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(57) HaoGperenne xacaeTcs 3aMemEHHbIX
AaMMnon KapOboHOBBIX KHCHOT, B uacTHoC—
TH IIPOHS3BOJHBIX 1—¢ennn—2-aMHH03TaHona
obmei dopmyss R (CH(OH) =CH , NH=CR ‘R3=
=CH, =NH-C(0) = CHR,=NK’.Q, rme R® 3,4
w3, 5-6uc (nHBasounoKcH) benwn, 4—nu-
.Eanonnoxcu¢ennn 3-H306YTUDHIIOKCHME~
Tun-4-uso6yTnpnnoKcu¢enun, 34 5-nu~-
~ xnop—4-amunodenun uim 3,5-6uc (u-6y-

© TaHAHKApOOHOBOH KHCJIOTHI,

THDPHIOKCH) QeHHIT§ 1? H R®—~H win metun;
RY-H, C1—C‘~anxnn unn benswun; R? Cem
Cs—anxnn HIH R H R obpasywoTr Lz—C -
ankuneH; A —npodtas CBA3SbH HIIH METH—
neH; Q - .denunaneTwi, dbeHOKCHAHETHN, °
6ensomu, 4~xnopbeHsown, 4-xnoppenun—
aueTHn,_TpeT—ﬁyTunoxcuxapﬁoHnn, WITH
ux dapMalleBTHYECKH NpHeMIeMbIX CoJiel,
KoTopble 0671aganT NPOTHBOBOCHANMHTENIb~
HbIM HeHCTBHEM H MOI'yT ObTh HCHNOIAL3IO™
BaHb B MeaHuuHe, llens - paspaboTka
nocTymnHoro crniocofa nonyueHHs Bonee
4KTHBHHX COeNHHEHHH YKa3aHHOro Kiac-

- ca, HX cHHTes BemyT H3 COQGTBETCTBYIO™

mero riIMoKCald U aMHHa B NPUMCYTCTBHH
unanbopruzpHga HAaTPHA B cpene OpraHu-
YeCKOro PacTBOPHTENIA C NOCHeYImHM
BhiI€JieHHEeM. HeJIeBOT0 MNMPOAYKTAa HIH Ie-
PeBOOOM ero B collb, Cnocob obGecneuu-
BaeT BbXon 13-807%. HcmmiTaHMA HOBBIX
BemeCTB'ﬁoxasmBamT, YTo OHH 06J1agawT
Jyymer npOTHBosocnanHTenbnoﬁ aKTHB— ‘
HOCTBI0, YeM M3BecTHuil 4" ~nuano-4, 4 -
—OHOKCH—S, 5! ~nuMe Tun-3, 3-TpudberunMe—
4 Tabn,

“an nS ®n
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H3obpeTeHHe gTHOCHTCSH K oprafvwdec—

KOH XHMMHMH, & MMEeHHO K crnoco8y nojiyye—
* HUL HOBBIX NPOM3BOAHMIX |-denmn~2-ammu— .

Ho3TaHosia obme#d bopmysb

R' CH(OH) CH, NHCRIR CH, NHCOCHR*A NR*Q
roe R' =~ 3,4- umm 3,5—6uc(nuaanounox4

—nnaanouhoxcumeuun, 3-u3o-

ku)@eﬂnn,

GyTHpHnoxcumeTun-a-usoGyTHpHHOKCHQe- '

Hun, 3,5-auxnop—4-aMHHODEHHIT HITH 3,
S-Gnc(u-ﬁyrnpunoxcu)@ennn,
R2 # R3 - Bomopon WM MeTHI;
v R* - Bomopoz, C,-C$~anxun,
GeH3uT}

R® - C,=C,-anxmn wmn R* u R’
ofpasywoT C =C, ankuieH;

A - npocra#s cnxab xnn MeTH=
JIeH;

Q -~ ¢denunauertun, deHokcHaue-

THn, GeHsowr, 4~xiop-:
- 6ensonn, 4-xnopbenunane-
TH, TPeT—6yTHIOKCHKap—
. bont,
WM MX dapMalneBTHUYECKH NpHeMIeMblX CO—
ne#t, xoTopsle 06IaKanT NPOTHBOBOCHAIH™
TeJbHEIMH CBOHCTBaMH INpH NPHMEHEHHH B
MecTax BOCHAleHHS H MOryT ObTh HC—
HONBLIOBAHM B MeOHIHHE,
lleny usobpeTeHuds — paspaboTka goc-—
TYnHOTO crnocofa MONYyYeHHs HOBLIX Goe-
puHeHHH dopmyns I, obilagaomux BbiCO-
. KoM NPOTHBOBOCHAJIMTENBHOM AKTHBHO-
CThI0.
ODpumMepn i- 4 Pacrtsop 3,4-
‘-6nc(nu3anonnoxcn)¢enunrnnoxcann
(1,67 r) u N'-(2-amuso-2-MeTHNIIPO-
an)-N —mennnaueTnn—nponnHamnua
(1,51 r) B yxcycHoit kucrore (4 mm)
U aneToHurpune (20 M) mepeMemHBawT
B8 Teuenue 10 mMuH H 3areM o6pabarshiBa-
T nMaHoGoporunpupom Harpus (0,63 r)
M MONIYYEeHHYI0 CMeChb NepeMemHBaiT B
Teyenue 3,5 u, 3areM Ao6aBJIAKNT BOAY
(20 Mm) v moNYyeHHYW CMeChb IKCTParH-—
pywr stunaneratom (3 x 75 mn). Coegmu-
HEeHHple AKCTPAaKThl NPOMBIBANT HACHIIEH—
HeIM PACTBOPOM XJIODHIA HATPHA, CYyWaT
(MgSO,) u menapuBawr,. Ocrarok (3,48 r)
oABepranT OYHCTKEe XpoMmaTorpadHeti”
‘Ha cuyimkaresne (80 r, pasMmep uYacTHH
"0,04-0,63 MM) ¢ HCHonb30BaHUEM CMe-
cH, comepxame#t 1 o6.u, MeTaHoma B
49 06, xnopodopmMa, B KauecTBe 3JH0eH-
ta, dpakuud, copepxamye 6oJibWYyl 4YacThb
OCHOBHOH KOMIIOHEHTDI,
puBair, OCTATOK PACTBOPANT B XJIOPO—™
dopme (10 Ma) W pacTBOP HOAKHCIIAOT

10

2

3¢GHpHEIM GPOMHCTBIM BOAOPOAOM. PactBo—
PHTEJIb BHINAPHUBAT H H3BHTOK HpoMHCTO=
ro BoAopoAa VAAJIAKNT NPH NOMOmMH NoB—~

TODHOTO PACTBOpPEHHs B XiopodopMe C

nocjienywmUM BbinapHBanueM, Takum of-=
pasoM nonyuawr 1-[3,4-6uc-(nusanc—
HIokcH) beHm] =2~ {Z[(N-@eﬂnnaueTHn-

- —nponun) aMuHo ] -1, 1~QHMe THII3 THIIAMKHO}

sranon Gpomruapar (nmpumep 1) B BHAOe
neust (0,35 r); MMkpoaHanus, HaigeHO:
N 6,0Z; pan C,H,oN,0, HBr Heo6xopu-
Mo N 6,07%; AMP o': 8, 8 7,9 (3H, mmpo-

" Kwit, NHCO+NH 3)3 7,5~ 7 0 (SH CJIOXHBI,
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cobupawT M BhIIa—

apOMaTuqecxnu H); 5, 04 (1H, mupoxui,
CHOH); 3,7-2,7 (6H, crnoxusii, CH,N);
3,75 (cunrneT, PhCH ) 2,2-1,8 %AH
citoxubit, -CH,-CH, -), 1, 27 (24H, CHH~
raer, CHjz).

. Hcnonbsys aHaNOTHYHYK NpPOLEeAyDY,

HO MCXOAA H3 COOTBETCTBYWIEro IJIHOK-
cana M aMHHOCOeAHHEHHS MOoJlyuawT cje-
nymmne coennﬂeauﬂ.

B pumep 2 . 1-[3,4-6uc(liusa-
ToHMOKCH) berun] —2- {2-[IN-¢eH6Kcuaue-
THA-TIPONMI ) aMHHO] =1, 1 =AHMe THIA THIIAMU~
Ho}l 3TaHon GpoMruapar B BHOe e Hbl
(soxopm 20%), T.mwi. x116°C; Muxpo-
aHarmM3, Hakpewo, %4: C 54,05 H 6,7;
N 5,5; C,HN;0p HBr 3H,0; paccumura-

so, 7: C'54,3; H 7,13 N'5, b

Ipumerp 3. 1-(3-H3obyTupunok—
cHMeTHIeH-4=H306Y THPHITOK CHbe HIIT) =2~
[ 2~ [(N-denunane TUII-TIPOITHIL) aMMHO ) =1, 1=
~QUMe THII THIIAMHHO | 9TaHoJI 5p0MPkﬂ‘
paT B BHIe neHs (BBXOL 127), AMP ( &)
8,6-8,0 (4H, mmpoxmi, NHC0+NH1); 7,6-
6,6 (8H, CITOXHBIi, apOMaTHUECKHI H),
4,95 + 4,90 (3H; cunrner, i-Pr,CO,CH,
IMPOKHIi, CHOH), 4,4=2,6 (cnoxnmn,
H,0 + CH, N+(CH,), CH+ =N-CH-CO); 3,65
(cnﬁrner, Ph CH,CO); 2,0-1,8 (4H,
clloXHbIT, =N CHZCH CHQ), 1,1 (i8H,
xsaprer, (CH,), CH+C(CH,), .

Ipumep 4, 1-(3,5-uxnop-i-
~aMuHoheHHT) =2~ {2 [KN—@eHoxcnaueTun—
~Mposiui) aMuHo] ~1 , 1-nuMeTHRS THIIAMHHO §
3TaHOM GpoMIHIIPAT B BHAE TBEpOoro Ma-—
repuana (Bexonm 11%), T.mm.123- 128°C;
Hgﬁ (¢): 9,9-8,0 (3H, cmoxuent, NHCO+

P 7,576,7 (7H CIIOKHBEL, apoMaTH=

qecxun H), 6,1 (uupoxwit, NH,+H,0);
4,8-4,5 (3H: cuurner, Ph OCH CO,Mynb-
tunner, CHOH); 4,3 (1H, cnomﬂmﬁ, =N-
-CH-CO0); 3,8-2,8 (CH, cmoxsbit, NCH,);
2,2-1,6 (4H, cnoxubit, NCH CHZCH )3
1,22 (6H, cuurmer, CH,).

