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(57) Abstract:

FIELD: organic chemistry and technology.
SUBSTANCE: invention describes derivatives
of triazolo[1,4] diazepine of the formulas (1) RY,
(1 R? and (I} R® and their pharmacological

salts where R* and 5 - H or
- MR CO= .

alkyl; RS - halogen;

(I

lower alkyl, X - group of the formulas -OCO-,

where
n‘*_f" W
|| 1
5 R
!_(mﬁ“/\\f \/N
- zZ
/ | R’
(II>»
1
R
z

H or lower alkyl, -CO- or other groups and Y
- cycloalkyl, cycloalkylalkyl, alkynyl or
other groups. Derivatives of diazepine I-ll|
inhibit platelet activaticn factor and
exhibit the prolonged effect of activity.
EFFECT: improved method of synthesis,
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WaobpeTeHne  ©OTHOCUTCA K HOBbIM
NPOW3BOOHEIM 1,4-QnaszenvHa 4 X
hapMakonormyeckn  NpUemMnemsiM  COMamM,
cnocofy Wx NonyyYeHWs M chapmaleBTUYEecKoro
npumeHeHua. CoegMHeHWA U WX conu obnagatt
npeKpacHol nevyebHOW aKTWBHOCTbLHO.

B nocnegHee Bpems dhaktop akTuBaumm
TpoMBoOUWTOB  (Oanee  cokpaweHHo  $AT)
npuvenek ocoboe BHWUMaHWE, W B HacToslee
Bpems MNpPOosicHeHa ero CBA3b C PasnMyHbIMU
3abonepaHMAMKM. CuyuTaeTcs, 4Tto  DAT
NpUHUMaET yyactue He TONBKO B
BOCManuTenbHbIX Npoueccax, HCo Takke WU npu
Koyrnonatui noTpetneHns, SHACTOKCHYECKOM
Woke, acTMe, S3Bax M OTTOPXKEHWAX BO Bpems
TpaHCNNaHTauuMmM  OpraHee. Kpome  TOrMO,
BHUMAHWE K Hemy ObiNng npueneyYeHo W B
KauecTBe Meguatopa, NpodendaemMcs B aHoOR
W3 annepruveckux peakuui.

B atux obctoarensctBax nNpoBeAeHbl
WMCCnegoBaHWA, HanpaeneHHsLe Ha coeauHeHa
c  aHTU-PAT aKTUMBHOCTEI. Hanpumep, B
BLINOXEHHOW 3asBke Ha nateHT HAnoHma N
63-33382 B Ka4yecTBe COedWHEeHWA C aHTU-DAT
neicTBrUEM npeanoxeHsl NPOU3BOAHLIE
1.4-gmazenmHa. OgHake yaoBNeTBOpUTENEHOMD
cpencrtea c aHTU-PAT AKTWBHOCTLID,
NPUIOAHOIO, B YacTHOCTW, ANA  NeqYeHud
annepridecknx 3aboneBaHWA, TaKMX Kak acTma,
00 Cero BpemeHn He ObiNo NpeanoxeHo.

COOTBETCTBEHHO, HaMK NPOLOIKEHbI
JonrocpodYHele  UccneoBaHUs  MPOU3BOAHLIX
1,4-0na3zennHa, obnagawwnx He  TOMbKO
npekpacHoil aHTU-DAT aKTMBHOCTbLIO, HO TalKe W
YBEMNMYeHHbIM CPOKOM MpPOABIEHUSA aKTUBHOCTHK.

Hamn Obinu  npoBefeHbl  A0NroCpOMHbIE
WHTEHCHBHEIE  WCCMEeQOBaHWA G LEnbio
OOCTMXKEHWS  BbllUeyKalzaHHOW  uenw, B
pesynetare Yero Mol OCHapYXWUIKU, uYTO STOW
LUenn oTeevaloT npou3sogHele 1,4-gnasenuHa,
onpedeneHne KOTOPbIM JAaeTCA HMKe, UM KX
chapMakonorm4ecku npuemnemsle conm.
HacTosauwee nzobpeTeHne COBEpLUEHO Ha OCHOBE
YKa3aHHbIX pesynbTaToB.

MaobpeTeHne npepcraBngeT npou3BodHele
Tpuazona (1,4) gnazsenvHa obwen hopmynbl |

WAM WX hapMaLeBTUYecku MpUeMIeMble
conn, B Kotopod R' u R2 genswotcs
OOMHAKOBbLIMM U paanuHbIMA "
NpeAcTaBNAT aToM BOAOPOAA WAM HUSLLIUA
ankun,

R® npeacTaBnseT aToM ranoreHa,

R4 npeacTaBnaeT HABLWWA ankunm,
n caHadaeT 1, korga X npeacrasnget coboin

rpynny chopmynsl: o, rpynny chopMynbl
Il
—0—C—

o . roe RY osHauaeT atom Bogopoga W
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HU3LLKWIA ankun, unu rpynny <QopmMyns: o U
1

Y o
Y osHavaeT (Csz-CglUMKNoAnKUnbHYo rpynny,
BOSMOMHC 3aMELLUEHHYI0 MEeTUNBbHOW  rpynnoi
UMM BO3MOXHO  3aMELLEHHYKD B  MEepPBOM
NONOMKEHUN STUHWNEHO rPyNMow; nnu
(C 3-Ceymrnoankun(C1-Co)ankuneHyro rpyny;
unu  (C3-CglankMHUMBHYO  MRYNNY, BO3MOXHO
3aMeLleHHY eHUNLHOR rpynnol; MnK rpynny
chOpMynbI:

7
4

I
CH_-C-¢<CH_2> -
2 | Z r

CH
roe RT - BodopCcA WMNM Metun, r paeHo O
Wi 1, rpynny cpopmynel: NC(CHy),, roe p
uence uucno or 1 oo 5; unK rpynny chopmMynel:
CH ; mnn rpynny coopmynel A{CH2)g,
/C:CH_

CH
3

roe A npencTaBnseT rpynny, BbiGpaHHylo K3
NUPUOUNLHOR rPYNnbI, TeTparMaponupaHunsHol
rpynmbl, MOPCOMMHOMPYNMBI U UMAAA30NUIEHOMR
rpynnbl, M g uenoe uuicno oT O Ao 2; wnu

rpynny dI)OpMyJ'IbIZ

O —CCH_» -—;
2 s

roge S yenoe dncno ot 1 go 2;
WNK PeHUNITUHUNBHYO TRYNMY, WNK rRynny

chopMynbl:

HC_Q_ ;

UKW rpynny popMynbl;

CHEC_@_

WNK rpynny hopMynbl:

8
R

>N50 B
a z
R

roe R® u R® opuHakoBble WMnM pasHble W
npedcTaBnAT BOAOPOS MU HU3LIWA ankum, 1unu
MMPUAANMETWN, UNK umknorekcwn, vnn RE u
RY BMecTe ¢ aToMoM ascTa obpaayoT
NMNEePWANHOBOE, UMWAA30NMHOBOE nnu
MopchonuHoBoe Konelo, W B npeactaenaer
theHUNeHoBYO UNK (C1-CalankuneHoBy rpynny;

UK rpynny chopMyrb:

CH=C-CH_-H :
Z

WNK rpynny popMynb:
0

f Yol
0 ¥Y—C-0-CH —-C=C-CH_- ;
Z K

(

WNK YNy popMynbI:

10
H=C(R 1,

¥

roe R sogopon vnu MeTum;
WK TRYNNY POpPMyIbI:

L H-

.
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nnu peHUN(C4-Cor)anknnbHyo rpynny,
BO3MOMHC 3aMeLLEHHYI0 B (PeHMNBHOM Konble
ranoreHom;

WU rpyNny hopmMynsl:

UnK rpynny opMyIibl:

[>_CH=CH_ |

WNK rpynny chopMy bl

7
N

B koToOpol G - CH=CH- , unun -SCHap-;
unu, korga X npegcrasndet coboi rpynny
chopMynbI: ORB ,
|
—0OP-
1]
o
roe R® oamauaeT HMaLIWI ankan, Y
npeactaBnaeT (Co-Cr7)ankunsHyo rpynny,
UM n o3Hadaetr 0, korga Y o©aHavaert
{C 3-CglankMHWUMEHYO rpynny.
MpeAnoYTUTENBHEIMU CcOeUHEHUAMM
chOpMyNbI | " WX  chapmaLeBTUHECKM
NPUEMNEMBIMA CONAMW ABNAKOTCH COSAMHEHMS,
B koTopeix R¥ osnauaer xnop, R! - eopopon
W R4 metun, n
Koraa R2 oanavaeT Bogcpod, 10 Y - X
o3HavaeT rpynny
CH_ ©
I 2
HC-C-0-C—

CH
3
Wnu rpynny

: CH=CH-C-

Wnu rpynny

WK rpynny

.

WK rpynny
o

UMK Tpynny

&
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0 ’

MNK Korga R2 opsnadaer metnn, To Y - X
O3HavaeT rpynny
CH_ ©
I
NC—(I:—O—-‘.:—

CH
3

N rpynny o)
1
CH=C-CH_-CH_-0-C-.,
Z Z

UK rpynny O Unu
Il
MCCH_CH_CH_0-C—
2z &z«

rpynny
QO

[: 1
Kpome Toro, mnaobpeteHre npenctaenset

npoussodHele Tpuwasone[1,4]anasennHa obLWei
chopmynsl Il:

1

MMM ero chapMaLeBTMHECKM NpUeMneMble
conn, rae R' u R? ssnsiotcs atomamu
Bogopopa, R3 npeacraenser arom ranorewa,
R4 npeacTaBnaetT  HUW3WWA  ankwn, X
npeacTaBnsAeT rpynny hopMynb!: o um

1]

—O—C—

rpynmy cpopmynkbil o

HH—g—

Y npeacraensaer

(C 3-Caiyumncanknn(C1-Ca) ankuneHylo rpynny,
unK (C3-CelankMHUMEHYO TRYNNY, WNW rpynny
hopMynbI: r

|

CH_-C-
G

CH
3

roe R7 - MeTun,

nwnu rpynny cpopmynsl NC(CHp),, rae P
uence yuerne ot 1 go 3, unu rpynny copmynsl
A(CHa2)q, rBe A npeacraBnasT  rpynny,
BblOpaHHy K na3 MMPUONIEHOR,
TeTparngponupaHansHoi,  MOpdONMUIEHOR K
MopdbonnHokapGoHMNBHOW  rpynn, q  uenoe
ducno ot 0 go 2, nnu (Co-Cr)ankuneHy rpynny,
un cheHUn{C4-Co)ankunsHy rpynny, BO3MOXHO
3aMeLleHHYI0 B (heHWNBHOM KoMble Ha aToM
ranoreHa, HWTPO- WNA  TPUDTOPMETUMEHYIO
rpynny.

NaobpeTteHrem npedcTaBneHsl TaKKe
npousBodHele Tpuasone[1,4]anasennHa oblenr

chopmynsl I
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WM UX  DApMALEBTUYSCKM NpUEeMIeMbIs
conn, rae R' n R? ssnsiotcs atomamm
sogopoda, R3 npeactaenseT artoM ranorexa,

R4 npeacTaBnaeT HASLWWA ankun,

Koraa n paBHo 1, X nmpeacraBnaet rpynny
o EhlY] o . Y npepgctaenset
& —o-C-
{C 3-CglumKnoankunbHyo rpynny nnu
(C 3-CglankunbHyro rpynny, wunu rpynny
¢opmynbl: NC{CHp),, rae P uenoe unucno or 1
oo 3, vnu rpynny cpopmynsl: A(CHa)g, roe A
npeacTaBnaeT  rpynny, BolOpaHHywo K3
MMPUANNBHOR, UMWAA3ONWNBHOR, TUEHWNBHOMR,
TeTParngponMpPaHUneHOR W MOPQONUITEHOR
rpynn, gq - uenoe dumeno or O pgo 3, wnn
DEHUNSTUHMUIEHYIO rpynny, nnu
{C »-CylankunbHy o rpynny, Wnu
theHUN(C 1-CorlankunbHyo  rpynny, BO3MOXKHO
3aMelleHHyl0 B PeHWNBHOM KoMble Ha aTtom
ranoreHa, Unun {C4-Colankoken(Cq-Co)ankunsHyo

rpynny, wnu X npefcTaBnsdeTt rpynny o u
1
NH-C,
Y - rpynny  —y , WnK Korga n
o M-CH_—CH_-—
L —

paBHo 0, Y npeacrtaenget (C3-Cg)anKMHUNBHYIO
rpynny, (C4-Colankoken(Cq-Co)ankunsHyio
rpynny,  AMMETUNaMUHOCYNEOHUNBHYIO UMK
TUOEHCYNBEOHWMBHY K MRYMNMNY.

MNaobpeTeHnem  packpebliBaeTcq  cnocob
NPUMEHEHKUS BLILLEOXAPAKTEPU3OBAHHEIX
COEVHEHNA " MX conei. CornacHo
n3obpeTeHuo dhapMaLleBTHYecKaa KoMNosnLma
COAePKUT  chapmakonormyeckn sddekTreHoe
KONMMYECTBO COEOMHEHWA WNW €0 conv no
BLILLENPUBEASHHOMY OnpefeneHuio, a TakkKe
hapMaKkonoruyeckn npuemMnemMsid  HocuTenb.
Cnoco® nedveHna 3aboneeBaHWsd, MNpPoOTUB
KOTCporo sgpchekTBHO NposBneHne aHTU-PAT
aKTWBHCCTW, 3aKMKYaeTcAd BC  BBEeAESHWW
chapmMakonormdeck shekTMBHOMO KonniecTea
COSAWHEHUA W30BPEeTeHns UNu ero conu. 3TUM
3aboneBaHneM HBMASTCH annepruyeckoe
3a60neBaHV|e, Takoe Kak actma.

MpownaecaHLIe 1,4-01azennHa obuen
chopmMynbl H obnagaer XopoLei
WHrMBMpylowed  PAT  spdpeKTUBHOCTEIO K
yCTOW-II/IBOCTbFO npu BbICOKOW Be30MacHOCTH.

CooTBEeTCTBEHHO, Uens  u3cbpeTeHus
3aknovaeTcs B CO3JaHUKM  NMPOM3BCAHBIX
1,4-0Ma3zenuHa unu - Ux  papMakonorndeckm
npueMnemMslx conei, obnagatolmx XOpoLIMM
aHTU-GAT JdelcTeuem. HOpyras uenb
n3obpeTeHns 3aknoyYaeTcs B coagaHnm cnocoba
NoOMyyYeHWs TakMx NpPousBodHeX. WM elle oaHa
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Lenb naobpeTeHns 3akniyaeTca B NOMyYeHUA
cofepxallero Takke NpousBofHble CpeacTea.

B HacTodALEem n3obpeTeHun
NpeanoYTUTENBHBIMA ABNAKOTCA COSAUHEHNA
CreayioLLero XMMNYECKoro CTPOEHNS:

CAD

roe R1, RZ, R3, R* U Y coOTBETCTBEHHO
NMPYHUMAIOT BbllleyKasaHHble 3Ha4YeHWs,

(B>

rnie R, R?2 R3 R* W Y cooTBeTCTBEHHO
NPUHUMaKT BbllleyKa3aHHble 3HaYveHWa,;

{Ch

rme R', RZ R3 R* R® u Y npunumaror
COOTBETCTBEHHO BbllUeyKasaHHble 3HaYeHWU4A.

Uto kacaeTcs avaueHwii R ' u R2 B
coeduHeHun rpynnel  {I) waobpeTeHws, TO
Hawbonee npeAnodTUTENEHO, ecnn R! - aToM
Bogopona W R2 - HUBWWA ankni, B YacTHOCTY

MeTun. BbilweyKkazaHHoS OTPaKSHO
Hxecneayowen obuleld dopmynol:
3
=7 w
a
R (D3

roe R? npepfcrtaBnsaeT HU3LWWIA ankun.

Hawbonee  npedanoyuTUTENEHORA  rRYMNNOR
COSOWHEHWHA, B KOTOpbIX R? - MeTun, AsnsloTes
COeWHEHNA HKecneayLWwen obLied dhopmMynbl:
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H C(E>

rne Y, R3u R4 NPUHUMALOT BhllLeyKa3aHHbIe
3Ha4YeHWa, Z npeacrtaeBngeT rpynny dopmyn

Qo um 0O

Il 1
-0-C- -C-

CoegunHeHua dopmynel (E) M B ocoBeHHOCTK
TE COSOVMHEHWS, B KOTOPLIX METW HAaxXoaWTcs B
OVa3enHOBOM UMKNE, NPCSABNAIOT HEOKUMOAHHO
Nydwyo aHTu-GAT akTUBHOCTE NO CPABHEHUID C
WM3BECTHLIM MPOM3BOAHLIM 1,4-AMa3enmHa, o Yem
pe-b HOﬁﬂeT HW¥e.

MNpuMeHAeMble B HACTOALLEM W3cBpeTeHun
chapMaKkonorMdecku npuemMnemsle conmum - 370
OBbMHEIE  HEeAAOBWTEIE  COMW,  HanpUMmep:
HeopraHWYeckue conuv, Takue Kak Xnopruaparth,
Opomrnapatel, cynedatel, docdarel U T,
OpraHWYeckMe coMu, TakMe Kak aueTarThl,
manearbl, CyKUMHaTbl, MeTaHcynboHaTthl 1 T.1.,
a TaKKe COMM  AMWMHOKUCIOT, Takux Kak
ansrMHUH, acnapaTUHoBas Kncnota,
rmyTamMrnHoBasa Kncnota v T.n.

CoeduHeHUa M30OpeTeHUs KWMelT B
MOMeKyne acuMMeTpudeckiid atom yrnepoga u
MOMyT CylWecTBOBAaTb B BWAE  PasfMuYHbIX
NpCCTPaHCTBEHHBLIX  M3OMepoB. B npakTuke
1M30BpeTeHnsa OTAENBHLIE U3OMEPEl U UX CMECK
BCce oxBartblBaloTcs o6bemMoM KaobpeTeHus. K
npuMepy, coeduHeHue dopmynsl (D),
npuBeAeHHOW BLILLE, WMeeT acuMMETPUYEeCKNH
aToM yrnepofa, cesf3aHHblid ¢ R 2 (ecnm R2 -

MeTun), BCMNeAcTBME Yyero nMmeeT
CTEPEe0U3oMepL!. Maomepel MOryT  BbITb
BblaeneHsb! 0BbIYHBIMU npenapaTUBHbIMA
cnocobamu.

Kpome TOro, oTAenbHble coeauHEeHUs MOryT
obpa3oBbiBaTL  rMaparthl,  KOTOpble  TakKe
oXBaTblBaTCH 06 beMOM K30bpeTeHus.

CoeMHEHNA M300PETEHNS CUHTE3UPYIOT Mo
OBbIMHBIM ¢+ METOAMKAM, TUMWYHBIE  MPUMEPSI
KOTOPLIX NPWBEAgHbl HIKe.

MpenapaTUBHbIA cnocob 1

Ang nonyveHua coedmHeHnin dhopmynsl (1), B

KOTOpPLIX X NpefcTaBneH hopMyrnon: o
1
—_0—C—
nnK - HPopPMyNoR: o , M n =1, cuHTes
1
—H-C—
Is
RS

OCYLLECTBNSAT NC creaylollel cxeme peakumu:
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(IV)

(ILal

rae X, n, Y, R1, R2, R3 u R? NPEUHAMaKT
COOTBETCTBEHHO BbllUeYKa3aHHbIe 3HAYeHNs.

CoeaunHeHke chopmynel (IV) KOHOEHCWRYIOT ¢
coeanHeHnem dopmynbl (V) WM nonydator
coennHeHWe opmynel (1a), ABnAwWweeca COHUM
U3 LeneBblX CoeqUuHEeHUNA.

Peakuno npoBogaT obbivHbiM cCpasoM Ges
pacTBOPUTENSA UMK B WHEPTHOM B YCNOBUSX
peakuun  pacTBopuTene,  BbibpaHHOM K3
xnopochopma, TeTparnapodypaHa, AU3TUNOBOro
achupa, auetoHa, ©GeHsona, Tonyona U
AunmeTundopmammnaa. Temnepatypa peakyun ot
KOMHAaTHOMK o 150°C, Hawnbonee
npegnoytuTensHo 100 - 130°C.

B BblWenpueedeHHORW cxeme  peakuuu
coeanHeHre chopmynsl (V), npuMeHaemoe B
KayecTBe WCXOOHOro NpomdyKra, CUHTE3UpyloT,
HanpUMep, COMMAcHO HWXecnelywlen cxeme

peakLuu:
¥—OH CVID
Hal—H—O—@ CVIXID

rae Y, X 1 n NPUHAMAKT COOTBETCTBEHHO
BhbllLeyKa3aHHble 3Ha4YeHna u Hal npeacraenser
atoM ranomnga.

B BblWenpueeieHHOW cxeme  peakuuu
coeduHeHue obLei hopmynsl (VD
KOHOSHCUPYIOT © ranongnpou3sogHeiM obler
chopmynel (VI) v nonyyawT coeguHeHne obLei
chopmynsl (V).

Peakunio peKkomeHgyetca nNpoBOAWTL B
NPUCYTCTBMM OCHOBAHWIA, B TOM YMCNE aMUHOB,
TAKMX KaKk TPUSTUNAMUH, MNWPUAMH KW T.0.,
rMMapMaoB  LWEenodHbIX  MeTannoB, Takux Kak
rMapua  Hatpua, Mapua  Kkanua 1Mo T,
rMMOPOKCUAOB LWEeNOYHBLIX MeTannoB, Takux Kak
TMAPOKCA Karus, TMAPOKCUA, HAaTpUs W T.1.

Peakuna wmoxeT ObiTb nposBeaeHa 6Gea
pacTBopuUTENA WNKW B pacTBopuTens. lpumeptl
pacTBOpUTENEr BKNIOMAKOT. MNPOCThe  3(uphl,
TakMe Kak TeTparngpodypaH, guoKcaH M T.n.,
ranoManpou3aBodHLIe, TakuMe KaKk X[IOPWCTLIA
MeTUNeH, xnopodopM U T. N., apoMaThyeckie
coeduHeHWs, Takne kak GeHaon, Tonyon, Keunon
W T.N. U Apyrve COeOMHEHWs, TaKkue Kak
AnMmetnndopMaminL, AMMETUNCYNbAOKCUI, U T.N.

MNpenapaTWBHbIA cnocob 2

CuHTE3  coefuHeHWA, B KoTopbIX X
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npedctaBneH QopMynod o nmn = 1,
1
Y
NPOBOAAT NO CNefyLlen cXeMe peakLuu:
o
1
¥_C—OH

WM peakuuoHHOCNOCcCEHOE  NpOM3BOAHOE
atol kucnotel (VI

7 n

(Ib}~”

Ecnn nogpobHee, TO KapboOHOBYID KWUCMOTY
obuei chopmynel (VIID nunu ee
peakLnoHHocnocobHoe Npou3BOAHCE
KOHOEHCUPYIOT G coefuHeHnem obLuelr dopmynbl
{IV) 1 nonyvatwT coeguHeHne oblweid dopmynsl
{IB), qBnawoweecs OOHWM W3 UENeBbIX
coefUHEHWHA.

KoHaeHcauuo NpoBoAAT OObIMHBIM 0Opa3cM.
Peaku1oHHOCNOCOOHEIE NPOU3BOAHbIE KACMOTHI
BKMIOYAIOT: ranonfaHrvapuabl KACNOThI, Takue
KaK xnopaHrnapwuiel, SpomaHruapuasl W T. n.;
asndbl KMcnoThl; N-ruapokcrbeHaoTprasonbHoe
NPOM3BOAHOS; aKTUBHbIE CMOXHble 3Upbl, Takue
kaK  N-TMapoKCUCYKUMHaMWA,  CUMMETPUYHBIE
aHrMapuabl KUCMoT; cMellaHHble aHrapuibl co
WenovHbIMKU  kapBoHaTamy,
N-TOMYONCyNbOKUCNOTOR U T.N.

Peakuunio npoBodAT npu HarpeesaHun 6e3
pacTBOPUTENA UMW B pacTBopuTene, He
NpUHUMaIOLWLEeM YYacTWUs B peakLin, Hanpumep
BeHaone, Tonyone, Kcunone,
TeTparugpodypaHe, xropocopme,
YeTbIPexXXnopucToM yrnepoae,
JuMeTundopMaMnae U T.M., C OCYLLEeCTBNeHNEM,
K npumepy, AeranougvpoBaHind.  Jlyudwue
pesynbTarel AOCTUralTcsds Npu  NpoBefsHWW
peakuun B NPUCYTCTBUW HEOPraHUYECKUX COomMed,
TakMxX Kak ruagpokapboHar HaTpus, kapbonart
Kanue, KaycTudeckas coja W T.M., WA
OpraHU4ecKUx OCHOBAHWHA, Takux KaK
TPUSTUNAMMKH, MUPUAKH, NMAPUMIONH,
AVSTUMAHUMKH KU T.M.

