,-
- NOPAMOH MNH pDa2BETBIEHHpH ANKHI,
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Cy~C, ~LUHKNOANKMT, 2-3TOKCHSTHI, KapGo-
uun-(C,~C —ankun), rpynna =(CH, }, -
-CHZNRQRQ, n=101,2,3; R, a R, -
npaMoll WM pasBerBaeHnuit C,-C,—amxun
HIIH BMECTE ¢ aToMOM asora obpasywT
IUIepHAMHOBEE, MOphoNHHORK, NHPPONY-—
OUHOBE HNKH UHOCPAIWHOBLIL HKIT, B KO-
TOPLIX ATOM 230T4 MOXeT OuTh 3aremen CH, ;
wim R, - OH, we- w s avementm T FaE- "
pokcunoM benwn, THApPOKCHM, GeHawnnm,

2, 2-mudeHUNI3THII, TeobHNAUHAN-7-MeTHT,
HIIH HX KHCAOTHO-afAHTHBHHIX COleH,
Bemectsa (I) Moryr GbITh MCROJb3ODAHLI
B MejHUMHE Xak NMPOTHBECKAmWIEBLE Cpep—
crBa, [AnA BoiABNEHWs AKTHBHOCTH CpeniH
[IPOH3BOOHBIX YKAa’dHHOIO Xfacca monyde—
Hut HoBple (1) ©nNBYME BapRaAHTAMH CROCO-
Ga, Ilo opHoMy BapHaHTy nomydawT I us3
amugokcnma (rpynna A-C(=NOH)NH,)
sgupa R - C(QJOR,, rpme R, yxasano sst-
me, R4 -~ C ~C,-aJKui, B NPHCYTCTRHH
THEDOOKHCH IGENMOYHOTO HIH MEeNoYHO3e—
MEJIBHOTO METANINA HWIH €0 ankorolara

B Cpelle OpraHHYeCcKore pacTBOpPHTEIR

C BoEMeHHeM LUEeAeBore NMPORVKTA B BH-
pe CCHOBaHHMA unmu conu. llo gpyromy ea-—
PHAHTY fROAyuawT L H3 aHAMOTrWUHOIC aMH—
mpoxcuMa # xucnote Ry — C(O)OH, rge ™~
R? ~ YKaJaHO BMIe, HJIH €e ALHIHPYN—
HEro NpoOH3ABOOMOIC. < AOCAERYWSEN uwr—
nH3aMet NOIYYeHHOro auunaMHOOKCcuMa
npa pH 6-8, npeamymecrtBenuo 6,6-7,4,
HeneitanHAa nokasmBawTt, 4To 1 MeHee Tok-
CHYHE H GoNee AKTHEHL, 4YeM H3BeCTHHE
TPOTHROKAWIEBHE CPpencTBd — KOMeWH H
npeHoxcAHasuH, 2 c¢.n. $east, 2 Tabsa.

T T ot BT s

Ry '"iSE; 23]

¢V




4

1 » 1322981 2

HaoBpeTeHre oTHOCKTCA K Crocoby
NonyJdyeHHA NPOHSBOOHLIX TeodHNMAMHA HIH
HX RKHCHOTHO-ANMTHBHLX dapMakonorsuec-
KH TpHeMIeMsit cosell ~ HoBwX JOHOMOTH-
YeCkH aAKTHBHBIX COeNHHeHMM, KOTODbie 5
MOTYT HAfTH NpHMEeHeHHe B MeOHIUHHE,

Hens H3o6PETeHHA = NonydeHHne HO—
BLIX TPOM3BOAHMX TeodManana, obnanaw—
KX NpOTHROKAINIEBLM NefCTEHEM ¢ BLICO-
KOl TepaleBTHYECKOH AKTHRHOCTLH H 60—’
fleéee HUIKOW .TOKCHUUHOCTRIO,

Mpumeyp 1. A, 25,2 r 2-(reo~
dunnHE-7~HII) ~a e TAMHAOK CHMA DACTBODA~
wr B 250 M0 YKCYCHOTO gHIHADHOZ ODH
HarpepaHwH., PACTHOP OCTaBNAWT CTOATH
B TeweHHe HOYM B Ha CIeaVvioIHA JeHb
cqamupalT ¢ 250 Mn onsrtunororo sdupa.
Honywawr 27,6 v (94%Z) 2-(Teodunnnu~7=
i) O-EuETHnaueTaMHnOKcuMa, XOTODBEL
MraBUTCA TpH 20] C {wa srtanona). 20

B. 25,2 r _2 (Treodunmuu~-7-un) ~auer-
aMHECOKCHMAE B cmecH #u2 400 un Geapoglo—

15

,TO aueToHa u 10,2 r TprarunaMuua npu

gepeMemnHBaAHMH BBOOAT BQ HI3aHMOLEHCeT-
Bue ¢ 78,5 r anermnxnopupa. llonyuawt
23,1 ¢ (787) 2-(rnodumrmu~7=-un)-0-
AlETHNAUE TEAMHOOKCHMA ,, KOTODHIE NNaBHT—
CH IpH 201°¢,

B, 2,94 r 2- (Teu@ﬂnnuu—?-nn) O-aue-
THnaueTaMHooKcHMa B 20 M nHpuaHHa B
TeyeHMe 2 4 HATIPEBAWT HA BOORHOH Ga-
He, 3ZaTeMm pAaCTBODHTEN, OTTOHAWT NPH
OOHIKEeHHOM JaBNeHHM. OCTaToK KPHCTan™
nsavier W3 Bogw. [lonyvawr 2,58 v (93%)
'7*[(5—METHn“l 2, 4-okcappnason-3-un)-me-35
Tuﬂ]-THo¢nnnnHa, KOTOpPKII MNaBHTCA NDH
135-136°C.

IpxknHaanki MOXHO OCYmLEeCTBAATL, Oe-
DA BMeCTO NHPHAWHZ TakEe YKCYCHEL aH-
THOPHI, VKCYCHYW XHCMOTY HOM CMeCh
060X .

I'. 5,12 r 2-(reodunmuu~7-un}-ayer
aMHMOoKcHMa B cmecH M3 |20 Mn VKCYCHOMH
KHCHOTH B 8 MII YKCYCHOTO aHruapufa B
Tewenue 2 4 HAI'DeBAWT HA BOOAHON Ga—
He, IMocne oOTroHKH PECTBODHTENA IIONY—
wapr 16,06 r (912) 7-[(5-MeTHn~1,2,4~
oxcanguason—3-un)-— METHH] Teo¢mnnuna,
KOTOPLEL TINMABHTCA TPH £35°C {H3 MeTa-
Hona). :

25

40

0. Cmeck U3 5,04 1 2=(TecdrnnuH—
J~ua)}-aueramuporcuma, 2,16 r merunara
HaTpuA, [0 Mn arunanerara v 200 mn
TORYOoIa MNpd NepedMellHBaHHH KMIIATAT B
TeyedHe 2{) U ¢ Hacagkol nnes BoOOOOTOE—
JleHun. B TedeHHe 3TOTQ BpeMEHM B LEJOM
HofSapagwr Kk cMecu emie 10 wmn srTunaue—

55

Tata 8 5 nopuwit, Hocne pomapepaums
PACTBODPHMTENA M XPHCTAUIMSANMM H3 BOMAL
nonyuawt 4,1 r (74%2) 71- [(5-merum
l,2,&—oxcannason-3-nn}—MeTHn]—Teo¢un~
AuHa, Koropudl naaepdrca nmpu 135-136 C,

E. CMech na 3,04 r 2-{reodstrinun-7=
un)-aneramugokcuma, 2,16 r MeTHnara
HaTpua H 0 mn aTHRayerara B°150 M
MeTaHoa BhpoeprusawT npa 100 C B Te~
yenpe 8 u nop gamnewmeM ¥ OpH [locTO=
AHHOM BoTpAXHBaHuW, locne obpaboTky
nonyqamT 4,8 r (87%) 7- [(5-mernn-

b 2,4 oxcannaaon—3~nn) MeTnn]-Teo¢nn-
fmMua, XoTopwit nnamurcs mpH 135-136°C,

. 2,94 r 2-(reodunnuu~7-un)-0-
aeTHI-ageTaMEgokcHMa p 20 mMn ykeye-
HOM KHCNOTH XKHIOIRTAT B TedendHe 2 94,
Monywawr 2,62 r (94%) 7- [(5-mernn-

.2,k-oxcunuason—B—Hn)-uerun]~reo¢nn-
NKHE, KOTOpwH NIMABHTCHA NpPH 134-135°C.