Heobxomumeie acxonume MaTepHanm no-
nyvyawT cllenyronHM oﬁpaSOM.
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PacTtsBop L-mponmuna (23 r, 0,2 mMomus)

B 2 H, pacTBOpe THIOpPAaTa OKHCH HaTpHS
(120 mn) oxnaxmawr go 0-5°C u o6paba-
THIBAWT pe3yJbTHPYWNHMM DacTBopoM de-—
nuunanerwnxiopuna (34,0 r, 0,22 Mone) 5
M 2 H. PacTBOPOM TMApaTa OKHCH HaT-

pus (120 Mn) pecsATbio PaBHBIMH M nepe-
MeXalomMMHCA IOPUMAMH NPH 3HEPTHUHOM
BCTDAXHBAHHH M OXJIAXAEHHH nbfoM, CMecs
NOLIePKHBANT NPH mefoyHoM sHauexuu pH10
no6GaByieHHeM [ONONHUTENBHOTO KOIHYeCT=
Ba 2 H, pacTsBopa IHOpaTa OKHCH HaT—
pus, ecmu 3To Heobxopumo. llocnme To-
ro, Kak foGaBlleHHe peareHTOB 3aKaHuH-—
BalT, CMEChb BCTPSAXMBaWT B TedyeHHe

15 Mmuu B pes3ynnTaTe, uero obpasyercs
Npo3pauHblii PaCTBOP, KOTOPbEL MOAKHCIIS~
T no pH ~ 2 npH OXNaxIeHHH JIbIOM Lo~
6aplieHHeM MO KamisiM KOHIEeHTPHPOBaH-—
HOU COJITHOH KucjloThl, Kucnsit pactsop 20
OXJ1aX[IawT, B DPe3ynbTare 4ero obpasy—
ercH N-beHUNaLe THI-NIPOJIMK B BHOEe TBep-
poro semectsa (46,4 r, T.mi, 135 -
136°C nocile mMepeKPHCTAINIH3AIMH H3 Me-—
Tanona) .

15

25

‘ N—@eﬂoxcuaueTun~nponHH oNyuawT
AHAIOPHYHBM CriocoboM B Bune TBEpPHOOTro
BemecTBa ¢ T.mwi, 109-111°C.,

CMecryr N~-deHwIaueTHWI-IIPOJIHHA
(17,4 r), N-merunmoppomuna (7,85 mm)
% XJopodopMa aHAJIHUTHUECKOTO COpTa
(60 Mn) mepeMemMBAWT TIPH KOMHATHOMH
reMnepatrype B TeueHde 5 muH,. locie
oxnaxnenust fo —23°C GHCTPO B TeueHHe
1 MuH n06aBisAwT H306YTHI XJIOPHOPMUAT
(9,23 mMn), IpOHCXOAHT 3K30TepMHUeC—

. KaA peakuMs M TeMmrnepatypa HOAHHMaeT=—
cA Ao -15°C. CMecpb eme NepeMEmHBAIT
"B Teuenre | MHH M 3aTeM 6bCTPO [OGaB-

nA0T 1,2-gHamMuHO~2~Me THIINPOTNAH
(7,86 Mn); pamee TeMmeparype BawT
BO3MOXHOCTDH IIOOHATHLCSA [0 KOMHATHOHU s5

H nepeMemMBAaHMe NPOMOJIXKANT B TeueHHe
2 y, CMechr 3aTeM CIHBAWT B . BOOY
(50 M) u opraHHWYecCKHiH CIIOH OTHeNsoT
| H yoanawT. BopHbhi CJIOH TOAHMESIAUHBANT
.(TBepmpM KapGOHATOM KajlHa) M SKCTDa—
‘ rupywT xnopodopmom (4 x 100 mm),3kcT-
pakTh xynopodopma cymar (MgSO,) u Be~.
NapHBawT 104, FJIYGOKHM Baxyymom, B pe-
3ynpTaTe 4ero nonyqamT N' -~ (2-amuno-2~-
—meTHnnponnn)—N —-theHunane THINPOJIMH—

35

40
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-amup B BHHe macma (15,5 r); AMP (&) 35
(CDCl,): 7,7-6,7 (6H, cnoxubit, apo-
'7maquecxun H + NHCO), 4,5 (1H, cnox-

uplit = N-CH-CO); 3,8-2, 7 (6H, croxHEE

. TeM CIUBAT B CMECh

'CH,N+PhCH, ); 3,65 (cunrmer, PhCH,);

2,4-1,6 (6H, cnoxusst, CH,CH,CH +NH2)
1,0 (6H, cunrier, C(CH, ) )

Henonesysn ananornquym POMEeRypY,
HO HauuHaa ¢ N-deHOKCHAUEeTHI-IIPONIHHA,
nonyuawTt N'-(2-aMHHO-2~MeTHIIIDONIHI) =
—Ni—@eﬁoxcnaueTnnnponnHaMnn 8 BHIOE
macna; AMP («): 7,7-6,7 (6H, cmoxHsii,
NHCO + apomatuueckxuii H); (3H, ciox-
upii, PhOCH,CO + =N-CH-CO); 3,8-2,7
(4H, cnoxmmbit, CH,N); 2,5-1,5 (6H,
CIIOKHBII NCHZCHQCH1+NH2).

I'MHoKCcasNeBble HMCXORHKble MaTepHasibl
noJIy4aT clenyioumuM obpasoM, :

3, 4—-6uc (IInBanoONUIOKCH ) GeHHUIITIIHOK =
canb, CycneHsuw 3,4-gHokcHanertodero-
Ha (13,1 r, 0,08 Mons) B xNIOpOdOpME
(320 mn) oxmaxpawT B NenfHON BaHHe
mo 0,5°C. B nepeMemmBaeMyl CYyCIEHSHIO
B Teuenve 10 MHMH TIO xamisM OJHOBpe=-
MEeHHO A08aBIANT PAaCTBOP THBANOHIIXIIO=
pupna (19, 2mn, 0,16 Monp) B Xnopogop-
Me (80 Mn) M pacTBOpP TPH3THIIAMHHA
(22,2 M, 0,16 monb) B XIopodopme
(80 Mn) Peaxunouﬁym cMech IepeMemu—
Bawor npH 0-5"eme B TeuenHe 1 y, a 3a-
2 H, pacTsBopa
consirolt kucmoTel (100 mm) H §poa
(200 r). Cmechb axéTpaerwa XJI0pO=
dopMoM (3 x 150 Mm) ¥ SKCTpPaAKTH IOC—
negosaTenbpHo npoMbiBawT somoit (100 mMn),
10% B/c pactBOopoM KapboHaTa HATDHA.
(100 mn), Bomost (100 M) H ConAHBM
pactBopom (100 ). Ilocse CYMKH
(MgS0,) coepmHHeHHBIE SKCTPAKTH BhITa-

" PHBAaWT, B pe3ylupTaTe Yyero o6pasyercs

HEeOUHmeHHbE 3,4-6uc (NMMBATOMIIOKCH ) ale=

tTopeHoH B BHMpge Mmacna (23,1 r), koro-
Dbl MCIHONBL3YKWT 6e3 OUYHCTKH,

PacTtBop 6BpomMa(3,15 mu, 0,061 Monb)
B xmnopodopme (50 Mn) no kKamnaM poGas—
JS0T TPH KOMHATHOIl TeMnepaType B Ie=.
peMenHBaeMsii pacTBop 3,4-6uc(nusano-
urnokcu) arietodpenona (19,5 r 0,061 MOITB )
u TpeT.-6yTHI~aneTara (8,2 mm,
0,06 mons) B wiopodopme (150 mm), co-
JepXamyil KaTalHTHUYECKOe . KOJIHYeCTBO
GeasogHoro xjopuma amomuuusa (0,2 1),
PeakKIHOHHYI CMECh HepeMellHBawT IpH

'KOMHATHOI TeMnepaType B TeyeHHe | y

nocie Toro, Kak pobapsieHHe 3aKaHYHBA™
10T, panee nobasiAlT Xpomarorpaduuec—
xuii cunmukarens (75 r) M cMechp BHNapH-
BawT NoX BakyyMmoM,., (JcTatouHoe TBeppoe
BemecTBO ZOGABIAKNT B BEPXHWKO YHACTH
KOJIOHHB M3 CYXOT0 XpoMaTorpadHuecKoro
cunukarens (1 xr, npeaBapHTeNbHO Ae—
3aKTHBHDYWNT nobasnenuem 10% B/B BOAM
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'u sarem ypaBHoBemupawt 107 B/B pacT-
popoM (5% o/o) sTunanerara B ToONlyolle.
KONOHHY 3JHoUpYIOT 57—HbM PACTBOPOM
(1100 mn) srunauyerata B Tonyonle. 3a-
TeM ‘KOJIOHHY -3JI0HDPYIT 3THIAIeTAaTOM 5
{2 % 500 Mn) U cobpanssie dpakuHH HC—

" clleRyIT NIPH TIOMOMH TOHKOCJIOHHOH Xpo-—
MaTorpaduu (TCX) (Ha mIacTHHKAX H3
ABYOKHCH KDEMHHs,KOTOpbie NPOABJIAKT B
50Z-Hoili cMecH 3THJaneTaTa M TeJyona).
HocnenHue @pakuHH COEJHMHSNT M BbIIapH-
BawT, B pe3yibTaTe udero obpasyercs
2-6pom-3 , 4—6rc (nuBanouokcu ) anerope=
How B Bupme macna (14,2 r), xotopoe
GbicTpO KPHCTaJNIH3YeTCA C ofpasopaHu-
eM TBepnoro BemecTsac T.mu, /64— 66°C.