Mpu  ucnone3oBaHWW CBOBOAHBLIX  KUCNOT

nydiine peaynbTaTbl  AOCTUraloTcH B
MNPUCYTCTBMM  KOHAEHCUMPYIOLWEero  cpeacTea,
Takoro KaK 1,1-kapboHunanMmnaason,

AnumknorekcunkapboguMmMma U 1.0,
MpenapaTWBHbIA cnocob 3

CWHTEe3  coefWHeHWd, B  KoTopbiX X

&
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npedctaeneH opMynon ORB mn =1,

|
—P-

1

O

OCYLLECTBIAT MO CNEAYOLLER CXeMe peakLmi:

. R“_If\
OR 1

I R
¥Y—0-P-Hal + HH —
1
4] Z
(IX)
C(TV)
1
R
(Ic)
Z

rme Y, R', R2, R% R4 u R® npunumaior
COOTBETCTBEHHO BhILLIEYKA3aHHbIE 3HAYESHWA U
Hal npegctaenaeT atom ranouga.

ManowanpounseogHoe  dopmynel  (IX)
coeduHeHWe obwer dopmynsl (IV) BCTynawT B

peakL o c ofbpa3oBaHUem Lenesoro
coeguHeHusa popmynel (Ic).
Peakuynss  OTHOCKMTGH K peakuuu

JernaporanoMaupoBaHia 1 ee  NpPoBOAAT
OBbMHEIM  NYTEeM  NpW  HarpeBaHuW  6ea
pacTBOpUTENs WNW B pacTBOpUTENe, He
NPUHUMAIOWEeM  y4acTud B peakumn U
BbIGpaHHOM, Hanpumep, Wa GeHaona, Tonyona,
kcuneona, TeTparvgpodpypaHa,  xnopochopma,
HeThIPEXXTOPUCTOro yrnepoa "
AuMmeTundopmammnga.  Jlydwve  peaynbTathl
JOCTUralTC B MNPUCYTCTBMM HEOopraHWJYeckux
coneid, TakMx Kak ruapokapboHat HaTpus,
kapboHaT Kanuda, kKapboHat HaTpua W
KaycTuyeckaa coda, WAWM  OpraHndeckux
OCHOBAHWA, TaKMX Kak TPUSTUMAMWH, NUPUOWH,
NMUPUMWAKWH, AVSTUNAHUIIMH W T.N.

MpenapaTuBHbIA cnocob 4

0na cuHTe3a coedWHeHWA chopmynel (1), roe
n =0, UCNONb3YIOT CNefyHoLLYIO CXeMY peaKkLmu:

.f_f\ﬂ }
—\ Vi

{IVY>

¥-Hal + HH

(M

(Id»

roe Y, R1, RZ, R: n R4 NPEUHAMAKOT
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COOTBETCTBEHHO BhilLeyKa3aHHble 3HaqYeHWua K
Hal npegctaenaeT atom ranouga.

FanownanpouaBogHoe dopmynel (X) BCcTynaet
B peakuno c coeguHeHuem obleir dopmynsl
(V) ¢ obpasocBaHWeM LUeneBorc coeguHeHus
chopmynsl (Id).

Peakumss  oTHocUTCR K peakyun
JeranouanpoBaHUs U ee NpoBOAAT OBbIUHLIM
nyTem npu HarpeeaHWM 6e3 pacTBOpUTENA UMK B
pacTBoOpUTENe, He MPUHUMAIOLWEM Yy4yacTua B
peakuln W BbiBpaHHOM W3 GeHaona, Tonyona,
kownona, TeTparvpopodypaHa, xnopodopma,
YeThIPEXXTOPUCTOro yraepoda ]
AumeTundopmaminaa.  Jlydwve  pesynbTathl
JOCTUraloTes MpW  nNpoBedeHWW peakuun B
MPUCYTCTBUW HEOPraHUYECKWX COMEeR, TakuxX Kak
rmopokapboHar HaTpua, KapboHaT  Kanus,
KapBoHaT HaTPUA W KayCTUYecKas coda, Wnu
OpraHU4ecKUx OCHOBaHWA, TaKkux KaK
TPUSTAMAMUH, MUPUAMH, NMMPUMUANH,
AWSTUNAHWIMH W T.N.

McxopHoe  coeguHeHwe  chopmynel  (IV),

npUMeHaeMoe B BbILIENPUBEAEHHBIX
npenapaTtneHbIX cnocobax 1 - 4, MoXeT BbiTh
CHMHTE3MPOBAHO cormacHo crnenyowei
MeTOOMKE.

(HT>

CIVD>

rme R' R? R® w R* npuHumawct
COOTBeTCTBEeHHO BblllenpuBedeHHble 3HaYeHWA.

CornacHo nNpuWBEOeHHOW cxeme TuoaMui
chopmynel  (XI) noggepraloT  rMoponu4sy ¢
rnony4eHnem coegvHeHua obwen cdopmynsl (IV).

MMOpONKa NpoBOAAT N0 OBLIMHOA MeTOOUKE,
B KOTOpOW coeduHeHue obweir dopmynbl (1V)
MOXeT ObiTs NOMy4YeHo MpW  HarpeBaHWW B
MPUCYTCTBUW, HanpUMep, rmapokcuia HaTtpus,
rMapoKcraa Kanna, sToKcKMaa HaTpuAa, MeToKcruaa
HaTpus KW T.0. B peakynn mMoxer ObiTb
WCMOMb30BaH  pacTBOpUTENb,  Takoh  Kak
METUNOBLIA CNKUPT, STWMNOBLIA CNMPT W T.M.,
TeTparnapodypaH, AMMETOKCUITaH MINKW BOOHGLIA
pacTBOpUTEmb.

B cryyae BLIWLEYKA33aHHOMO  WMCXOOHOMO
coeduHeHna dopmynel (IV), B KOTOpOM R’
Bogoporn, RZ - metun u R* - wmetwn,
npenapaTUBHLIA Cnoco® ero nonyyYeHus MoXeT
BbITe OTpaXeH crnefylolweh KOHKPETHOW CXemMOA
{cM. cpur. 1 - 3).

Ha cwur. 3 3nakom """  OTMeJeH
acMMMeTpudYeckniA atoM yrnepoda u dopMyna
(XX) npeacTaBngeT  COOTBETCTBYIOLMA
SHaHTUOMep.
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Hwke BKpaTtue WNNCTPURYETCH Kamaasd nua
BblLUENpPUBEAEHHbIX CTagui.

{MepBana cTagud)

2-bpomnponvorHunopommua  copmynsl (X111
no ©OGbIMHOR  MeTOAMKE  KOHOEHCUPYIOT  ©
coedunHeHnem obweid  chopmynel  (XI)  wm
nony4atoT coegiHeHne obwel dpopmynel (XIV).

Peakuwo NpoBogdaT B AByXdhasHOW cUcTeMe
(8 ycrnoBuax  peakumn  WotteH-Bayma)
OpraHWYeckoro PacTBOPWUTENS, TaKOro Kak,
Hanpumep, Tonyon, GeH3on, kcunon U T. n., B
NpUCYTCTBMM NGO MMOpOKCMZa  LWEenoYHoro
MeTanna, Takoro Kak ruApoKcud Hatpusa,
rMMOPOKCKMA Karmua KW T.M., NbO OCHOBAHWA,
TakKoero KaKk  rugpokapGoHar HaTpK4,
rnapokapboHaTt kanus u T.n.

Mnun xe peakuna mMoxeT 6biTb NpoBeAeHa B
NEUCYTCTBMM OCHOBAHWA, B TOM YMUCNE amMUHa,
TAKoro Kak TPUSTHUNAMWH, MUPWAWMH W T.0.,
rMOpoKCKMaa LLEeNoYHOro MeTarna, Takoro Kak
rMMOPCOKCUA HaTPWUA, TMOPCKCKA Kanusa KW T.n.,
WNK rMapuaa WenoYHoro Metanna, Takoro Kak
rapua  Hatpua, mMapua kanua W T.0., B
pacTeopuTene, He NpUHUMawLWeM y4yacThs B
peakuuyK, TakoM Kak, Hanpumep, OUXIopMeTaH,
ANXNOPSTaH, TeTparngpodypaH, Tonyon,
BeHszon, KCWUnon, guMeTundopMamMug U T.0.

{Bropas cragus)

Ha aTOoi cragnn depes coegnHeHwe obulei
copmynel  (XIV) no  obbMHOW  MeToguke
nponyckawT rasoobpasHelid aMmuak 1 nonyyarot
coeguHeHne obleid dhopmynbl (XV).

Peakuno peKkomeHZyeTca nNpoBOAWTL B
WHTEpPBAne HU3KWX Temnepatyp, Hanpumep npu
30 - 100°C.

Peakuuto npoBogat 6ea pacTBoputens unu e
pacTeopuTene, He NPUHUMAaKLWeM y4acTusa B
peakyM U BLIGPAHHOM M3 NPOCTLIX 3PUpPOoB,
TaKMX Kak TeTparngpodbypaH, OuWeKeaH W T.n.,

sTunaueTtarTa, xnopochopma, MeTaHona,
sTaHora, NMpUaWMHa 1 QUXnopsTaHa.

(TpeTbda cTagua)

Ha pgaHHOW cTagun  OCYLWEeCTBNSHT

Jerngparaynio coefMHeHns obwer dopMynsl
(XV) no obbiMHOM MeToauKe ¢ ero UMKNM3auner
1 o6pasoBaHnem coemHeHWa obLuen chopmMynbl
(XV1).

OpHa W3 MeToAuK onuckiBaeTcs OGonee
petansHo.  CoefMHeHWe  pacTBOpsOT B
COOTBETCTBYOLLEM pacTtBopuTene, He
NMPUHUMALOLLEeM Y4YacTUa B peaklun, TakoM Kak,
Hanpwumep, GeHson, Tonyon, Keunorm, NpUavH 1
T.M., U K pacTeopy A06GaBnAT 9KBUBAMEHT
KUCMOTHOTO Katanuaatopa, Takoro Kak yKeycHas
KMcnota, cWnukarens W T.N.  PeakuWoHHyo
cucTemy HarpeBatoT c yoaneHuem
obpaaytolwerica BOAbI c NMOMOLL B
obesBoXMBAlOLLEro CcpeAcTBa WNKM  Hacaaku
OuHa-CTapka.

{YeTtBepTas ctagnd)

Ha aToR cTaguu NPoBOAAT peakuuio Mexay
neHracynecduaom docdopa W CoeaUHEHWEM
obwer opMmynsbl  (XVI) ¢ nonydeHuem
coeduHeHMa obwen chopmynbl (XVII).

Peakuuio NpoBOAAT B pacTBOPUTENE, TAKOM
KaK  NUPpMOMH,  JUMETOKCU3TaH,  AWrMAMbI,
TeTparngpodypaH, Tonyon, GeHaon, Kounon u
T.N. PeareHToM MOXET CNyXKUTb asng K3
neHracynecuaa choccopa, peaktus JlaycoHa,
(2,4-6uc(4-MeTokcKcbeHnn)-1,3-guTna-2,4-guoc
thetaH-2,4-ancynecua). B HekoTophIX cnyvasx
peakuWio NPOBOOAT B MPWUCYTCTBMKM OCHOBAHWA,
TaKoro Kak FI/I,EI,pOKapGOHaT HaTpKUA.

{MNaraqa cragus)

Ha atoid cTagny ocyllecTBRAKT peakyuio
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aueTorngpasMga C  coedVHeHneM  obLei
cdhopmynel  (XVII) ¢ ero uyukKuauved u
obpasoBaHueM coefuHeHua obleid copmynsl

(XVIIN.
Peakuuio npoBoaaT HarpesaHueM
auetoruapasuaa B pacTeopuTene, He

MPUHUMAIOLWEM Y|YacTUs B peakuuW, Takom Kak,
HarnpuMep, AUOKcaH, AMMETOKCHITaH, AUIMUMbl U
T.N., WM B OTCYTCTBME pacTBopuTensa. Mnu xe
NpCBOAAT  peakuumio  ruapasvHrigpata B
pacTBOPUTENE, TAKOM KaK MeTaHon UNK 3TaHor,
N NonyYeHHbId rmapasani BBOOAT B peakuuio G
3TUN opTo-aleTaToM W NONy4awT LenesBoR
npeaykT. Ewe B ogHOM BapuWaHTe MOXET ObiTb
OocyllecTBNeHa  peakuus  rmagpasupa C
aueTUNXNopPUaOM WNK YKCYCHBIM aHMMAPUOOM K
3aTeM MpoBCAAT Aervapatauuio NomyyYeHHoro
npcaykta ¢ nornyyeHwem coeguHeHWs cpopmMynel
(XVIID.

(WecTana ctagna)

Ha sToA cTaguv npoBoadT no OBLbIMHCH
METOAUKE TMAPONW3  coeauvHeHWs oBLier
chopmynel  (XVIII) W nonyyawt coeguHeHue
obuwer popmynel (XIX).

OCyLecTBNAIOT peakyuio No  M3BECTHLIM
METOANKaM, Hanpumep  HarpeBaHWem B
MPUCYTCTBUMK rWAPOKSKOA Kanug, rugpokcuaa
HaTpUs, STOKCKAA HATpWUS, MeTOKCUAAa HaTpus,
3TOKCWAA Kanus, MeToKcuaa kanwa u T.., C
nonyyeHWem B peayneTate coeduvHeHWa obLiein
chopmynsl (XI1X).

B peakuMn moxeT ObiTb WCNOMbL3OBaH
pacTBOpWTENEL, B TOM  4YWACME  CMUMPTOBOR
pPacTBROpPWTENb, TAKOKW KaK METUNOBLIA CNMPT KUK
STUNOBLIA cnupT, TeTparngpodypaH,
OVMETOKCUSTaH UMM BOAHbIE PacTBOPUTENN.

KoHKpeTHbIW npuMep NorydeHus coefuHeHus
obwerd copmynel  (XIX)  MCNons3ocBaHUEM
BblLLENPWBEASHHOrO  psda  npeBpalleHuid
WNAIOCTPUPYETCA NpenapaTUBHBIM - NPUMEpoM
(cM. Huxe), rae R2 - atom xnopa.

CoeguHeHua obwel dopmynsl  (XIX)
ABMATCH HOBLIMU COSAMHEHWUAMM, UrPaloLLUMA
BaXHYIO pPOMb B KAYECTBE MNPOMEXYTOUHLIX
NPCAYKTOB  ANA  NOMNYYEeHWs  KOHEYHbIX
coefiMHeHWA ¢ xopolwel aHTU-PAT akTUBHOCTLIO.
Bonee KOHKPeTHO, KOHEUYHOe CcoeAWHEeHWe,
nonyyeHHoOE Ha  OCHOBE  MPOMEXYTOYHOro
coednHeHns (T.e. coeanHeHnusa obWwel hopMynsl
(N, roe R! - atom BoAOpCAA U RZ - MeTIAN),
NPeABNSEeT HeOXWAAHHO BLICOKYHY aHTU-PAT
aKkTUBHOCTb MO  CPaBHEHUKY C  W3BECTHLIMU
nponsBogHeiMK 1,4-gnaszenuHa. B aTom cmbicne
coegunHeHua obweld dopmynsl  (IV), B
koTopeix R1 . arom Bogopoga v R2 - HWaLwWii
ankun, B YacTHOGCTA MeTWN, SBNSTCH OYeHb
LUEeHHBbIMW MPOMEXYTOYHBIMU NPOAYKTaMU.

MNpoMeKyToUHble coeguHeHWs obnajaioT
ACUMMETPUYSCKNM aToMOM yrnepoaa,
BCMEACTBME  Yero  CcylecTByWT B Buae
ONTUYECKUX M3oMepoB. B npakTuke nzobpeteruns
d1-n3omepbl  Mpy  XenaHut  MoryT  ObiTb
pazfeneHbl Ha ONTUYECKW aKTUBHbIe NPOAYKTHI.

PaageneHne MoXeT ObiTb OCYLUECTBNEHO Ha
cTaguM  nonydeHWsl coeduHeHus  obulei
dopmynbl (XV) ¢ nprMeHeHWeM Ans pasfgeneHus
ONTUYECKOro paafensalllero cpeacTea, Takoro
Kak. (+) wunn (-)-BMHHaAg kucnota, (+) Wunu
{-)-kamchopHasn KKcnora, {+) unu
{-)-onbeH3ounBMHHAA  KWcneTa,  (+) WK
{-)-10-kamcbopeynbdoHoBas Kucnota, (+) unu
(-)-MWHAaneHas Kkucernota WM T.N. WnK Ke Ha
cTaguk  MNonydYeHWs coeduHeHWdA  oblyeid
chopmynbl (IV) unm (XIX) pasgeneHve MoxeT
BbITb OCYLLECTBNEHO NPUMEHEHWEeM CNTUUYECKoro

10

15

20

25

30

35

40

45

50

56

60

-11-

pasfensiowero  CpeAcTBa,  Takoro  Kak
AunbeHaonn-D-BUHHAaA Kucnota Wnu
AnbeHsonn-L-eMHHaa kucnota. WM elle B ogHOM
BapWaHTe pasfefeHne BO3MOXKHO Ha craguu
nonyyeHUs coedMHeHWA obWwmMx dopmyn (XV),
(XIX) wnu (IV) npUMeHeHWeMm KOMOHKW AnA
pasgeneHns onTMYecKMX M3OMEPOB, TAKoW Kak,
Hanpumep, KONOHKa C XWMpanbHeIM NONMaMuacM
Ha cunukarene B BIXX (BoicokosddpeKkTnaHad
KWAKOCTHAS XpoMaTorpadgus) ¢ snonpoBaHUem
CMeCbi0 TeTparugpodypaH-rekcaH.

Ipyrve  coepuMHEHWA, OTNWYHBIE  OT
OMUCaHHBIX B CNocobax WX NoMyyYeHWs, MoryTt
ObITe MOMyYeHbl AaHaNOrMYHBIM NyTeM, HO Ha
OCHOBE APYIUX MCXOAHBIX MPOAYKTOB.

SKcnepuMeHTanbsHbIA Npumep

McnbiTaHKe Ha ceAsbiBaHWe PAT-pelentopa
c TpomBouuTamu Yenoseka

(MeToguka)

TpomBounTel OTOMPaT OBLIMHEIM NyTem y
3f0poBeIX  nded W cycneHaMpylT Ao
KOHUEHTpaumm 108 TpombouMTos/460 mKkn B
ceAsywem Oydepe (10 MM  cbocchatHoro
coneroro Bydepa (pH 7) ¢ 0,1% (mac./o6.) ABC
(anbbymiHa 6Bblubeld coiBOpOTKM) KM 0,9 MM
CaCl 3). TpombGouuThl (108) B 460 mMKn Gydpepa
NepeHocAT B NONUNPOMNUNEHOBLIE NPOBUPKKA U
npedBapuTencHO WHKYOUPRYIOT € WCTLITYEeMEIM
coednHeHnEM (20 MKIT) nocne
LEHTPUYTMPOBAHMA B TedeHue 6 MUH Mnpu
37 °C. 3arem B npobupkn fobaensawnt 20 MK
pacTeBopa cBsaylolWero Gycdepa ¢ SH-GAT
(kOHeYHas KoHUeHTpauus SH-®AT 0.6 HM)
WHKYEMPYIOT 8 MWHYT. Peakunio CBA3LIBAHWUA
npekpallaloT AobaBneHvem 3 M OXNaXAeHHOro
NeJoM  MPOMBIBHOTO — pacTBopa  (COMEeBOH
pacteop, copepxawmii 0,1% (mac. /06.) ABC).
TpomGouuTEl oTAensior BaKyyMHLIM
DUNETPOBAHWEM HA  CTEKNAHHBLIX  hUnbTpax
(Wharman GF/C). Tllocne BbicylUWBaHKWA
CTEKMAHHOrO dunetpa © MOMOLLIH0
CUMHTUANATOPA c HKUAKOCTHBIM
CUMHTUINMPYIOWMM  CHETUMKOM  M3MepPAIoT
paguoaKkTUBHOCTL huneTpa.

MpoueHT WHrMBKUpoBaHMA NOACHUTLIBAIOT NO
HWKenpueBeaeHHOMY ypaBHEHWIO ]
nocneaywLlern WUHTEPNoNAUMer nonyYeHHbIX
pesynstatoB  nonyyawt  3Hadenua MK
(MHTMOMPYKOLWEW KOHLEeHTpauK).

cobuee co6uee CES3WBAHME
CEA } © coe H
» HMHI nGupo =
P ¢ oblee cobuee Hecne-—

CEAZHEAHHE) UHpPHYECKOE
CBAZHEEHHE )

rde cBfA3biBaHWEe - PaAMOAKTUBHOCTL
CBA3bIBAHWUA B OTCYTCTBME XONogHoro ®AT UK
WCMEBITYEMbIX COSANHEHWIA;

HecneynpruiHoe CBA3bIBAHWES -
pajvCaKkTUBHOCTE CBA3LIBAHUA B MPUCYTCTEUM
10°5 M OAT.

MonydyeHHble peaynbTaTel NpUBEdeHbl B
Tabnuue.

HecneunduyHoe CBA3LIBAHWE -
paguoakTuBHocTE (dpm) nocne UHKYBupoBaHUA
c 10 M ®AT.

MonyyeHHble peayneTaTbl NpUBEdeHbl B
Tabnuue.

3Hakom 0bo3HaveH acuMMeTpU-YecKnia
atoM yrnepoga M 3Hakom "(+)' u "(-)" ykazaHbl
HanpasneHWa yAenbLHOro BpalleHWa.

3 Tabnuubl OYEBUMAHO, YTO COSOMHEHWA
naobpeTteHua obnagawT aHTu-GAT
akTuBHocTelo.  Bonee Toro, HaihaeHo, 4TO
coeduHeHWa obnajakoT MOBLIWEHHOR W Gornee

nEn
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NPOOOIKUTENBEHOW aHTU-PAT aKTUBHOCTLIO MpuU
Bonbweld 6Ges3onacHOCTM MO CPaBHEHW ¢
W3BECTHLIMW COESOWMHEHUAMN. TakmM 0Bpasom,
HacTosWwee uaobpeTteHne obnagaet GonbLKMMK
OOCTOWMHCTBAMMU.

COOTBETCTBEHHO, COBOMHEHNA N3obpeTeHnd
OyayT oddbeKkTMBHBEI  ANA  NedeHWA K
npocdunaktukk  3abonesaHWid, nepegaBaeMbIxX
PAT.

TunndHble 3aoneBaHWs, No CTHOLIEHUIO K
KOTCPLIM COEOWHEHWS NPUMEHWMEl B KadecTee
neyebHbIX W NPOMUNAKTUUECKMX  CPeacTB,
BKIOYAIOT: anneprudeckse sabonesaHns, acTMy,
TpoMBo3, uepebpanbHyo anonnekcuo
{BHYTPWUMO3roBoe KPOBOW3NUSHWE,
BHYTPMMO3roBOR TRoMBO3), MHaPKT MUoKapda
(cTeHOKapausa),  CWHOpPOM  Koarynonatuu
notpebneHns yenoseka (CIT,
TpoMBOhnebuThl, MOMepynApPHEIA renaTur,
aHaUNaKTUYECKUA LLOK, LWOK OT KPOBOTEYEHUA
M T.N. coegnHeHus K3obperteHna GyoyT
ocobeHHo none3aHsLIMA B KadecTse
NpoTMBOANNEPrUHYECKMX cpeacTs "
NpoTUBOACTMATNYECKMX CPeacTB.

Mpu BBEASHUM STUX COSOWHEHWUA B KayecTBe
aHTU-PAT cpeacTs OHM MOoryT EbiTb
Wcnonb3oeaHel B NepopantHbiX OO3VPOBKAX B
Buae TabneToK, NOPOLWKOB, rpPaHymn, Kancyn,
cvMponoB KW T.N. WMnu xe oHW MoryT ObiTb
UCnonb3oBaHbl B NapeHTeparnbHbIX 403UPOBKaX B
BUaE cBeu, WHBEKL WA, BHeLUHero
NeKapcTBEHHOrO CpeAcTBa WU KaNensHoro
BHYTpeHHero BnueaHua. B crniydae uaobpeteHns
COSOMHEHWNA PEKOMEHOYETCH MPUMEHATL B
Ka4ecTBe NepopallbHOro cpeacTsa.

Jo3anpoBkKW  MOMYT  3aBMCETb  OT  BUAA
3aboneBaHus, ero THKeCTM WM Bo3pacTa
BonsHoro. B cnyvae nepopankHOre BBeOeHWUS
coedMHeHMsA NpUMEHANT B aoauposkax 0,001 -
10 mr/kr, npegnoyvtntensHo 0,01 - 0,5 mr/kr.

Mpenapatel ANg  NepopansHero WK
napeHTepansHoro BBeASHWA MOryT  ObiTb
3roTOBNEHLI npUMeHeHuemM OBLIYHLIX
chapMaLeBTUHYECKM NpuemMnemMblx gobascok. OnA
nonyYyeHWa pPacTBOPOB ANA WHBEKUUMA unu
KanensHoro  BHYTPWBEHHOMO  BNWBaHWA K
OCHOBHOMY  KOMMNOHeHTY foGaBnfAloT  npy
HeobxoaumocT mogudukaTopsl pH, BydepHele
pacTBopkl, cTabunuaaropsl U cConbUNUaaTopsl.
Cmech MOXKET 6T BbICyLLEHa
BbiMOpaXuBaHuem npu  HeobxoguMocTM  C
nornydeHveM WHbLEKUMA OnA  NOAKOMKHOrO,
BHYTPUMbILLEYHOTO K BHYTPMBEHHOIO
BBEASHUS WUNK ANS kanenbHOro BHYTPUBEHHOMo
BMMBAHWUS.