3. 29,42 r 2-(reodmniuu~T7-un) -0~
AleTHI-aMHOOKCHMA pacTeopaioT B 400 Mn
BOMLE HDPH 97-99°C u ¢ NOMOIMBI0 TPHITHA~
aMuu#a yvetanansnusawT pH 7. PacTBop B~
[AepXHBEART B TeUeHHe 3,5 9 NnpM yKazaH-
HOH TEeMIepaType H 3aTeM ¢ MOMOmMbI CO-—
NIEHOA XHcHoTt yeravaenmueawr pH 1, Hoe-
ne 3KCTpakpMH 4 pasa no 50 un gexnop~
3TaHa, OTIOHKH PAacTEODHTENIH H lepe—
KpHCTA/LIH2ALEE OCTATKA X3 BOOH MGy~
yawt 24,5 r ?-[(5~MeTnn-1,2,4-oxcnnn—
aBOﬂ*3*Hﬂ)—METHn]—TEO¢HHHHH3, KO TOPLU
HNABHTCA TIPH 135-136°C.

H. HenonnayveMuii B npHMepax aMHOOK™
CHM OONy4YdpT CHemyrmuM cfpasoM.

10,96 r 7-nuanMeruareodunouua,
7,64 T rHOPOKCHAAMHHTHIDOXIIODHAA ,
5,98 r Metunata HaTpua ¥ 50 MT MeTa—
HONMa KHNATAT Ha BOOAHOH GaHe B TeUe—
HHe 5 u. [onyuawt 9,85 r (78%) 2~{reo-
dHnnuE—7-fn) - aleTaMEgoXcHMa, KOTOpPBIE
AIAaBUTCH NPH 224°C {us mopHOro ara-
Hona).

K. Henonbsyessliil B KadecTBe HCXOA~
roro pemecTBa (-aueTHNAMHAOKCHM TONY-
Yawrt crnenywmuM ofpazoMm.

Cqecs u3 25,42 r 2-{reodunmun~7-
un)-aneramMuagorcuma, 100 Mn guxnop~
srana u 10,8 r yxcycworo anrdppuga mne-
peMemHBawT B TeueHMe 3 4 npu 50~55°C,
llocne oGpaSorku nomydapr 28,8 r 2-

( reodmrmme—7-un)}—0- anernnamnnoxcnua,
KOTODMIT MMaRUMTCHA NpH 197~ 198° C, u TOT~
wac MOXeT mepepafaTMBAaThCR Janed.

Dpumep 2. 25,2 r 2-(reodun—
NHH-7=-un)-apetaMugokcuMa B 400 Mn Bea-
BoAHOCO AleToHa B NpHeyTeTBMH 8,6 r
GuxapbowaTa HaTpHA ALHTHPYRT pPacTBO-
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pam .3 r xmopancTHnwicpriaa 8 40 mn
auernna. TTonryuanT 27 r (83%) 2-(reo-
HIutHH-7=un ) ~0-xnopane THA-aUe TaMHEOK—
c¥Ma, [poayrT BHCYIMBAWT B BaKyyme

(133 Ta) npu 105°C fno nocTomuKoro Be- 5
ca (npuMepuo 20-60 muH) . llocne nepe-—
KPHCTANIS UMK H3 METAHONA NOSyYanT
19,1 r (62%) 7~ ES-xnopmeTHﬂ 52,4
OKCaHaIon—3~HiI)— MeTnn]—Teo¢unnHHa,
KOTOpbt NiaBHTCA npu 146~148°C. 10

Tpuwmep 3. A. Cuecyr s 5,04 1
2- (Teodunnuu-7—Hn) - 4te TAMHACK CHMA
2,16 r metHnara Harpus, 6,37 r stuno-
BOTO 3DHpA RHUAITHIAMHHOYKCYCHON KHC-
j0Ts M 100 un Tonyona XunaTAT B Teue- 13
Hue 1,5 4. Kvnamyw cMech BLITaPHEBAKT
H OCTATOK Nocle BHNIpPUBANMA KPHCTa/l—
mayerT w3 aeknorexcana, Nonyuawr 5,4 F
(327) 7- Rs‘nHSTHHaMHHDMeTHﬂ-],2,4”
OKCaﬂHaSOﬂ)‘METHH]*TEO@HHHHH&, xorc— 20
petlt muasurcen np 68-70°C. Tugpoxnopug,
nasurca mpi 206~210°C.

B. Cvecs n3 9,0 r 7- [(S~xnopmerun—
»2, h-oxcangmason-3-nn)-meTni |- Teodrn-
AvHa, 6w BusTwhewBa u 50 Mn tomy- <7
ona nepeMewHBanT B TeueHwe § u wa Bo-
O#AHoH 6aHe M 3areM BRIAPHBALT NpH 10~
HixeHHOM RaBieHru. OCTATOK MNPOMBIBAKT
BOZOH ¥ 3areM pacTBopsrT B 50 Mn ro-

pAYero »tTanona. PacTBROp CCBETAANT €
MOMOMbY K THBHPDOBEHHOTC YIH# H CMEIH-
BAWT ¢ CONRHORMCNEM artasionoM. IHomgyua-—
wr 8,3 r 7- [(5-mmaTHnamunome THI-
1,2,4*0Kcanﬂa303-3—Hn)—METHn]—Teo¢nn—
NHHTHAPOXIOPHIA, KOTODHE TNaBUTCA 35
npu 207-210°C,

B. K pactropy 5,04 r 2-(reodmmnuu~
J-un)-aneraMunokcuMma B 40 M1 SeaBop~
HOTO NHDHIHHE UPH NepeMemMBAKHH M OX-
naxpenun (Makcumaneho npu 20°C) npu- 40
kammipawr 3,0 r B3 THIAMHHOAE THIZKIO—
puna, PearupoHHYO CMECh NepeMelHHAalpT
B TedeHHe | 4 IpH KOMHATHOH Temnepa-—
TYPE M 3aTeM B Teuekue 2 Yy na spojaxof
Sarne. CMmechk BRNAPHERAKT JOCYXA H U3
oCTaTKA B 3T4HONe OBpasyeTca IHIpPO-—
xnopun. ifosyvawer 6,1 r (83,87) 7-
Eﬁ‘ﬂHﬁTﬁnaMHHOMETHH , 2, 4-0Kcamnason-
B—Hn)-METHﬁ] T&O@Hnnnﬂ—rnnpoxnopuna
xoTopmﬁ nnasurca npn 208-210°C, 50

. K cycneuszun 3,27 r noRyYEHHOTO
coriacho npumepy 2,2~ (veodumauu—7-un}-
C~xnopaneTHnaneraMugokeuMa 8 20 s To-
Iyofa TPHKANBIBAKOT 3 MR HHITUIAMMAY,
Cvecs xunaraT B teugdue 8 «o.llonyuen-
MR € CONAHOKMCILM 3TaHogOM 7= [{5=au-
sTunamuasometTan—1, 2, f-oxcamason-3I-uny—

MQTHH]*TEO¢HHDHH*PHHPOXHODHH NIABHAT~
ca npu 207- 209°C. Bwxom 2 e r (7172),

A. Cueck uz 5,04 ¢ 2- (Teo¢nnnun—7—
Hid-anetampaoxcHMa, 2,16 r MeTunata
gatrpua, 6,37 r 2runosore adupa ZuaTUN~
aMHHOYKCYCHON kKHenotet # 80 Mn meTano—
A4 MepeMettHeanT NMpu 100°C B AAKPHITOMN
cHCTeMe Non HapienneMm B Tedempe 10 u,
Mocne o6paborku nonyuant 5,2 © (807)
7= [(5~nuaTHnaMHH0MeTHn—I 2, 4=oxcapgu-
a30n~3-nn)—mewnn]—wvu@uunnﬂa KoTo=
PHT OMABUTCR] Tpu 69— 70°¢C {us UUKIOTEK-
caHa).