PacTBOp 2-6poM-3,4— 6uc (MUBANOWIOK=
cu)anerobenona (2 P) B IHMeTHJICYJIb—
dooxucu. (10 M) BHAEPXUBAWT B Teue—
HHe 18 u npH KoMHATHOH Temuepartype,
3aTeM CIMBAWT B CMech Jief~Bona H
SKCTpArupyoT mpocTeiM adupom (3x50 mm),

9KCTPAKTH HNPOCTOTO 3GQHPa NPOMBIBAT
pogoit (50 My) M consiHBM DPACTBOPOM

. (50 Mn), cymar (MgSO,) u BHNapHBAaKWT,
"B pesynbTaTe uero obpasyercs 3,4—6uc

;(mmmmmmmmhmmmmmmmmlgsmm
macia (1,8 r); UK et 1760 oM
- (croxubit agup > C=0), 1690 cm~
(-C0,CHO) ; J(Uml) 8,2-7,1 (crnox-
Hbl, apoMaTHYeCKHH -H), 1- 35 (18H
cunrner —C.CH,).

' 3—H306yTﬂpnnoxCHMeTHn-h—HsoﬁyTH—
punokcHbenun—-raHoxcan, CoeguHeHHe

obfpasyercs B BHOe Maclna, HMEKWmero

ynoBiieTBopHTeNbHEE HK~cnexTp mnorio-

. meHHUs, B De3ynbTaTe OKHCIIEHHS COOT~
BETCTRBYWIIETr 0 d -6pomMaiieTobeHoHa OH-

MeTHJICYIIbOOKHCHIO .

o =BpoMaiieTobeHoH IONYUYawT clie—
oyiomuM obpasoM.

Tuppup matpusa (2,0 r) noﬁasnﬂwT
IOPUMAMH B IepeMENMBAEMYI H30MacClA—
Hywo kuciory (150 mm) B Teuenue 15'MHH.
3aTeM Ho6aBJAT 3—-aneTOKCHMETHI~4—
~anerokcu—-anetoberon (40 r) m cmecs
* HarpesawT no 160°C u NnoanepxUBanT
IpH 5TOH TeMmIepaType C InepeMemuBaHH-
eM B TeueHHe 15 u, CMechr KOHUEHTPHPY-—
0T ODH IIOMOmMM NEPEeroHKH NpH NOHUXeH=
HOM [aBJIeHHH, NDH 3TOM IOIMEPKHBAKT
vemnepaTypy 160°C., JMnKHii oCTaTOK OX—
JIaXHalnT H pacTBOPAWT B HPoOCToM 3dupe
(500 mi). Pactsop mpommiBanT 10%—HbmM
pacTBopoM kap6oHaTa HaTpPUsA (BXZSOMH) 55
popmoit (2 x 500 M) M HachmEeHHbM COJIsi—
HbM pacTBopoM (250 wmn), OpraHdHueckymw
tdasy cymar (MgSO,), dHIBTDYIOT M BbMA—

15

20

25

30

35

40

45

pHBawT, B pesynbTaTe yero obpasyer-—
Ccf KOpHUHEBOEe Macllo, KOTOpoe nopBep-—
rapT IeperoHke nof IJIYSOKHM BaKYYMOM,

. B pesynpTaTe nosayuakor 3-1306YTHPHIIOK—

CHMeTHJI-4 ~U306 Yy THPWIOKCH~aLe TOGEHOK B
BHAe OecuBeTHON BsA3KOH ®HOKOCTH; fMP
(cpcly): (o) 8,2-7,1 (3H, 1, 2, 4~
~apomaTuueckana H pemerxa); 5,1 (2H,
cunryier CO,CH,); 2,55+2,67 (5H, cun=-
rier, COOH3+nynneT, CHCO )y 1,21 +
+ 1,15 [12H 2 pynneral/ 7‘8 3 C/S/

'(CH ),CH] .

Pacrsop 3—n306ywupunoxcuueTHn-4-
~H306yTHPWIOKCH-aneToperona (8,8 r)
B muMeTuncynbdooxucu (35 Mn) ocramna-
0T NPpH KOMHATHOH TeMmmepatype B Teue=
HHe 2 OHeM W 3aTeM CJIHUBAT B H3OHTOU-
HOe KOJIMUeCTBO CMeCH Jieg—Bopa. CMech
skcTparupyior sTtunaneratom (3x100 mm).
9KCTPAKTH NOCIENOBATENILHO NPOMBIBAIOT
HACHIMEHHBM PAaCTBOpPOM BHkapGoHaTa HaT—
pusa (50 mn), somoit (3 x 50 mn) u Ha-
CHINEHHbBIM PACTBOPOM XJIODUIA HATPHA
{50 Mn) u 3aTeM BHIApPHBAWT, B DPEe3Yib—
TatTe uero obpasyercsa 3-H300YTHPHIIOK—
cHMe THI—4-1306y THPpHITOKCH~d—6poMalie To~
beHoH B BHAe Macia, HUMewmero yhoBIeT-

" BopuTeNnbHblt HK-cnexkTp, ero moxasepra=

10T OUYHUCTKE IIPH IIOMOIH TOHKOCJIOHHOH
XpoMaTorpabux (510 :50% ofo EtOAc

. (6eH3HH) T ,KHI, 60 80°¢C).

4=AMuHO-3 , 5~HHXIIOPhEHWITTHOKCAND .
CoenHHeHMe NOJMY4YawT B BHAE TBEPHOTO
ruppaTta, T.mwl. 95-98°C ¢ 58% Bbxomom
B. pe3yJibTaTe OKHCJeHHs 4—amuHo—3,5-
-puxnopanetoperona (12,0 r) nByoxuchio
cenieHa (10,0 r) B cMecH AMoKcaH
(60 Mn) v Boma (2 mm) mpu 95°C B Te~
yeHHe 4 4 H TOCJIENYONErO BHIIAPHUBAHHA
npobUnNbTPOBAHHOH CMEeCH,

Ipumepun 5-28, Hcnonbsya
npoueaypy, aHaJlorHuYHyw TOH, 4Tro Ohula
onHcaHa B npumepe 1, HO HCXOOs U3 CO-~
OTBeTCTBYWHEro FIHOKCANa M aMHHocoe=-
OMHEHHA, MOXHO MNOJIYUMTDH CleLylHe Co-—
enuHenus dopmyns (1),

OIpuwsep b5, 1-[3,5~6uc(usano-
mwiokcu) pennn -2~ {2~ ((N-penunanerun—
—NPONKN) aMuHO ]~ 1, 1 ~[1Me THIT3 TUIIaMHHO }
3TaHon GpoMIuapaT B BHAE TBEpPUOro Be—
mecrsa (137 Boxonm), T.IUT. 150-156°C
(pasmoxenne) ; ng_(&) 8,7-8,0 (3H,
tmoxuesi, NHCO + NH ), 7 4 6, 6 (8H,
cnoxnmn, apomaTqucxnn H), 4 9 {1H,

pymrer [/ T=8 C/S$/, CHOH); 4,3 (mymnn-
. « :

tumier, > N=CH-CO); 4,0-2,7 (croxmbi

CH,N+H,0); 2,2-1,7 (4H, croxmbit
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SN CHZ
CH, C).
"NMpuwme p 6, 1-(2-XnoppeHun) -2~
-[2-[(N—6eﬂsonnnnnepﬂnuﬂ 2~-xapBoHHN)
amMHHo]l -1, —nHMeTHnaTHnaMHHo}aTaHon
6pomMruapaT B BuAe neHs (Bexonm 25%),

T.mn, ~ 102°C; AMP (&: 9,3-8,6 (3H,

4+
crioxubii, OH + NH,); 8,1 (Tpumner,
NHCO) ;

CH,CH, Yy 1,3 (24 H, cyoxHbm

ueckmit H); 5,34 [ 1H, oymwter / =9'C

/S/, CHOHI; 4,2 (1H, crmoxuest, > N-.
-CH-C0); 3,7-2,7 (cnoxnmﬂ CH,N);

1 8-1,0 + 1,3 (12H, cnoxubni, + cnur—
Jer, NCH1CH CH,CH,+ CH4 C)

Npuwmewpp 7. 1-[3,4- 6nc(nnaano—
MIIOKCH) beHun]=2-{2~ [(N-Geﬂaonnnpo—
mun)amuto] -1,
HOl 6POMTHApPAT B BHAE TBEpHoro Beme-
crea (sbxop 80%), t.mn. 175-179°C;
ap (¢): 9 ,2-7,8 (4H, cnoxnbni, NHCO+
+NH + OH);
Maanecxun H) 5,24 [2H, npynner /7T =

=8¢C /S/, CHOH]; 4,68 (1H, croxubii,

-)N—CH-CO); 4,0-2,7 (6H, crnoxusii,
CH,); 2,7-1,7 (4H, croxHsii, > N-
~CH,CH,CH,); 1,5+1,36 (24 H, aymier+
+ cunrner, CH,C).

DNpumerp 8, 1-(2-Xnopbenun—-2-
-{2- [(N~6ensownnponun) amuuo] -1, 1-gu-
. M@THI3THUIAaMHKO | 3TaHon 6poMrumpar B
Buge neusl (Bbxon 307%), T.mi. ~ 89°C;
ﬂMP (*): 9,2-8,2 (4H, cnoxHeEl, NHCO+

NH + OH); 7,8-7,1 (9H, croxubit,
apomaTqucxnu H); 5,35 (1H, mynner
/ T=8 C /S/ CHOHl; 4,48 (1H, croxwbit
> N-CH-CO); 3,8-2,8 (cnoxﬂmﬁ, CH,N) ;
2,4-1,7 (4H, cnoxuesi, 3} N CH,CH,CH,);
1,3 (6H, cusrner, CH,C).

I puwmep 9, 1-(2-Xnoppexun—2-
-0 2= ((N-denunanetunnponun) amuno) -1,
‘1~[UMETHASTHIIAMHHO | 3TaHON 6pomrun—
patT B Bupe neHs (Beixop 447%),T.mi.

~78°C; AMB (8): 9,2-8,1 (4H, CIToR~
ubnt, NHCO+NH,+OH); 7,8-7,1 (9H,

ner [ 7=8 C /S/, CHOHJ; 4 3 (1H
CIIOXHBET N—CH—CO); 3,8-2,8 (cnox—
ubit, CH,N); 3,68 (cuurmer, PhCH,CO);
2,2-1,6 (4H, cromnmu, >N CH,CH,CH,);
1,27 (6H, cuurser, CH4C).
Hpuwsep 10,
souniokcH) penun] -2 { 2- [(N-6enzonn-N-
~MeTWITJIMINWI) aMuHo] ~1, 1~gHMe THII-
3THNAMHHO| 3TaHon OpoMruapaT B BUIOE
nentt (Bbxom 10%), T.nm, 219-220°C;
AMP (&): 9,0-8,0 (3H, cmoxueit, NHCO+
+ﬁH1); 7,6-7,1 (8H, cioxmeii, apoma-—
THUECKHI H)

8,0-7,2 (9H, croxHe®i, apoMaTH—{p
?