Hwxe npencraeneHbl AaHHble MO OCTPOR
TOKCHMYHOCTW, MNONYyYeHHbe NPW KUCMLITAHUKM Ha
Kpblcax coefuHeHus npumepa 77, LD gg (MI/KT):

OpanbHo - BHyTpYBEHHO

camMubl
1000 - 2000 - 120 - 240
caMKK

612 - 120 - 240

Huxe npuBegeHsl TUNKUYHBIE  MPUMEpHI
n3obperteHns, KoTopele  He  cnegyer
paccMaTpuBaTb KakK orpaHndmsarolne ero.

B uucne npueedeHHLIX HUXE nMpuMepos: (A)
npumepkl 1 - 77 1 npenapatueHble npumepsl 1 -
29, (B) npumepbl 78 - 104 n npenapaThBHLIS
npumepsl 30 - 34; (C) npumepbl 105 - 120 w©
npenapaTtneHeble npumepkl 35 - 43; (D) npumMeptl
121 - 137 » npenapaTUBHble NpumMepbl 44 - 52.

Heobxogumo OTMETUTL, YTO  MonyYeHue
NCXOAHBIX coeAHEeHWA unu BeLlecTB
OonUcbiBASTCA B BWAe  NpenapaThBHbIX
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NPUMEpPOB.
MPHUMEP 1
8-(2-XnopdeHun)-3-(1-unaHo-1-MeTUnNsToKCK
kapbonmn)-11-meTun-2,3,4,5-
TeTparngpo-8H-nupngo[4', 3"
4 5ltneHo[3,2-f][1,2,4]Tprnasonol4,3-a][1,4]a1
asernmH

{1) CuHTE3
1-UHaHO-1-MeTUNaTUNeHNKapboHaTa

Mpn oxnaxgeHun nsgoMm K 0,85 r (10
MMOMeRr) LMaHrnapuHa aueToHa B nMpuauHe (20
Mn) no kannam npuéasnawot 1.4 1 (9 mmonei)
heHUnxnopdopmMara, nocne yero
nepemelnsaot 30 MuHyT. MNocne 3aBepLUeHnd
peakyi pacTBOPUTENL OTFOHAKT C NOMyYeHHeM
OCTaTKa, KOTOPLIA PACTBCPAIOT B XNOPOOpME 1
npomblBawdT 1 H.  CONAHOW  KACMOTOM,
HachIWEHHLIM BOOHBIM pacTBopoM BukapboHara
HaTpWs W cywaT Hafg cynbhartoM marHus.
[MonydYeHHbIA NPOAYKT CYAWAKT  KOMOHOMHORA
XpomaTtorpadgurei Ha cunukarene c
SMKUPOBaHNEM CMeCckI STUnaueTar - H-rekcaH
(1:49) 1 nony4yaKT ¢ KONUYESCTBEHHbBIM BLIXOOOM
Lueneeoe coeiuHeHwe B Buae BGecupeTHOro
TBepaoro BellecTBa.

{2) CuHTeEs
6-(2-xnopdeHun)-3-(1-unaHo-1-MeTUNaTOKCHKap
©oHUN)-11-meTun-2,3,4 5-TeTparngpo-
8H-nnpuao[4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a]
[1,4]avwasenunHa

B xnopodopme pacteopstor 05 1
1-ynaHo-1-metunstundeHunkapborara n 0,15 r
6-(2-xnopheHun)-11-metnn-2,3,4,5-TeTparnapo-
8H-nnpugo[4', 3" 4,5] TtueHo[3,2-f] [1,2,4]
Tpraacno[4,3-3) [1,4]ana3enunHa, Xopowo
nepeMelLnBaoT, Mocre 4Yero pacTBOpWTENb
OTTOHAKT. |_|OJ'Iy‘-|EHHyPO CMeCb nepemMelLnBarT B
GaHe npu 120°C 1 yac. MNocne oxnaxaeHWa W
OYMUCTKA  KOMOHOYHOW  XpomaTtorpadunerd Ha
cunukarene C  9MOUpPOBaAHUEM CMECHI0
xnopodpopmMm - ataHon (99:1) nonyvawt 0,18 r
Luenesoro npcaykta B BAAe  amopdpHoro
BELLEeCTBa.

TH-AMP (90 Mru, CDClg) G: 1,77 (BH, o),

1822 (2H, ™), 2,68 (3H, c), 3,1-3,6 (2H,
M), 422 (1H, ™), 450-488 (2H, ™), 56
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{1H, M), 7,35 (4H, ™).

FABMS (M+H™) miz: 481

MPHUMEP 2

6-(2-XnopdeHnn)-3-(3-urnaHonponokeukapbo
Hun)-11-meTnn-2,3,4 5-TteTparngpo-
8H-nupungol4',3"4,5]tneHo[3,2-f][1,2,4]Tpraso
nol[4,3-a](1,4]lanazenuH

1l
HCCH_CH_CH_90O-C—N
Z Z Z

Mpn  oxnaxoeHum nspom k085 r
4-rnopokcubyTupoHuTpUna 1 1,5 r nupuguHa B
xnopodopmMe (20 Mn) No KannamM nprudaBnawoT
1,5 1 denunxnopdopmMara, nocne  Yero
nepemellneaot 30 MUHYT. ocne 3aBepLUeHns
peakuM  peakuMoHHYl CMeCb MNPOMbIBAOT
HacChIWEeHHBIM BOAHEIM pacTBopoM BukapboHarta
HaTpWs KU cyllaTt Had cynbaTom MarHud. 3atem
PACTBOPUTENb OTTOHAKT U OYUCTKOW ocTaTka Ha
KOMOHKe ¢ cunukarenem ¢ SioUpoBaHUEM
CMeCHIO aTunauertar - H-rekcaH (3:17) nonyyawTt
1,2 I ueneBoro coeuHeHus .

(2) CuHTes
8-(2-xnopdeHmn)-3-(3-LraHonponoKCUKkapSOHUN
)-11-metun-2.3 4 5-tetparnapo- 8H-nupuao[4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a]
[1,4]anasenvHa

1l
HCCH_CH_CH_0O-C—H
2 & Z

B xnopodopme pacteopsdior 0,11 T
1-unaHonponundeHunkapboHata w013 1
B-(2-xnopheHun)-11-metun-2,3,4 b-teTparnapo-
8H-nupungol[4',3"4,5]tneHo[3,2-f] [1,2,4]
Tprazono[4,3-a] [1,4] AwazennHa, XOpowo
nepeMeLLnBaoT, nNocne dJero pacTBopUTernb
OTIOHAKT. |_|OJ'Iy‘-|EHHyPO CMech nepemMellnBarT 1
yac B GaHe npu 110°C, 3aTeM oXnaxgawT W
nocne O4YUCTKM Xpomartorpadueli Ha KONoHKe ©
cunukareneM ¢ aNiWpOBaHWEM  CMECHHD
xnopodopm - ataHon (49:1) nonydawt 0,1 T
LeneBoro Npoaykra.

TH-amP (90 Mlu, CDClg) §: 1,41-1,80 (m,
2H), 1,80-217 (M, 2H), 2,22-252 (m, 2H),
2,6 (c, 3H), 2,80-576 (M, 6H), 42 (1, J =
7y, 2H), 7,3 (M, 4H).

FABMS (M+H™") m/z: 481

NMPHUMEP 3

3-(3-byTHMNOKCHKapGOHUN)-6-(2-xnopdheHn
m-11-metun-2,3,4,5-TeTparngpo-
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8H-nupwao[4',3"4,5]tneHo[3,2-f][1,2, 4]Tpraso
no[4,3-a][1,4]anazenvH

1
CH=C-CH _CH_0O-C—H
2 2

(1) CuHTes 3-OyTWndheHunkapboHaTa
]

I
CH=C-CH_CH_0O-C-0

Moy oxnadeHwn negom K 07 1
3-6ytuH-1-ona w15 1 nvpuaMHa B
Anxnopmetade (20 mn) no kannam npuoaenawoT
1,7 1 enunxnopdgopmara 1 nepemelmsarot 30
MUAHYT. Mocne  s3aBepweHUs  peakuuu
peakUUOHHYI0 CMEeCh NPOMLBIBAIOT HACKILEHHLIM
BOAHBLIM pacTBopoM OukapboHata HaTpua W
cyllat Haa cynbdhaToMm  MarHus.  3aTem
pacTBOPUTENE OTFOHAT W NOCMNe  OYMUCTKA
KOMOHOYHOW Xpomartorpadneid Ha cunukarene ¢
SMIOMPOBAHMEM CMEeChI0 aTunauetar - H-TekcaH
(1:49) ¢ KONUYECTBEHHEIM BbIXOACOM NOMyYaroT
Lueneesoe coeduMHeHue B Buae ©GecueTHoro
Macna.

(2) CuHTE3
3-(3-ByTuHUNoKkcukapboHnn)-6-(2-xnopdeHnn)-1
1-meTun-2,3,4,5-tetparngpo- 8H-nupugo[4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a][1,4
JanasenuHa

CH=C-CH_CH_0O-C—N
Z 2

B xnopocopwme  pacteopawt 01 T

3-6yTuHUNdeHunkapbonaTa [ 0,18 r
6-(2-xnopdeHun)-11-meTnn-2,3,4,5-TeTparugpo-
8H-nnpunaol4', 3" 4 5] TWeHo[3,2-]

[1,2,4]Tprazonol4,3-a][1,4]anasennHa XopoLlo
nepeMelLnMBaoT, nNOcne dJero pacTBopuUTernb
OTFOHSAIT. Mony4eHHy cMech nepemellmealoT 1
yac npu 110°C. MNocne OXNamOeHWS WU OYUCTKA
KOMOHOMHOW Xpomartorpadnei Ha cunukarene ¢
SMIOUPOBAHNEM CMECHID XNMOPOMOPM - sTaHonN
(99:1) nonyyatoT 0,17 © UeneBOro nNpoaykra.
TH-AMP (90 Mru, CDClg) &: 1,60 - 2,16

(M, 2H), 184 (c, 3H), 25 ( ae. 1, J = 2
[u, 7 Ty, 2H), 2,66 (c, 3H), 2,86 - 574 (m,
6H), 4,17 (1, J = 7 Tu, 2H), 7,29 (m, 4H).

MS m/z (Pos. Gab): 466 (M + H+).

MPUMEP 4

6-(2-XnopdheHnn)-3-(2-unaHosTUNnaMmnuHoKapo
oHun)-11-metun-2,3 4 b-teTparugpo-
8H-nupwaol4',3"4,5]TneHo[3,2-f][1,2,4]TpHaso
no[4,3-a][1,4]anazenuH
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(1) CuHTes N-(2-unaHoaTun)kapbamaTta
o

I
MHC-CH_CH_HN-C-0O
2 2]

H

Mpn  oxnampgeHun nsgom Kk 0,7 1
3-aMUHONPONUOHUTPpUNa M 1,2 T TpuaTUnamnHa B
anxnopataHe (20 mn) no kannam nprudaBnawoT
1,4 1 eHunxnopdgopmMara n nepemertmnsaTt 30
MWHYT. [locne 3aBeplUeHWA peakuln CMechb
NPOMBIBAKT HacCbIWEHHbIM BOAHLIM pPacTBOPOM
BukapboHata HaTpUa KU cyllat Hag cynsdartom
mMarHua. MNocne OTroHKWM pacTBOPUTENS U OYUCTKM
KONOHOYHOW XpomaTorpachueld Ha cunukarene ¢
3MIOUPOBAHNEM CMECLIO aTuUnauertar - H-rekcaH
(1:9) nonyyatoT 1,3 r LUeneBoro coeguHeHus.

(2) CuHres
6-(2-XnopdheHnn)-3-(2-unaHosTunaMnHokapboHK
m-11-metun-2,3,4,5-TeTparngpo-
8H-nnpuaol4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a]
[1,4]anasenvHa

B xnopocdopme pacteopator 0,09 1
N-(2-umaHesTunkapbamara [ 0,18 r
6-(2-xnopheHun)-11-metnn-2,3,4,5-TeTparngpo-
8H-nupnac[4', 3" 4,5] TtuweHo[3,2-f] [1,24]
Tphasono[4,3-a] [1,4] AvasennHa, Xopowo
nepeMelLMBalOT, MNOCNe Jero pacTBopuUTernb
OTFOHSIT. Mony4eHHy cMech nepemelmealoT 1
Jyac npu 140°C. Mocne oxnaxaeHWs OYUCTKOIA
KOMOHOYHORW Xpomartorpadrer Ha cunukarene ¢
3MOUPOBAHNEM CMECEK XNOPOOPM - METAHOM
(19:1) nony4atoT 0,12 r LeneBoro npoaykTa.

TH-AMP (90 MIy, CDClg) s 1,45 - 2,23
M, 2H), 2,6 (1, J = 7 Tu, 2H), 264 (c
3H), 2,80 - 5,69 (m, SH), 7,29 (m, 4H).

MS miz (Pos. Fab): 466 (M + H)'.

NMPUMEP 5

6-(2-XnopdeHun)-11-metun-3-(2-nponuHun)-
2,34 b-TeTparngpo-
8H-nupuaol[4'.3"4,5]tneHo[3,2-f][1,2 4]Tpraso
nol4,3-a][1,4]lanazenuH
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K pacTteopy 0,12 r
6-(2-xnoptheHun)-11-metun-2,3,4 b-teTparngpo-
8H-nnpugo[4', 3"

4 5]tneHo[3,2-f][1,2,4]Tprnasonol4,3-a][1,4]a1
asenuHa B avmetuncopmammnae (20 mn) npu
KOMHaTHOM Temnepartype noGaensaoT rmapug
HaTpug (30 mMr 60%) u nepemelnsaoT 1 yac npu
B0°C. Mpw koMHATHOR TemnepaType aobasnswoT
80 mMr 3-OpoMMponMHa WU peakyUoHHYK CMeCh
nepemellmeaioT 1 udac npu 60°C. lMocne
OXMaxaeHWs B peakUWoHHYI0O CMect JobaBnaoT
BOOY, SKCTparvpyoT sTUnauetaTtom v cylar Hag
cynbatoMm MarHia. ¥YaaneHuem pactBopuTens
M OYUCTKOW KOMOHOYHOW XpomaTtorpachueir Ha
cunukarene c SMNIOMPOBAHNEM CMECHID
xnopodpopm - metaHon (98,5: 1,5) nonyvatot 20
MT LeneBoro NpoayKkra.

H-AmP (90 Mru, CDClg) & 1,62 - 2,12
(M, 2H), 225 (1, J =2 Ty, 1H), 2,16 - 2,84
(M, 2H), 2,668 (c, 2H), 3456 (g, J = 2 Tu,
2H). 3,74 (m, 2H), 39 - 44, 520 - 576
(2m, 2H), 7,27 (m, 2H).

MS miz: 407.

MPUMEP 6

8-(2-XnopdeHun)-11-mMeTun-3-LUnknonponaHk
apboHun-2,3 4, 5-TeTparngpo-
8H-nupwaol[4',3"4,5]TneHo[3,2-f][1,2, 4]Tpraso
no[4,3-a][1,4]avwazenvH

g/ N
o]
23

B 4 Mn N,N-oumeTundopmammuia
pacTBOpaoT 90 Mr
LuknonponaHkapSoHunxnopuaa W K
NonyYeHHOMY pacTBOpY Mno kannsm fpu -60 °C
nobasnsawT pacTBop 150 Mr
6-(2-xnoptheHun)-11-metnn-2,3,4,5-TeTparnapo-
8H-nupwaol[4',3"4,5]tneHo[3,2-f] [1,2,4]
Tprascno4,3-a] [1,.4] awasenuHa B 6 MmN
N,N-aumeTundopmammia 7] 210 Mr
TpUaTUNaMMHa M cMecb nepemelwmsaT 30
MWUHYT. [locne  OTMOHKWM  pacTBOpUTEns
0o6aBnAT  HacLIWEHHLIR BOAHLIA  pacTBOpP
oukapboHaTa HaTpws, aKCTparupyioT
XNOpochopMOM K cyluaT Hag, cynbchaToM MarHus.
Mocne unbTpPOBRaHMS, OTIOHKA pacTBOPUTENS U
OUMCTKM  MOMNYYEeHHOro oOcTarka KOMOHOYHOW
Xpomatorpachei Ha cUnukarene o
snoupoBaHneM cmecso MeOH - CH5Cly (1:99)
nonyyatwet 140 wmr (Bbixoed 79%) UeneBoro
coeqUHEHWS.

TH-AMP (90 My, CDCly) & 0,4 - 1,3 (M,
4H), 14 - 2,7 (m, 3H), 2,67 (c, 3H), 2.8 -
58 (M, 6H), 7,1 - 7,6 (m, 4H).

Ms m/z (Pos. Fab.): 438 (M + H)*.
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NMPHUMEP 7

6-(2-XnopdeHun)-3-4uknonponaHkapboHun-
8,11-gumeTun-2,3,4 b-teTparnapo-
8H-nupuao[4',3"4, 5]tneHo[3,2-f][1,2 4]Tpraso
nol4,3-a][1,4]lanazenuH

o A

B 4 wMn N, N-oumeTuncopmamuaa
pPaCTBOPAKT 100 Mr
8-(2-xnopdeHun)-3-umnknonponaHkaptoHmnn-11-m
etun-2,3,4,5-tetparngpo-  8H-nupuac[4', 3"
4.5] TtneHo[3,2-] [1,24] Tpwasono[4,3-a]
[1,4]anazenMHa, K NOMNyYeHHOMY  pacTBOPY
nobaenawT 54 Mr rugpuaa Hatpua (55%) v 0.5
M mMeTunépoMmuaa M cmeck nepemMelunsaroT 1
Yac MNpW KOMHaTHOA TewmnepaTtype. Peakuuio
npekpallawT fobaeneHWem BoAbl W pacTBOp
HEeATPanMUsyloT  YKCYCHOWA  KMCNOTOW.  3artem
PAcTBOPUTEML  OTTOHAKT MNPU  NOHUKEHHOM
J8BMEHWN U NOMyYeHHbIA OCTaTok SKCTParmpyT
20 mn awxnopmetana. [lonydeHHblld pacTBop
cylwaTr Hag ©e3BoAHEIM cynbdhaTom MarHus,
PacTBOPWUTENb YAAMAT W NOCMAE  OYWUCTKK
KOMOHOYHOW xXpomartorpadmel Ha cunukarene
(400 wmew, 10 1) nonyyawT 3arnaBHoe
coeVHeHKe.

TH-AMP (90 Mry, CDCly) & 0,55 - 1,15

(M, 4H), 145 - 250 (m, 3H), 21 (g, J =
8,8 lu, 3H), 2,68 (c, 3H), 28 - 48 (m,
3H), 4,26 (k, J = 6,8 Iy, 1H), 4,8 - 52 (m,
1H), 7,05 - 7,65 (M, 4H).
Ms m/z (Pos. Fab.): 452 (M + H)*.
NPHUMEP 8
6-(2-XnopheHnn)-3-unHHamounn-11-metnn-2,
3,4 5-TeTparngpo- 8H-nupugol[4',
34 5]tneHo[3,2-f][1,2,4]Tprasonol[4,3-a][1,4

|AnasenuH
on _fN \N
2
o
n 5
CH=CH-C—H
B 8 M N,N-onmetundopmamuaa

pacTeopstoT 80 Mr UMHHamounxnopwga W K
nonyyYeHHOMY pacTBOPY NO Kannisam nputaensoTt
4 MI pacTeopa 120 Mr
B-(2-xnoptheHun)-11-metvn-2,3,4,5-TeTparngpo-

8H-nupuoc[4', 3" 4 5ltneHo[3,2-1][1,2,4]
Tpnasono[4,3-a)[1 4]anasennHa »n 160  mr
TpuatTunamuHa B N, N-guMmetuncdopmamMuie K
CMeCb  NepemMellvBalT. Mocne  OTTOHKW
pacTeopuTens AoGaensioT  HackIWEHHLIR

BOOHBIA  pacTeOop BukapboHata  HaTpUs,

SKCTPArMpyloT  XNopochopMcM,  cyllat  Hapg,
Be3BOOHEIM CyMbhaToM MarHug, UNLTPYIOT,
PacTBOPUTENE OTFOHAKT W NOCMe OUMUCTKA
ocTaTka KOMOHOYHOW  XpomaTorpacduvel Ha
cunukarene ¢ snUposaHMem cmeckio MeOH -
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CH-Cl,  (1:99) nonywailotr 11 wmr (68%)
3arnaBHoOr0 CoefUHeHUs.

MS m/z (Pos. Fab.): 500 (M + H)*.

MPUMEP 9

8-(2-XnopdeHun)-3-UnknodyTaHkapboHui-11
-MeTun-2,3,4 5-TeTparngpo-
8H-nupwngol4',3".4,5]tneHo[3,2-f][1,2,4]Tpraso
no[4,3-a](1,4]lanazenuH

B 8 Mn N,N-oumeTundopmammuia
pacTteopstoT 50 Mr  umknoGyTaHkapGoHOBOR
KCNOTHI, 70 Mr MOHornaparta
1-rmppokcrbeHaoTpuasona [ 150 Mr
6-(2-xnopdeHun)-11-meTnn-2,3,4,5-TeTparugpo-
8H-nupnaol4',3"4,5]TneHo[3,2-f][1,2,4]TpHaso
no[4,3-a] [1,4] avasenuHa, nNpu OXNAKOSHWK
nbAoM nobapnawoT 100 Mr
N,N'-auuunknerekcunkapbogumnga, nocne Jvero
nepemewmnearotr 10 MWHYT npw TOW XKe
TeMmnepatype U cyTkM npu 4°C. 3atem nocne
nepemellnMeaHua ewe 1 4yac nNpM KOMHATHOR
Temneparype HepacTBopUMOe BeLlecTBO
OTUNBETPOBLIBAKOT W PACTBOPWUTENL OTIOHAKOT.
HoBaBnawT HacblWeHHbIA BOAHBIA  pacTBOp
ovkapboHaTta HaTpua, Nocne Yero SKCTparupyoT
xnopodpopMoM M cywatr Hag ©Ge3BoAHbIM
cynbcaTtom MarHus. PacTteop
OTUNBETPOBLIBAKOT, PACTBOPUTENL OTIOHAKT U
OYWCTKOW OCTaTka KONMOHOYHOM XpomaTorpadwvedn
Ha cunuKarene ¢ anupoBaHueM cmeceo MeOH
- CHuClz (1:99) nonywawt 180 mr (98%)
LeneBoro CoequHEHMS.

TH-AaMmP (90 Mru, CDClg) §: 1,4 - 2,5 (m,
9H), 2,67 (¢, 3H), 28 - 59 (M, 6H), 7,1 -
7.6 (M, 4H).

MS m/z (Pos. Fab.): 452 (M + H)*.

MPHUMEP 10

8-(2-XnopdeHun)-3-anatundocdgopo-11-met
nn-2,3,4,5-TteTparngpo-
8H-nupwaol[4',3"4,5]tneHo[3,2-f][1,2 4]Tpraso
no[4,3-a][1,4]awazenvH

B 5 wn rTetparngpodypaHa u 1 MmN
TPUITUNaMUHa pPacTROPAKOT 100 Mr
6-(2-xnopdeHun)-11-meTnn-2,3,4,5-TeTparugpo-
8H-nnpugo[4', 3" 4,5] TtueHo[3,2-f] [1,2/4]
Tprascno4,3-a] [1,4]onazenvHa, K
nonyvyeHHoMy pacteopy goGaengir 100 mr
auaTtunxnopdocdara U cMeck nNepemMelunearnT 1
4Yac NpW KOMHaTHOW TemnepaType. PeakuWoHHbIRA
pacTeop NpUbaBnAlT K HACLILEHHOMY BOAHOMY
pacTeopy BukapboHata HatpuA, 3KCTparvpyroT
aTMnaueratom W cywar Hag 6e3BofHbIM
cynbchatom MarHug. PacTBoputens yoansioT
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NpM  NOHWKEHHCOM  AaBMNEHUA 11 OYUCTKOR

nony4eHHoro ocTarka KOMOHOYHOR

XpomaTtorpadueit Ha cunukarene C

anouMpoBaHnem cmecbldo CHaOH:CHoClr (5:95)

nony4atoT 100 mr (72%) ueneBoro coeinHeHws.
MS (FAB): 506 (M + H)*.

TH-AMP (80 My, ) 128 (1, J = 8, 6H),
1,44 - 220 (m, 2H), 2,69 (c, 3H), 3,7 - 46
(M, 9H), 5,33 - 5,72 (m, 1H), 7,12 - 7,48 (m, BH).