E. 30,9 r 7“[IS"XHODMETHH—],2,4-
oxcanﬂason*B*Hn)-MeTHn]-Teo¢HnnuHa
u 18,6 r dranumupa kanus 8 300 mn gu-
Me THNGOPMAMHLA KHNATAT MpPH NOCTOAHHOM
TepeMenyBAHAK B TeueHHe & 4. Jumerun—
dopMaMHp OTPOHANT HDH NOHHEXEHHOM MAB-
HeHHH, ocTATOK pacthpawr ¢ 300 mn arta-
HOna, cMewHpawTr ¢ 5,2 r rdgpazuHran-
para ¥ HarpesawT 2 4 Ha BOAAHOH GaHe.
3aTeM CMECH CHIILBHO NOOKHCIART BOXHOMN
CORAHON KHCIOTOH, KHOSTAT W KHIAmHN
PACTBOD MALTRYRT, PUALTRAT BuMADHBA-
pT. [lyreM KPMCTANNMH3IAUAKR H3 MeTaHO/Aa
nonyvawr 24,7 v (74,2%) 7-[(5~amuno-
METnn—l,2,4-0Kcanna30n~3~un)—meTHn]-
TeodHITIHE~THAPOX/IOPHAE,, KOTODPHH TIa—
BHTCA fApH 204-207°C.

. 3,3 r 7-[(5-ammmomeTnn~1,2, 4~
0KC3RH3305‘3‘HH)*METKH]‘TEG@HHEHH—
ruapoxaopuna, 0,8 r dopMmaTa HaTpHA
1 30 mn 907-Hoi MypaBbHHOHA KHCIOTH
HATpeBANT HA BOAAHOM DaHe A0 Tex nop,
10Ka Bce He pacnnapurcH. Nocne oxmam—
penus poGasmawt 4,5 mn 307-woro dopm-
anbaeTHOa. CMech HATPEBAWT Ha BORAHNDH
Gade B TeUeHHe 8 u, 3aTeM BMIAPHBIWT
Jocyxa H OcTatok pactepawr ¢ 10 mn
10%-Horo pacTEOpP2 IHAPOKCHOA HATDHA.
OpragyyecKoe BEmMECTED 3KCTPalHpyRT
xnopodopMoM. € CONAHOKHCNEM 2 TAHOMOM
monyzanT 1,95 r (55%) Tﬂ[IS-nHMETHn—
ampsome Ta— 1, 2, 4~okcaguazon-3-un) -Me~
Tnn]*Teo¢nnnnﬂ—rﬂgpoxnopnna, KOTOPRIT
mraButea npx 211-213°c,

3. 3,34 ¢ 7- [(S-ammmomeTun-1,2,4~
oxcaqnaaoﬂ~3—xn)—MeTnn] S -
poxnopuna ¥ 4,5 r xapBouaTa kanHuA B
80 wn aumeTun@opMaMuﬂa NpH KOMHATHON
TeMneparype cmemmBawT ¢ 2,2 © 3THR-
6poMuaa H NepeMemMBawT 7 4. PacTropu~
Tenk ATFOHAIT NPH NOHAKCHHOM Haple-
HAH, C CONAHOXHCAMM 3TAHAIOM MOOYYAWT
2,2 r {B2%) ?—[IS-QHJTHnamnnomeTnn~
1.2, 4-oxcagua son-3-un) —meThn|] ~reodmn-

A ——
it = ki
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NHH=THAPOXNOpHOE, KOTOPRHE OMaRuTCcsa
mpu 207-208°C {artanon).

Npumep 4. A. Cmecs uz 25,2 r
2-{reodunnun~7-pn) -aneTaMHAOKCHME ,

200 mn romyona, 6,8 r MeTHnara Har-
pus 1 34,6 © sTHIOBOTO admpa P ~apaTun-
AMHHOIIPOTIHOHOBOH KHCNOTH B CHaGxenHof
BOgoQTHeANTEneM Konabe NpH NoCTOAHHOM
nepeMeMUBAHHKH KHIATAT B TeuyeHHe & u,
Hocne ¢wneTpaumu ¢ moMombie 11,6 ¢
ManeHOBOR KHCAOTH 06Gpa3yeTCsa COJib.
Monywawr 40,5 r (857) 7—[(5~(2—nH3THn~
ampnosran-|-un)~1,2,4-oxcaoraaon-3-
Hn)—Mernj]- TeODHIUTHHMANENHATR, KOTO~
poiit mnagnTCcA npu 127-128°C,

B, Cmecrs u3a 5,04 r 2-(reodbunauyg—7-
HI)}~aneraMyporcaMa, 2,16 r sernmara
Harpus, 6,4 r stwiosoro sdumpa MLTHI—
AMMHONDPONIHOHOBOMN KHcnoTet # 100 M1 ToO-
Nnyona BBOJRATCA BO B3aHMOOeHCTBHE CO=
ranacHo npeMepy A, Honyuawt 6,3 r (87%)
7- [(5- (2~puaTunamunosvan~-un)-1, 2, 4=
OKCAmMA SO 3~Ha) —MeTHI |~ TeodMnnuHA,
KOTODHI! ttapures npu 69-70°C (umxno-
rexcan),

B. K cmecu uHs 25,2 r 2-(reodmnnsn-
7-un)-aneraMumoxcumMa, 400 Mn anetowma
u 8,6 r SuxapSoHara HATPHA OoSapnmoT
pacrBop 9,] I xnopaHIHOpHiza aKpRICBON
KHucIaTel B 4C Mn ausToHa. lomyuawnT
28,! r 2-(reodunnun-7-un)-0-akpounn—
aneTaMHOOKCHME, KOTOPEE TIABUTCH NpH
160~165°C {MeTauon) ,

' 6,12 r cuporo 2-(recdunnuu-7-

5

1322981

10

15

20

25

un}~0-akpoun—ane raMHAoKCHMA BMecTe ¢ 35

25 M1 ZMaTHIAMMHA HArpeBawT HAa Harpe-
To#t Oo 110°C 6ame » rTeueHsue 6 u. Qc-
HOBaHME OTTOHART HPH NMOHIEeHHOM JaB—
JIEHHH, OCQTATOK KPHCTAJNIHIYIOT M3 LHK—
norexcana. Homyuawr 5,8 r (807) 7-
[(5-(2—nHSTHnaMHH05TaH— -un)-1,2,4=
oxcannason—3~an)~METuﬁ] Teo¢unnuﬂa,
KOTOD®I MMaBHTCH NpH ¢ 8- 8o°c.

I. Cmechb uz 12,6 r 2-(reodwmnnun-7-
uin)-ageraMuaoxcuma, 10 r sTunakpunara,
5,2 M1 guaTHRamiHa, 3,4 I sTHmara HaT-
pva B 200 »mu sTaHona Iop AaBIeHHEM H
TIPH MOCTORHHOM NepeMeudBadHHH KHOATAT
npu 10°C B revemme 15 u. 3ateMm nomyva-
0T CONb C MajlexdHoBOH KHwIoTon. [lonmy-—
vair 14,5 r (61%) 7-[(5-(2~musTunamu~
goarau~l-un)-1;2,4-orcannason—3-un)-

40

45

MeTHn]—Teo¢nnnnﬁ-uaneHHaTa KOTOPHIT
J1ABHUTCH TIpH 126-128°C.
B. Cmech ua 12,6 r 2-(reodunnuu-7- 5

#wny-aneramrgorcrda, 10 © sTHnaxpunara,
280 M stamona ¥ 3,4 s3Thara HATPHA
IIPH TepeMelBHBANHH KHNATAT B TedeHHe

]

15 v, Nonyyawr 16,0 r (957) cuporo
?—{(5“(2—?TOKCH9THH]“|,2,4—0KC3HH330H-
3-un)-mernn]-reodunnmua, fponykT B

20 Mn OHPTAIAMHKA TIDH I€peMemHBIHUH

B TedeHus 8 4 BHEEDEMDAT HA MaClAAHOH
GaHe ¢ TeMnepaTypofl 110°C. 3arTem Bu—
NAPUBAIT MPH TNOKHXEHHOM JaBNeHHH, oc-
TaTOK HpOMMBAWT NYTEM paCcTHPAHMA € BO-
ACH M B KHIAmMEM 3TaHole ¢ nomomhw

5,8 r ManeuHOBOR KHCHOTH nonyqawr
coste. Honywawr 16,2 ¢ (687) 7-[(5-¢2~
AusranongamuHo’TaH—1-un)~-1,2,4~okea~
aHason-3-num)- METHH]-TED@HHHHHM&HEHHa-
ta, KOTOpwA muanurea npr 125~128°C.