1 =pHMe THIIS THIIAMHHO} 3Ta—

20

7,8-6,8 {8H, cnoxwumit, apo-

CJIOXK— 45
HbBi, apOMATHUECKHIH, H), 5 3 [1H oyn-

1*[3,4-6HC(HH88-‘

6,2 (1H, mupoxuit, CHOH);

4,93 (1H, mmpoxuit, CHOH); 4,2+3,95
(2H ABa cuurnera, NCH,C0); 3,7-2,7
(cnoxnmu, CH, N+H,0) ; 2 ,95 (3H, CHH-
rinet, CHsN); 1,3 (24H, CHHTJIET,

5 |CHC).

TpumMep 11, 1-(2-Xﬂop®eﬂﬁﬂ)fN*
~2~{2~[(N-6en30un—N~Me THATITHIIHII ) aMHHO ]
-1, 1~-aUME THNS TUIAMMHO ] STaHON GpoM-
rugpaT B Bupme nenst (137 mbxom), T.m.

~ 132°¢C;. AME (&); 9,0-8,0 (3H, crnox-
Hbii, NHCO + NH Y 7,9-7,0 (9H, cnox-
HbliT, apomaanecxun H) 5,25 [1H, noyn~
ner / =8 C /S/, CHOH]; 4,1+43,9 (2H,
2 cuurnera COCH,CH,); 4,0-2,7 (cnox-
15 ueiit, CH,N); 2,9 (3H, cunrneT, CH,N);
'1 3 (6H, cunrser, CH,C),

Dpumep 12, 1—(3,5-6Hc(ﬂnsa—

5nonnoxcn)®eﬂnn]—2—{2—[(N—¢enoxcuaue—
THIUTPOJIHA ) aMuHo] -1, 1 —gHMe THIIS THIIaMH~
Ho) sTaHoOm GpPOMIHIPAT B BHOE IeHH
(Bexon 207%); HMP‘(J): 8,7-8,1 (3H,
cioxHbit, NHCO+NH,); 7,4-6,7 (8H,cmox-
HbEi, apoMardueckud H); 6,3 (1H, mmpo-
kuit, CHOH); 4,95 (1H, wwupoxwuii, CHOH);
4,78 (2H, cuuraer, PhOCH,CO); 4,32
(1H, caoxuwit, > N-CH~CO); 3,7-2,7
(cnoxueit, CH,N+H,0); 2,2-1,7 (4H,
cnoxueit, >N CH,CH,CH,).

IIpuwmep 13. 1-[3,4-6uc(llupa~
nounokcH) penmwn] =2-12- [(N -penokcraue=
THI-N-Me THIITIHUMI) aMuHo | =1, 1 -auMe THI~
STHJIAMHHO| 3TaHon OpOMrHIpaT B BUMe
sennt (Bbxon 8%), T.mm. 100-105°C; , SIMP
(¢): 8,8-8,0 (3H, croxnsit, NHLO+NH )3
7,5-6, 7 (SH, CIIOXHBI, apoMaTHUeCKHH
H); 6,2 (1H, cunrner, CHOH); 4,9-4,8

- (3H, cnoxusii, CHOH + PhOCH,CO); 4,15+
+ 4,02 (2H, 2 cunrnera, COCH,NCH, )
3,6 + 2,7 (cnoxﬂmu, CH,N + H_O) 3,1+
+ 2,87 (2 cunrnera, CH3;N); 1,35 (24H
cunrytet, CH,C). )

ODpumMep 14, 1-[3,5-6uc(ltusano~
unokcu) benunn) -2- {2 [(N-6ensowinunepu-
OHH-2-unKapboHuwn) amuuo] -1, I —-guMe THII=
sTHnaMuHO} 3TaHoN GPOMrHAPAT B BHAE
nennt (Bbxop 167Z); AMP (¢): 9,0 - 8,0
(3H," cnoxupit, NHCO + NH,); 7,7-6,8
(8H, cmoxHbli, apoMaTHuyeckuil H); 5,0
{1H, gymner / 7= 8 C /S/, CHOH]; 4,7 -
2,7 (cmoxmuit, CO.OH. NI + CH,N+H 0)
2,0~1,0 (6H, cnoxusit, {NCH, CH CH CHZ)
1,33 (24H, cuurjiet, CH4C).

Mpuwmep 15, 1-13,4~6uc(llusano-
nioxcH) benun) -2~ {2~ [(N-6ensonnnunepu—

- BMH~2-KapOOHWIT) aMHHO] =1, 1 ~/KMe THIT-
3THNaMHHO) 3TaHoOd BPOMPHAPAT B BH[IE
nensl (Bbrxon 5%); AMP (&): 7,9 - 7,6
(3H, mmpoxuit, NHCO + NH,); 6,7 - 6,1

25

30

35

40

50

55
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(8H, MmynpTHmNET, apoMaTHyeckuit); 5,3 crmoxHbit, NHCO +~ﬁH2); 7,7 - 7,0 (8H,
(1, mupoxutt, cuurmer, CHOH); 4,2 - © crnoxHbii, apoMarTHueckuit H); 5,0 [1H,
3,8 (2H, cmoxusii, CHOH+ } N-CH-CO); aymner / T= 8 C/S/, CHOH]; 4,5 - 2,7
3,0~2,8 (croxnsiit CH,N+H,0);1,7~1,1 ~ (cmoxnsit, CH,N +-CO.CH.N<); 2,9 (cun-
(30H, coxusiit, CH, C+ > NCH,CH,CH,CK,)., 5 T7eT, CH,N); 2,0 (crosueni, CHyCHEt);
Opumep 16, 1-[3-(Hao6yTupu- 1,35 + 1,2 + 0,9 (32H, 3 cunrnera,

 noxcumeTH) ~4— (nso6yTHpwiokcy ) penmn] ~  (CH); C= + CH,CH Et + (CHy),CL .

-2-{ 2- [(N-®enokcHane THI-N-MeTHNTIH~ OHpuwme p 2i. {-03,4=6uc(Musano-
uun)-auuno]—1,1—numewun3TunaMnuoj Hnoxcu)QeHHnj—Z-{2~ (N-6eH30HA~N~Me—
aTaHoN OPOMIMAPAT B BHAe NeHw (BbXOR 10 tun—-ananun)amuno] -1, 1-guUMeTHIS THI~
16Z); sMP (&) 8,7 - 8,0 (3H, crox- amuHo | sTaHON BPOMIHAPAT B BHAE THEP-
net, NHCO + NH,); 7,7 - 6,7 (8H,cnom-  poro Bemectsa (Bbrxom 137); T.mi. ~
b, apomatmueckuit H); 5,1 - 4,7 (5H, ~200°C (pasnoxenue); AMP (¢): 8,9 =
mynptumner, CHOH + PhOCHg); 4,18 - . 8,1 (3H, cnoxuuit, NHCO + NH,); 7,6 -

1,04 (2H, 2 cunrmera, COCH,N); 3,8 - 15 7,0 (8H, croxuest, apoMarnuecku# H);

2,6 (crmoxusit, CH,N+H,0); 3,08+1,86 3,7 - 3,0 (4H, cnoxusnt, CH;N); 2,9 +
“(3H, 2 cumrnera, CHs;N); 1,3 - 1,05 + 2,88 (3H, 2 cunrnera, CH,N); 1,45+
(18 H, mynsrumier, CH;C). + +,30 (27H, 2 cunrnera, CH;C).
_ Npumenp 17, 1'%3‘(”305YTHpH— Mpume p 22, 1=[3,4-6uc(llupa~
‘~nOKCHMeTHﬂ)—4-(“305YTHPHHOKCH)@eﬂﬂﬁ]-20 nounoxcr) ernn )-2- {2- [ (N~6ensonn-
-2~{ 2~ [(N-6ensounnunepHaHHE-2-Kap6o- —aneTHIHH-2~Kap6oRW) —aMHHo}~1, 1—aH~
' gun)aMuHo] -1, 1 —AUMeTHIS THIIaMHHO |  3Ta~ METWI3TWIAMHHO| STaHOJ GPOMTHAPAT B
Honl GpOMIHAPAT B BHAe BS3KOro Macia . suge -nenst (Bbxon 10%), Te.mnm, 130 -

(bixop 6%); AMP (&): 8,5 - 7,8 (34,

135°C;, sMP (¢): 8,8 - 8,0 (2H, ciox-
croxHeit, NHCO + NH,); 7,6 - 6,9 (8H,

25 uelt, NH,); 7,9 (1H, rpumrer, NHCO); -

croxHBt, apomaTHuéckmit H); 5,2 - 4,7 7,8-7,0 (8H, croxHbit, apoMaTHYeCKHI
(cnoxueiit, CH,0 + CHOH + H,0); 4,5 — . H); 5,0 (2H,croxubit, CHOH+ ~CO.CH.NZ )3
1,4  (cnoxmsiit, CH, + }CHCO + 2 4,2 (2H, mynprumner, N CH,CH,CHCO);

> NCH,CH,CH,CH,); 1,25 - 1,10 (18H,

il 3,8 - 2,8 (crnoxusit, CH,NH); 2,6-2,0
2 pymnera + cuurier, CH;C).

30 (cnommbni, N CH,CH,CHCO).