NMPUMEP 11

3-(3-byTHMNOKCMKapBOHUN)-6-(2-xnopdeHn
m-8,11-gumeTun-2,3,4,5-TeTparngpo-
8H-nnpuao[4',3"4,5]tneHo[3,2-f][1,2 4]Tpraso
nol[4,3-a](1,4]lanazenuH

Il
CH=C-CH_CH_0O-C—N
Z 2

K pacTeopy 57 Mr
3-(3-ByTuHUNoKCcukapboHnn)-6-(2-xnopdeHnn)-1
1-meTun-2,3,4,5-TeTparngpo- 8H-nupuoo[4',

3"4 5]tveHo[3,2-f][1,2,4]tpuasonol4,3-a]

[1,4] oWasenyHa B guMeTtundopmamuie (2 mn)
pobaenawT 28 mr rmapuaa Hatpusa (55%,) 1 0,2
Mn MeTUNGpoMMaa W NepemMellnBaloT 1 vac npu
KOMHaTHOA TemnepaType.

Ang npekpalleHns peakummn JobasndaoT sody
W PacTBOP HEWTPANM3YIOT YKCYCHOW KUCMOTOM.
PactBopuTenb OTIOHAKT NPK  NOHWKEHHOM
0ABMNEHWW K NOMYyYeHHbLIR OCTATOK SKCTParnpyrT
10 mMn  auxnopmertuneHa W satem 20 MnN
auxnopmeTuneHa. Pacteop  cywar Hag
cynbatoMm MarHus, pacTBOpUTEnb yOoandT W
nocrne OYWMCTKWM KOIOHOYHOA XpomaTorpaduein Ha
cunukarene (400 mew, 10 r) ¢ sanMUPOBAHUEM
CMEeCblo MeTaHon - guxnopmeraH (1:99)
nony4awT 24 Mr UeneBoro coeguHeHus.

"H-AMP (90 Mlu, CDClg): 7.4 (5H, An),

49 (1H, g, J = 18 Tu, N-CHy(C-2)), 4,5 (1H, J
18 'y, N-CHo(C-2)), 4,2 (1H, M, Cg-H), 4,1
H, 7, J =8 lu, OCHyp), 27 (3H, ¢), 2,5
H o8 . 1,J=17Tu, =-CHy, 21 (3H, g, J
7 'y, CH CHg), 3-2 (5H, m).

NPUMEP 12
6-(2-XnopdeHun)-8,11-aumeTn-3-(3-ynaHon
ponokcukapboHun)-2,3,4 5-
TeTparngpo-8H-nupnao[4',3"4,5ltneHo[3,2-f][1
2 4]tpraszonol4,3-a][1,4]anazenuH

) SR

1]
NCCH_CH_CH_OC—N
2 2 2

K pacTBopy 62 Mr
8-(2-xnopdeHun)-3-(3-LuraHonponokcukapGoHUn
)-11-metun-2,3,4,5-tetparngpo- 8H-nupugo[4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a]

[1.4] avazenvHa B 2 Mn gumeTtundopmamuaa
npWM KOMHaTHOR TemMnepartype JobaenaioT 34 mr
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rmapuaa Hatpus (65%) u 0,2 mn meTnnbpommnaa
W CMechb nepemellrBatoT 1 vac NpW KOMHATHOM
TeMmneparype. [na npexkpalleHvwa peakuudum K
pactBopy [06aBMNAKOT BOAY W HeWTpanuaylor
YKCYCHOM KACMOTOW. PacTBOpUTENb OTIOHSAHT
npy MNOHWKEHHOM [AABMNeHUW U NOMyYeHHbLIHR
ocTaTtok skcTparupyloT 10 mn guxnopmeTuneHa u
3aTem 20 mn guxnopmetnneHa. Pacteop cywar
Haj cynbgaToM mMarHus, pacTBOpuTeNb yaansioT
W Nocne OYUCTKM KONOHOYHOW XpomaTorpadnei
Ha cunukarene (400 mew, 10 r) ¢ sN0OUPOBAHMEM
CMECbO MeTaHon - auxnopmetrad  (1:99)
nonyyaroT 21 Mr LeneBoro coednHeHus.

TH-AMP (90 My, CDClg): 7.4 (2H, Ar),
4,9 (1H, 4, J = 18 Ty, N-CHp(C-2)), 4,5 (1H,
A, J =18 Iy, N-CH2(C-2)), 4,2 (1H, m, Cg-H),
41 (2H, 7, J = 8 'y, O-CHyp), 2,7 (3H, ¢), 2,4
(BH, A, J=7Tuw), 21 3H, 4, J =7 'y, CHCH3),
3 -2 (6H, m).

NPUMEP 13
6-(2-XnopdeHun)-8,8-anatnn-3-(3-unaHonpo

NoKcuKapBoHW)-11-MeTin-
2,34 b-tetparngpo-8H-nupugol[4', 3.
4 5]tueno[3,2-f][1,2,4] Tpunasono[4,3-a]

[1,4]awasenuH
c..rﬁ\.
L]
" —”\ CH_CH_

NCCH_CH_CH_0C—N
Z2 & 2
— CH_CH
z 3

K pacTeopy 89 Mr
6-(2-xnopdeHun)-3-(3-LHnaHonponoKCHUKapOOHUT
)-11-meTun-2,3,4 5-teTparngpo- 8H-nupuao[4',
3"4,5]TneHo[3,2-f][1,2,4]Tpnasono[4,3-a]

[1,4] avazenvHa B 2 MmN gumeTundopmamuaa
npn KOMHATHOM TeMmnepatype AgobasnawT 10 mr
rmopuoa  Hatpua  (55%) 0,03 mMn
MeTunbpoMmaga U nepemellmBaloT 2 Jaca npu
KOMHaTHOW TemnepaType.

TOHKOCMOAHOW XpomaTtorpadued BolaBNeHO
NPUCYTCTBUE WCXOLHOMC COSOWMHEHWA W [OBYX
HOBBIX NPOLYKTOB, a UMEHHO!
MOHOSTUMNPOU3BOAHOMO W AUSTUNMNPOU3BOLAHOMO.
Mostomy noGaenswt 10 Mr rmopuaa Hatpua U
0,03 Mn sTUnGpoMmrpa, nepemellnBaloT ewe 2
Jaca, nocne Yero ANnd NpekpaweHUs peakuymn K
pacTeopy AoBaBnsloT BOLY W HeWTpanuaywoT
YKCYCHOM KACMOTOW. PacTBOpUTENb OTIOHSAHT
NEWM  MOHWHKEHHOM [JaBNEHWW W NOMYyYeHHLIRA
ocTaTtok skcTparupyioT 10 Mn guxnopmeTuneHa u
3aTem 20 mn guxnopmetnneHa. Pacteop cywar
Haj cynbaTtoM MarHWs, pacTBOPWUTEMb YAANAKOT
K Nocne OYUCTKM KONOHOYHOR XpomaTorpadnen
Ha cunukarene (400 mew, 13 1) ¢ SNOUPOBAHKUEM
CMEeCbl0 MeTaHon - auxnopmerad  (1:99)
nony4aroT 41 mr ueneeoro coegunHeHusA.

"H-AMP (90 Mlu, CDClg). 7.4 (5H, An),
49 (1H, g, J = 18 Tu, N-CH(C-2)), 4,5 (1H, J
= 18 Ty, N-CHy(C-2)), 41 (2H, 7, J = 8 Iy,
O-CH2), 2,7 (3H, ¢, CH3), 20 - 2,7 (10H,
M), 1,3 (6H, 1, J = 7 'y, CHCHag).

MPUMEP 14

3-(3-By TUHUNOKCMKAPBOHWN)-6-(2-XNopdeHn
n)-8,8-anatun-2,3,4,5-TeTparugpo-
8H-nupwngol4',3".4,5]tneHo[3,2-f][1,2,4]Tpraso
no[4,3-a](1,4]anazennH
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1]
CH=C-CH_CH_oO-CH
2 2

CH_CH
2 3

BecnpounaeegeHa obllas MeToguka npumMepa
12 UCMonb30BaHUEM 65 r
3-(3-ByTuHUNoKCcukapboHnn)-6-(2-xnopdeHnn)-1
1-meTun-2,3,4,5-tetparngpo- 8H-nupugo[4',
3"
4 Bltneno[3,2-f][1,2,4]Tprwazonol4,3-a][1,4]gn
azenuHa. MNonyyeHo 23 Mr Lenesoro Npoaykra.

"H-AMP (20 Mlu, CDClg). 7,4 (5H, An,
49 (1H, g, J =18 'y, N-CHy(C-2)), 4,5 (1H, J
= 18 Ty, N-CH5(C-2), 41 (2H, 1, J = 8 U,
O-CH ), 2,7 (3H, ¢, CHg), 20 - 2,7 (8H, M,
CH2CHz 1 CHoCH3), 1,3 (BH, 17, J = 7 Tu,
CH 2CHag).

MPUMEP 15

8-(2-XnopdeHun)-3-(1-4maHo-1-MeTUnaTokcKn
kapbonun)-7,11-gumeTtun- 2,3 4 5-teTparngpo-
8H-nnpunaol4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a]
[1,4]awasenuH

CH__CH_ ©
33
C—0-C—NH

NC/

CH
3

K pacteopy 1,12 r coegMHeHWa npumepa 1 B
N,N-aumeTundopmammie 3 M) npw
oxraxgeHu negom gotasnawt 0,24 r rmgpuia
HaTpua (60%) W nepemewmnsawT 30 MUHYT.
3arem K pacteopy JoGaendwr 0,37 wMr
MeTunopoMuaa, nepemellraoT 30 MUHYT Mpy
OXMaXAeHWW NbAoM KU 1 4ac nNpu KOMHATHOW
Temneparype. [locne 3aBeplleHUs peakuum
no6apnalT BOAY, AKCTPArMPYOT XNopodhopMom
M cywar cynbdatoMm marHna. [onydeHHbIA
nocne MUNLTPOBAHUA W KOHLUEHTPUPOBAHKUS
OCTaATOK OYULLAIT KOMOHOYHOW XpomaTtorpaduei
Ha cunukarene ¢ SMUPOBaHWEM  CMECHID
xnopodopm - meTtaHon (99:1) u nonyyarwTt 0,19 1
LeneBoro coegWHeHUA.

TH-amP (90 Mru, CDClg) & 1,76 (c, 6H),
1.8 - 22 (m, 2H), 21 (g 3H), 2,66 (c
3H), 30 - 39 (M, 2H), 424 (k, 1H), 43 -
4,9 (M, 2H), 7,35 (M, 4H).

FABMS (M + H*) m/z: 495.

NMPHUMEPBEI 16 - 71

Mo MeToguKe BhIWENpUBEASHHOMC NpuMepa
nony4eHbl cneayloLlne coefUHeHUs.

NMPHUMEP 16

6-(2-XnopdpeHun)-3-(1-41aHo-1-MeTUNITOKCK
kapbonun)-8,8,11-TpumeTun-

2,34 b-tetparngpo- 8H-nupugo[4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a]
[1,4]awasenuH
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-SH3 1!:H3 O
JFon
C—-0-C—N

CH

NC

TH-amP (90 MIu, CDCl3) 6: 1,8 (c, 6H),

28 (c, 3H), 3,1 (c, 3H), 3,0 - 39 (m, 4H),
3,8 (¢, 3H), 4,4 - 4,9 (m, 2H), 7,4 (m, 4H).

MPUMEP 17

B-(2-XnopdeHun)-3-4MknonponunMeTunamMm
HokapboHun-11-meTun- 23,4 5-TeTparngpo-
8H-nnpunao[4',3":4, 5]tneHo[3,2-f][1,2 4]Tpraso
no[4,3-a][1,4]lanazenuH

TH-amMP (90 MIu, CDClg) & 0,04 - 0,32

(m, 2H), 0,36 - 0,60 (m, 2H), 0,70 - 1,16
(m, 1H), 1,52 - 217 (M, 2H), 2,66 (c, 3H),
284 - 585 (m, 7H), 3,04 (gB. &, J = 6 Ty,
7 Ty, 2H), 7,32 (m, 4H).

FABMS (M + N*) miz: 467.

MPHUMEP 18

8-(2-XnopdeHun)-3-(1-sTMHUNLUKNorekcuna
MUHoKapOoHwn)-11-meTun- 2,3,4,5-teTparngpo-
8H-nnpuao[4',
3"4 5]tneHo[3,2-f][1,2,4]tpuasonol4,3-a]
[1,4]owazsenuH

TH-aMP (90 MIu, CDClg) & 1,12 - 2,24

(m, 12H), 2,37 (c, 1H), 2,80 - 5,76 (m, 7TH),
7,29 (M, 4H).

FABMS (M + N*)y miz: 519.

MPUMEP 19

6-(2-XnopdeHunn)-3-(5-unaHoneHTnnammHoka
pborun)-11-metnn- 2,3,4,5-TeTparngpo-
8H-nupwaol[4',3"4,5]TneHo[3,2-f][1,2, 4]Tpraso
no[4,3-a][1,4]lanazenuH

1
NHCC(CH_2> HNHCTN
Z 5
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TH-AMP (90 MIu, CDCl3) & 1,28 - 2,16
M, 8H), 232 (r, J = 7 lu, 2H), 2,81 - 568
(m, 9H), 7,29 (m, 4H).

FABMS (M + H™) miz: 508.

MPHUMEP 20

6-(2-XnopdeHnn)-3-(4-unaHodpeHnnammHoKa
pboHun)-11-metun- 23,4 5-TeTparugpo-
8H-nupungol4',3"4,5]tneHo[3,2-f][1,2,4]Tpraso
nof[4,3-a](1,4]anazennH

0!:H3 i \hl

TH-amP (90 MIy, CDCl3) & 1,65 - 2,18

(M, 2H), 2,67 (c, 3H), 3,8 - 57 (M, 6H)
7,32 (m, 4H), 7,47 (m, 4H), 8.4 (yw_, c, TH).

FABMS (M + H") miz: 514.

MPUMEP 21

6-(2-XnopdeHun)-3-(3-LuaHodpeHnnamuHoKa
pboHun)-11-metnn- 2,3,4 5-teTparugpo-
8H-nupuaol[4',3"4,5]TneHo[3,2-f][1,2, 4]Tpraso
nof[4,3-a](1,4]anazenuH

an?

ue N
_/

H ||
7N

TH-amP (90 Mru, CDCl3) ¢ 143 - 217
{m, 2H), 2,63 (c, 3H), 3,04 - 5868 (m, 6H),
7,05 - 7,72 (m, 8H).

FABMS (M + H") miz: 514.

MPUMEP 22

6-(2-XnopdeHnn)-3-(3-aTuHUNheHUNaMUHOK
apboHun)-11-metun- 2,3,4,5-TeTparngpo-
8H-nupuaol4',3"4,5]tTneHo[3,2-f][1,2,4]TpHaso
no[4,3-a][1,4]anazenvH

CH=C

TH-AMP (90 MTy, CDClg) &: 14 - 2.4 (w,

2H), 2,66 (c, 3H), 3,01 (¢, 1H), 3,05 - 5,08
{m, 6H), 6,64 (yw. c, 1H), 6,88 - 7,48 (M, 8H ).
FABMS (M + H") miz: 513.
NMPUMEP 23
8-(2-XnopdeHun)-11-metun-3-(MopdonuH-4-
mn)kapboHun)- 2 3,4 b-teTparugpo-
8H-nupungol4',3"4,5]tneHo[3,2-f][1,2,4]Tpraso
nof[4,3-a](1,4]anazenuH
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TH-amMP (90 MIu, CDClg) & 1,32 - 2,44
(m, 2H), 2,66 (c, 3H), 292 - 58 (m, 6H),
3,21 (r, J =6 Ty, 4H), 363 (1, J = 6 Tu,
4H), 7,29 (m, 4H).

FABMS (M + H*) miz: 483.

MPHUMEP 24

8-(2-XnopdeHun)-3-(1-sTUHUNUUKNoNeHTuna
MUHOKapOoHWn)-11-meTun- 2,3 4 5-teTparnapo-
8H-nnpuao[4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a]
[1,4]awasenuH

TH-aMP (90 MIy, CDClg) & 1,40 - 244
(m, 10H), 2,56 (c, 1H), 2,67 (c, 3H), 29 -
5,8 (m, 6H), 7,29 (m, 4H).

FABMS (M + H™) m/z : 5086.

MPUMEP 25

6-(2-XnopdheHnn)-11-meTnn-3-(heHUNaTUHN
nkapbonun)- 2,3,4,5-TeTparngpo-
8H-nupwaol4',3"4,5]TneHo[3,2-f][1,2,4]TpHaso
no[4,3-a][1,4]anazenuH

TH-AMP (90 Mru, CDClg) & 1,67 - 2,40
(M, 2H), 2,68 (c, 3H), 3,04 - 580 (m, 6H),
7,12 - 7,60 (m, 9H).

FABMS (M + H™) m/iz: 498.

NPUMEP 26

8-(2-XnopdeHun)-3-(1,1-oumeTnn-2-nponuHu
nokehkapboHun)-11-meTun-  2,3,4,5-TeTparugpo-
8H-nnpunaol4',
3"4 5]tneHo[3,2-f][1,2,4]tpuasonol4,3-a]
[1,4]awasenuH
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TH-amMP (90 Mlu, CDCIl3) & 1,40 - 2,18

(M, 2H), 1,68 (c, 6H), 2,53 (¢, 1H), 2,67
(¢, 3H), 2,90 - 5,76 (m, 6H), 7,3 (M, 4H).

FABMS (M + H™) miz: 480.

NMPUMEP 27

6-(2-XnopdpeHun)-11-metun-3-(1-Metun-2-np
onHWNoKcKKkapboHun)- 2,3,4,5-TeTparngpo-
8H-nnpuao[4',
3"4,5]TneHo[3,2-f][1,2,4]Ttpnazonol4,3-a][1,4
|anazenuH

TH-AMP (90 Mru, CDClg) 6 1,38 - 2,32

(M, 2H), 1.5 (g, J =7 Iy, 3H), 245 (o, J =
2 Ty, 1H), 2,66 {(c, 3H), 2,88 - 570 (m,
BH), 5,34 (oB. K, J =2 Ty, 7 'y, 1H), 7,29 (m, 4H).

FABMS (M + H*) m/z: 466.

NMPUMEP 28

6-(2-XnopdeHun)-11-metun-3-(1-Metun-3-6y
TUHUNokcukapboHun)- 2,3.4,5-TeTparugpo-
8H-nnpuao[4',
3"4,5]TneHo[3,2-f][1,2,4]Ttprazonol4,3-a][1,4
|amasenmH

CH3 O
| I
CHEC—CHZ—C—G—C—N

TH-ampP (90 Mlu, CDClg) 5: 13 (g, J =7

My, 3H), 1,56 - 26 (m, 5H), 266 (c, 3H),
2,88 - 572 (m, TH), 7,29 (m, 4H).

FABMS (M + H™) miz: 480.

MPHUMEP 29

8-(2-XnopdeHun)-11-metun-3-(2-NeHTUHUNOK
chkapboHun)- 2,3,4,5-TeTparngpo-
8H-nupuaol4',3"4,5]tTneHo[3,2-f][1,2,4]TpHaso
no[4,3-a][1,4]anazenvH
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]
CH_CH_C=C-CH_0C-N
3 Z Z

TH-amP (90 Mry, CDClg) 8: 1,13 (4, J =
7 Iy, 3H), 1,54 - 2368 (m, 2H), 2,25 (1p. K,
J =2 Ty 7 Ty, 2H), 2,67 (c, 3H), 2,84 -
5,76 (m, 6H), 4,66 (1, J =2y, 2H), 7,3 (m, 4H).

FABMS (M + H*) miz: 480.

MPHUMEP 30

8-(2-XnopdeHun)-11-meTun-3-(3-neHTUHUIOK
chkapboHun)- 2,3,4,5-TeTparngpo-
8H-nnpwngo[4',3"4,5]TneHo[3,2-f][1,2,4]Tpraso
nol[4,3-a][1,4]lanazenuH

1
CH C=CCH_CH_ OC-H
3 2 Z

TH-AMP {90 Mluy, CDClg) 6: 1,5 - 22 (M,
2H), 1,74 (r, J = 2 Tu, 3H), 2,42 (M, 2H),
2,66 (¢, 3H), 2,9 - 57 (™, 6H), 411 (1, J
=7 Ty, 2H), 7,3 (m, 4H).

FABMS (M + H*) miz: 480.

MPMEP 31

8-(2-XnopdeHun)-3-[2-(MMmuaasorn-1-mn)stoke
nkapboHwn] -11-metun-  2,3,4,5-tetparngpo-
8H-nupunac[4’,

34 5]tueHo[3,2-f][1,2,4]Tprasonol[4,3-a][1,4
JanasenuH

1
[ Vg —CH_CH_OC-H

I:I 2 Z L /

TH-AMP (90 Mru, CDClg) & 1,50 - 2,19
(M, 2H), 2,66 (c, 3H), 2,8 - 58 (M, 10H),
6,70 - 6,92 (m, 1H), 692 - 7,06 (m, 1H),
7,12 - 7,64 (m, 1H), 7,30 (m, 4H).

FABMS (M + H*) m/z: 508.

MPUMEP 32

B-(2-XnopdeHun)-11-metnn-3-(2,3,5,6-teTpa
rngponnpaH-4-unjokcukapGoHnn)-
2,34 b-tetparngpo- 8H-nupugol4',
3"4 5]tueHo[3,2-f][1,2,4]tpuasonol4,3-a]
[1,4]awasenuH
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TH-AMP (90 Mry, CDClg) 6 1,40 - 2,12

(M, BH), 2,67 (c, 3H), 2,84 - 568 (M, 11H),
7,29 (M, 4H).

FABMS (M + H™) miz: 498.

NPUMEP 33

6-(2-XnopdeHun)-3-[5-rekcuHUNoKCHKapb oHK
m-11-metun- 2,3,4 5-teTparngpo-
8H-nupuaol4',3"4,5]tTneHo[3,2-f][1,2,4]TpHaso
nof4,3-a][1,4]anazenuH

TH-AMP (90 My, CDClg) s: 1,20 - 2,32
(M, 6H), 1,94 (r, J = 2 Ty, 1H), 221 (gB.
T, =2Tuy, 7Ty, 2H), 2,66 (c, 3H), 2,84 -
5,76 {m, 6H), 7,28 (m, 4H).

FABMS (M + H") miz: 494.

NMPUMEP 34

6-(2-XnopdeHun)-3-(3-unaHo-1-okconponnn)
-11-metun- 2,3,4,5-TeTparngpo-
8H-nupuaol[4',3"4,5]TneHo[3,2-f][1,2,4]Tpraso
no[4,3-a][1,4]anazenvH

1
MCCH_CH_C-H
FA

TH-aMP (90 Mru, CDCl3) ¢ 1,16 - 2,38

(M, 2H), 242 - 2,72 (m, 4H), 2,67 (c, 3H),
3,20 - 5,72 (m, 6H), 7,31 (m, 4H).

FABMS (M + H*) m/z: 451,

NMPHUMEP 35

6-(2-XnopceHun)-3-(2-unaHo-1-okcoatin)-11
-MeTun- 2,3,4,5-Tetparngpo-
8H-nupuaol4',3"4,5]tTneHo[3,2-f][1,2,4]TpHaso
nof4,3-a][1,4]anazenuH
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TH-AMP (90 MIu, CDClg) & 1,60 - 2,35
(M, 2H), 2,66 (c, 3H), 3,20 - 5,76 (m, 8H),
7.3 (M, 4H).

FABMS (M + H") miz: 437.

MPUMEP 36

6-(2-XnopheHnn)-3-(3-UnaHonponoKcuKkapbo
HUM)-11-meTun- 2,3,4,5-TeTparugpo-
8H-nupwngol4',3".4,5]tneHo[3,2-f][1,2,4]Tpraso
no[4,3-a](1,4]anazennH

0 on=? N

]
HCCH_CH_CH_©OC-H
Z Z2 2

H-AmP (90 MIu, CDClg) & 1,41 - 1,80
(M, 2H), 1,80 - 217 (m, 2H), 2,22 - 252
(M, 2H), 2,66 (c, 3H), 2,86 - 5768 (m, 6H),
4,2 (1,Jd=7Tu, 2H), 7,3 (m, 4H).

FABMS (M + H") m/iz: 481.

MPUMEP 37

8-(2-XnopdeHun)-11-metun-3-(1-okco-4-neHt
WHUN)- 2,3,4,5-TeTparugpo-
8H-nupwao[4',3"4,5]tneHo[3,2-f][1,2, 4]Tpraso
no[4,3-a][1,4]anazenvH

11
CH=C-CH _CH_C-H
2 2

TH-AMP (90 Mru, CDClg) &: 1,54 - 2,18

(M, 2H), 1,96 (m, 1H), 2,44 - 2,65 (m, 4H),
2,71 (c, 3H), 2,88 - 5,76 (m, 6H), 7,42 (m, 4H).
FABMS (M + H*) miz: 450.
NPUMEP 38
8-(2-XnopdeHun)-11-metun-3-(1-nponaprun
nMNepUanH-4-mnyokcukapBoHun-
2,34 b-tetparugpo- 8H-nupugol4',
3"4 5]tueHo[3,2-f][1,2,4]tpuasonol4,3-a]

[1,4]awasenuH
o _ﬁ\
3
o
] S,
CH=CCH_-H C—HN
= | | /

Cl

TH-AMP (90 Mry, CDCl3) §: 1.4 - 2,8 (M,
11H), 2,25 (1, 1H), 2,7 (¢, 3H), 33 (&4
2H), 3,0 - 392 (M, 2H), 40 - 49 (M, 1 +
2H), 5,4 - 5,8 (m, 1H), 7,4 (m, 4H).