K. Cmecp na 5,04 r 2-{(reodpunmuu—7-
W) =auerampuokcuMa, 4,8 r atunosoro
sdupa akpHn1opod xucnorTet, 2,16 © 2TH-
nara warpuAd # 100 mn Merarona npH ne-
peMemsBaHut M MO JABNeHHEM Bull@pRH-
BawT B TeueHue 12 ¥ npn 100°C, TNocne
OTTOHKH PACTBOPHTENA OCTATOK KPHCTAI-
aHayieT #s ponm. Honyuwawr 5,3 r (877%)
?—[(5—(2-0KcnaTﬂn)-l,2,4-0Kcanuason—
3—un)~MeTwi |~ TeodunIUHA, KOTOPMHE mra-
BHWTCA IpH 145°C. Culpoe coeauHeHHe B
cmecd u3 20 mn rtromumuiopugd B 20 i
SeH30na KHAATRET B TeueHHwe 2 u, locone
OTrOHKH pacTBOpHTens ocraercs 7-—[(5-
(2-xnopaTun)—-1,2,4-oxcapuazon-3-mun) -
MeTHII| - TeoPWITHH, KOTOphil tocne [o-
Gapxr 50 mn guMetnapopMamupga, 6 Mn
OHSTHIAMMHA H 5 © KapBowaTa KamHA IIpH
HHTEHCHBHOM TIeDEMENHBAHHM BhifepaHBa—
©wT B Teuedne 10 u npa 100°C, MHomy~
yawt 4,4 ¢ (617) 7“[(5“(2—HH3THHEMH‘
HosTHn)—-1,2,4-0kcanuason—3~un)-me~
T4 |- TEOPUINHHA, KOTOPs MNABHTCH NpH
65-68°C (yuknorexcan),

Opumep 5, Cuecb uz 5,04
2~ (reopurve—7-HN} -ane TAMHACKCHMA ,
5,76 r >THIOBOrc a3dupa JIeRYIUHOBON
KHCJHOTH, },12 I' rAmpoKcHAOA Kanua Hu
100 mn ronyona B cHABXeHHOH BOJZOOTHE-
nmuTeneM Konbe NpH NepeMemHBaHHH KELH~
AT B Teuenue 1,8 u. MNoayuawr 5,3 r
(83%) 7- [(5 (6yran-3-ou-1-um}—1,2,4-
oKcagnason-3-wr) —MeTusn} —TeodunmiHa,
xOTOpHi mnaBuTes npH 135-140°C (sTa-
HOST) .

Opumep 6, 3,32 r nonyyeHgoro
corfacho npHMepy 5 7- HS—(GyTaH-S—OH-
I-Hn)—l,2,&-oxcannason"3—nn}~meTﬂn]~
reopunnuHa B 80 mn GeHsona HarpeBawt
BMecTe ¢ 6 M H3ONPONHRAMHMHA TOA OaB—
nenueM u npu 80°C M BumepxMBanT 4 1
npH »ToH Temnepatype. [locnme BemmapuBa-
HUA, ocTATeK pacTROpAnT B 80 Mm MeTa-
Homa # BoccranaBmusawr 0,8 r rerparup-

.
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poboparta Hatpua, [oagyuaor 2,0 r (537)
7'[(5'S“HSOHDOHHHaMﬂﬂo-GYTaH—l"HH)“
t,2,4~oxcanuason~3-un} —MeTun |~ re odrn-
Joiga, KOTOpsil MmaBMTCR Npd 55-61°C.

DOpumep 7. Cumech u3 25,2 r 5
2- (reodmnnui-T7-un) ~aneTaMunorcHma,

200 mn Tomgyona, 6,8 r MeTmnata HaTpHA

a 37,4 r sTunomsoro sdupa E—HH3THHEMH—
HOMACARHON KUCHOTH BRONAT BO BIANUMD—
AeficTBHEe cOrnacHo npHMepy 34 Tlony~ 10
wawr 38 r (77%) 7- [(5-(3-nuarunamuto-
nponan-i-un)-1,2, 4~okcaguazon-3I—un) -
MeTHn] —TeoHINTMEManenHara, KOTOopHf,
naaeuTex npu 119-121°C.

Opuwvep 8, CMechb us 25,2 r i3
2-{ Teoduruinn~7-un) -ane TaMHOOKCHMA,,

200 Mn Tenyosna, 6,8 r mMeTmmaTa HaTpuA

u 40,2 r srraopore sdupad —gusrunamm-
HOBAMNEPHAEOBOW KHGJIOTH BEOOAT BO B3a-
uMoOefcTBHE ONHCAHHWM B IPHMEepe %A 20
obpason, Monywawr 40,9 r (817) ?—[(5~
(4-puaTHnamuno6yTan- 1 -mn)~ 1,2, 4~oKxca=
AMason=-3-wr) ~MeTI | - TeOQHILTUHM AT eHHa~
Ta, KOTODBIf NJIABUTCH NPH 130-132°C.

Mpumep 9. A. 13,3 r amupoxcu25
Map-(weowunnnn—?—Hn)-nponuonoBoﬁ KHC—
Jgors pacreopawr B 40 M ykoycHoro au-
rHOpHAA H KHAATAT B Tededne ! u, Mo-
ayvawt 5,1 r (B8Y) 7~[2-(5—METHn— '
1,2, 4~oxcaguazon~3-un)—2Tau~1-un |~reoc 30
dunnuHa, XoTODH mwnapuTcA npu 115~
116°¢ (srunauerar).

B. Cmecs H3 2,6 r aMHOOKCHMA
}(reo¢unnnn—?—nn]—npcnnouosoﬁ KHCAOTH,
0,68 r stunara HaTpuA, 10 Mn sTHnane- 3§
rata H 30 mn sTagona HaTPeBaT Mol
papneHsiem ac 110 C v BoimepxyBawT npH
aToil TemmepaType B Teuenwe 12 u. Tlo-
nyuawr 2,2 v (76%) 7-[(2-(5-merrn-
1,2,4-oxcanuason—-3-un)~sran- i—uu |~ Teo40
dMnnmEa, XKOTOpEE! nnaBWUTCeA npu 13-
115°C (sranon).

Opumep 10, A, Pacreop 39,19
MeTannHuyeckorao Hatpusa B 500 mn merta-
Honla pofBapnsaleT x pacteopy 118,4 r ruo4s
POKCHAaMHHTHApoxnopupa B 1000 M ku-—
namero MerTaHona, [locite dunbrpanydy
dunerpar goSasnmer k 112,6 r 7-(2~rmn-
DOKCE~3-IMaHonponau— I ~wi) - Te ofHitHuAY .
Cmecp HarpeBawt B TeueHwe 30 u. Iony-30
qawpr 125,0 r (93%7) amupgoxcuma 3—(Teo-—
dunrmH— 7 -1n ) - 2-okCcunpononoBoll Kucno-
TH, KOTODas NANABUTCA TIPH 200~-202°¢.

B. 6,28 r momy4eHHorc B Opentiymes
o, A amwokcuMma BvecTe © 1,38 r atH- 55
nata Hatpusa, S0 mn srunaunerara u °
100 Mn 3TaHoOna KUOATAT PR IepeMemH—
Banuy B Teweumwe |2 uwacos. [losyuamr

5,7 r {897) 7-(2-nrrp=3) S~meorun-
1,2,4-okcanuason-3-un- (nponau-1-un)~
reodUNINUEA, KOTOped Niad4pdtea npu 148-
150°C (9r1anon),.

Npumep I, Cvecyr na 12,56 r
MONYYEHHOTO cornachHo nipumepy 10 A amn-
poxcama, 14,80 r atunosoro sdupa -
HHNEPHOHHONPOMHOHOBON KUCAOTH, 2,16 T
MeTHnara HaTtpua # 200 Mmn ronvosa Ku-
MOATAT B TedeHus 5 u, [locne gunapuba-
HHA OCTaTokR ofpabaTuBaloT CMECDI Gen-—
aoa ¢ 0uPoM B cooTHomexdumu l:l, TNomy-
yawr 11,7 r (71Z) 7-{2-okcu-3)—-5-(2~
nanepuaHHo3Tan—t-un) -1, 2 4-okcanua-
zon—-3-an{-uponan-1-un) ~TeopHINHHA , KO~
TODPLI HNABHTCRAR IIDH 1to-111°. T.non,
manennara !79-180°C,

Dpruwmep 12, A, Cuecy Ha 57,%r
7-{3—-xnoprponan-1~un) - reohunnuua, N
i2,29 r umauwuma natpus, 2,0 r nwogupa
Hatpua u# 400 Mn auMetTundopmamupa ne-
peMemnBawr B TeueHne 3 u npu 90°C.
Noayvawt 49,1 r (BSZ)E «{ TeoPunnuu—7-
#n)-B8YTHPOHHTPHNA, KOTODBII [IEABMTCH
npu 146-150°C,

B. Ha nonyuenntoro s npumepe 12 A
HUTDHNIAZ, TOAOOHC ONMMCAHHOTO B NpHMe-
pe | K, o FHOPOKCHIAMHHOM IOIYYAWT
c 947-1eM BHXODOM amunoxmnay-(Teo¢nn*
NMH- 7 =M1 ) ~MACHAHON KMCNOTH, KOTOpLO:
mpn 190°C HauuHaeT ofeciBeudBATLCA.