. Mpunmep 18, 1-[3,4-6uc(Musano- Opumep 23, 1-[3,4-6uc(Musano-
wioxcH) benun] =2~ [2- ((N~6ensoun-N-me- wioxcu) denmn ]~2-§2- [ (N~4-xnop6eHsonn-
. . TundeHunanaHwi)amuHo] -1, 1-gHuMe THI- ~npostiit) aMuHo ) —1; 1-[{FMe THII3 TUIIAMHHO |
QTHnaMHHO} aTaHosl 6pOMIHMApPAT B BHAE 3Ta”Hosl OpoMryzipatT B BHOE IeHb (BHIXOR,
nensl (Bbixop 227); fMP (d): 8,9 - 8,1 35 102), T.m. 120-124°C; AMP (d): 8,4
(3H, cnoxusit, NHCO + NH,); 7,6 — 6,7 (3H, croxueit, NHCO + NH,); 7,7 = 7,1
(13H, cnoxmeni, apomarnueckuit H); 4,96 (7H, cnoxwbil, apoMaTHueckuit H); 4,85
[(1H, mymter / T= 8 C/S/, CHOH]; 4,55 (1H, gymner / 7= 8 C/S/ CHOH}; 4,40

(1H, Ttpumner, CO.CH.CH,Ph); 3,47 + 40 (1H, cuurmer, > NCHCO); 3,9 - 2,8
+ 3,38 (3H, 2 cumurmera, CH3N); 3,6 - (6H, cmoxmeit, CH,N —~ Habmomaem mocie

2,6 (6H, cnmoxusit, CH,N, COCHCHQPh); o6paboTku npu momomu d, - AcOH); 2,2 =

1,28 (24H, cunryer, CHsC). ' 1,6 (4H, croxmsii, > NCH,CH,CH,); 1,3
Ipuwmep 19, 1-03,4-6uc(lupano~  (24H, cunrmer, CH;C). o

unoxcu) dennn ]-2-{2 [(N-deHoxcHane THI- Opumep 24, 1-[4-(Ilusanonnok-

—N—meTHn~ﬂ—anaHHﬂ)aMHHO]‘1;1—HHMG’ .45 cu) pernn ]-2-{ 2- [ (N-6ensonnmnposnn) ~

TWI-3 THIAMHHO ] 5TaHON G6pOMIHAPAT B —-aMHHO] =1, 1-OHMe THII3 THIIAMHHO ] 3TaHOM

supe nehn (mbrxop 8%); AMP (d): 8,7 - 6poMripaT B BHAe TBEpHOI'O BEmeCTBa

7,7 (3H, cnoxusit, NHCO + NH,); 7,5 - (Bbixon 13%), T.mn. 153-158°C; AMP

6,7 (12H, croxHbi apoMarHyeCKHH H); (): 8,6 = 7,7 (3H, cnoxHbii + TPHI~

4,9 - 4,7 (3H, cnoxHbil, CHOH+PhOCH, ) ; 50 net, NHCO + NH,); 7,7 - 6,8 (9H,

3,9 - 2,7 (cnoxwusit, CH,N); 3,0+2,83 CITOXHbIf, apoMaTHueckuii H); 6,45 (1H, -

(2 cunrnera, CH,N); 1,3 (24H, cunr-  mmpoxumit, CHOH); 4,8 [1H, mymter / T=

ner, CH,C). =8 C /S/, CHOH]; 4,4 (1H, crnoxHsit,
Ipumep 20, 1-[3,4~6uc(llusano~  >NCHCO); 3,8 ~ 2,7 (croxmsit, . CHyN +

 nioxcn)benun—2- {2 [ (N-6ensonn=N-merun~ 55 +1,0) ; 2,3~1,7 (4H, crnoxusit, > NCH,CH,CH,)’;
~paoneyuun) aMuio] -1, 1-aHMe THII THI- 1,3 (15, cunrner, CHsC).
amMuHo ! aTaHos OpoMI'HOapaT B BHAE I€Hb Opuwmerp 25, 1—[3,4-6Hc(HopM.-

.(Bmxon 24%) 3 aMP (M 9,3 - 8,1 (3H, -Byrupunokcn) berun] -2- 12~ {N-denoxcu--
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auerwi-nponun) amuroT- 1, 1~AHMe THIIS THIT-
aMnHo} sTaHoNl GpoMruapaT B BHAE MNEHbI
(oixod S5%), T.wi, 93-95°C; AMP ():
8,7 - 8,0 (3H, cmoxupst, NHCO + NHZ);
7,4 - 6,6 (8H, cnoxubit, apoMaTHuec-
xuit H)3 6,15 (1H, -mmpoxmit, CHOH);
4,85 + 4,70 [3H, nymner /7T =8 C/S/ +
cunrner, CHOH + PhOCH,COl; 4,22 (1H,
mynbTHnier, > NCHCO); 3,9 - 2,7 (cnox-
ubit, CH,N + H,0); 2,45 (Mynorumier,
COCH, CH,CHy )3 2,2 = 1,7, 1,6 (8H, mu-
' POKHIi , CTIORHBIH + MYJILTHILIET )NCH{HHCH2+
+ CO CH,CH,CH;); 1,22 (6H, cuurner,
CH4C); 0,9 (6H, tpunner,COCH,CH, CHy ) .

IIpumep 26, 1—[3,4-6né(ﬂnaano-'5

unoxcu) pennn ]~2-12 ((N~4-xnopperunane=
THA-TIPONHN ) aMuHo] —1, 1—guMe THIIS TUITaMH—
Hol aTaHoN 6POMIHAPAT B BHAE MEHH
(Bexom 147)3 T.mil, 109-111°C; AMP (&) :
8,7 - 8,0 (3H, cioxHbii, NHCO+NH ,) 5
7,6 = 7,0 (7H, crnoxubit, apoMaTHiec-
xmit H); 6,24 (1H, mmpoxwu#, CHOH) ;

- 4,88 [1H, nymner/, T= 8 C/S/, CHOH]

5
| 4,26 (1H, mynpTamrer, 3 NCHCOY; 3,9-2,7,

"3,68 (croxHblii, + CHHIVIET, PhCH,CO +
* CH,N + H,0); 2,3 - 1,5 (4H, cnox-
‘meit, >N CH,CH,CH,); 1,3 (24H, cuu-
rner, CH;C).

Opumerp 27. 1-(3,4-6uc(lupa-
 nounoxcu) penun] -2~ {2- [ (N-Gensonn-N-

- =HOPM ,~6YTHArIHIE) amMuto J-1, 1 -guMe-
TWI3THWIAMHRO | 3TaHON GPOMIHAPAT B BH~
ne menn (meixon 18%), T.mm. 175-180°C
(pasnoxenue) ; IMP (&): 8,8 -'8,0

(3H, cnoxmmii, NHCO + NH,); 7,7 - 7,0 35,

(8H, cnoxHbit, apomatudeckmit H); 4,95
(croxubit, CHOH + H,0)3 4,1 3,95 (24,
2 cuurnera, COCH,N<¢); 3,7 - 2,7 (6H,
cnoxmbit, CH,N); 2,0 - 1,0 (31H, crnox-
‘meit, + cmmrmer, CHsC + CH3CH,CH N).

Opumse p 28, 1-[3,4~6uc(Mupano=
unoxcn)@eﬂun]—2—[2—[(N—TpeT.-6yTHan-
cuKap6oHWI~N-Me THII—aTaHuil) aMuHo ] -1, 1=
~[AHMEeTWIS THIaMHHO | 3TaHon GpoMruapat
B Bupmie nemst (Bbixon 107); AMP ()

9,3 - 7,7 (3H, umpoxuii, CONH + NH,);

7,5 = 7,1 (3H, cuoxHbif, apoMaTHYeCKHH
H); 6,5 - 6,0 (1H, mupoxmit, CHOH);
"4,7 - 4,3 (1H, mMpOKMH KBapTeT,
COCHNCH3) 3 4,2 ~ 2,9 (unpoxuit, CH N+
+ H,0); 2,8 (3H, cumrser, NCH,); 1,6~
1,0 (36H, CH,;C + CH,CH).

Heo6xXonuMble HCXOOHbIE MaTepHasbl,
MOXHO MNMOJIYUUTH, HCIHIOJIL3YA TY Xe Ipo-
Lenypy, uTo Obia onHcaHa B NpHMepe 1
JJIA _TIoJTyUeHus N—-(2-aMuHO—-2~Me THII~NIPO=—
i) ~N—-beHHnane TWI-NPOIHHaAMHa, HC—

NONE3YA MORXOAAMmYlo KHCJIOTY M 1,2-an-
aMuHO—2-MeTHINPONaH ;

N' —(2—aMuHo—2—MeTHnnpoan)-Ni—
~Gen3onMMnepHaRE-2~Kkap6oxcamun {Avs
npumepos 6, 14, 15, u 17) BhgensawoT B
suge Macna; fIMP (CDCly) &': 7,6 - 7,2
(5H, cmoxumit, apomaruueckmit H)j 5,8 -
5,3 (1H, mupokuit, NHCO); 3,6 - 2,3
(5H, ciioxmmii, ¥ NCHCO + CHp); 2,27
(cunrser, NH,); 2,0 - 1,0 (crmoxmbmi,
N CH,CH,CH,CH,); 1,22 + 1,14 (6H, 2
cunrniera, CH,C)y _

'N'—(2—amnao~2—meTnnnpoan)—Ng-ﬁex—

" sounnponuHamun (AnA npuMepOB 7,8 u

24) poigensioT B BHpe neHslj JMP (CDCIS)
d': 7,6 - 7,2 (6H, croxHbii, apoMaTH-
veckuit H + NHCO); 4,6 + 4,55 (3H, mu-

. pokHii + cuuryer, > NCHCO + NH,); 3,6~

2,8 (4H, cnoxueii, CH,N); 2,5 - 1,7
(4H, cmoxumit, N CH,CH,CH,); 1,05 (6H,
cunrsger, CH;C); 2
N'=(2-amuso-2-MeTunnponus)—-N —Gen=
somn=N2 ~MeTHnrnunuHaMupn (ons npuMe-—
poe 10 u 11) BhgenawT B BHAE Macna;
AMP (CDCL) &3 7,7 = 7,1 (6H, cnox-
HbI1, apoMaTHueckuit H+NHCO); 4,1 (2H,
cunrner, NH,); 3,3 - 3,0 (4H, cmox-
ubiit  CH,NH); 2,05 (3H, cuurser,CH;N) ;
1,05 (6H, cuuraer, CH;C). )
N1—(2—aMHHo-2—MeTHnnpoan)—Na-Me—
rwi-N 2 -beHokcHane TanrHEHamHg, (A
npuMepa 16) BbOeNsT B BHAE Macla;
aMp (CDC1,) &: 7,4 = 6,7 (6H, crox-