MS m/z (Pos. FD): 535.

NFPUMEP 39

2117670 C1

RU



0292112 NAo

0]

8-(2-XnopdeHun)-3-LnKknorekcunokcnkapboH
mn-11-metun- 2,34 ,5-TeTparngpo-
8H-nupuaol[4'.3"4,5]tneHo[3,2-f][1,2 4]Tpraso
no[4,3-a][1,4]awazenvH

D“’E‘“ |:H|3—|{K/

Cl

TH-amP (90 Mlu, CDClg) & 1,2 - 23 (M,
12H), 2,7 (c, 3H), 30 - 40 (m, 2H), 40 -
48 (m, 1+1+2H), 54-58(m, 1H), 7.4 (m, 4H).

MS m/z (Pos. FAB): 496.

NPUMEP 40

6-(2-XnopdeHun)-3-LuKnorekcunatokcnkapt
oHnn-11-meTun- 2,3,4,5-TeTparngpo-
8H-nupuaol[4',3"4,5]tneHo[3,2-f][1,2 4]Tpraso
nol4,3-a][1,4]lanazenuH

TH-AMP (90 Mru, CDClg) 6 0,6 - 2,7 (m,
17H), 2,7 (c, 3H), 30 - 40 (m, 2H), 40 -
44 (m, 1 + 2H), 44 - 48 (M, 2H), 54 -
5,8 (M, 1H), 7,4 (M, 4H).

MS m/z (Pos. FAB): 538.

NMPUMEP 41

8-(2-XnopdeHun)-3-LMKNonponuiIMeTokCuKa
pboHun-11-metun  2.3,4,5-TteTparngpo-
8H-nupuaol[4',3"4,5]TneHo[3,2-f][1,2,4]Tpraso
nof4,3-a][1,4]anazenuH

TH-AMP (90 MTy, CDClg) 6: 0,2 - 2,0 (m,

2H), 2,7 (c, 3H), 30 - 40 (m, 2H), 38 -
40 (4@, 2H), 44 - 48 m, 1 + 2H), 54 -
5.8 (m, 1H), 7,4 (m, 4H).

MS m/z (Pos. FAB): 468.

NPUMEP 42

8-(2-XnopdeHun)-3-LMKNorekCUNMeTokCcuKap
toHun-11-metTnn- 2,3,4 5-teTparngpo-
8H-nupuaol[4',3"4,5]TneHo[3,2-f][1,2, 4]Tpraso
no[4,3-a][1,4]avazenvH
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TH-amP {90 Mlu, CDClg) 8: 0,8 - 22 (M,
13H), 2,7 (c, 3H), 3,0 - 40 (m, 2H), 3,7 -
40 (o, 2H), 41 - 48 (m, 1 + 2H), 54 -
5,8 (m, 1H), 7,4 (m, 4H).

MS miz (Pos. FAB). 510.

MPUMEP 43

8-(2-XnopdeHun)-11-meTun-3-(4-nupraunka
pboHun)- 2,3,4,5-TeTparngpo-
8H-nnpnao[4',3"4,5]TneHo[3,2-f][1,2,4]Tprwaso
no[4,3-a][1,4]lanazenuH

o e

e AN

| 1 /

C1

4
(|

TH-AMP (90 Mru, CDClg) §: 1,4 - 2,5 (M,
2H), 2,87 (c, 3H), 3,10 - 3,75 (m, 2H), 3,9
-5,8(m, 4H), 7,0-7,7 (m, 6H), 8,4 - 8.8 (M, 2H).

MS miz (Pos. FAB): 475.

MPUMEP 44

6-(2-XnopdeHun)-3-LuknorekcunmeTnnkapo
oHun-11-meTun- 2,3.4,5-TeTparngpo-
8H-nnpwgo[4',3"4,5]TneHo[3,2-f][1,2 4]Tpraso
no[4,3-a][1,4]anazenuH

CH_C-HN
2

TH-amP {90 Mluy, CDClg) &: 0,6 - 24 (M,
13H), 216 (4, 4 = 6,5 Iy, 2H), 2,67 (c
3H), 2,8 - 5,9 (M, 6H), 7,1 - 7,6 (M, 4H).

MS m/z (Pos. FABY: 494 (M + H)".

MPUMEP 45

8-(2-XnopdeHun)-3-LuKnorekcaHkapboHn-1
1-meTun- 2,34 5-TeTparugpo-
8H-nnpnao[4',3"4,5]TneHo[3,2-f][1,2,4]Tprwaso
no[4,3-a][1,4]lanazenuH
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TH-AMP (90 MTy, CDClg) &: 0,7 - 2,7 (wm,

13H), 2,67 (¢, 3H), 28 - 58 (m, 6H), 7.1 -
7.4 (m, 4H).

MS miz (Pos. FAB): 480 (M + H)™.

MPHUMEP 46

8-(2-XnopdeHun)-11-metun-3-(3-nupuannka
pboHun)- 2,3,4,5-TeTparngpo-
8H-nupungol4',3"4,5]tneHo[3,2-f][1,2,4]Tpraso
nof[4,3-a](1,4]anazenuH

O

TH-amP (90 Mlu, CDClg) 8 1,4 - 26 (M,
2H), 2,66 (¢, 3H), 28 - 6,0 (m, 6H), 7,1 -
8,0 (m, 6H), 8,4 - 8,8 (m, 2H).

MS miz (Pos. FAB): 475 (M + H)™.

NPUMEP 47

3-[4'-(MopdhonuH-4-UncynboHUN)heHunam
nHokapboHun]  -B8-(2-xnopcbeHun)-  11-metun-
2,34 b-tetparngpo- 8H-nupugol4',
3"4,5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a][1,4
JamasenuH

|
o Ns—q::}—N
LS |

o

TH-AMP (90 Mru, CDClg) & 1,8 - 2,2 (M,
4H), 2,63 (¢, 3H), 2,80 - 3,08 (m, 4H), 3,24
- 390 (M, 9H), 46 - 49 (M, 2H), 7,20 -
742 (m, 4H), 745 - 7,68 (m, 4H), 7,75 (yw.
nonoca, 1H).

MS: m/z 638.

NMPUMEP 48

8-[4"-(N-MunepngnHocynshoHKN)heHnnamm
HokapboHun] -6-(2-xnopdenun)-11-meTun-
2,34 b-tetparngpo- 8H-nupugol4',
3"4 5]TneHo[3,2-f][1,2,4]Tprasono[4,3-a][1,4
JanasenmH
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1] i : : 1}

"H-AMP (90 Mry, CDClg) s: 1.1 - 2.3 (m,
10H), 2,64 (c, 3H), 2,75 - 3,10 (M, 4H), 3,3
- 43 (v, 2H), 4,60 - 492 (m, 2H), 7,15 -
7,40 (M, 4H), 7,42 - 7,60 (M, 4H) 7,72 (yw.
nonoca, 1H).

MS: m/z 636.

NPUMEP 49

3-[4"-{N-mnpasonncynscoHUN)heHnnammH
okap6oHWUn] -6-(2-xnopdeHun)- 11-metun-
2,34 b-tetparngpo- 8H-nupugol4',

3"4 5]tmeHo[3,2-f][1,2, 4]tpuasonol4,3-a][1,4
JanasenuH

TH-AMP (90 My, CDCly) & 1.6 - 2.4 (M,
4H), 2,7 (c, 3H), 3,75 - 4,30 (M, 2H), 44 -
50 (m, 2H), 7,0- 7,5 (m, 12H).

MS: m/z 619.

MPUMEP 50

3-[4'-{Cynbchamounn)heHunammHokapboHnn|
-6-(2-xnopdoeHnn)-11-metun-
2,34 5-tetparngpo- 8H-nupugol4',
3"4,5]tueHo[3,2-f][1,2,4]Tprasono[4,3-a]
[1,4]awasenuH

[+]

1]
H HS
Z

TH-AMP (90 MTy, CDClg) 6: 14 - 2,2 (m,

4H), 2,62 (c, 3H), 3.6 - 44 (M, 2H), 51 -
55 (M, 2H), 7.1 (c, 2H), 7.3 - 7.6 (m, 4H),
7,62 (AB k, 4H, J = 9 T) 8,95 (c, 1H).

MS: m/z 568.

MPAMEP 51

3-[4-(N,
N'-AnaTnnamuHocynboHUN)heHnnamMmnHokapbo
HWUN) -8-(2-xnopdeHnn)- 11-meTun-

2,3,4 5-TeTparngpo-
8H-nupwngol4',3".4,5]tneHo[3,2-f][1,2,4]Tpraso
no[4,3-a][1,4]awazenvH
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TH-AMP (90 Mry, CDClg) & 1,1 (T, 6H, J

=72 Tu), 1,7 - 23 (M, 4H), 2,62 (c, 3H),
3,16 (k, 4H, J = 7,2 Tu), 34 - 4,2 (M, 2H),
3,65 - 3,60 (m, 2H), 718 - 7,40 (m, 4H),
7,54 (ABk 4H,J=9Tu), 7,7 (c, 1H).

MS: miz 624.

NMPUMEP 52

3-[4-(N-LUnknorekcunaMmmuHocy nshoHUmdeH
nnamuHokapboHuUn]-6-(2-xnopdeHnn)-
11-meTnn-2,3,4 5-tetparngpo- 8H-nupngo[4',
3"
4 5]tneHo[3,2-f][1,2,4]Tprwasonol4,3-a][1,4]a1
asenuH

TH-AMP (90 Mru, CDClg) . 0,8 - 2,2 (M,
14H), 2,64 (c, 3H), 28 - 43 (m, 3H), 46 -
43 (m, 3H), 46 - 49 (m, 2H), 505 (4, 1H,
J=72TW, 72 - 74 (m, 4H), 7,56 (AB K,
4H, J =9 Tw), 7,76 (c, 1H).

MS: miz 650.

NMPHUMEP 53

3-[4-(2"-MNMnpuannMeTunaMmmHocy nsoHUMd
eHVnamMuHokapboHun] -6-(2-xnopdeHnn)-
11-metun- 2,3,4,5-TeTparngpo-
8H-nupungol[4',3"4,5]TneHo[3,2-f][1,2,4]
Tpuasono[4,3-a][1,4]anazennH

TH-AMP (90 Mlu, CDClg) 6 1,6 - 2,2 (M,
4H), 2,72 (c, 3H), 3,6 - 45 (m, 6H), 8,50 -
6,72 (m, 2H), 7.0 - 7.7 (m, 11H), 811 -
8,28 (M, 1H).

MS: miz 659.

NMPHUMEP 54

3-[3-(N-NMuneprnanHocy NbOHMUMNPONMUIOKCA
KapBoHWn] -6-(2-xnopdeHun)-
11-meTun-2,3,4 5-TeTparngpo- 8H-nupuao[4',
3" 4,5]
TreHo[3,2-f][1,2,4]Tpnazonol4,3-a][1,4]anasenuH
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TH-AMP (90 My, CDCly) & 1.4 - 2,3 (M,
12H), 2,7 (¢, 3H), 2,85 (1, 2H, J = 7,2 Tw),
31 - 34 (m, 4H), 35 - 42 (M, 2H), 4,22
(r, 2H, J = 7,2 Tu), 442 - 482 (m, 2H),
7,2-7,5 (m, 4H).

MS: miz 603.

MPUMEP 55

3-[3-(N-MopdphenuHocy nshoHUM)NPONUNOKCA
kapBoHun] -6-(2-xnopdeHun)-
11-meTun-2,3,4 5-teTparmgpo- 8H-nupwao[4',

3" 4.5] TUeHO[3,2-f] [1,2,4]
Tpuasono[4,3-a][1,4]anazenvH

TH-AMP (90 MTy, CDCls) §: 1,6 - 2.4 (m,

B6H), 2,7 (c, 3H), 298 (r, 2H, J = 7,2 Tw),
3,6 - 39 (m, 4H), 28 - 44 (M, 2H), 4,22
(r, 2H, J = 7,2 Tu), 440 - 484 (m, 2H),
7,2-7,5 (m, 4H).

MS: miz 605.

MPHUMEP 56

3-[4"-(N-MopchonHoCcy MbOHUM)PEHMNOKCHK
apBoHun] -6-(2-xnopcheHun)-
11-meTnn-2,3,4 5-tetparngpo- 8H-nupngo(4',
3" 4.5] TUeHO[3,2-f] [1,2,4]
Tpuasono[4,3-a][1,4]anazenvH

O

|
o Ns—<: :)—o-
| — |

o

TH-AMP {90 Mly, CDClg) 8. 1.6 - 24 (m,
4H), 2,74 {c, 3H), 2,8 - 3,1 (m, 4H), 3,6 -
3,8 (m, 4H), 3,1 -5,1 (m, 4H), 4,9 - 7,6 (m, 8H).

MS: m/z 639.

MPHUMEP 57

6-(2-XnopdheHnn)-3-(2-unaHosTUNMeTUIamm
Ho)kapboHun-11-metun- 2,34 b-teTparugpo-
8H-nnpuao[4',
3"4,5]TneHo[3,2-f][1,2,4]Tpnasono[4,3-a][1,4
JanasenuH
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1

NCCH_CH_HM-C-HN
F4 2|

CH
3

H-AmP (90 Mrlu, CDCl3) 8. 1,57 - 2,22
M, 2H), 261 (tr, J = 7 Tu, 2H), 2,67 (c
3H), 2,94 (¢, 3H), 3,0 - 58 (Mm, 6H), 3,43
(T, d =7Tu, 2H), 7,31 (m, 4H).

FABMS (M+ H*) m/z: 480.

NPHUMEP 58

8-(2-XnopdeHun)-3-(1-sTuHMN-1-UKuKknorekcn
nokewn-1-kapBoHun)-11-meTtun-
2,34 b-tetparugpo- 8H-nupupo[4',
3"4 5]tveHo[3,2-f][1,2,4]Tpuasonol4,3-a]
[1,4]awasennH

TH-AMP (90 Mru, CDClg) 8. 1,04 - 2,35
M, 12H), 2,52 (c, 1H), 2,67 (c, 3H), 2,78 -
5,78 (m, 6H), 7,3 (M, 4H).

FABMS (M + H*) m/iz: 520.

NMPHUMEP 59

6-(2-XnopdpeHun)-11-metun-3-(1-peHnn-2-n
ponuHunokcukapboHun)- 2,3 4 5-TeTparngpo-
8H-nnpuao[4',
3"4,5]TneHo[3,2-f][1,2,4]Ttprazonol4,3-a][1,4
|amasenmH

1]
CH=C-CHOC-H

TH-aMP (90 Mlu, CDCIl3) & 1,63 - 2,30

{(m, 2H), 257 (o, J = 2 Ty, 1H), 2,65 (c,
3H), 297 - 5,71 (m, 6H), 6,35 (o, J = 2 Iy,
1H), 7,11 - 7,64 (m, SH).

FABMS (M + H*) m/iz: 528.

NMPHUMEP 60

6-{2-XnopheHnn)-3-(2-unaHosToKkcr kapboHn
n-11-metun- 2,3,4,5-TteTparugpo-
8H-nnpugo[4',3".4,5]TneHo[3,2-f][1,2 4]Tpwaso
nol4,3-a][1,4]lanazenunH
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1l
MNCCH_CH_OC——N
Z2 2

(M, 2H), 266 (c, 3H), 2,7 ( 1, J =
2H), 2,79 - 576 (m, 6H), 4,28 (1, J =
2H), 7,3 (M, 4H).

FABMS (M + H™) m/iz: 467.

MPHUMEP 61

8-(2-XnopdeHun)-11-metun-3-(2-nponuHunia
MWUHOKapOoHun)- 2,34, 5-TeTparngpo-
8H-nupwaol[4',3"4,5]tneHo[3,2-f][1,2 4]Tpraso
no[4,3-a][1,4]awazenvH

TH-ampP (90 Mlu, CDClg) & 1,56 - 2,08
(M, 2H), 219 (o, J = 2 Ty, 1H), 2,65 (c,
3H), 296 - 570 {(gB. A, J = 2 Tu, 7 TIu,
6H), 3,98 (@aB. A, J = 2 Tu, 7 lu, 2H), 4,83
(T, d =7 Ty, 1H), 7,28 (m, 4H).

FABMS (M + H*) miz: 451,

MPUMEP 62

3-(2-ByTuHunokcukapboHun)-6-(2-xnopdeHu
m-11-metun- 2,3,4 5-teTparngpo-
8H-nupwngol4',3".4,5]tneHo[3,2-f][1,2,4]TpHaso
nof[4,3-a][1,4]anazenuH

1]
CH_C=CCH_o0OC——
3 z

TH-AMP (90 Mru, CDClg) s 1,43 - 2,15
(M, 2H), 1,84 (1, J = 2 Tu, 3H), 2,66 (o,
3H), 2,80 - 5,74 (m, 6H), 4,684 (x, J = 2 Iy,
2H), 7,3 (M, 4H).

FABMS (M + H*) miz: 466.

NPHNMEP 63
8-(2-XnopdeHun)-11-metun-3-[2-(2-nuprnann
JaTunamunHokapboHun] - 2,3,4,5-TeTparngpe-

8H-nupuaoc[4',
3"4,5]tmeHo[3,2-f][1,2,4]Ttpuasonol4,3-a][1,4
JanasenuH
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CH /\1
I\ o 3_|/’l
-

Il
CH_CH_HHC-H
z 2

TH-aMP (90 Mru, CDClg) ¢ 148 - 2,25
{m, 2H), 2,656 (c, 3H), 2,76 - 5,76 (m, 6H),
292 (r, J =7 Ty, 2H), 3,42 - 3,68 (M, 2H),
595 - 624 (m, 1H), 6,93 - 7,39 (M, 6H),
74 -766(m 1H), 825-8,40 (m, 1H).

MS miz: 517.

NMPUMEP 64

6-(2-XnopdeHun)-3-[2-(MopOnMH-4-1n)atmnn
amuHokapboHun] -11-meTun-
2,34 b-tetparugpo- 8H-nupugol4',
3"4,5]tveHo[3,2-f][1,2,4]Tpuasonol4,3-a]
[1,4]awasennH

f ! ]
O M-CH_CH_ —-N-C-—H
2 2

(

TH-AMP (90 Mru, CDCl3) s 1,54 - 2,20
(m, 2H), 230 - 2,58 (m, 6H) 267 (c, 3H),
288 - 580 (m, BH), 317 - 3,42 (m, 2H),
3,656 - 3,74 (m, 4H), 503 - 519 (m, 1H),
7.3 (m, 4H).

MS miz: 525.

NMPHUMEP 65

8-(2-XnopdeHun)-3-[4-(MopdonuH-4-unkapb
OHWMOKCKW)-2-DYTHWNOKCUKapOoHW]-
11-meTun-2,3,4 5-TeTparngpo- 8H-nupuao[4',
3"
4 5]tneHo[3,2-f][1,2,4]Tprnasonol4,3-a][1,4]a1

asennH
AN
L+ L+
v 1 __lL\\
L] NM-COCH_C=CCH_OC-N
\ s A Z

TH-AMP (90 Mry, CDClg) & : 1,55 - 2,28

{m, 2H), 2,66 (c, 3H), 2,87 - 5,75 (m, 6H),
3,34 - 354 (m, 4H), 3,54 - 3,72 (M, 4H),
4,75 (c, 4H), 7,3 (m, 4H).

MS miz: 594.

NPUMEFP 66

8-(2-XnopdeHun)-11-metun-3-[4-(NUpuonH-2
-UNMETUNAaMUHOKAPOOHUIMOKCHK)-
2-DyTUHUNOKCKMKapboHun] -2,3,4,5-TeTparngpo-
8H-nupuaol[4', 3“4 5]tneHo[3,2-f]
[1,2,4]Tpnazono[4,3-a][1,4]anasenuH
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[+] 0

n I]
H_NH-CG-Q-CH_C=C-CH_0-C-H
[— F4 2 Z

TH-AaMP (90 Mru, CDClg) §: 1,6 - 2,2 (m,
2H), 2,7 (c, 3H), 3,00 - 575 (m, 6H), 4,486
@, J =5 Tu, 2H), 4,72 (c, 4H), 590 - 6,20
(m, 1H), 71 - 76 (M, BH), 7.6 - 7.9 (M,
1H), 8,40 - 8,70 (m, 1H).

MS miz: 615.

MPUMEP 67

8-(2-XnopdeHun)-11-meTun-3-(4-neHTUHUMOK
chkapboHun)-2,3,4,5-TeTparngpo-
8H-nupwaol[4',3"4,5]tneHo[3,2-f][1,2 4]Tpraso
nol[4,3-a][1,4]lanazenuH

]}
CH=CCH_CH_CH_0OC-N
Z Z Z

TH-amp (90 MIu, CDClg) & 1,52 - 2,08

(M, 4H), 1,92 (tr, J =2 Ty, 1H), 2,08 - 2,40
(m, 2H), 2,66 (c, 3H), 2,84 - 572 (m, &H),
417 (1,d =7 Ty, 2H), 7,29 (m, 4H).

MS miz: 479.

MPHUMEP 68

8-(2-XnopdeHun)-11-metun-3-(2-nponuHuNo
KCUKapboHWn)-2,3,4,5-TeTparngpo-
8H-nupwao[4',3"4,5]tneHo[3,2-f][1,2, 4]Tpraso
no[4,3-a][1,4]lanazenuH

1l
CHEC—CHZOC—N

TH-AMP (90 My, CDClg) s: 1,68 - 2,15
(m, 2H), 25 (tr, J = 3 Tu, 1H), 262 (c
3H), 2,85 - 5,79 (m, 6H), 465 (o, J = 3 Iy,
2H), 7,4 (M, 4H).

MS m/z: 451.

MPAMEP 69

8-(2-XnopdeHun)-11-metun-3-[2-(npranH-2
-Un)aTokcukapboHun)- 2,34, 5-TeTparngpo-
8H-nnpunao[4',
3"4,5]TneHo[3,2-f][1,2,4]tprazono[4,3-a][1,4
lanasenuH
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TH-amP (90 Mru, CDCl3) 6. 1,64 - 2,25
M, 2H), 250 - 5,74 (m, 6H), 2,71 (c, 3H),
29 (r, J = 7 Tu, 2H), 381 (r, J = 7 TIu,
2H), 6,85 - 7,80 (m, 7H), 8,36 - 8,76 (m, 1H).

MS miz: 518.

NMPHUMEP 70

6-(2-XnopdeHun)-11-meTun-3-[(TeTparnapon
WMPAH-2-UN)METOKCUKapBOHIWN)-
2,34 b-tetparugpo- 8H-nupupo[4',
3"4 5]tveHo[3,2-f][1,2,4]Tpuasonol4,3-a]
[1,4]avazsennH

TH-AMP (90 Mruy, CDClg) & : 1,12 - 2,32

(M, 8H), 2,66 (c, 3H), 2,92 - 572 (M, 11H),
7.3 (M, 4H).

MS miz: 499.

MPUMEP 71

6-(2-XnopdeHun)-11-meTun-3-[2-(MopconunH
-2-un)astokcukapbonun)-  2,3,4,5-TeTparngpo-
8H-nupunaoc[4’,
3"4,5]tveHo[3,2-f][1,2,4]Tpuasonol4,3-a][1,4
|AnasenuH

TH-AMP (90 Mru, CDCly) & 1,54 - 2,24
M, 2H), 2,36 - 2,64 (m, 6H), 2,68 (c, 3H),
3,04 - 584 (m, BH), 3,52 - 3,80 (m, 4H),
4,24 (1,J =7 Ty, 2H), 7,39 (m, 4H).

MS m/z: 626.

MpenapaTWBHBIA npumep 1

6-AueTun-2-(2-6poMnponMOHUNaMUHO)-3-(2-X
nopGeHsonn)-4,5,6,7-
TeTparngpoTueHo[2,3-clnupuanH
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K 600 r
2-aMUHO-3-(2-xnopbeHaounn)-6-auetun-4,5,6,7-1e
TparmgpotueHo[2,3-c] nupuauHa aobaBnawoT
13,3 r tonyona w 3,66 nuTpa BoAbl, 3aTtem
aobaenawt 301 r rugpokapboHata HaATPUA U K
nonyyeHHoMy pacTteopy npv 60°C no kannam
npubaengoT 301 M
2-GpomMnponuoHUnbpemMmuaa. JobasngioT ewe
170 r rmgpokapBoHaTa Hatpua W 170 mn
2-6pomnponMoHnnépoMmuaa  Ang 3aBeplueHns
peakyu. llocne oxnamoeHWs A0 KOMHaTHOMR
TemnepaTtypel gobaenawT 500 r rugpokapboHaTa
HaTpUs WM OpraHuYeckylo asy OTAEeNAoT.
BoagHyto chazy ABaxabl SKCTparnpyroT
aTMrnaleTaToMm, COeOWHAIT C OpraHW4YecKon
thas3ol, npomblBaloT BOAOW W cywar Hag
Be3BodHLIM cynbdaToM MarHWa. Pactesoputens
OTTOHSKOT MPU NOHWKEHHOM OABMNEHUW M Nocne
NpECOMbIBAHUA NOMYYSHHONO TBEPAOro ocratka
athupom nonydawT 800 r LeneBoro NpoaykTa.