B, Cmece u3z 7,29 r aMHgoxcuMa]-
(TeodHAnnH-~7-HN) ~MACAAHON KHCIOTH,
9,01 r sTunmoBoro adupa {3 ~aHs THRaAMHAHO~
APONHOHOBOM KRCnote, t,4 r MeTHIara
HaTpuAa ® 80 Mn TonvoJla KHNATHT B Te-—
yedue 2 4, C ManemHoBo#l KucIOTOH no—
nysaercn 10,45 r (807) 7-[3-(5-(2-nu-
sTHnaMHHOsTaH- | —un)-1,2, 4-okcaguason—
3-un}-nponan-t-un]-reodvanuu-Manen--
HaTa, KOTOpPLEd mnaBuTca npu 134-136 C,

Mpumep 13, A, CHecy H3
3,85 r Z-(4—xmopSyran-l—un-okeu ) ~au—
paza, 4,04 r reopunnuwnarpua, 0,01 r
HOOHOa HATPHMA W |5 M aume THAdDODMaAMH-
gAa OpH (epeMeliHBAHWKM BRlIepKuBawT B
Teyenue 72 u [pH 116°c. PacrropuTenk
OTrOHAPNT NPH HOHHKeHHOM AaBJICHHH, OC-
TATCK PacTHPaT ¢ BOHOH, 3KCTPaArnpywnT
xnopodopPMOM B H3 3IKCIDAKTA OTIOHAKT
xnopodopM. QCTaBmeecHs BAiIxOe MACTO B
cMecn U3 30 un 96%-HoTo sranena w 2 T
DOW EX 50 W npH nepemMewHnoHud KHMORTHT
B TeueHue B u. Pacrrop QUTELTPVIOT H
fHARTPpAT BREIAPHERANT. (O« TATOK NEDeK—
PHCTAIIM3YKT M2 ATHAne1ara, [lomtydawr
4,2 r (85Z) 4—{(reodmnnuu=7-u1)-Gyra=-
HoJa~-1.

. e e e —— — ——
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BE. Crmecs na 2,52 r nonyyeHHOrC co=-
FIACHO I, A Teodurnnuubyrauona, 30 mn
Sensoma u 0,9 Mn THOHHNXINOPHOA KHISATRT
B TeueHue | u. QcTawmeecHd nocne orrou-
KH pacTBOPHTENA MACJO KPHCTANIHSYETCHA §
npH croseumr, Honywawt 2,61 r (96%)
I-xnop—4-{reoduanun~7~un)-6yrana, ko-
TopeiY TL1aBKTCA TipH 91-93°C.

B. Cmeck M3 2,7 r noayuyeHHoro co-—
rnacHe m. B TeodmnaunxnopbyTana,

0,51 r ustanmpma nartpuna, 0,01 r monunms
warpHa ¥ 10 Mn puMmeTundéopMmamMEna Bei—
OEePAHBANT D TedeHHEe 5 Y MpH 95°C. Mo-
nygawr 1,9 r (?32)3 - (Teodunmn—7-um)-
BANEPOHUTDHIE, KOTODLI MIABHTCHA RPH
118-120°C (svmnanerar).

I'. Ooucawsee 5 npuMepe 12 B oGpa—
a0M H3 HHTDPHIIA € THODOKCHIAMMHOM C
827«mbiM BLHIXOZOM HOAYUAWT AMHOOKCHM

— (TeodunnuH~7-HUn)—-Bane puaHoBoOil KHC=
NoTH, KOTOpEWM nnasuTcAa npH 159-162 C.

. CMecr w3 10,0 © amMupokcuma 8 -
(TeodnnnuE—7-un)~B4NepPHAHCBON KHCIO~
T, 2,3 r »THnaTa HaTpHa, 30 mm aTHn-
anetata ¥ 30 mMu sTaHoja npH lepeme—
HNHBAHUK KHOATAT B TedyeHHe 8 uy. Ilo-
aygawr 8,1 r (752} 7-[4-(5-mMerun-
l,2,&—oxcugnason-B—Hn)—ﬁyTaH-!-Hn]—
TecthWIIHHA, KOTODLIT INABHTCHA npdH 13]1-
132°C (sranomn), 30

E. CMmecp u3 4,0 r aMuHOOmokxcHMa

= (reodwiHi~ /~un} -BanepHakOBOH KHEe=
nor, 5,03 r srunosoro sgwpa 3 -nune-
pHOuEONpOMHOoHOBOH KuHcnoTsel, 0,51 1 Me-
*THnaTa HaTpHA H /0 MO TOJyOna KHIA-
T ¢ 1,58 © ManeMHOBOM KHCIIOTH, NO—
NIYYawTt coib 3,15 r (91Z) 7= 4-[(2-HH-
nepuaxnoatas—l-un}-1, 2, 4—oxcanuason-
3-un)—6yTaH~l—HﬁJ-Teo¢unnuw-Manenna-
Ta, XOTODHH TRABHTCH NDH 146=-147°¢C.

OTpumep 14, A, IyremM BR3aHMO—
peiicreun 16,8 r reodunnuumaTpua, iy, r
2~(5-x1opneHTaH~ | ~HA—-OKCH)-TIHPaHA H
0,5 r pogupa Hatpua B 30 M puMeTHII~
dopMaMuEta onMCcaHHEM B npuMepe 13 A
obpasom nonyuawt 13,5 r (61Z) 5-(reo-
dunnue-7-un)-nenradona~1, XoTopsii nna-
surca npu 113-115°C.

B. Onucamurm 8 npumepe i3 B obpa—
som 13, r 5-(Teodunmin—-7-+un)-nIeHTaxO—
na-} BBOOAT Bo B3auMogeiicreue ¢ 3,8 M
TuoHunxnopuaa wi, 2 Mn mupuaMHa B 60 M
Gerzona., Nonywawr 11,5 v (93%) |-xnop-
5~ (TeodnnMH=7~Hi) —11&€HTAHa, KOTODLH 5
nnasuTca npu /8-80 C, )

B. Onucadrom B mpumepe 13 B o6pa-

- aom 10,0 r 1-wiop-5-(Teodumnu-7-H1n)=
meHTana 4 2,446 © umanupa Kanug B 40 Mo

-
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miMeTindopMaMHaa BBOAAT BO RaakMopeft-
CTBMEe npyr' ¢ gpyrom, lloayuawr 7,93 r
(76 ,57) 7=(5~umanonenwran—1-un)-rectun—
HHA, XOTOpPHE nnaBHTcA npu 86-88°C,

', K3 monvuenHore cornacho B aur—
purna (5,5 r) onucauusM B npumMepe 12 B
ofipazoM nonydawrt amupoxceM £ —(reodsn-
JHH-7~HI)~TeKCAHOBOH KHCAOTM C BHXO—
mom 5,2 r (85%), T.nn. i71-174°C.

O. 3,08 r ammpokchma £ ~ (Teodun-
JIHH=7 =1 ) —reKcaHoBol KHCAOTH HpM cra~
oM HArpeBaHMM pacTEcpsiT B 10 M yk—-
CYCHOI'C anHrHapupa. PacTBop B TeueHHe
3 y parpeBaKT Ha BOOAHOH GaHe M 3aTeM
oxnawpawT,. K ocagupmedcA KpHCTAILTH-
yeckoil macce pobasnawt 10 mn gusTHIO-
Boro 3dmpa. [IpCOYKT OTCACHIBAKT # NpO~
MbiBawT 3dwpom, lonywawer 2,95 r (93%)
7-[5~(5~mMerun-1,2, 4~okcaguason=3=-mun)-
neHTaH- | ~Hi1]~TeoPwInHHA, KOTOpLE mua-~
BHTCA npu 160-162°C,

Npuwmep 15, 9,42 r amupokcuma
I={reodunnua=7=un)=2~0KCUIPOIIHOHOBO}
KHMCROTH OpEMemMzanT 8 pacteop t,38 r
Metannuueckoro Hatpus B 150 M1 aTamno-
na n cMeces nocne gobBasxku 8,16 r mMeTHM-
6eHaoarTa marpepawT 12 4 Ha BoOaHoi
GaHe, llocne BhMapMBaHUA NONYYaWT 8,5 7F
(74%2) 7-[2-oxcu-3-(5~penun~1,2,4-ox~
caguaaon—3—nn)—nponau-l-nﬁ}-reo&uﬂnu-
Ha, KOTOpbit muaputcs opu 179-180°C
{sTazomn).