- mbii, apomaruueckuit H + NHCO); 4,73

(24, cnoxumit, PhOCH,); 4,0 (2H, cun-
rner, NH,); 3,2 - 2,8 (4H, cmoxmbi,
CH,N); 2,35 (3H, cuurmer, CH;N). _
' N1-(2-ammro-2-meTHnmpomin) -N? ~Gen-
3oun-Nt-merunpenmnananunamun (gna
npumepsa 18) BbmenslwT B BHIE MNeHb
aMP (CDCl,) &: 8,2 + 7,75 (1H, 2
rpunnera, NHCO); 7,6 - 6,9 (10H,cnox-
Heli, apoMartmueckuit H); 5,4 (1H, ma-
poxmit S NCHCO); 4,4 (2H, cuurner,
NH,); 3,7 - 2,6 (7H, cnoxuii, PhCH,+
+CH,N + CH;N); 1,2 (6H, cuurier,
CH,C); ’
N1-(2=-amuHo-2-MeTunmnponun) —N"—-me=
Tﬁn—NZ—QeﬂoxcnaueTnn-p-anannnamun

(ans npumepa 19) BhHmenswT B BHOE Mac=

na; AMP (CDCL;) o'z 7,5 - 6,7 (eH,
CIIOXHBIt, apomaTHuyeckHH H + NHCO)
4,8 + 4,63 (2H, 2 cuurnera, PhOCH, ) ;
3,65 (2H, Tpumrer, COCH,CH,N); 3,05

" (SH, cmoxmett, CH;N + C.CH,N); 2,36

(2H, rtpunmet, COCH,CH,N); 1,33 (2H,
cunrner, NH,); 1,02 (6H, cuHrzeT,
CH;C) 5
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N7 =(2~amuno-2~merunmponui) ~Ni-6en-
soun—-N?-merunusoneynunamun (ans opu-
Mepa -20) phgensawT B BHOe Macna; fAMP
(CDCl Yo 7,7 = 7,0 (5H, cnoxssit,

Aaponaanecxnﬁ H); 5 9 (1H mupoxﬁﬂ,

NHCO); 4,7 + 4,6 (ZH 2 cunriera, s

'>NCHCO);“3,4 - 2,7 + 2,9 (74, cnox-.
ueit + cunrmer, CH,NH + NH,+ CHy;N);
2,1 (crmoxHest, CHgLHCH CHy); 1,7+40,8
(14H cnoxubiit, CHy.C + CHQCHCHQLHJ),
N‘-(2 —aMuHO-2-MeTHnnponun) ~N? ~6ex-
sown-N-merunananunamun (ans npuMepa
21) sepensior B BHAe macna, SMP (CDCly)
& 7,7 = 7,1 (6H, cmoxupit, apoMaTi-

_yeckuit H + NHCO); 5,2 [1H, mupoxwii,

> NCHCO); 3,6 - 2,9 + 2,95 [5H,
cnomnuﬁ + CHHPHET/ T= 7 c/s/ + pyn-
ner/ 7= 7 C/S/ + cunrner, NH,+CHCH,+
+ CHyCJ3
N = ( 2~aMiHO=2—Me THIINP OTIHII)

' goumaneTHaHH-2~-kap6oxcamun (gna npH-

rapomaanecxun H + NHCO)

Mepa 22) seomensoT B BHAe Macnaj; fMP
(CDCl ) ot 8,0 - 7,3 (6H," croxubi,
5,05 (1H,

' mynprumier, > NCHCO); 4 23 (2H, Mynﬁ-

me, CH N), 2,5 -

NHCO); 7,4 -

tumter, N CHCH,CHp); 3,2 (24, Mysnb-
THHHET, CHQNH)' 2, 5 (2H, croxHbD,

N CHCH,CH,); 1,45 (2H, cunrner, "NH,)
1,1 (6H, currmer, CH;C);

N'- (2-amnuo-2-meTHnnponun)—N —(4—
—xnop6eH3omw) ~nposinnamuy (oA npHMe=
pa 23) BhigensawT B BHOe Maciaa; SAMP
(cpcly) ot 7,8 - 7,2 (5H, cnoxmbii,

pomaTqucxun H + NHCO)' 4,7 (1H,mm-
poxuit, S NCHCO); 3,8 - 3, 2 (4H, crox~—
1 7+ 2 ,3 (6H,cmox—
Hbt + cnnrner, NCHQCH CHZ+ NHQ)

1,15 (6H, cuurner, Cch),

N'- (2—aMHHo-2—MeTunnpoan)—N -(4~-
~XJiopbeHuI-aue T ) ~nponuuamun (oa
npuMepa 26) BHIENANT B .BHAE Macia;

(cpcl,) o': 7,7 (1H, Tpumner,
7,0 (4H, cnoxHemi, apo-
smaanecxnu H); 4 4 (1H, croxHbI*
-2 NCHCO); 3,9 - 2,8 + 3,65 + 3,1 (8H

CIJIOXHBI + 2 CHHITIETa, CH1N+PhCH100 +

+ NH ) 2,2 - 1,7 (4H, croxusB,
NCHZCH,CHQ), 1,0 (6H, currmer,CH4C);
" N'- (Z—aMHHo—Z-MeTHnnpoan)-N ~-GeH—
FSOHH—NZ*HODM.*5YTHHPHHHHH8MHQ,(ﬂﬂﬂ
nprMepa 27) BHEENAWT B BHOE Macna;
SIMP (CDCLy) o': 7,7 = 7,4 (6H, cmox~

HbIH, apOMaaneCKHH H + NHCO), 4,15
(2H, cunrmer, N CH,CO); 3 1
(4H, cnomubii, NHCH +NCH CchH CH )
1,93 (2H, CHHrneT, NH ) 1,9 - O 8 +

+ 1,2 + 1,0 (13H, cnomnmu + 2 CHHIIe~

‘ra, CH,C + N CHQLHQCﬂiCHS);

1318151
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-(2-amuHoO-2-MeTHIITPOTIHI) ~N 2~
-TDET.TﬁYTOKCHKap6OHHn)=NZ—M8THﬂaHa-
HuHamup (mis npuMepa 28) BHAENAWT B
puge cMonm; SIMP (CDCly) o': 7,1 - 6,5,
(1H, CONH); 5,0 - 4,3, (1H, MynbTHn~
ner, NCHCO); 3,3 - 3,0 (iH, mynbTHO~
ner, NHCH,); 2,85 (3H, cuurner,CH N);
2,1 (cuﬂrneT, NH ), 1,7 - 1,0 (15ﬁ
cnoxnmu, CH, c).

Heo6xonumme KHMCJIOTH TIOJIy4awT no
aHanoruu ¢ N—dbeHHNTaueTHI~NIPOIHHOM B
npuMepe 1, HO HAuMHAN C NOAXoAAmedt
aMHHOKHCIHIOTH M amunxsopuua (B Tabm.t.

.'yKa3aHb TakXe HeKOTOpbe HMX cBoHCTBa,

Tao6énuupal

CoeguiHeHHE g.nn., PacrBopHTEND
C LJIA IIepexkpHc—
TaJJIH3 aLMH
N-Bensounnponud - 157-159 EtOH
N-(4-XnopSenao—
1) P OJIMH 130-132 Tonyon
N~Beﬂsounase—
THOHH~2-~Kapb6o~ .
‘HOBad KHcHoTa 112-114  Tonyom .
N—-Bensoun-N-Me-
THIITIHIINIT 103-105 . Benson
N-Me Tun-N-(be~
HOKCHAaLeTH)
TITHIHH. 145~-147 EtOAc
N-Bensouwnnune-
punuH—-2-kapboHo- .
Bas KHCIOTa 118-120 Tonyon/
nepTpoll,
- apup (60~

80°C) ..

- lonyyerne N-GeHszowi-N-MmeTHIIalaHH™
Ha,

Mertunitopun (140 mm), sateM ruSpHA

sarpua (40,32 r, 507 B/B mucnepcus B’

MHHEPANLHOM Macje) gobBasiifioT B nepe-
MemHBaembii pacTBop N-6ensomn—-N-anauu-|
Ha (54,0 T) B rerparunpodypane (700 mi)

u puMmeTHndopMamuge (70 mn), Cmeck
HarpesawT [0 TeMIepaTypH medierMHpo-
Banua 80°C B aTMocthepe cyxoro aprosa
U BHIEPAXHBAIT B 5THX YCJIOBHAX B Te-—
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yenue 24 u, a sarem shmapuBawT, B oc-
taTox pobaBnsoT nmpocTod sdup (50 mu)
H CMeCh BLIIAPDHBAKWT C Lefibl yOaneHus
ocTaTouHOro MeTHHomupa,. [lonyueHHbBT
OCTATOK pasfeNsinT MexOYy STHIALETaToOM §
(250 mn) u sopmoit (250 mmn). Bopuywo da-
3y 3KCTDATHpYWT 3THnaneratroM (2 X
x 250 Mu) u coeunneunﬁe opraHHuyeckHe
daab npompiBawT Bomoit (250 mn), saTeM
HachmMEHHBIM PACTBOPOM Xilopupa Hatpua 0
(250 mn) u panee cymar (MgSO;) u B~
napusBawT, OCTAaTOK COLEPXHT [ABa BHOA
NpO3payHBX HeCMEemHBAaWIHMXCA Macen,
Huxunee Macno (N-Gensoun-N-meruna-

TaHMH MeTHJIOBBIi CJIOKHBE 30up,40,0r) 15
OTOENISIVT U NepeMemHBawT B TeueHHe

16 y co cMechw BOOHOTIO pacTBopa THO-
para -okucu Hatpus (1M, 800 MI1) M TeT—
parugpodypana (800 mm)., 3areM TeTpa-
runpodypaH yHOAndiT BbIIapHBaHUEM, Bon~ 20
HbII OCTATOK SKCTPArHPYWT MPOCThM 3dH—
pom (2 x 250 M), oxnaxgawTt go 0°C u
noagxHcasawT mo sHaudedus pH 2 npu momo—
m 4M pacTBopa COIIIHOM KHCJOThl, CMecChb
akcTparupyier stHnaueratoMm (3x250 Mn).25
3TH 3KCTPAKThl COEOUHSIOT, cymaT(MgSQQ