TH-amP (90 Mru, CDClg) §: 1,7 - 2,4 (m,
2H), 199 (o, J = 2 Ty, 2H), 2,06 n 2,12
(oba ¢, Bcero 3H), 3,26 - 3,7 (m, 2H), 4,41
(K, J =72 Ty, 1H), 44 - 48 (M, 2H), 7 -
7.5 (M, 4H).

MpenapaTUBHbIA NpymMep 1

B-AueTnn-2-(2-aMMHONPONNOHNNTaMNHO)-3-(2
-xnopbeHaown)-4,5,6,7-
TeTparngpoTueHo[2,3-clnupuanH

2
{Cnocob A)
B 0,72 nutpa pguxnopstaHa »n 1,08 nutpa
aTunauderara pacTBOpAKT 841 r

8-aueTun-2-{2-6poMNpPONMOHMNaMNHO)-3-(2-xNop
OeHzoun)-4,5,6,7- TeTparngpoTueHo[2,3-c]
napuanHa  m npu  -10°C nponyckawT
razoobpasHbii  ammuak. [lonyyeHHylo CMechb
HarpeealoT B asToKnase 1 dac npu 100°C.
Mocne 3aBeplueHWs peakuny M3bbITOK ammmuaka
yOoanawT KU peakUMOHHYI0 CMeCh NepeHocAT Npu
oxXnaxgeH M NbaoM B 3 H. COMAHYID KUCMNOTY.
Mocne sKCTparMpoBaHWUS STUNALETATOM BOAHYIO
hasy HeWTpanuayloT HacbIWeHHBEIM  BOOHbIM
pacTBopoM KapboHaTa HaTpUa W 3aTeM
HeOJHOKPATHO  SKCTPArvpyloT  XNOpohopMOM.
MNonyyeHHYK» OpraHWYeckylo asy npPoMbIBaKT
HacbILLEHHbIM CONEeBLIM PacTBOPOM, CyLlaT Haj
6e3BOAHLIM CYNbPATOM MarHUA KU NOcne OTrOHKKU
pacTBOPUTENA MNPK  MOHKMKEHHOM AaBneHWn
nonydvatoT 636,8 r ueneBoro Npoaykra.

TH-AMP (90 MTy, CDClg) 5 1,48 (o, J =
68 My, 3H), 1,6 - 23 (m, 4H), 2,07 n 212
(oea c, Bcero 3H), 3,25 - 4,00 (M, 3H), 4,35
-4,75 (M, 2H), 7.0 - 7,6 (M, 4H).

{Cnocob B)

B 150 mn xnopodopma npu  KOMHATHCH
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Temneparype pPacTBOPAIT 10 r
2-amuHo-3-(2-xnopbeHzonn)-6-auetun-4,5,6,7-te
TparmgpoTueHo[2,3-clnpuanHa 7 K
NoMAyYeHHOMY pPAacTBOPY MNOHEMHONY B TeYeHne
Yaca nNpubaBnsalT NpyM KOMHATHOR Temnepartype
n  nepemewmBaHum 17 1 xnoprugpata
anaHunxnopnaa. Nocne sapeplUeHUs peakynmn K
cMeck  pobasnawT 150 Mn BoAbl M
nepemelwwmnBaotr 30 MuHYT. BogHylwo casy
oTAendoT. PactBop B xNnopodopMe ¢ Uenbio
3KCTparvpeeaHusa obpabaTteiratoT 150 Mn BoASI.
Ofe BoaHble dhasbl O6bLEAWMHAKT, NPOMBIBAKOT
XnopodopMoM, HeHrTpanusyot GukapboHaTom
HaTRUA WM SKCTRarvpyloT  XNOpOhopMOMm.
PacTteopuTent yoanawoT Mpu NOHWKEHHOM
JaeneHin U nonyvawt 10,1 r coeguHeHUa B
BUAE XEMTOro nopoLuxa.

MpenapaTWBHBIA NpyMep 3

8-AleTuUn-5-(2-xnopdeHnn)-3-meTtnn-6,7,8,9-
TeTparugpo-1H, 3H-nupuao[4'3"
4 5]tneHo[3,2-f][1,4]gnazenmH-2-oH

B 2,3 nutpa Tonyona, 637 mn nupuauHa U
94,3 Mn YKCYCHOW KUCMOTLI pacTBOpAKT 636,8 1
B-aueTwn-2-(2-aMMHONPONKUOHNNTaMUHO)-3-(2-x110
pbeHsonn)-4,5,6,7- TeTparugpoTveHo[2,3-c]
nMpuanHa W KUOATAT  C© ODpaTHBIM
XONOOWNBHUKOM B TeyeHWe AHS W HO4YW C
yoaneHuwem BOObl M3 PeaKUMOHHOW CUCTEMBI.
Mocne yaaneHwa pacTteoputena acbasnsor
BeHaon, oxnaxpawT W nocne guUnNLTPOBaHKS
nonyyatot 300 r ueneBorc npeaykra B BuAae
KpUCTarrnos.

TH-AMP {90 Mly, CDClg) 8 1,3 - 2,6 (Mm,
2H), 176 (g, J = 8,8 Ty, 3H), 206 n 212
(gea ¢, Bcero 3H), 2,8 - 41 (M, 2H), 3,87
k, J =68 Iy 1H), 41 - 51 (m, 2H), 71
-7.5(m, 4H), 9,0-95 (yw. c, 1H).

MpenapaTUBHBIA NpyMep 4

3-MeTtun-5-(2-xnopdeHunn)-8-tnoauetun-6,7,
8,9-teTparngpo-1H, 3H-nupwpo[4', 3"
4 5]tneHo[3,2-f][1,4]anasennH-2-TUOH

3

B 3 nuTpax OWMeToKcWaTaHa pacTBOPSIOT
288 r
3-meTun-5-(2-xnopenun)-8-auetun-6,7,8,9-tet
parnapo-1H, 3H-nnpupo[4', 3"
4 5]TmeHo[3,2-f][1,4]amMasenmnH-2-oHa,
pobaenawt 186 r rmgpokapboHarta HaTpua U 364
r neHtacynbdmaa dochopa W KANATAT C
obpaTHLIM XOMOANNEHUKOM 3 vaca.
PeakuWOHHYI0 CMech PUNBTPYIOT Yepea LenuT U
PACTBOPUTENL  OTFOHAKT  MPU  NOHUNKEHHOM
JaeneHvn. K nonyyeHHoMmy — ocTatky B
HeboNbLWKX KonMdecTBax A06aBNAKT METAHON K
anxnopmeTaH c LEenso nocneaywLlei
ancopbuuKn Ha  cUNUKarene 7 nocne
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BbICYLUMBAHMA W OYUCTKA  KONOHOMYHOMR
Xpomartorpacdhned ¢ SMoMpOBaHUEM  CMECHHD
auxnopmertaH - metaHon (98:2) nonyvawt 300 1
LeneBoro coefuHeHus.
MNpenapaTWBHbIA Npumep 5
B-(2-XnopdeHun)-3-TuoaLetnn-8,11-gumMeTn
n-2,3,4,5-tetparngpo-8H, -nupugo[4',3"
4 B]tneHo[3,2-f][1,2,4]Tprwaszonol4,3-a][1,4]gn
asenuH

B 70 mn gucKkcaHa pacteopswtr 4,81 1
3-meTun-5-(2-xnopdeHnn)-8-TuoaueTn-6,7,8,9-
TeTparngpo-1H, 3H-nnprgo[4', 3"
4 5tneHo[3,2-f][1,4]anasennH-2-TMoOHa, K
nofnyvyeHHoMy pacTBopy poBaengwT 660 mr
aueTormgpasMia W CMeChb  HarpesawT  Mpu
100 °C. Mocne oxnaxKaeHus cMecb
KOHUEHTPUPYIOT NMPY MOHWNKEHHOM JaBMNeHWA U
OYMUCTKOW MOMYYEeHHOro OCcTaTka  KONOHOYHOW
Xpomartorpacdmeid ¢ SMMpPOBAHWMEM CMECHID
amxnopmeTtaH - ataHon (98:2) nonydvakTt 750 r
LeneBoro coefuHeHus.

MNpenapaTWBHbIA Npumep 6

6-(2-XnopceHun)-8,11-gumeTun-2,3.4,5-teTp
arnapo-8H-nnpwnac[4’, 3" 4.5]
TeHo[3,2-f][1,2,4]Tpnazonol4,3-a][1,4]anasenuH

YN\N

B 1 nutpe mertaHona pacteopsawT 281 1
6-(2-xnoptheHnn)-8,11-gumeTnn-3-TnoaueTvmn-2,
3,4 5-TeTparngpo-8H-nupugo[4',3"

4 5]Tmeno[3,2-f][1,2,4]Tpwazono[4,3-a] [1,4]
AnasenuHa, K NonyvYeHHoOMY pacTeopy
AobasnaoT 0,81 nUTpa 4H. ruapoKkcnga HaTpua 1
HarpeBaloT 4O KMNeHWAa ¢ oBpaTrHbIM
XONOOUNBHUKOM. Mocne oxXnawaeHus
pPEeaKLUOHHYO CMeCb noacanmMearoT "
SKCTpArvpyloT  XnopodopMoM,  nocrne  Jero
pacTBOPUTENE  OTTOHAKT  MPW  NOHWKEHHOM
JasneHnn., OUMCTKOW MONydeHHoro ocrartka
KOMOHOYHOR XpomaTtorpacher Ha cunukarene ¢
ANOUPOBaAHUEM  CMecbild  AuxropMmeraH -
meTaHon (95:5) nonyvalwt 142 1 uenesoro
coefuHEeHNs.

TH-AMP (90 Mru, CDClg) s: 1,1 - 2,3 (m,
3H), 21 (g, J = 6,8 Tu, 3H), 245 - 3,3 (m,
2H), 2,66 (c, 3H), 3,85 - 4,10 (m, 2H), 4,28
(k, J =6,8Tu, TH), 7,1 - 7,6 (m, 4H).

MS m/z (Pos. FAB): 384 (M + H)*.

MpenapaTWBHbIA Npumep 7

(-)-6-(2-XnopdeHun)-8,11-gumeTun-2,3 4 5-1
eTparngpo-8H-nupngo[4', 3"

4 ,5]tneHo[3,2-f][1,2,4]Tprnaszonol4,3-a][1,4]a1
asernuH
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B 980 mMn sraHona npuv HarpeBaHuM

pacTBOPAT 86 r
{ +)-6-(2-xnopderun)-8,11-gumeTun-2,3,4 5-Tet
parugpo-8H-nupuao[4’, 3" 4.5]

TWeHo[3,2-f][1,2,4]

Tphasono[4,3-a)[1 4]anasennHa U 4586 T
anbeHaoun-D-rapTpata UM OCTaBRAKT  MpM
KOMHaTHOW Temnepatype. ObpasoBaBLIMECH
KpucTannel  OTOUNBTPOBLIBAKOT,  NPOMLIBAKOT
achupom, nocrne AencTerem pas3baBneHHOro
BOOHOMO pacTeopa ©OukapboHata HaTpua U
OBYKpaTHOW  SKCTpaKkuWer  OUXIopMeTaHoM
nepeeodfT B cBOGOJHOE  COCTOAHWE.
MonydyeHHylo OpraHUYeckylo asy NpPOMbIBaOT
HaCLIWEHHLIM COoneBbiM PacTBOPOM, cyllaT Hag
6e3B0HLIM cynbdaToM MarHa U Nocne OTrOHKKU
pacTBopuUTENa NPK MNOHWKEHHOM AaBneHWn
nony4aoT 11 I Uenesore coeanHeHus.

Kpome TOro, dwunerpar, OT KOTOPOro
chunetTpoBaHueM  Gbln CTAENeH  TapTpar,
noagepraloT  BollWecnucaHHor ofpabotke ¢
nonyvyeHvem B pesynetate 11,3 r uenesoro
coeduHeHuA.

[a]ZD_6-23,5° (c=1, EtOH).

[MpenapaTWBHBIA NpyMep 8

(+)-6-(2-XnopdeHun)-8,11-gumetnn-2,3 4 5-1
eTparngpo-8H-nupngo[4’, 3"

4 5]tneHo[3,2-f][1,2,4]Tpraszono4,3-a][1,4]a1

asennH
CH3
\f\ﬂ
s

HN

Mo mMeToauKe npenapaTUBHOMO npumepa 7,
HO MCNOoNb30BaHMEM anbeH201N-1-BUHHOA
KAGNOTbI NOMny4YaT Leneeoe coefuHeHre.

[(x]ZD_G +17,56 ° (¢ = 0,02, EtOH).
MPUMEP 72
{+)-6-(2-XnopdeHun)-3-(1-unaHo-1-MetTunsato
KcukapboHun)-8,11-grumeTtmn-
2,34 b-Tetparugpo-8H-nupugol[4', 3.
4 5]TmeHo[3,2-f][1,2,4]Tprazono [4,3-a]
[1,4]awasennH
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B aouxnopmeraHe pactBopawt 5 T
(-)-6-(2-xnopceHnn)-8,11-gumeTnn-2,3,4,5-Tetp
arnppo-8H-nnpnac[4’, 3"

4 5]tmeno[3,2-f][1,2,4]Tprazonol4,3-a]
[1,4]onazennHa, K pacTeopy AobaenawT 5 1
1-ynaHo-1-metTunstundeHunkapboHara 1 cMech
HarpeBaloT 4 4daca npw 100°C ¢ OTroHkoi
pacTtBopuTens. [locne 3aBeplUeHWa peakuun
nonyyeHHbIA OCTaToK OYMLLAKT  KOMOHOYHOR
Xpomartorpaueid ¢ SNOMPOBAHUEM  CMEeCHHD
xnopocdpopM - MeTaHon (99:1) u nonydvaloT 2,7 r
LeneBoro coedrHeHus.

TH-AMP (90 My, CDClg) 6 1,76 (c, BH),

18 - 22 (M, 2H) 21 (a, 3H), 2,66 (c
3H), 3,0 - 39 (M, 2H), 4,24 (k, 1H), 4,3 -
4,9 (M, 2H), 7,35 (m, 4H).

FABMS (M + N)* 481.

[a]sz +17,56° (c = 0,02, EtOH).

MPUMEP 73

{+)-3-(3-By TMHWNOKCUKAPBOHWUN)-6-(2-xNopd
eHun)-8,11-gumeTun-2,3,4,5-
TeTparngpo-8H-nupngo[4', 3"
4 5]tneHo[3,2-f][1,2,4]Tprasonol4,3-a][1,4]a1
asenuH

B guxnopmetaHe pactBopsawr 5 T
(-)-6-(2-xnopoeHnn)-8,11-gumeTun-2,3,4,5-teTp
arnppo-8H-nnpnac[4’, 3"

4 Bltneno[3,2-f][1,2,4]Tprnasonol4,3-a] [1,4]
AvasenuHa, K pactBopy pobaenawtr 5 1
3-6yTUHUNGeHUNKapGoHaTa U cMeck HarpeBatoT
4 yaca npyn 110°C ¢ OTIOHKOW pacTBOpUTENS.
MNocne 3aBeplleHWA peaku MNOMyYeHHbIA
OCTaATOK OYULLAIOT KOMNOHOYHOW XpomaTorpaduei
C SMOWMPOBaHWEM CMechblo JuXnopMmeTaH -
metaHon (99:1) n nonyyatT 1,6 r LeneBoro
coefquHEeHWs.

TH-AMP (90 MTy, CDClg) §: 7.4 (5H, An),
4,9 (o, 1H, J = 18 Tu,N-CHp(C-2)), 4,5 (1H,
A, J =18 Tu, N-CHy(C-2)), 4,2 (1H, m, Cg-H),
41 (2H, v, J = 8 Ty, O-CHyp), 2,7 (3H, c), 2,5
(2H, gB. 7, J =1 Tu, 7 'y, = -CHy), 2,1 (3H, A,
J =7 Tu, CHCHag), 3,0-2,0 (5H, m).

24

[wlp +17° (c =1, CHClg).

MPHUMEP 74

(+)-6-(2-XnopdeHnn)-3-uuKnonponaHkapooH
un-8,11-gumetnn-2,3 4, 5-
TeTparngpo-8H-nupraoc[4',3":
4 5]tneHo[3,2-f][1,2,4]Tprnasonol4,3-a][1,4]a1
asenmH
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B 70 mn guxnopmeraHa pacTBOpAT 5 T
(-)-6-(2-xnopcerHnn)-8,11-gumeTnn-2,3,4,5-TeTp
arnpgpo-8H-nnpnac[4’, 3"

4 5]tmeHo[3,2-f][1,2,4]Tpwazono[4,3-a] [1,4]
OvazennHa, K pacTeopy goGaenawTt 142 1
TPUSTANAMMHA W MPWU OXNAKOSHWW NbAOM MO
Kannsam npubasnaot 1,44 r
uuKnonponaHkapboHunxnopuaa. lNocne
3aBeplUeHna peakuun peakuMOHHYI CMECh
NPCOMbIBAKOT HACLIWEHHBIM BOAHLIM PacTBOPOM
OvkapboHata HaTpuA, 3artem  HacblWeHHbIM
COMeBbLIM PACTBOPOM, cylwaT Hag Ges3BodHbIM
cynbharoMm MarHug K 3aTem pacTBOpUTErb
OTFOHSAOT NPU NOHWKEHHOM AaBneHun. OYUCTKOR

nonyyeHHoro ocTaTka KCNOHOYHOM
Xpomarorpacuen Ha cunukarene c
SMOUPOBaHMEM  CMeCchid  AUXIopMeTaH -

meTaHon (98:2) u nonyvatT 4,2 r UenesBoro
coeMHEeHNS.

TH-AMP (90 Mru, CDClg) 5: 0,55 - 1,15
(M, 4H), 145 - 2580 (m, 3H), 21 (o, J =
68 Tu, 3H), 266 (c, 3H), 28 - 48 (m,
3H), 426 (k, J = 6,8 Iy, 1H), 48 - 52 (M,
1H), 7,05 - 7,65 (m, 4H ).

MS miz (Pos. Fab); 452 (M + H)*.

26
[«]D +4,97° (c =1, EtOH).

[a]sz +14,91° (c =1, CHCIy).

Apyrne cnocobbl NonyyYeHns coeduHeHnn B
BblLUeNPUBEASHHbIX NPUMepax nokasaHbl HWXKe.

MpenapaTUBHbLIA Npumep 9

1-(UnaHo-1-MeTunatoKckapBoHun)-4-rugpok

CUNUNEPUINH
CH_©
I #
Hc—-:l:—o—c—n H
CH
CMecb 50 r

1-ynaHo-1-metunstunderunkapboHara m 25 r
4-ruapokcununepuouMHa  HarpesawTt npu 130°.
[Mocrne 3aBeplwleHWa peakuuu MOMyYeHHLIA
NPOAYKT ovuwatot KONOHOYHOM
Xpomartorpaduei Ha cunukarene c
SMIOUPOBAHNEM CMEechlo rekcaH - sThnauerar
{(1:1 - 1:2 - 0:1) n nonyyatot 50,5 r uenesoro
COeOMHEHNSA.

TH-AMP (90 MIy, CDClg) s 1,26 - 2,10
(M, 5H), 1,8 (c, B8H), 296 - 3,35 (m, 2H),
3,60 - 4,15 (m, 3H).

MpenapaTUBHbLIA Npumep 10

1-(umaHo-1-MmeTunsToKCcMKapboHWn)-4-nunep
MOOH

CH_ ©

I 21
HC—?—O—C—H

CH
3

K pacteopy 4,15 mn okcanunxnopwia B
awaiopmeTtade (50 mMn) npu -78°C no kannam
npwbasnsdoT 5,06 Mn guMeTuncynscdokcuoa M
3aTem 5,05 r
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1-(1-umaHo-1-meTunsToKcUKkapBoHWN)-4-rnapoKc
nnunepuanHa. Mocne nepemellBaHAa Np TOW
Ke Temnepatype 1 vac gobasndwr 16,57 mn
TPUITUNAMWHE W NepeMelLnBaHKe NpoaoIKaloT
1 yac  npw KOMHaTHOR TeMnepartype.
PeakunoHHylo cMech MUNLTPYOT, NPOMBIBAKOT
BOOOW, cywar Hag ©Ge3aBodHbIM CcyNbdhaTom
MarHusl, pacTBOpUTENb OTTOHAKT W OYWUGCTKOMN
ocTatka  KONOHOMWHOW  Xpomartorpaduern  Ha
cunukarene ¢ ornioupoBaHuem CMeChHo
atunauerar - H-rekcad (1:9) nonyvawrt 3,9 r
LeneBoro coeanHeHus.

TH-AMP (90 Mry, CDClg) 5: 1,8 (c, 6H),
248 (1,J = 7Ty, 4H), 3,74 (1, J = 7 Tu, 4H).

MpenapaTUBHbIA NpumMep 11

2-AMUHO-3-(2-xnopbeH3onn)-6-(1-uuaHo-1-m
eTUNsToKcHKkapBoHun)-
4.5,6,7-TeTparngpoTuneHo[2,3-clnpruguH

K cmecn 3,9 1 coegnHeHna npenapaTUBHOIM
npumepa 10, 0,6 r cepbl, 3,3 r
2-xnopumnaHoaveroteHoHa 7 20 M
N,N-aumeTundopmammga npubaBnaoT  npM
40 °C 1,6 MN TpUSTUNaMMHaA U Bce
nepemelumpalor 3 vaca npu  B60°C. Mo
OKOHYaHUWK peakLnV pacTBOPWUTENL WCnapsloT
Jocyxa W MPOMbIBAHMEM OcTaTKa STUNaueTaToMm
nony4atT 5 I Lenesoro coefuHeHNs.

"H-AMP (90 Mru, CDClg) &: 160 - 1,95

(M, 2H), 1,75 (¢, 6H), 3,4 (m, 2H), 4,32 (m,
2H), 7,1 - 7,5 (m, 6H).
MpenapaTWBHbIA Npumep 12
2-(2-bpomnponuoHunamnHo-3-(2-xnopbeHso
Wn)-6-(1-uraHo-1-MeTUNITOKCUKAPBOHN)-
4,5,6,7-TeTparngpoTeHo[2,3-c]nupnanH

K cmecn 5 r coeMHeHWsA npenapaTtuBHOro
npumepa 11, 2,1 r rmopokcmkapboHara Hatpus,
50 mn Boasl 1 200 mn Tonyona npubaengaloT npw
60°C no Kannsam 4.6 r
2-6pomnponoHnndpomuga. lNlocne 3aseplueHns
peakym gobaenaloT sTUnaueTar, BogHyto thasy
OTAENSAOT, OpraHWJecKylo asdy npoMbIBaKT
HacbIWeHHbIM CONeBLIM PacTBOPOM, cyllaT Hafg
6e3BO4HLIM CyNbgaToM MarHa U Nocne OTroHKKU
pacTeROpUTENA nonydawTt € r UeneBoro
CoefNHEHNS.

TH-AMP (90 Mru, CDCls) §: 1,76 (c, 6H),
1,88 (m, 2H), 20 (g, J = 7 'y, 3H), 3,24 -
3,60 (M, 2H), 4,20 - 4,68 (M, 2H), 4,62 (k
J=7Ty, 1H), 7,0- 7,5 (M, 4H).

MpenapaTuBHbIA nNpymMep 13

2-(2-AMMHONPONMOHUNAaMKHO)-3-(2-xnopbeHa
oun)-6-(1-unaHo-1-MeTUNaToKcuKaptoHWUn)
-5,6,7,8-TeTparngpoTueHo(2, 3-clnmpugmnH
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B 50 mn atvnauetara pacTBopaldT 6 T
coeduWHeHWa npenapatMBHOrC npumepa 12 U
pacTBoOp HAackIlWawT 2 Yaca npu  -20°C
aMMUaKoM, Nocne Yero HarpeearT 5 4acos npu
100°C B aanagHHOW npobupke. [Mocne
3aBeplleHna  peakyMK  NpoayKT  peakuyii
AKCTPArvMpyT  2H.  COMNAHOW  KUCMNOTON,
NofyyveHHY0  BOAHYK hasy  HelTpanusyor
rngpokapboHaTOM HaTpWA, HackIWaloT 3aTtem
XNOPUCTLIM HaTprem " SKCTPArMpYyHT
xnopodopmom. locne  BbICYLUIMBAHWMA Haf,
Be3BodHEIM  cyNbdaTtoM MarHua M- OTTOHKM
pacTeopuTena nonyyawt 0,7 ©  uUenesoro
coeguHeHus.