NMpiamep 16, Cuecr a1z 5,04 r
2~ ( Teopnmmn~7-ui) —aUE TAMHIOK CHMA ,
2,16 r meTunara Hatpus H 4,72 r pu-
saTunkapfonara s 100 Mn Tonyona kemsa-
FAT B TEeYEHHE 2 Y M 3aTeM BHIIADHBADT,
CcraTox nocie BMIADHBAHHA KPHCTAIUIM— -
ayeTca H3 pogel., Monyvawr 4,3 r (82%)
?-[(S“OKCH—I,2,4'0KC&HB330H—3-HH)‘
METHS |~ TeddHIITHHE , KOTOPME mMnasdres
mpu 206-207°C.

AHanoOrA4YHEM 06pasoM IOJIVYAWT Tnpen—
CTABIEHHBe B TaGn. | coepmuHeHHs,

Mpuwmep 86, 5,08 ¢ 2-(reodun-
AH—7—un) —auerTunaMapeoxceda n 1,08 ¢
METHIATA Harpua cycnexaupyior B 60 mn
pHMeTHndopMaMHaa H CYCIeHdMio NpH mne-
pEMEMHBAHHH B TeueHHe |5 MMH cMemypa-
WT ¢ pacTsopoM 5,13 r Teodumnua-7-mr~
aNeTHIXJIOPHOA B &5 i guMe THndbopMaMms
ga. CMecr KHNATAT B Teuenut | 4, oc-
BeT/JIANT HeGONbIOHM KOAHYECTROM aKTHRH~
poBaHHOTo yrna, GHABLTPYIOT TopAdYel H
GUNELETPAT BHIADHBAKT TIPH ROHIEKE HHOM
pnaBneRuH, Qcrartoxk pacteopsawT B 100 mn
ropaderc 0,! H, pacrsopa GurkapSoHara
HaTpHR. [oCne OXNax[eHHR OTHEJIAIT
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KDHOTANMN, TROHURBART WX Bogul 8 KpHC—
rananavier ns 50Z-woro mopHoro ’Taxona.
Nonyvawr 6,6 r 3—[(Teo¢unnnn-7—un)—
METﬂn-S—Teo¢unnHH-?*HH-METHd]—I,2,4~
Joxcanuaaona, KOTOPHE nNIaBHTCA IIPH 5
271-272°C, lposenerm Gronoruyeckue
HOALTaHuA NPOHIBOAHMX TeodHNKHEA, No—
YYEHHBIX NpegnaraeMsM crnocoboM.

¥Ycnoxkausawmee XKabenb OefiCTBHE M
TOKCHUHOCTh HEKOTODEIX XapaKTepHeX
npegcTaBUTEned TpenararaeMeXx COT/IaCHO
Hi3obpereduw coeJHHEeHME W ANHA CpABRHe—
HMS C TakuMy xe NapaMerpadn psia pas~
BECTHRX CPEICTB — NPEHOKCAHA3MHA W KO-
OeHHa = NpeRcTamieHel B Tabnm, 2. B 15
Tabn. 2 Q osnavaeT ycnokanpawmee Ka-—
esik AeMICTBHE HE MOPCKHX CBHHKAX BO3=
SyxgaemMorc HyTed nynoBepHzauguu |57~
HORt NHMOHHOH KHGIIOTH KawnfA, coycra 1
oCne BESMeHMR MCIHBTYEMOro COoegHneHusn 20
{50 mr/xr BHyTpHMmmgﬁﬁo), BHIpAKEHHO2
B NPOIUEHTAX K KCHTPOIO.

W3 Tabn. 2 Buguo, 4TO ¢ OHOH CTO-
pOHB, coepuHeHua obmeid dopmyrn (1) B
SonbuHACTEE Cnyyder obnagawT JgyymuM 25
peficTRHeNM, Npexie BCEro, WX Tepanes-
THYECKHI HMHOeKC HaAMHOTO OGnaronpHATHee;
¢ Opyroi cropoxs, OAHHa GOKOBOH LEenH
A u papuauum R, He BH3HBaAWT CymecTBeH-
HOT® HAMEHeHHd HM B yCHoKaupamomeM Ka— 30
mene meficTBHH, HH B TOKCHWHOCTH. Bonb=
mag YACTH MNpeAsaraeMux coeluHeHHH
NanHb ﬁnaronpnﬁrno MOXET NPHMEHATBCHR
B TepanHH. CooTHOWEeHHE TOXKCHYHOCLTH TNIDH
BHYTDMBEHHOM BBedeHHH H TOKCHUHOCTH 3§
npH nepepalbHOM BBEISHHH TOKA3HIBAET,
uro coegiHenun obmet dopmymm (I) B
cycTeMe HMEeRAp2HKA OQUedb Xopowmo ag~-
copfupywrcesa. JTO MOKASHBAWT TaKEe
MONYUYEHHEe AA HHTpanyoneHansLHoOT'o H
NepopankHOro NPHMEHEHMA KPHBRE LO-
3a — AgeHcTHHe ANA YCOOKAWBAKEHEro xa-
meslib AeRCTBHA.

Kpome TOI'o, GOnBMAA YACTh COoegH-—
wenud ofmeft dopMyis (1), no cpasHeHmo4S
¢ MPEeHOKCAHAZIHWHEOM, XOpOMO pacTEODHMMA
B BORe.

Te rpynms npegjlaraeMblx coelHHeHHH,

B xotopex R, 03HAYAET AJKWNbHYR, apan-
KWIBHYI0O WM APHIBHYR I'pynny, obnanawr50
NIHTENEHEM JelCTBHEM NPOTHE Kamnf U
acTMit, geicTRYWT OGpoHXopacmHpAWEE
Kak yMeHbmarimHe HHTeHCHBHOCTH Boacnanag«-
mng, Tax, 7- [(5-meTtrn-1,2, 4~okcaana-
s0n-3-mn)~MeTHI |- TeodHUH, KaK B Tec55
Teé in vitro Ha HIonMpoBaHHOH Nonoce
Tpaxey KpoJNWKa, TAK H B TecTe in vivo
no KoumerTy u PEcciepy Ra MOPCKOH
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CBHHKE 3HAYHTENIRHO N Yepes NnHTenLHoe
BDEMA CHHXAET EBEBRIIBAHHLET T ICTAMMHOM
cnasM GpoHXGR H IPOHBNAET TaKkxe IHa-
HHTENBHYHK AKTHBHOCTE B NoZ4BMeHUH
CNpOBONHDOBAHHOTO AUeTHNIXONHHOM HIIH
CEPOTOHHMHOM CNa3aMa, YT0o HMeaT 3Haye—
HHE A8 NpPUMeN@HHA NPOTHB 4CTMAaTHYeC—
Koro xgamna. Ha ocHOBaHHH yclioKkaysanw-
LWerQ xKamesllhk ﬂEﬁCTBHR HSMEDEHHOﬂ Ha
MLIDAX H KpPblCAX TOKCHMHOCTH BHYTDHBEH=
HO TED&HEBTHQECKHQ HHOSKC YEKAZIAHHOTO
COenMHHAHNA TPHMEDHO B nOHT:E pas Onarc—
NPpHATHEee, 4YeM CTaNAapTHOrD BemecTBa ™
KopnenHa ~ U Dojiee ueM B gecfATb pas
SnaronpuaTHee, deM HpeHOKCOHZ3HHA.
Kak noxaswBawr dccijieoBaHHA HA Haxow
OAMHXCAH MO0 HAPKO3OM KONKAaX,COeXWHa—
HHe MOBMWaeT [pXaTenniHuii ofbeM # oo
HOBpPeMEeHHO CHHXIET HaCcTOTY OMXAHNA,
YTO CCOBEHHO NpeIIOYTHTENLHO I Je—
YeHUA 3aboneBaHMil OPraHOB OLXaHAA,
JzayyTesibiHOe TepaneBTHYECKOe [efCTRHe
YKE3aAHON I'p¥Hin COegHHEHHH 3aKmouaeT—
CA B TOM, HTO OHM TAKXKe NOAABNAWT BHe—
3aMHOE [OABREHUE CODNOROUMDOBAHHOR 3a-
IPA3HEHHLIM BOILYXOM, B NepBylH ouepefb
copepxamuM TaGauHell OuM, XpOAHYeCKOoH
acrmm, KakK 37T0 HOKA3ZZHD B ONMTEX HA
KpelCcax.