H BHIIAPUBAWT, B pe3yjJbTaTe 4Yero mojy-
yaT N-6eHaowi~N-MeTHNAJIaHHH. B BHOE
rBepgoro BemecrtBa (38,0 r, T.mu,126-
127°C nocsle TMepeKpHCTAIUIH3aUHH H3 30
" BOABL) o

Henonpsya aHANOTHUYHY NPOLEAYDPY,

HO HAuHHAasg C CGOOTBETCTBYWUEeHd aMHHO™
KHCIJIOTH GOPMYIIBI (R5=H) H MeTunpozuma
WIIH HODM,.~OYyTHIHiogHza, IONydawT coe— 35

-Ta6unuma 2

.CoenrHeHHe T.nn,, |PacrBopHTenn
°c OAA nepexpHc—
TartHsaluMH

N-Benzoun-N—-(Mme~
THIT) e HHIIaNMaHHH 137-140

N~-MeTmn-N-(dbeHoK~ |
cH-aneTun)-p-ana-
HHUH 121-123

N-Beusoun-N-me-
THIIH3 OJIeyIIHH T o112-114

N—TpeT.-ByTunoxca¥
kKap6oHun-N-MeTHna-

NaHHH ‘ 92-94 -

N-Bensoun-N-(HopM, —

~B6YTHII) CTIHIHH 90-92

EtOAc

EtOAc
(6eHsuH
(60-80°C)

EtOAc
(6eHsun) .
(60-80°C)

MeTHIieH
XIOPHA

Tonyon

——— o

HexoTopble H3 aMHHOKMCIIOTHBIX HCXOm-
ubix MaTepuanos (R°=H) nonyuawT npu
TIOMOMH ANHIHPDOBAHHA MNOJXONOAME:H aMHHO-
KMCJIIOTH (R§=H) H ayunxiopuaa, HCHONb-
3y TY Xe Opouenypy, uTo 6wuia omHca-
Ha pns N-deHHNaueTHINPOJHHA B IpHMeE=~
pe 1, KoTopble 0651afawT CIEeOYIOMHMH

OWHeHHA, NpHBepeHHble B TabIm. 2, " CBOMCTBaMH:
CoepuHeHHe A T.nn. °C
N-BeHz0oHAH30JI€YIIHH 117-119 (nepekpHCTaNNH3,H3 BOMH)
N-(Bensonn) peHnnananuu 142-143
N-(®enoxcuaueTnn)-p—anasuq 118-122
N-Ben3omtanaHut 129-140

I'MHOKCANIOBble HCXOOHbIE MaTepHJk 45
OOJIVUAT TeM Xxe crocobomM, uro 3,4-
-6uc (nMuBasionsiokcH) beHHWI~TIHOKCAll B
npuMepe 1, NpH NOMOMH OKHCIEHHS [H—
MEeTHICYIbHOOKHCHO COOTBETCTBYHMETO
2-6poManeToderona (KOTODBEX MOMYUawT 50
[OpM TOMOmM GPOMHDOBAHHMA COOTBETCTBY—
pmero aueTO®6HOHa); oHH obnanawT clie-=
OAYOWHMH CBOWHCTBAaMH:

3" ,4' -6uc (HopM,—6YTHPHIOKCH) heHHII-

TIIHOKCAJl BBYIEJIAKNT B BHIE MACIIAHHCTO= 55 '

ro rumpara; SMP (CDCl,) o': 8,0 (2H,
MYJIbTHIUIET, aPOMaTHUYECKHH H); 7,3
(1H, MyneTHONIET, apoMaTHUECKHH H);
6,27 (1H, wupokwuit, CHOH); 4,0 - 5,0

| ,

(2H, umpoxwuti, CHOH); 2,52 (4H, Tpun-—
nmer, COCH,CH,CHg3; 1,76 (4H, cekcrer,
COCH,CH,CH3); 1,02 (6H, Tpunmner,

COCHlCHiCﬁi);

4‘—nHBanonnoxcn¢eHunrnHoKcan Bhie-
JIST B BHOE er'o MAacCJAHHCTOIO THOPAaTa;
AMP (CDCl,) d': 8,15 ~ 7,2 (4H, mynb-

‘" runner, apomartHueckuit H); 7,5 - 6,5

(3H, mmpoxuit, CHOH); 1,36 (9H, cum-

ritet, CH4C);

t
3,5 —-6uc(nHBAIOHITIOKCH) EeHHIITITHOK=
- caNl BHOENSNT B BHAE ero CTeKJIOBHOHO—

ro ruppata; SMP (CDCl,) d¢ 7,9 = 7,6
(2H, MynbTHOET, apoMaTHueckuit H);
7,4 - 7,1 (1H, MynbTHIIieT, 2pOMaTH-
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vyeckuit H); 6,5; 5,8 (1H, cnoxHsni
CHOH); 5,2 (2H, wmpokHii cHHrnerT,
CHOH).; 1,5 (18H, cunrner, CH,C);
2'—xnop¢eumrnuoxcan Bbmenﬂm" B
BHOEe ero CTekJoBHAHoro ruppara; AMP 5
(cpcl,) ¢ ¢ 7,8 = 7,1 (4H, cioxnsi,
-apomaruqecxuﬁ H); 6 2 -5,85 (1H,
pynbrnnner, CHOH) ; 3 ,8 (2H MHPOKHIL
cuurner, CHOH),
, 10
I puwMep 29, Hecrione3ya npoueny-
Py, ONMHCAaHHYI0 B npHMepe 1, HO npHMe-
Hig B KadecTBe HCXOAOHOT'O npoAykTa 3,
4=6uc (MMBaNONIOKCH ) e HHIITIIHOKCANE H
2= t(N“¢€HHﬂ&HETHﬂ'HpOHHﬂ)aMHHO]STHH* 15
aMHH, I[OJy4awT 1—[3 4-=6uc (MMBaNOWIIOK=
‘cn)@euun]—Z-[Z—[(N-@enunaueTun-npo-
JIMIT) aMHHO] 3THIAaMHHO} sTaHon 6poMrun—
paT B Buge nennt (Bbixom 15-207); SIMP
(&) 8,7 - 8,2 (3H, xommnekc NHCO u 20
NH,); 7, 4 7,0 (9H, cnoxueii, apoma—
Tuuecxnﬁ H+ OH); 4,9 (1H, mupoxnﬁ,
CHOH); 4,25 (1H, myapTumner, > NCHCO);
3,8 - 2,8 (10H, cnoxHbui, CH N+PhCH, ) ;
2,2 - 1,7 (4H, croxmsit, CH CH,CH ),254
1,25 (18H, cuurmer, CH,C).
Heo6xonumpiit chonnbm MaTepHan no-
nIy4yanT cJjlenyiomHM obpasom.
N-denunauerun—-nponaud (53,0 r) no-
6aBNAOT NOPUMAMM B NepeMemHBaembit pa- 30
crBOp THOHMnxsmopupa (18,0 mn) B Me—
ranone (96 M), KOTOphbil MOAAEPXHBAKT
npu temmnepartype — 5°C. Ilocsne Toro,
" kak pobBaBileHHe 3aKOHYEHO, DEaKUHOHHYIO
cMech BBIEPKHBAWT IPH KOMHATHOH TeM— 35
fleparype B TeueHHe 3 JHeH M 3aTeM Bbl—-

riapHBawT., OCTATOK CYCHEHAHDYOT B BO~-
ay (24 mn), wueiiTpanusywT pobBasBreHHeM
TBepAOro xapboHaTa KaJIMl H 3KCTpPar"-
pyioT npocTeiM sdupoM (3 x 200 wmn).
JKCTPAaKTH TpomsiBawT Bomon (200 mn),
cymar (MgSO4) H BbIMAPHBAWT, B DEe3Ylb—
Tarte uero mnoJayyawr N-peHun—-auetar-
-IpOJIMH Merunosbﬁ CIIOXHbIE 23pHD B BH~
ne TBephoro Beilectsa (51,1 r) (r.m.
71-72°C noclie nepeKpPHCTANIH3AUMK M3
LIMKJIOTeKcaHa) ,

CMech METHIOBOTO CJIOXHOTO 3¢Hpa

“(49,1 r) u 1,2-pguamuuo-staua (35,76 r)

HarpesawT go 95-100°C, xoTopyw nop-
OepAxUBalwT B TedeHHe 24 u, HabpiTok On=-
aMHHa yIalsoT BbilapHBaHHeM H OCTaTOK
cMemHBaT ¢ Bomoit., CMech paspensiorT
dUALTpauMelt M BoOHy da3y BbmapusBa-
T, OcTawmHecs - clelb BoAb YAANslOT
OPH IOMOIH COBMECTHOTO BbTaPHBaHHA

C TollyosioM, B pesyJjibTare 4Yero mnojyuya-
ot 2-[ (N-tbeHUnane THI~NpPOJIHI1) AMHHO]
STHIaMHH B BHMOe TBepAOr'0 BemecTEa
(58,9 r), xoropoe ucmonbsyercs Ces
nocuenvoumel O4YHCTKH,

KoHeuHble npoOyKTh npHMepos ' 1-29,
NoJIy4yeHHble 1o npe,tmaraemomy C_I'lOC.OﬁY,
6bUTH OXapaKkTepH30BaHb HAa OCHOBe HX
CNexTpa AAepPHOr0 MarHHTHOI'O pe3OHaH-
ca (SIMP) M HEEHTHYHOCTH HCXOMOHBM Ma=

_ TepHallaM, B HEKOTOpHIX CHAYyYafAX MHKpO-

aHaJM3 3JIeMeHTAapHOr'0 a30Ta TakKXe HC-

IONB30BAINCH OJIA MOATBEDPXIEHHA SMIMUPH—

yeCcKoih dopmyibi KOHEYHOT'O ApoaykTa,.
PesynpTaTh MHKPOAHAaNH3a noxasénm

B Tabn. 3.

e et 40mt s  e c  e d ch Wg

NipuMep |3MoupHyeckas ¢opmyna

Conepxanue N, 7

—_ e ——

Paccuurtano |HafimeHxo

Cy H 3N, O, -HBr
2. CyH,N;Op -HBr + 3H,0
3 G, H, N;0, HBr

4 CosHa, NyO Cl, HBr

6 cC, H,,N,0,CL . HBr

7 C, H,,N,C, HBr

8 C1_4 H30 N303 Cl - HBr

6,0 6,0
5,4 5,5
6,1 5,7
9,2 9,2
. 7,8 7,7
7,0 6,9

8,0 7,8
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20
{lpomomxenue Tabn.3

Il pumMep | 3MnUpHUYECKan dopmyna

Copepxanue ¥, 7

P;;CQHT;H;]Ha;;;;;--
9 C, Hy,N,0,CL - HBr 7,8 7,2
10 Cyy HygN;O, HBY 6,3 6,7
11 C,p HygN;0,Cl « HBr - H,0 8,1 7,9
13 C,, Hyy N304 HBr - H,0 7,2 6,9
20 C,, H,,N,0, HBr -1,5H,0 5,6 5,7
21 ¢,, H,,N;0, HBr - 4,0 - 5,6 5,8
22 C,, HsN40, HBr - H,0 6,1 6,3
24 Cyy Hyy N3O HBr < 1,5H,0 6,8 .6,8
25 Cy; HygN,0p HBr - 0,25H,0 6,0 6,3

HcmbiTaHHS Ha GHOJIOTHYECKYIO
HOCTb,

AKTHBHOCTSH cOenuHeHHit dopMyisi I
P'Kaqecrse MECTHBIX MPOTHBOBOCHANH~
frelbHHX areHTOB MOXeT O6bITh NPONEeMOH—.