TH-amP (90 Mry, CDCl3) & 1,61 (4, J =
7 Tu, 3H), 1,50 - 204 (m, 2H), 178 (c,
BH), 3,28 - 3,60 (M, 2H), 3,82 - 3,96 (M,
1H), 4,5 (m, 2H), 7,20 - 7,54 (M, 4H).

MpenapaTUBHbIA Npumep 14

3-MeTtun-5-(2-xnopdeHnn)-8-(1-umaHo-1-meT
UNaToKCUKapPOOHNN)
-6,7,8,9-TeTparngpo-1H,3H-nupugo[4',3":4,5]Tn
eHo[2,3-e][1,4]anazennH-2- oH

Cmect 0,4 1 coefHeHWd npenapaTWUBHOrO
npumepa 13, 0,7 r neHTacynesdhunia dochopa,
04 r mmapokapborHata Hatpua W 40 Mn
1,2-0MMETOKCUSTAHA KUNATAT ¢ OBpaTHLIM
XONoAWUNeHUKOM 2 yaca. [locne 3aBeplueHWs
peakuun pacTBOpWUTENb OTFOHAINT, K OCTaTKy
,D,OGaBJ'IFHOT MeTaHorsn, HepacTBopumMmoeg BeLlecTBO
OTOWUNBETPOBLIBAKT, UNLETPaT KOHUEHTPUPYIOT.
QuUCTKOR ocraTka KONOHOYHOMA
XpomaTorpadgurei Ha cunukarene c
SMOUPOBAHWEM CMECHID XMOPOOPM - MeTaHorn
(99:1) nonywatoT 0,3 r LEeNeBoOro COeaUHEHKWA.

TH-AMP (90 Mru, CDClg) 6 1,5 - 2,0 (m,
2H), 1,76 (c, 6H), 192 (g, J = 7 Tu, 3H),
3,0 - 40 (m, 2H), 40 - 43 (M, 1H), 43 -
5,0 (M, 2H), 7,1 - 7,6 (m, 4H).

NPUMEP 75

3-(1-UmaHo-1-MeTUNsToKCUKapBOHUN)-(2-XN0
pderHun)-8,11-aumeTun-

2,34 b-tetparngpo-8H-nupugo[4', 3"
4 5ltneHo[3,2-f][1,2,4]Tprasono
[4,3-a][1,4]anazennH
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B 20 mn 1,4-guokcaHa pacteopsior 0.3 1
coeMHEHNA NpenapaTUBHOrC npumepa 14 0.3
I adetormgpasmga M KANATAT ¢ oBpaTHbIM
XOnoguneHWKoM 3 vaca. 1o okoHYaHWKW peakyum
PacTBOPUTENE OTIOHAKT W OYUCTKOW ocTaTKka
KOMOHOMHOW XpoMaTorpaduei ¢ sniupoBaHNEM
CMECbLIo XnopodopM - MeTtaHon (99:1) nonyyaroT
0,2 r ueneBOro CoeanHEeHUA.

TH-amP {90 Mlu, CDCl3) &: 1,76 (¢, 6H),
18 - 22 (m, 2H), 210 (g, 3H), 2,66 (c,
3H), 30 - 3,9 (m, 2H), 424 (k, 1H), 43 -
4.9 (M, 2H), 7,35 (m, 4H).

MpenapaTUBHbLIA NpymMep 15

N-(3-ByTUHWUNOKCUKAPOOHWN -4 -rMOPOKCHIMN
epPUanH

]

]|
CH=CCH_CH_0-C-HM H

3-bytnHundperunkapbonar (10 ) »n 58 r
4-ruapokcvnunepuanHa HarpesaloT be3
pacteopuTens 30 MWHYT npy 100 °C. [locne
3aBepLlUIeHUs pPeakyMn QYACTKOW KOMOHOYHOW

XpomaTorpadurei Ha cunukarene c
SNIUMPOBAHUEM CMECBKD TeKcaH - sTvnauertar
(111 - 1:2) nonyyawor 10,6 r uenesoro
coeMHEeHNs.

"H-AMP (90 My, CDClg) &: 1,16 - 2,10
(M, BH) 1,98 (r, J = 2 Tu, 1H), 142 (aB. T,
J=2Ty 7Ty 2H), 29 - 35 (m, 2H), 3,6
-4.1(m, 3H), 4,15 (1, J =7 'y, 2H).
MpenapaTUBHLIA NprMep 16
N-(3-ByTrHUNokcukapboHnn)-4-nunepuaoH
o

]}
CH=CCH_CH_0-C-N

CwmellmnBaoT 25 mn okcanunxnopuga n 500
MIT OUXTICpPMeTaHa W K GMECW MOCTENSHHO No
KannsM B TOKe asoTa NpW TemnepaType oT
-50°C po -70°C  npuGaBnswt 41 MmN

JAMETUNCYNbAOKCHAA, nocre yero K
peakLMOHHOW cMmecy Mno kannaM npubaensoT
pacTeop

N-(3-OyTrHMNoKkcnkapboHWn)-5-rmgpokcununepm
AnHa (10,3 r) B 50 Mn guxnopmertaHa. HakoHel,
ne kannam NprutarnawT 120 MM TPUSTUNaAMWHA K
TeMnepatypy  MeaneHHo  noBbiLalT Ao
KOMHATHOR. PeakUWOHHYH CMECh NepeHOcHT B
HaCLIWEeHHLIA  CONMEBOW  pacTBOp, TPWXOLI
SKCTPArMpyloT AUXIOpMeTaHoM W cylwaT Hapg
0e3rOHEIM CyNbaTCM MarHWsA. PacTeRopuUTeb
OTTOHSAT MPW  MOHWKEHHOM [aBMASeHUA W

OYWUCTKOA OCTaTKa KOINTOHOYMHOW XpomaTtorpacuen
Ha cuUnukarene ¢ a1KKWPOBAHNEM CMECLID reKkcaH
- aTunauertar (3:1) nony4awoTt 8,9 1 uenesoro
COeONHEHNUA.

TH-AMP (90 Mry, CDClg) 6: 2,0 (1, J = 2

My, 1H), 23 - 2,8 (m, 6H), 3,76 (1, J = 7
My, 4H), 4,21 (v, J =7 'y, 2H).
[MNpenapaTWBHbIA nNpumep 17
2-AMWHO-3-(2-xnopBeHaonn)-6-(3-6y TMHMNOK
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cukapboHun)-4,5,6,7-
TeTparngpoTueHo[2,3-clnupuaunH
o

Il
CH=CCH_CH_9O-C-N
Z2 2

B 25 mn guMmetundopmaMuia pacTBoOpAoT
far
N-(3-6yTnHWnNoKenkapboHun)-4-nunepuooHa,
1,21 r cepel 1 61,5 1 2-xnopumaHoayeTodeHoHa,
3aTem fgobasnawTt 3,5 MO TPUSTUNAMMHA K
nepemelLMBatoT 1 Yac npu 60°C. Mo oKoHYaHUK
peakyMn  OYWCTKOW  NpogykTa  KOMNOHOYMHOR
XpomaTorpacrei Ha cunukarene c
SMIUPOBAHNEM  CMechbikd  OWXIopMeTaH -
metaHon (99:1) nonyvatot 11,2 r uenesoro
coeguHeHus.

TH-AMP (90 MIu, CDClg) & 1,64 - 1,80
M, 2H), 196 (r, J = 2 Ty, 1H), 23 - 2,7
{r, J =2 Ty, 7Ty, 2H), 34 (1. J =7 TIu,
2H), 414 (r, J = 7 Tu, 2H), 43 - 45 (m,
2H), 7,0 - 7,5 (M, 6H).

MpenapaTUBHbLIA Npumep 18

2-(2-BpomnponvoHunamMuHo)-3-(2-xnopbexso
nN)-6-(3-6y THHUNOKCKUKapBOHMM)

-4.5,6, 7-TeTparnapoTueHo[2, 3-clnMpuanH

4] b
1]
CH=CCH_CH_0-C-H
Z Z

B 20 mn pguokcaHa pacteopsawr 1,35 1
2-aMUHO-(2-xnopdeHnn)-6-(3-0yTUHUNOKCUKapbo
Hwn)-4,5,6,7-
TeTparngpoTUeHo[2,3-clnupuanHa, K pacTBopy
pobaenawt 0,33 r nWpuaKMHa, nocne Jero npu
0° no kanngvm npubasnsilor 09 T
2-6poMnponuoHunépeMmuaa. o OKOHYaHMK
peaKkuu peakuMOHHYD CMecCk MNepeHOCAT B
BOOY, SKCTparMpyldT AOWXIIOPMETaAHOM, cyllaTt
Hag  ©eaBcaHbIM - cyNnbhatoM  MarHug,
PAcCTBOPUTENE  OTIOHAKT  MPW  NOHUWMKEHHOM
JABNEHWMW 1 NOCMNe OYACTKA OCTaTKa KONOHOYHOR

XpomaTtorpadgurei Ha cunukarene c
SMIOMPOBAHNEM CMECHI JWMXNOPMeTaH - rekcaH
{11 - 1:.0) nonywawt 1,19 T uenesoro
coeMHEeHNS.

TH-AMP (90 Mlu, CDClg) 8: 2,02 (1, J =
7y, 3H), 1.7 - 22 (m, 3H), 35 (@B 1, J
=2 Ty, 7 Ty, 2H), 344 (1, J =7 Ty, 2H),
416 (tr, 4 =7 Tu, 2H), 44 - 48 (M, 3H),
7.0-75 (m, BH).

MpenapaTUBHBIA Npumep 19

2-(2-AMWHOMPONMOHMNAMWHO)-3-(2-xNopbeHs
oWn)-6-(3-OYy TUHUNOKCUKAPOOHKUI)
-4.5,6,7-TeTparngpotneHo(2, 3-clnmpngmnH

4] r

CH=CCH_CH_©0-C-HN
2 2

MHH
2
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B 36 mn sTunauertara pacTteopsawT 1,16 T
2-(2-BpoMnponnoHun)-3-{2-xnopbeHsonn)-6-(3-6
YTUHUNOKCUKapboHwn)-4,5 6 7-
TETParnapoTWeHo[2,3-clnupruanHa, pacteop npM
oxXnaxgeHum HachIWwaoT rasoobpasHsIM
aMMKHaKkoM, nocne Yero HarpeeatoT npr 100°C B
3anafgHHoA npobupke. Mo OKOH4YaHWUKM peakunn
NpoaykT oxnaxgatwT, Jobaengwor 50  mMn
sTMnalerara, npomMelBalT  1H.  CONSHCR
KMCNOTOW, BOAHYIO a3y HERTPANM3YIOT BOAHLIM
pacTBopoM kapboHata HATPWUA K 3KCTparvpyoT
xnopocpopmoM.  [onyueHHy)  OpraHU4eckyo
thasy cywar Hag ©ea3ogHbIM - cynbdartom
MarHWg, pacTBOpUTEnb  OTIOHAKT  NPK
NOHWXEeHHOM  AdaBNeHWW K nocne  O4YMCTKA
ocTaTka  KOMOHOWHOA  Xpomartorpadmer  Ha
cunukarene ¢ SnioMpoBaHWeM OUXNOPMETaHOM
nonydvaoT 0,36 r uenesoro coeuHeHUs.

TH-amP (90 Mluy, CDClg) s: 1,6 (1, J =7
My, 3H), 1,6 - 1,8 (yw. ¢, 2H), 18 - 21
(m, 3H), 252 (gB. 7, J =2 Ty, 7 Ty, 2H),
344 (tr, J =7 Ty, 2H), 3,76 (x, J = 7 TIu,
1H), 416 (1, J = 7 Ty, 2H), 4,50 - 4,64 (m,
2H), 7,1 - 7,7 (m, 5H).

MpenapaTUBHbIA nNpyvmMep 20

3-MeTtun-5-(2-xnopdeHinn)-8-(3-6y TUMHUNOKCK
kapboHun)-6,7,8,9-
TeTparngpo-1H,3H-nupugo[4',3"4,5]TneHo[3,2-f
1[1,4]anazennH-2-oH

O A,

CH=CCH_CH_©0-C-N
2 2

B 10 mn Ttonyoma v 0,8 Mn nupuanHa
pacTBopaoT 0,36 r
2-(2-aMUHONPONUOHUTaMUHO)-3-(2-xNopGeH3onn
)-6-(3-0yTuHUNoKcukapboHun)-4,5,6,7-
TeTparngpoTWeHo[2,3-clnupruanHa, K pactBopy
AoBasnawt 0,18 MM YKCYCHORA KWACNOTBHI U
KMNATAT € oBpaTHbIM - XONCAMNBHUMKOM  C
yaaneHwem Bodsl. [ocne 3aBeplleHUs peakuuK
TONYON OTFOHAKT NPW NOHWMMEHHOM JaBNeHun, K
OTrOHAEMOW peakuynoHHOW cmeck aobaBnsioT
AUXNOPMEeTaH, 3aTeM MpoMblBalT  BOOOH W
cywar Hag 6e3BodHbIM  CynbdaToM MarHus.
OTroHKo# npw NOHWMMEHHOM AaBneHnun
pPacTBOPUTENSA M OYUCTKOR OcTaTKa KONOHOYHOR
XpomaTtorpaduei Ha cunukarene c
SMIOUPOBAHMEM  CMeChbio  OUXNOpMeTaH -
metaHon (100:0 - 87:3) nonyvawt 0,22
3arnaBHoOro coefWHeHWs.

TH-AMP {90 Mly, CDClg) s 1,76 (o, J
7 Ty, 3H), 16 - 22 (m, 3H), 25 (gB. 71, J
=210y 7 lu, 2H), 29 - 4,0 (M, 2H), 3,86
kK, J =7 Ty, 1H), 417 (r, J =7 Ty, 2H),
4.3-49(m, 2H), 7,0 - 7,6 (m, 5H).

MNpenapaTuBHbIA nNpumep 21

3-MeTtun-5-(2-xnopdeHinn)-8-(3-6y TUHUNoKCK
kapboHun)-6,7,8,9-
TeTparngpo-1H,3H-nupugo[4',3"4,5]TneHo[3,2-f
1[1,4]anazennH-2-TUoH

-
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CH=CCH_CH_0-C-HN
2 2

B 10 mn gumetokcnaTana pacteopsawT 0,211
3-MeTun-5-{2-xnopheHnn)-8-(3-6y TMHUNoKCUKaP
BoHun)-6,7,8,9-

TeTparugpo-1H,3H-nnpuao[4',3":4 5ltueHo[3,2-f
1 [1.4] AnasennH-2-oHa, K pacTeopy aobGaenawT
0,11 r rmppokapCoHaTta Hatpus n 0,22 1
neHracynbdunaa docdopa 1 Bce HarpeeatwT 3
yaca npu 80°C. TMocne OKoHYaHWA peakyuu
JoGaBnalwT OWXNOPMETaH W MeTaHon, CMech
OTOWMNLTPOBLIBAIOT, K chunbTpaty A0GaBnawT
cuUnuKarerns W pacTBOpUTENL UCTAPSAOT AOCyXa.
KonoHouyHoR xpomartorpadueid Ha cunukarene c
SMIOMPOBAHUEM  CMECcblo  JWxXnopmeTaH -
meTaHon (99:1) nonyvatot 0,15 r cyMWeEHHOro
LieNeBoro CoefuHeHns.

TH-AMP (90 Mru, CDCly) 6 1,12 - 2,00

M, 2H), 1,73 (g, J = 7 Ty, 3H), 212 (1, J
=2 Ty 1H), 24 (8. 7, J = 2 u, 7 Iu,
2H), 2,64 - 380 (m, 2H), 401 (x, J = 7 Tu,
1H), 4,02 (1, J = 7 Ty, 2H), 4,10 - 4,76 (M,
2H), 7,28 (M, 2H).

NMPHUMEP 76

3-(3-bByTUHMNOKCMKAPRGOHUN)-6-(2-xnopdieHn
n-8,11-gumetnn-2,3 4,5-
TeTparugpo-8H-nupuao[4',3"4,5]tmeHo[3, 2-f][1
AlTprnasonol4,3-a][1,4]aMazennH

SRR
L4
5

]
CH=CCH_CH_90-C-H
2 Z

K 150 Mr
3-MeTUn-5-(2-xnopheHnn)-8-(3-6y TMHUNoKCKKap
BoHnn)-6,7,8,9- tetparmgpo-1H, 3H-nvpungo[4’,
3"4,5]TneHo[3,2-f][1,4]anazennH-2-TnoHa
pobaenawot 100 Mr auertormgpasvia, 3aTtem
nobaBnawT 2 MNn JUoKcaHa M BCe HarpesawT 3
yaca npu 130°C c OTroHKoW pacTBopuUTEns.
Mocne 3aBeplleHMs  peakuMn  OMUCTKOMA

nonyyYeHHoro ocTaTka KONOHOYHOH
Xpomartorpadueit Ha cunukarene c
SMoUpoBaHUeM  CMecbild  AUXnopMeTaH -

meTaHon (98:2) nonyqawt 80 Mr uenesoro
coefUHeHWs .

TH-AMP (90 MTy, CDClg) s: 7.5 (4H, An),
4,9 (1H, 4, J = 18 Ty, N-CHy(C-2)), 4,5 (1H,
A, J =18 'y, N-CH(C-2)), 4,2 (1H, m, Cg-H),
41 (2H, 7, J = 8 Ty, O-CHy), 2,7 (3H, ¢), 2,5
(2H, gB. 7, J =1 Tu, 7 'y, = -CH2), 21 (3H, A,
J=7Tu, CHCH), 3 - 2 (&H, m).

MpenapaTWBHBIA NpyMep 22

1-LUnknonponarkapboHn-4-ruapokcunmnepu
OnH

o

e o

B 400 mn gmnxnopmetana pacteopsawoT 20
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4-ruapokcununepuanHa, K pacteopy AoGaensior
24 r TpusTunamuHa, nocne derc npu -60°C
aobapnaoT pacTeop 20,7 r

uuknonpeonaHkapboHunxnopuga B 100 mMn
anxnopmetaHa. [lo OKoHYaHMKM  peakyum
peakuUOHHY cMech SKCTparpyoT
XNopochoOpMOM B OTCYTCTBME COMW, CyllaT Haj
cynbchaToOM MarHWs KM pacTBOPUTENL OTTOHSIOT

NeK  MOHWKEHHOM  JaBneHun.  O4YUCTKON
Nony4YeHHoro ocrarka KONOHOYHOMR
XpomaTorpadurei Ha cunukarene c

SMKUPOBaHNEM OUXNOPMETAHOM NoMyyaloT 32 1
(96%) ueneBoro coeAWHeHUS.
TH-ampP (90 Mru, CDCl3) & 0,65 - 1,55

(m, 4H), 1,15 - 215 (m, BH), 24 (yw. g,
1H), 2,80 - 3,55 (m, 2H), 3,65 - 4,30 (m, 3H).

MpenapaTUBHbLIA NpyMep 23

1-UnknonponaHkapBoHun-4-nunepuacH

o

O

B 500 mn gumxnopstaHa pacTeopAlnT 66 T
oKcanunxnopvaa, K pacteopy npu -67°C no
Kannsgm npwbaengoT 81 r
OUMeTUncynedpokcKMada, 3arem npW TOR  Xe
Temnepatype npuGasnawT pacteop 44 1
1-ynknonponaHkapboHUn-4-rugpokcUnUNepUANH
a no kannam W, HakoHeL, nNpu -67 °C gcbaensawT
131 r TPUSTUNAMWHA, NOCNe Yero TemnepaTypy
noBbIlWAT A0 KomHaTHOK. O6pasoBaBLUyOCA
cone OTCPUNBETPOBLIBAIIT, duneTpar
KOHUEHTPUPYIOT, K KOHLUeHTpaTy fo6aBnsaoT
BOAY, 3KCTparmpyloT sTunaueTatoM 1 cyllar Haj
0e3rofHEIM CynbchaToM mMarHug. Kpome Toro,
BOAHYIO chasy SKCTparvpyloT XMopoddopMoM U
SKCTPaKT BhICYLUKMBAIOT. PacTBOpUTENE OTICHAIOT
npyv  MNOHWMEHHOM  AaBNeHUM W QYUCTKOR
nonyyeHHoro ccTatka KONOHOYHOWK
Xpomartorpachuei Ha cunukarene G
SMOUPOBaHMEM CMECHK 3STunauetar - rekcaH
(3:7) nonywarwot 33 r  (76%) UeneBoro
coeUHEHNS.

TH-AMP (90 Mry, CDCls) & 0,65 - 1,20
(M, 4H), 1,6 - 20 (m, 1H), 249 (1, J = 6,1
My, 4H), 3,91 (7, J = 6,1 T'u, 4H).

MNpenapaTWBHbIA Npumep 24

2-AMWHO-3-(2-xnopbeH3ounn)-6-LKrKnonponaH
kapboHun-4.5.6,7-
TeTparngpoTieHo[2,3-clnupuanH

B 330 Mn N,N-auMeTundopmammaa
pacTBOpPAOT 33 r
1-umMKnonponaHkapboHun-4-nunepuaocHa, 6,3 r
cepel M 255 1 2-xnopunaHoauetodeHoHa K
3aTem npu 60°C gobasnaoT 20 r TpUaTUNaMUHA.
Mo OKOHYaHWK peaKkuUW PacTBOPUTENL OTTOHAKT
NPy MOHWXKEHHOM [AaBNeHWWU, K MoMyYeHHOMY
ocTaTtky Ans ero KpucTannusauum gobaensior
MEeTaHOoN, KpucTannel OTOWMLTPOBLIBAIOT W
nocne nNpoMbIBaHWA MeTaHONOM NonyqaoT 49,4
r (69%) ueneBoro coegnHEHNS.

TH-ampP (90 MrIu, CDClg) & 0,55 - 1,15
(M, 4H), 14 - 20 (m, 3H), 3,35 - 3,75 (m,
2H), 4,3-4,7 (m, 2H), 7,0 - 7,7 (m, 4H).

MpenapaTuBHLIA NpvmMep 25
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2-(2-BpoMnponvoHunamMuHo)-3-(2-xnopbeHso
1N)-6-UKKNonponaHKapGoHun-
4.5 6, 7-TeTparngpoTtueHo[2,3-c]lnupuanH

K 21,83 r
2-aMUHO-3-(2-xNopbeH3ounn)-6-LUMKnonponaHkap
OoHun)-4.5,6,7-
TeTParnapoTUeHo[2,3-clnupuaHa  pobasnsoT
450 mn Ttonyona w150 mn Bodbl, 3aTtem
pobasnawt 10,16 r rugpokapboHarta HaTtpua 1
Npw HarpeeaHW ao 50 - 60°C goGasnswoT 9.5 1
2-6pomMnponuoHunépeMmuga. Ana saBeplUeHWd
peakuu OONonHUTENEHO Ao0aBNAKT BOAHLIA
pacTeop rugpokapboHara Hatpua (10,6 1
rngpokapboHata HaTpua 8 150 Mn Bogsl) U 5 Mn
2-6pomnponncHunépomuaa. Mocne OKoHYaHWA
peakyu gobaenaoT sTunaueTar, peakuMoHHyHo
CMeCb MNPOMBIBAOT OAWH Pa3  HaCbIWEHHBIM
COMeBbIM PAaCTBOPOM, CyllaT Haj 6e3BoOHbIM
cynbpatoM  MarHKUg M MNocne  OTFOHKK
pacTBopuUTENa NPW MNOHWKEeHHOM AaBrneHun
nonydakoT 299 1 (KONUYECTBEHHLIA BbIXOO)
LeneBoro CoeguHeHus.

TH-AMP (90 MIu, CDCl3) & 0,55 - 1,20
M, 4H), 1,6 - 22 (m, 3H), 1,99 (g, J = 7.2
My, 3H), 3,35 - 3,80 (M, 2H), 445 - 485
{m, 2H), 4,61 (x, J =7.2Tu, 1H), 7,0 - 7,6 (m, 4H).

MpenapaTWBHBIA NpyMep 26

2-(2-AMWHOMPONUOHUNAMWHO)-3-(2-XxNopbeH3s
ounn)-6-uyunknonponaHkapboHun-4,5,6,7-
TeTparngpoTeHo[2,3-clnupuanH

B 65 mn 12-gmxnopstaHa M 65 MmN
aTunauderara pacTBOpAT 23,04 r
2-(2-0poMnponVoHUNaMUHO)-3-(2-xnopbeHaounn)-
8-umnknonponaHkapboHnn-4,5,6,7-
TeTparMapoTWeHo[2,3-clnupuauHa [ B
nonyYeHHbIA pacTBop nponycKkawT
rasoobpasHelid ammuak 1 vac npw -15°C, nocne
Jerc pacTBop NOMEeLLAakoT B 3anasgHHY o aMyny 1
HarpesatoT 2 Yaca npu 100°C. [ns 3ageplleHns
peakuM Yepe3 pacTBOp BHOBL MnponyckawTt 30
MUHYT npu -15°C amwmuak, nocne 4ero B
3anasHHOM amnyne HarperawT ele 1,5 vaca
npu  110°C. TMocne oxnaxpeHWs  MbAoOM
PEaKLMOHHYK CMeChb NEPEHOCAT B OXINaOAEMYHo
NbAOM 2 H. COMAHYK KUCMOTY, nobasnsawt
atMnauerar W BOAHyW dasy orgenawt. K
BoOHOWA pase po6GaBnAT NpK OXNaXOeHWW
nbaom kapboHaT HaTpua C ycTaHoBneHWem pH 8,
nocne derc SKCTparupylot xnopodopMoM B
06eCCONeHHLIX YCNOBUAX. BKCTPAKT NPOMLIBAKOT
HaCLIWEHHBIM CONeBbIM PacTBOPOM, CyLUAT Haf
Be3BodHEIM CynbaToM MarHus, PUNLTRYIOT U
nocne KOHUEHTPUpOoBaHUA nonyvawt 12,97 r
(BbIxog 64%) LeneBoOro coefMHeHWs.