Hpyrasa rpymna coeguHeHull o8meit dop-
myqiet (I), 4 uUMeHHO COpepxamUX B Ka-—
4yeoTee R' aMMHOQIKHIBH YK IpPYTInY CO—
efduHeHnl, Takke ofnanaeT yclokKaupaw~
MMM Xamenp H OGpoHXOpacimpdlomuM geficr—
BHeM, M BCIeOCTBHE 2TOM0 HX YMeHBHaK—
mee HHTeHCHBHOCTE BOCNAMEHHA AOeHCTRHE
CHIIEHO BbhIipaxeHo. Hapaay ¢ veonoxapsaw—
oM Kamesabk SedHCTBHEM VMenbmawmee ak-
THBHOCTD BOCIIAASHMA ﬂeﬁtTBHe coenuHe~
HHSA ?~{(5—(2—nH3THnaMHHo—3TaH—l-Hn)—
],2,A-OKcanHaaon—B-Hﬁ]“METHH}*Teo¢uﬂ*
TIHHA B TecTe ¢ OTeKOM, Bbi3BaHHLIM
KAappareHMHOM HA 3agHedl JTane KpeiChi
NpHMEDHD TaKoe ¥e CHNbHOEe, XaK H Oefl—
cTBye HHaOMeTanHHa, 4YTO B NEpPBYW Oye~
pPeidb, HWMEeT 3HAYEHHME ANA AeYenHA no™=
ABAAKMKRCR BMECTE ¢ KamneM BOCTAne—
HHA OprasoR OHXaHHA.

TakuM ©06paszom, CoegHHeHHA obmer
dopMynu (1), nonyyeHHsle ONHCHIBAEMLIM
cnocoGoM MeHee TOKCHUHEL U Oollee ar-
THEHE KK yOCIOKaueamuHde Kamenbh, 4YeM
H3BECTHGE COoedHHeR{le NPpedcrRCHAAINH
H KOUeHH. '

PopMuyna AauvbBpeTenuas
1., CriocoB nonyueHUs NPOHIBOOHBIK

Teodumuua obmed QopMyIin




L3 - 1322981

N—Q
o A4

Hy -—N’“Lj 5

CH3,

rge A ~ npaMoll mnu paseeThneHHnR
C,-C,—anxunes wnn rpynna CH,CH(OH)CH,;

R, — npamMolt unu pasBETBNeHHWE an—
kun, ranouwpankmn wix C,—C,, ~oxcuan-
gkan, Cg=Cg-uuxnoanxun, 2-3TOXKCH3THI,
C,~Cg—~KapOOHHIANKAT BNKH BMHHOANKHI
popuMy bt

10

15

~(CH,),CH,NR, R, |, {I)
rge n = 0, 1, 2 Hnu 33
Rz \H R3 - UpAMO# HNIH passeTsIeH- 20

mutly C,~C4—anxun,

HIY R2 H R, BMecTe C ODmHMM aTOMOM
a30Ta 0fpasyleT NHOepHIHHOBHE, Mopdo-
JMHMAOBSI, NHPPOMHIHHOBLEEL MHIHN NUIEPABH™ 55
HosnE LWK, IOe ATOM A30Ta MORET OwThR
saMenmeH MeTHAOM,

uny Ry ~ deHun HesaMemeHHult HIH

saMemedHst THIPOKCHIOM, THADOKCHIT,

Geusnn, 2,2~aubeHuNaTHI, T&o@unnw-so

HHI~ 7 =MeTHII,

W HE KHCIOTHO-ANMMTHEHMX hapMarono—
PHUCCKH TpPHeMASMEK coneft, o T 1 H —~
YawoHnmic A TeM, 4TO aMABOKGHM 06—

meft SopMyIIn
- 35

CHy 0 J ‘\thii
A .
OJ\NN ,
]
Cfig i
45

roe A #MeeT VKajsaHHWe IHAMeHHA, _
NoApeprawtT B3aUMOAEHCTBUD C 3GHPOM

obmeli dopMYyIIR

R, COOR,, (111)
rre R| HMeeT YKAAAHHBIE IHAYEHHA,
Ry = C,—C4~anxun, npeumymeCTBeHHoso

MeTHn HIH 27O,
B IPDHCYTCTBHH IHAPOOKHCH MENOUHOTe MIH
OaIOYHHO3eMeNBbHOMO METANIA HIH ero an—
KOI'QJIATA B OpraiHvecKkoM PACTBODHUTENe
€ RBOCNenymHM BhgensyHes UaleBolo np055
AYKTa B BHJI€ OCHOB&HHA HIH COJIH,

2. Crnocot nomy4YeHMHA MPOH3BOLBHBIX
reopumiiia obmer dopMyIIb

*

}Qﬂ};}q

*

roge A - npamMoil WaM paspeTBneHHnd C, -Cgr
answined wiad rpynna CH CH(OH)CH’_;
R, = mnpaMolt mmu paanewﬂnenxuﬁ an-
mm,rmmmmmmnﬁmlq-g;
OKCHaNKHWI, Cf—CG—uHKnoanKun,
2-3rokcustin, C,-C;-KapSoHmwi~
b ANKKET WIIH amunoanxnn ¢opmynm
(CHQ) CH NR Ra'

rae n =0, 1, 2 HHH 3,

Ry v Ry — mpaMoft unn pa3peTBIHHLH
C,~Cy=anxun Wiy R, u Ry
BEMecTe ¢ obmMM aToMOM
asoTta ofpasywoT NUNepHIH—
HOBBE1, MOPPORNHMHOBLEL, NMHP—
POSIHOMHOBLI HAK OHnEpa-—
SMHOBEI uMKN, FOE aToM
a430Ta MOFeT OGHITH saMemen
METHIIOM,

- $eHus1 HesaMemeHHsH HIX 38—
MemeHHuE PHOPOKCHIOM, I'Hi™
poKcun, Bewauwn, 2,2-pu=
derunstin, reodunruHun-7-
METHI,

HITK ¥X KHCHOTHO"anEHTHBHHX dapMarono—

THUECKH IIpHeMIeMsX coJieit, sakimedaomuii-

¢CH B TOM, uYTo coeguHenne ofmell dopmy=-

R R,

! (}gﬂQOE{
0 %  “NH,
PL§:“¢q I "“
0N |
N

ANHRHADPVIOT KHCAOTOH
R,COOH
WK ee auKanymmHM NpOHUsBOLELM, IHe
R Hmeeryxaaaﬂﬂmesﬂaqeunﬁ Nosy 4 eHHLE
auﬂnaMunoxcum obmeit dopMynn O

N-0-C2
A- c?
0 L T,
}13(}‘ ‘]
4 M)

N
|

CHj

cOmeit PpopMynEt
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rae A u R, ‘wmeivT ykasanHbie aHaweHud,
uHEHayoT npd pH 6-8, npenMymecTEeHHO
npu pH 6,6-7,4, ¢ nocnenywmHM BrTenre—

HHEeM [ejJeborlo NMpOAYKTA B PHOE OCHOBa—

'MHA MAH COMM,

Ipwoputrer e npua-=- .,

H &8 K a M!

12,03.82 npu A — nuueltmple MnH pas?