_crpupoBaHa crnenywmuM O06pasoM. . .

Bbyl npHroTOBHeH 4Z~Hbii  pPAaCTBOP

(o6bem/06beM) KPOTOHOBOTO Macna B

" anertose, Yacts (10 Mn) srtoro pacrso-

Pa BBOAWIH B NpaBOe YXO MbIIH — alpOH—
socy (Alderley fark st-rain, cpoGopm-
HBI{ OT clenudHyecKoro mnartoresa), 3a-
TeM HeMeIeHHO BBOFWIH yacTs (10 mi)
pPacTBOpPa HCHBITYEeMOI'0 COeOMHEHHA B
3TaHOJNIe B 2TO Xe yXo. llpouenypy mnos—
TODANM HAa mecsTH Mpmax, locne 4 u

. MbIUH OBUIM YyMepnBIeHH, 00a yxa ynane-
HHl KU B3BemeHsl, Onpemenalioch yBelxHue-
HHEe Beca NpaBoro yxa IIO0 CpaBHeHH C

aKTHB—

© .¥Xa 1o CpaBHeHHW
KOHTpONBpHOH rpynnsl H3 10 mpmeit, xoTO— :

. HHiT pesynbTaT MJIA BceH I'PYNmH B ne-—

soM, [lonyueHHbE! pesyabTaT SaTeM cpaB=—

HHMBAaJld C YBelMYEHHEM B Bece Npasoro
¢ JeBblM YXOM misf

pblé IOJIy4ajiH KPOTOHOBOE MACJIO H 3Ta~

‘HON 6e3 HMCHBITYEMOTO COeNHHEHHS,

IlpoueHT HMHrHGHpPOBAHHA, BOCHAJIEHHH,

BBISBIBAeMOI'0 KPOTOHOBHIM MACJIOM, 6

NMOLCYHTAH MAJiIA HCHOLITYeMOI'O COegHHEHHHA.

YkaszauHyo npouenypy MOBTOPAJIH C

. HCIOJb30BaHHEM PAa3JIUYHbIX KOHIEHTpa-

- 40

JIeBbIM OJIA KaXOOoH MBIIM H NONy4yasu cpef—

LHMH HCHHTYeMOTO COeOHHEHMsa [JIA olpe-

AeJIeHHA KOoJIH4YeCTBa HCIBITYeMOI'o CoefnH—

HeHMA Ha YyXo,
Henone3ys npouenyry ObUIH NMOJNIYYEHH

HCIHITYEMOI'O B BHAE ero GpoMHCTOBOmO—'
ponuoit conn (cM. Tabn, 4),

"Ta6nuua 4.

HHrubupyomero pocnaje—
Hue Ha 50% (LDg ).

.

 pesynbTaThl ¢ coeguHeHHeM bopMmyin 1 \j

flpn— A -CO.CHR*,AZ.NR® Q LD, ,
.Mep ' mr/yxo
1 2 3 4 5
1 3,4-Hn3anonnoxcn Ilponun=-L PhCH, CO 1
2 3,4~1IUBaNIOUNIOKCH Mponun~L PhOCH, CO 13
3 (3-1PrC0,CH, Mpomun-L PhCH,CO 4

(4-1PrCO,



.2.8

21 1318151 22
) o Hpononxegue Tabn, 4
LI ‘2 3 4 [ 5
4  3,5C1,=4NH, - Mpomun-L PhOCH,CO 0,1
5  3,5-luBaloHIIOKCH Nponun-L | PhCH,CO 2,2
6 2-Xmop : IunekonuHun PhCO 55
7 3,4—nnnaﬁonndxcab Nponun-L PhCO ‘ 1,0
8 2-Xnop Nponun-L PhCO .39
9'  2-Xnop Tipormun-L PhCH, CO | 0,1
10 3, 4-Tupanomnoxck COCH, XMe . PhCO 1,4
11 ;é—knop cocﬁlnMe ~+ PhCO 16
12 3, 5-InBanounoxcu Nposusn-L PhOCH, CO 16
j,1v3 -3, 4-TIHBaJIOWIIOKCH COCHQNMé PhOCH,CO - 8
14 3, 5-TIBanowIoKcH Hﬁhéxémumm PhCO ' 129
R 15 3, 4—Ilnnan01m;)xcu T[IMneK oITHHKA PhCO 1 , 2
e 'gzjiiiggzgﬁz) éo;culuye PhOCH,CO . 9
17 (3-1PrCO,CH,) : . ‘
: (4; 1Prco, ) IuneKonKuHHUN PhCO 1
18 3,4-Nusanomwnoxcn CO.CH(CH,Ph) NMe PhCO 5
19 =-"- . COCH,CH, NMe PhOCH,CO ~ 83
.20 -" - COCH(sec.. Bu)NMe PhCO . ‘,»3,7
21 =" - _cé.cu Me.NMe PhCO | 2,6
22 ="~ AseTHOMHUN | PhCO 7,4
23 - " - Mponun-L 4-CI-PhCO 2,2
24 =" - liposun-L PhCO | 85
25 3,4-n-6yf§pnn Tiposmun~L PhOCH,CO = 1,8
26 3,4-TIHBANOWIOKCH . Tipormn-L 4-lePhCH£CO 1,9
27 -" - Mpomun-L PhCO SRR
-"- -COCHQNﬁﬁ t-Bu0.CO .- 2,4
29 - " - | TNponun-L PhCH,CO 3,3

" Npumewuwansue., pam npumepos 1-28 R*= R¥= CH, u ans npumepa 29

Rt= R¥= H,
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Henonb3ys TY Xe camyio npouenypy_
HCIHITAHHA, ONpenesMiH, uTOo CoefuHe—
HHA 4’—unano—4,4'—nnoxcn-S,S“—nnMe—
Tun-3, 3" ~TpubennnmMeTannukapboHoBOH
KHCJIOTbl, KOTOphHIE H3BeCTHH, KaK obia— §
paomie MeCTHHMM NPOTHBOBOCHAJIHTENB—

- HBIMM CBOHCTBamu, MmewT LD, 230 mr/

/yxo, T.e. SHaUMTENBHO YCTYNAWT IO
cBoelt . 5dbeXTHBHOCTH MNpeRnaraeMsiM coe-
DHHEHUSM ‘ , 10

bopMyna H3obpeTeHHS

Cnocob nonydyeHus npousnonumx‘1—¢e-
HWI-2~aMHHO3TaHoNna obmeit dopMyss 15

R"CH(OH) CH, NHCR® K CH, NHCOCHR*A NR®Q,

“.rme R' = 3,4~ unu 3,5-6uc (nusanownok-

: cu)dennn, 4-nuBarionnokcude— 20
HWJ1, 3-H306YTHPHIOKCHME THII~
-4-nH306yTHPWIOKCHbeHuN, 3,
S~nuxnmop-4—amMuHobeHHnT WM
3,5-6uc(u-6yrupunokcu)pe~

o M- 25
R? u R~ Bopopon mmu MeTHIT;

R*- Bomopom, C,-C,—aNkun,6GeH3un;

R®- C,—C -ankun umu R* u R® o6-
pasywT C,-C —ankunes,

A - npocTaA CBA3b HIIH MeTHIIEH;

Q ~ denmnaneTws1, GpeHOKCHAUETHI,
6eH30HI1, 4-XIOpSeH3oWN,
4-xnopoeHmane T, TpeT-6y—
THIIOKCHK3pOOHHIT,

HIIH HX GapMaueBTHYeCKH INpHEMIEeMbX CO-
Jeli, 0o TN H Y awmu#c A Tem,uTO,
rayokKcans obmel  dopMyn

Raae
0 0

roe R' umeer yxasaunme snauenms,
MOABEPranT B3aHMOJEHCTBHIO C AMMHOM
bopMynn '

NH, (CHoNHG CH-A-N-Q
R{ RS 0 RLk RS

‘rme R:,R?, R*, R®, A u Q mumewr yka-

3aHHble 3HAYEHHA, B MPHCYTCTBHH I{HAH-
6oprunpHuaa HaTpHA B cpele OpraHuyec—

“KOT'O PACTBOPHTENA C IOCIHERVIONHM Bhl=

OelleHHeM I1eJjieBOro NPOAYKTa HIH mepe-
BOMOM ero B $hapMalleBTHYEeCKH NpHeMie—

MY0 COJlb,

CocraBHTens B, Mﬂxymesa
Penaktop H., KumrynHHei Texpen H,I'mymenxko " Koppektop M, llapomm

3akas 2439/57, Tupax 372 - NopnucHoe
) BHUMIIM TI'ocynapcTBeHHOro komutera CCCP
o AenaM H3oOpeTeHHH ‘H OTKDHITH
113035, Mockma, K-35, Paymckas Ha6., m. 4/5

[lponsBoACTBeHHO~MONHUIPAPHUECKOE NpenNpHATHE,T ,YKRropon,yin.llpoektuas, &
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