BeTsnennnle C -C,-
ANKHUNEHOBLIE [ PYIINL
wma rpynns - CH, -
—CH(OH)CHQ,_R -

IniHefiHaA HmH paa-
BeTBIEHEAN ANMKHIL-

HaAa, raloredalkHAs~

HaA WY C, ~C,0k~—
CHANKHNDHAA Tpyn—
na, C, -C,~umxnoasi~
KHIl, 2-9TOKCHUATHI,

C,~Cg¢ kapbounnan-~ . o

KWIl, GMHHOAJIKHI~
(CH) nCH R;R,, rae

132298

5 .
10

i5

21.01.83 npn A - -
o e .- . mersnessue C -C.~
.- RNKHNEHOBNE Tpyhn~

16

HIH PAa3EeTBIIeHHRGE
C,~Cy—anxun wun
R, u R, BMecTe ¢

OBUHM aTOMOM &30~

Tz OoGPA3YVIOT NHIIE~
PHIHHOEEIL, MOpPhO-
NTHHOBLDY , TTUPPOJIH™
EMHOBEIA HSIW Tiyne-
PASVNOBEI ITHKN,
TR ATOM a3gra

- mMomeT OblTh [ame*

meH MeTHIIOM, HfIH
Ry = beHua, Hesar

© - MelfeHHBIH HAH 34~

‘MelleHHEST rHAPOK—
CHJIOM, THEPOKCHII;
JIMHERHMEe |uIHW pas—

el KWW rpynmna
-CH,-CE(OH)CH,,

R, — 6eHsun,
2, 2-aude HRAI THI,
TeodUHILTHH- 7~}
METHI.

Taomaunga |

A R, MeTtogq oT.nn s o
o COTNACHO C o
npHMe Dy -
] 2 3 I & b 5
41 o, |, ~CH,CH, 1 E 129-130
s CH, - =(CH, ), CH, tE 126-127
19 CH, _ ~CH(CH,), 1 E 125-126
20 CH, “ -(CH,), CH, I E . 128-130
21 CH, ~CH, CH(CH,), 1 B 126~125
‘22 CH, -c(cH,), ' E 130-132 €
" 23 CH, ~C(CH,) CHy 0 I E 112-114
CH, ~(CH,)yCH, 1 E - 103-105
cH, LiHKT0EMIT 1 E 130-111
CH, Huxnorexcﬁn 1 E 112-113
=3 CH, ~CH,NHCH (CH, ), 3A 212-213

__: | —QH.Z_NQ

fugpoxnopHn
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Npopormenve radn,t
{ 2 3 j 4 5
29 CH, -{CH,),NHCH(CH,), & A 212-213
Puppoxmopni
30 CH, —(CHy),~N{ 0 4B 96-98
Iy CH -(CH_.),-N 4 B 217-218
: 2 212-213
Pappoxnopng
32 CH, -(CH, ),N(C,H ], 4 B . ;g;zgﬂa?
- i27-128
33 CH, ‘(CHQNQ"N/_\N\ N-CHy 48 87-89
34 CH, ~{CHy)y N I 4B 203-204
- Mapoxnopuy
35 CH, —{CHZ]S—N: > 4B 206-208
Muppoxsropan
36 cH, -(CH_),N(C,H.), 4B 119-121
Maneusar
3 CH, p-C1-C H, 34 181-183
38 CH, o-HO-CH, 3 A 201-202
39 (CH,), CH,CH, 1 E 113-114
40 (cH,), (CH,), CH, 1 E 106-108
41 (CH,), tukorex cun I E 108-109
42 (CH,), ~CH,C} 2 E 134-138
43 (CH,), (CH,),Cl 4 K 140~-143
44 (CH, ), (CH,), C1 4 K 124-127
45 (cH,), CH{OH) CH, 1 E 129-130
46 (CH,), CH,N(C,H,), 3 A 203-205
Puppoxnopun
47 (CH, ), (CH,), NHCH(CH,), 4 & 125-127
Maneuna';:
48 (CH,), (CH?_)Z-NG 4 A 207-210
Tunpoxnmopuy,
49 (CH,), (CHy)9-N{ ) 4 A 204-205

Tagpoxnopuny
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N Npogonsauue Tabyn, |
4 ‘ 2 ‘ 5 _L 3 ] 5
50 (CH,), (CHp)p=Ny, ;0 44 180
TrOpOXNOPHA
51 (CHi): (CHZ)ZN(CiHy% 4 A 119-120
Masnennar
52 (CH,), (mz)g"N\r__/\NCH?’ 4 A . - 165
b . HAvManenHar
53 (cHy), (CH'AM*‘NQ 4 A 203-204
T'nppoxnopui
54 (CH,), (CH, ), N{C, H,), 4 A 200-201
‘ . N'mpgpoxnopun
55 (CH,), CeH, 3 A 183-185 -
56 . (CHz); n-C1-C H, 3 A 190-19}
37 (cH,), o-HO~CH, 34 202-205
58, (CH,), -0H I B 205206
59 (CH,), CH, I r 120-122
&0 (CH, ), uknorekcun 1 E 97-98
61 (cH, ), (CH,), ct 4 K 111-112
62 (CH,) (CH«Q.&-N: ) 12 X 158~159
Maneunatr
63 (cHy), (CHy) N ", ‘, 12 B 134-136
ManeuwHart
64 (CH,)s (CHz)zNHCH(CHg)a 12 B 128-130
. MamenHaT
65 (CH,), (CHz)z—NmN\,—CHrs 12 B 171172
MuManeuuat
66 (CH,), (CHy) 3~ NC ) 12 B 203-205
Munpoxnopufn,
Y (CH,), -OH 1) 212-214
6? (CHZ), ~CeHy 3 A 176-178
&9 {Chi )y (CHz)tH(CZH‘,)t 13 E 144-146
Manennart
70 (CH,), (CH,),N(C,H,), 13 E 148-150
- Maneunart
n CHZGH(OH)CH2 cH,CH, V E 146~ 148

R

e o b bR b T

~
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. poporxeune rtaon, 1
1 L1 P I
! i 2 ' 2 4 f 5
72 CH,CH(OH)CH, (CH,),CH, 1B 140-141
73 CH,CH{DH'}CHz IBKNoreKCchn | E 133-135
74 CHZCH(OH)CHZ (CHz)zN(Csz) 11 143
. Maneunar
75 cu, ca(orycH, (CH,) --'N/‘\O 11 156-159
! : J 2”2 \'—/, ManeuraT
76 ci, cuon)cH, (CHy)y—N{ NCHq 11 149-150
B 2 ( 2)2 \/ 3 OJuManeuHaT
77 CH CH(OH)C {CH,) NHCH(CH,) 11 207
4 H'Z 271 32 e ——
78 CH,CH(OH)CH, -~o-HO-C H, 3A 206-207
79 CH,CH(CH)CH, -OH 16 200-204
80 CH, CH,CgH ¢ 3 A 142-145
81 (CH, ), CH,-CaH, 3 A {36-138
82 (CHz)z CH,_CH(CGH;)Q 3 A 181-182
a3 {CH,), CH,CH(C H,), 1A 134~135
84 CH,CH(OH)CH, ~CH,~CgH, 34 146-148
85 (CH,), —-CH,-CH, 34 96-98
Tatnuna _2
A R, qQ, ToxcuunoeTs | I o
p A BHYTPHBEHNHO| (Mblgn, Me-
pOpaJ’[bHO) ’
Mr/kr
1 2 3 4 5
CHZ CH; 5'{!,3] 416 1430
CH, (CcH,),CH, 51,15 330 1400
CH, (CH,), N(C,H,), 56,56 215 405
CH, (Cﬁ'ﬂz‘NO 54,15 240 1550
-
CH, (CHp),-N, Y0 55,40 230 1530
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Mponormeayie afn, 3 7

e
{ 1 3 % { )
CH, (CH'Z)Z“NC\Ncﬂa $4,50 224 1670
(CH,), (CHZ)ZNQO 48,56 217 2600
(CH,), (CH,),NH-ns0-C,H, 54,66 200 1750
(CH,), (CH,), N(C_H ), 51,48 237 2250
(cH,), (CHZX,Z*NOO 47,66 220 1900
CH,, CH (OH)CH, (CHZ)TNONCH% 48,60 215 1800
CH, C.H, 41,2 205 1310 .
CH, - , O-HO-C H, 48,0 208 1330
CH, p-Cl-CH, 40,0 300 1850
(CH,), C H, 35,0 200 1670
(CH,), CeH, 44,0 275 1300
NpeHoxc=
BHASHH 44,50 34 920
Koses 50,0 54 -

Cocraedrens B. Bonkosa
Pegartoep C. [Marpymena Texpep JI.Cepawkona KoppexTop H. Kovone

- et ——— i  n . e o e . e . e A e e e

3akas 2882/58 Tupax 371 Hognucthoe
BHYMHMITH TocypapcTBeHHOro KoMurera LCCP
no genad H3o6peTeHHH H OTKpLITHHA
113035, Mockes, ¥-35, Paymckam uab,, n. 4/5
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{IpossBOACTEEHHO—IONMT PadMteCcKOe NpeanpuAaTHe, . YXropom, vi. [poexthan, 4
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