TH-AMP (90 Mru, CDClg) & 0,45 - 1,20
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(M, 4H), 1,48 (o, J =72 Iy, 3H), 14 - 24
(M, 3H), 3,35 - 385 (M, 2H), 3,74 (k J =
7.2Tu, 1H), 4,45 - 4,85 (m, 2H), 7,0 - 7,7 (m, 4H).

MpenapaTUBHLIA NpymMep 27

5-(2-XnopdheHun)-8-unknonponaHkapboHun-
3-meTun-6,7,8,9- TeTparngpo-1H,
3H-nnpwao[4',3"4,5]TneHo[3,2-f][1,4]anazennH
-2-0H

B 260 mn tonyona wm 90 mn nupuauHa
pacTBopaoT 12,95 r
2-(2-aMWUHONPONUOHUNMaMUHO)-3-(2-xNopbeHaounn
)-6-umnknonponaHkapboHun-4.5,6,7-
TeTparugpoTUeHo(2,3-c] NMpUauHa, K pacTBOpy
nobaenawT 5,4 1 YKCYCHOW KMCNOTBI M KUNATAT C
obpaTHLIM  XonoguneHukom 5 yvacos. [locne
OTIOHKK pacTBopuUTens notaensawTt G6eH30m M
hUNLTPOBAHKEM ODPA30BABLUMXCH KPWUCTAMOB
nonydatoT 2,96 r UeneBoro CcoeduHeHWs.
KonoHOYHOR Xpomarorpacuen MaTOYHOro
pacTeopa Ha CUNMKarene ¢ snioupoBaHWem
CMEecCblo sTUnaueTaT-rekcaH (4:6) nonyvator 3,84
I UeneBoro coednHeHus.

TH-ampP (90 Mrlu, CDCl3) & 0,50 - 1,25
(m, 4H), 1,3 - 23 (m, 3H), 1,76 (o, J = 6,5
Iy, 3H), 2,80 - 525 (m, BH), 7,00 - 7,65 (m, 4H).

[MNpenapaTWBHbIA Npumep 28

5-(2-XnoptheHun)-8-LuknonponaHThokapboH
nn-3-metun-6,7,8,9- TeTparngpo-1H,
3H-nupwaol[4',3"4,5]TneHo[3,2-f][1,4]-anazenu
H-2-TUOH

B 60 mMn 1,2-guMeToKcUaTaHa CycneHgupyroT
292r
5-(2-xnopdheHnn)-8-uknonponaHkaptoHnn-3-ve
TMN-6,7,8,9- Tetparngpo-1H,  3H-nupugo[4',
3" 45]tmeHo[3,2-] [1,4] aOvasenuH-2-cHa, K
cycneHann poaensawTt 1,78 r rugpokapboHata
HaTpus 1 3,92 I neHTacynedhuia dochopa K
KWNATAT ¢ obpaTHBIM XONOAUMEHUKOM 4 Jaca.
PeakuMoHHYI0 cMech OUMNLTPYIOT Yepes LenuT,
hUNbTPOBAanNbHbLIA NMPOr TUlaTeNLHO MPOMbIBaOT

30% comeckio mMeTaHon -  OUXIIopMeTaH M
NEoMeBIBHOW  pacTBop  obbepguHAlT  ©
hUNLTPaTOM. ObbeANHEHHbI cuneTpaTt

KOHUESHTPUPYIOT KW OYUCTKOR  KOHUeHTpara
KONMOHOYHORA XpomaTtorpachned Ha cunukarene ¢
3MIOMpPOBaHNEM AMxropMeTaHom nonyyatwt 1,03
r ueneBoro coegnHeHns (Bbixod 33%).

TH-AMP (90 MIu, 10% CDz0OD- CDCly) s:
0,80 - 1,55 (M, 4H), 1,60 - 2,75 (M, 3H),
20 (g, J =61 Ty 3H), 32 -52 n 56 -
6,2 (oba m, Bcero 5H), 7,2 - 7,8 (m, 4H).

MS m/z (Pos. FAB): 446 (M+H)".

[NpenapaTWBHbIA Npumep 29

6-(2-XnopdeHun)-3-umuknonponaHTokapboH
nn-8,11-gumetnn-2,3,4,5-
TeTparngpo-8H-nupuao[4',3"4,8ltneHo[3,2-f][1
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2 4]tpraszonol4,3-a][1,4]anazenuH

B 40 mwn pguokcaHa pacteopawtT 1T
5-(2-xnopdeHnn)-8-ymknonponaHtTuokapboHun-3
-MeTun-6,7,8,9- tetparmgpo-1H, 3H-nvpungo[4’,
3" 4,5]tveHo[3,2-1][1,4] OuasenuH-2-TuoHa,
K pacTeopy gobasngwT 0,17 r aueTorngpazuga u
Bce nepemelumsalot 10 Yacoe npu 90°C w1 1
yac npu 120°C. [ononHutensHo po6apnsawoT
0,17 1 auetormapasuga W ON9 3aBeplUeHWd
peakuu nepeMellUVBaldT elle 1 vyac npu
120 °C. MNocne OTroHKW pacTBOPUTENS U O4MCTKK
ocTaTka  KONOHOMHOW  Xpomatcrpaduel Ha
cunukarene o] ANoUpoBaHNEM CMEeCEH
ouxnopmeTaH - meTaHon (99:1) nonyvatot 280 mr
(BbIXO4 27:) UeneBoro coejuHeHus.

TH-amP (90 MIu, CDCl3) s: 0,75 - 1,75
(m, 4H), 1,75 - 2,60 (m, 3H), 21 (g, J =
8,8 lu, 3H), 2,67 (c, 3H), 32 - 46 (m,
2H), 4,26 (k, J = 6,8 Iy, 1H), 4,65 - 540 n
5,65 - 6,0 (apa M, Bcero 2H), 7,00 - 7,65 (m, 4H).

NMPUMEP 77

6-(2-XnopdeHun)-3-4muknonponaHkapboHun-
8 11-gpumeTn-2 3,4 5-
TeTparngpo-8H-nuprao[4',3"

4 5]tneHo[3,2-f][1,2,4]Tprwaszonol4,3-a][1,4]gn
asenuH

B 10 mn guxnopmetaHa pacTteopawT 100 mr

B-(2-xnoptheHnn)-3-unknonponaHTnokapboHun-8
J11-gumeTnn-2,3,4,5-
TetTparngpo-8H-nupmnao[4' 3" 4 5]
THeHo[3,2-1] [1,2,4] TpWalono
[4,3-a][1,4]ana3enuHa, Kk pacTeopy AobaensawoT
10 Mn 4H. cOnNsAHOMA KWMCNOThI, NOcNe 4ero
Npr6aBnAT NPy NepeMelMBaHnun 1 MN BOAHOTO
pacTeopa, copepxallero 30 Mr HATpUTa HaTpuUs.
K oxnaxaeHHoOMy NbAoM pacTBopy nobaBnstor
kapboHaT HaTpWUA C yCTaHOBNEHWeM pH 8, 3aTem
SKCTParMpyloT — OUXJIOPMETAHCM,  MNPOMbIBAIOT
HackILWEHHBIM CONEeBLIM PAcTBOPOM, cyLlaT Haj
6e3B0fHLIM CyNbhaToM MarHus, UNbTPYIOT,
KOHLEHTPUPYIOT W COYUCTKOW  KoHLUeHTpaTa
KOMOHOUHOW Xpomatorpached Ha cunukarene ¢
SMOUPOBAHMEM  CMeChi  AUXIopMeTaH -
metaHon (99:1) nonyyattr 69,9 wMr (72%)
LeneBoro coedrnHeHus.

TH-AMP (90 Mry, CDCly) & 0,55 - 1,15

(M, 4H), 1,45 - 2,5 (m, 3H), 21 (o, J = 6,8
M, 3H), 2,66 (c, 3H), 2,8 - 48 (M, 3H),
426 (x, J =68 Iy, 1H), 48 - 52 (M, 1H),
7,05 - 7,65 (M, 4H).

MS miz (Pos. FAB: 452 (M + H)*.
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MPHUMEP 78

3-[2-(TeTparnaponupaH-4-UnoKCcuaTin]
oKcukapBoHWn-6-(2-xnopdeHun)-
11-meTtrn-2,3,4,5-teTparngpo-8H-nupuaol[4',
3" 4.5]
[1,2,4]Tpuasono[4,3-a][1,4]anasenuH

TUeHo[3,2-f]

TH-amP (90 Mru, CDClg) & 1,3 - 2,4 (m,
6H), 268 (c, 3H), 28 - 57 (m, 15H), 7,20
- 7,54 (m, 4H).

NPHUMEP 79

8-(2-XnopdeHun)-3-Luknorekcnnstokcukapt
oHun-11-metun-2,3.4,5-
TeTparugpo-8H-nupuao[4',3" 4, 5ltneHo[3,2-f][1
2. 4ltpnasono [4,3-a][1,4]gnazenuH

on, =7 W

TH-AaMmP (90 Mry, CDClg) §: 0,6 - 2,3 (m,
18H), 2,7 (c, 3H), 3,0 - 40 (m, 2H), 40 -
44 (m, 1 + 2H), 44 - 48 (m, 2H), 54 -
5.8 (m, 1H), 7,4 (M, 4H).

MS m/z (Pos. FAB: 524.

MPUMEP 80

]}
CH=C-X{CH_}» -0-C-HN
Z 4

TH-AMP (90 Mry, CDCly) s 1,20 - 2,32
(M, 6H), 1,94 (1, J = 2 Ty, 1H), 221 (gB.
T, J =2 Ty 7y 2H), 2,66 (c, 3H), 2,84 -
5,76 (M, 6H), 4,08 (T, J = 7 Ty, 2H), 7,28 (M, 4H).

MS miz (Pos. FAB: 495 (M+H)*.

MPUMEP 81

]
HC—(CH_» -0-C-H
Z2 4

TH-AMP (90 Mruy, CDClg) s 1,40 - 2,21
(M, BH), 2,37 (1, J = 7 Tu, 2H), 2,67 (o
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3H), 292 - 580 (m, 6H), 411 (1, J = 7 Ty,
2H), 7,31 (M, 4H).
MS miz (Pos. FAB): 494 (M + H™).
Mpumep 82
6-(2-XnopdeHnn)-3-(1-unanoatokcu)kapboHu
n-11-metun-2,3,4,5-
TeTparngpo-8H-nupnao[4',3"4,5ltneHo[3,2-f][1
2, 4]tpnazono [4,3-a][1,4]gnazenuH

ong?

TH-AMP (90 MIy, CDClg) & 1,7 (1, J = 7

My, 3H), 1,75 (m, 1H), 215 (m, 1H), 2,69
(e, 3H), 3,25 (M, 1H), 3,85 (m, 1H), 4,2 (m,
1H), 4,53 (m, 1H), 485 (m, 1H), 543 (m,
1H), 5,65 (m, 1H), 7,23 - 7,65 (m, 4H).

MS miz (Pos. FAB): 467 (M%)

NPUMEFP 83

6-(2-XnopdeHun)-3-LnknoGy TunokcukapboH
nn-11-meTtun-2,3,4,5-
TeTparugpo-8H-nupuao[4',3"4,5ltneHo[3,2-f][1
2, 4]tpnazono [4,3-a][1,4]gnazenuH

ong?

TH-AMP (90 Mry, CDCly) 8 1,5 - 2,5 (m,
8H), 2,7 (c, 3H), 3.0 - 40 (m, 2H), 40 -
49 (m 1+1+2H), 54-58(m, 1H), 7,4 (m, 4H).

MS miz (Pos. FAB): 468
NMPUMEP 84
6-(2-XnopdeHun)-3-(2-mMeTn-3-4umuaHonponu
nokcu)kapBoHun-11-metun-
2,34 b-teTparngpo-8H-nupnaol4’, 3"
4 BltneHo[3,2-f][1,2,4]Tprwazono [4,3-a]
[1,4]awasennH

TH-amP (90 Mlu, CDClg) & 1,35 (¢, 3H),
1,45 (m, 3H), 1,75 (m, 1H), 2,12 (c, 1H),
2,7 (c, 3H), 3,25 (m, 1H), 3,9 (m, 1H), 4,08
{c, 2H), 4,22 (m, 1H), 4,55 (M, 1H), 4,56
(m, TH), 5,62 (m, 1H), 7,30 - 7,45 (m, 4H).

MS m/z (Pos. FAB): 495 (M*).

NMPUMEP 85

6-(2-XnopdpeHun)-11-meTun-3-(2-MeTUN LUK
OrekCUIoKCUKapOOHUI)-

2,34 b-tetparugpo-8H-nupuao[4', 3"
4 5ltneno[3,2-f][1,2,4]Tprasono
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[4,3-a][1,4]anazennH

8-(2-XnopdeHun)-11-meTun-3-(3-meTunymkn
OTEKCUMNOKCHKapBOHIWN)-
2,34 b-tetparugpo-8H-nupugol[4', 3.
4 bltneHo[3,2-f][1,2,4]Tprasono
[4,3-a][1,4]anazennH

CH

8-(2-XnopdeHun)-11-meTun-3-(4-meTUnymkn
OreKCUMNOKCMKapBOHIWN)-
2,34 b-tetparngpo-8H-nupugo[4', 3"
4 5]tueno[3,2-f][1,2,4]Tprazono
[4,3-a][1,4]anazennH

BhllenpueedeHHble COEOWHEHWT UMEIoT
OOWHAKOBLIE 3HauveHWA B AMP-cnekTpax,
npruBeaeHHble HWXe.

H-amP {90 Mlu, CDClg) s5: 0,7 - 1,0 (g,
3H), 1,0 - 22 (m, 11H), 2,7 (c, 3H), 3,0 -
40 (M, 2H), 40 - 49 (M, 1 + 1 + 2H), 53
-5.8(m, 1H), 7.4 (m, 4H).

MS m/z (Pos. FAB): 510.

MNpenapaTWBHbIA npumep 30

3-LUnknonponunnponnoHoBas kucrnora

O

1
D—(CH > —C-OH
2'z

>

K 5,06 r 3TUMNOBOTO schupa
3-UMKNOMNPONUNAaKPUNOBOR KUCNOTHI AoGaBnatT
100 mn metanona, 100 mn TeTparnapodypaHa 1
2 1 10% nannaguva Ha yrne (coaepxut 50%
BOAbI), NOCNE Yero B TEYSHWe CYTOK rMapupyioT
npy HOpPManbHOW Temnepatype U HOpManbHOM
JaeneHyvn. Katanuaatop OT(WUNBETPOBLIBAIOT,
pacTBOpPUTENE OTFOHAIOT, K ocTaTKy A0OaBna0T
20 mn metadona, 20 mn TeTparugpodypana, 10
Mn BoAel W 7 T rMApoOKcKMAAa HaTpWa W CMech
nepemelmsaoT 3,5 daca npu 80°C. [ocne
OTFOHKM pacTBopuTensa pobaenawT Body W
npomblBaloT  sTunauetatoMm. K nonyueHHoOR
BOoOHOW hase poGaBnAlT MpK oxXnaxgeHuM
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NbAOM BOAHLIA pacTBOp XNOPUCTOBOAOPOLAHOM
kucnotel Ao pH 3, 3artem  sKcTparvpylot
xnopodcopmom 6e3 gobaBneHns conu U cywar
Hap 6e3BofHbIM CynbdaTom mMarHud. PacTsop
rNbTPYIOT, pacTBOpUTENb OTIOHAT U OYUCTKOM
ocTatka  KONOHOMHOW — Xpomatorpadgueld Ha
cunukarene ¢ SnioupoBaHWeM AWXNOpMeTaHOM
nonyyatoT 1,8 r Lenesoro coegnHeHUs.

"H-AMP (90 Mru, CDClg) §: 0,65 - 1,10
M, 2H), 1,10 - 1,85 (m, 5H), 233 (1, J =
7.2 U, 2H), 8,9 (yw. & 1H).

NMPUMEP 86

6-(2-XnopdeHun)-3-(3-LrKnonpoeninmnponuo
HWUN-11-meTnn-
2,3,4 b-teTparngpo-8H-nuprao[4',3' 4 5]TneHo]
3,2-f][1,2,4]tpnaszono [4,3-a](1,4]avazenvH

B 8 M

N,N-gumeTtundopmammuia
pacTeopaloT 50 Mr 3-LUKNONpRONKUNNPONUOHOBOR
KMCMOTHI, 120 Mr
6-(2-xnopdeHun)-11-meTnn-2,3,4,5-TeTparugpo-
8H-nnpugo[4',3". 4,5] TweHo [3,2-f] [1,2/4]
Tprascno[4,3-a][1,4]anasenuHa " 60 r
MoHormgparta 1-rngpokcubeHsoTprasona KM K
NonyYeHHORW CMecK nNpW OXNaMAdgHWKM NbOoM
nobaenawoT 80 Mr
N,N'-auymnknerekcunkapbogummmnga. lNocne
nepemellnBaHUa B TeudeHWe 10 MUHYT cMech
NpodomKaT nepemMellMBaTe CyTkM npu 4°C.
3areMm nepemMelnsaloT 1 4ac NpU KOMHaATHOM
TeMnepartype, pacTBOPWUTENL OTIOHAIOT, K
OCTaTKy OT NeperoHkn Aob6aBnaloT HackIWeHHbIA
BOOHLBIA pacTBOp rmapokapboHaTta Hartpus,
JKCTpArvpyloT  xnopodgopmMoM M cyllart Hag
Oe3BogHbEIM  cynbdaTtom  marHus.  Pacteop
UNbTPYIOT, pacTBOPUTENb OTFOHSAT M OYUCTKOW
ocTatka KOMOHOYHOW  Xpomartcorpaduneld Ha
cunukarens C 3MOUPOBAHUEM CMECHID
ouxnopmeTaH - metaHon (1:99) nonyvatot 110 mr
LeneBoro coefMHeHUs.

H-AmP (90 MIu, CDCl3) 8: 0,70 - 1,05
(M, 3H), 1,06 - 240 (m, 6H), 227 (1, J = 7
My, 2H), 2,87 (c, 3H), 28 - 59 (M, 6H),
7,10 - 7,55 (M, 4H).

MS miz (Pos. FAB)

NMPHUMEP 87

6-(2-XnopdeHun)-3-UMHHaMOoWM-11-MeTun-
2,34 b-teTparugpo-8H-nupuao[4’,
3"4,5]tmeHo[3,2-f][1,2,4]Tpuasono
[4,3-a][1,4]aMazennH

B 8 Mn N,N-guMeTtundopmamMmuia
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pacTeopstoT 80 Mr UMHHaAMoWxnopuga, K
pacTeopy goGaendT 4 Mmn pacteopa 120 Mr
8-(2-xnopdeHmn)-11-metun-

2,34 b-teTparngpo-8H-nupuaol[4', 3"

4 Bltneno[3,2-f][1,2,4]Tprasono
[4,3-a][1,4]anazenmHa 1 160 Mr TpusTUnaMuHa
B N,N-gumeTtunchopmammnge (-60°C, no kannam)
M BCe NepemellnBaloT B Tex xe ycnosusax 30
MWHYT. [locne  OTFOHKKM  pacTBOPUTENA
0o6apnalT  HacblWeHHBIR BOAHLBIA  pacTBoOp
rmgpokapboHata  HaTpug,  SKCTparvpyot
xnopocopmoM M cywar Hag ©Ge3asodHbIM
cynbgarom MarHus. Pacteop
OTPUNBETPOBLIBAIOT, PACTBOPUTENE OTFOHAKT U
OYUCTKOW OCTaTKa KOMOHOYHOR XpomaTorpadren
Ha cunukarene ¢ SMKWPOBaHWEM CMECHID
MeTaHon - gauxnopmetaH (1:99) nonyvatoT 110 mMr
(68%) sarnaBHoro coefWHeHUs.

TH-amP (CDClg) s 1,2 - 2,6 (m, 2H),
248 (c, 3H), 2.8 - 59 (m, 6H), 6,74 (1, J
=151 Tu, 1H), 71 - 7,7 {m, SH), 7,64 (T,
J=151Twu, 1H).

MS m/z (Pos. FAB): 500 (M + H)".
NPUMEP 88
8-(2-XnopdeHun)-11-MeTun-3-(2-MeTUNL KN
onponaHKkapboHun)-
2,34 b-tetparngpo-8H-nupuaol[4',3"4 5lTueHo|

It

3,2-f][1,2,4]tpnasono [4,3-a][1,4]gnazennH

AN
o
5

B 8 Mn N,N-anmeTundopmaMmia
pacTBOPAKT 50 Mr
2-MeTunuuknonponaHkaptoHoBol Kuenotbl, 130
Mr 6-(2-xnopdpeHun)-11-meTtmn-

2,3,4 b-tetparugpo-8H-nupuao[4’, 3" 4 5]
TheHo[3,2-f] [1,2,4]Tpwasono
[4,3-a][1,4]anazennHa U 70 Mr MOHorngpata
1-rmppokcrbeH3oTpuasona, K pacTBopy npu
oxnaxoeHn nbacm  gobasnawT 90 Mr
N,N'-guyuknorekcunkapéogummmiga ] BCE
nepemewwmnsaotr 10 mMuHyT. [lepemellnBaHue
npcaonxkarT cyTki npu 4°C n ewe 1 vac npu
KOMHaTHOM  Temnepartype. [locne  OTTOHKM
pacTeopuTena O00aBNAKT  HaCLIWeHHGLIA
BOOHLIA pacTBOp rMapokapboHaTa HaTpus,
SKCTPArUpyT  XNOPodopMOM W cyllat Hag
0e3Bo4HEIM  cynbdaToM  mMarHus.  Pactsop
OUNETPYIOT, PacTBOPUTENL OTTOHAKOT KM Nocne
OYUCTKKA  MONYYSHHOrC OcTatka  KOMOHOYHOR
XpomaTtorpadueit Ha cunukarene C
SMNIOUPOBaHMEM  CMeChblo  OUXNopMeTaH -
meTaHon (99:1) nonydawT 120 wmr (76%)
LeneBoro coefuHeHus.

TH-aMP {CDClg) §: 040 - 0,72 (m, 1H),
0,72 - 1,00 {(m, 1H), 1,26 (c, 3H), 14 - 24
(M, 2H), 2,68 (c, 3H), 29 - 59 (M, B6H)
7.1 -7,7 (m, 4H).

MS m/z (Pos. FAB): 452 (M + H)*.

MPUMEP 89

6-(2-XnopdheHun)-11-meTun-3-heHnnaueTun
- 2,34 b-tetparugpo-8H-nupugol4’,
3"4,5]TneHo[3,2-f][1,2,4]Tpnasono
[4,3-a][1,4]anazenuH
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B 4 M

N,N-guMeTtuncopmamMmuia
pacTeopaT 120 mMr 6-(2-xnopdeHnn)-11-metun-
2,34 b-Ttetparngpo-8H-nupugo[4', 3"

4 5]tneHo[3,2-f][1,2,4]Tpraszono [4,3-a]

[1,4] ovasennHa v 160 Mr TpusTUNaMMHa W
nofyYeHHbI pacTBop no kannsm npu -60 °C
npubaensaoT K pacTeopy 60 Mr xrnopaHrugpuia
heHUnykeycHoid  kmenotel B 5 MmN
N-oumetundopmamuaa.  [locne  okoHYaHWs
peakuM pacTBOpUTENE OTIOHAKT, K OCTaTKY
no6aBnAwT  HAaCcLIWEHHLIA BOAHLIA  pacTBOp
rmgpokapboHata  HaTpus,  SKCTparvpylor

xnopochopmMoM M cywar Hag ©Ge3sodHbIM
cynbcbatom MarHua. PacteBop  WUnbTpyioT,

PACTBOPUTENL OTFOHAKOT W OYUCTKOW OCTaTKa
KONMOHOYHOW XpomaTtorpachuer Ha cunukarene ¢
3MIOMPOBAHNEM  CMECHLID  OWXIIOpMEeTaH -
metaHon (99:1) nonydator 110 mr  (69%)
LeneBoro CoefMHEHMS.

H-AMP (CDClg) & 1,0 - 2,6 (M, 2H),
2,61 n 2,66 (oba ¢, Bcero 3H), 2,8 - 6,0 (M,
BH), 3,69 n 3,77 (0oba yw. c, Bcero 2H), 6,8
- 7,7 (m, OH).

MS m/z (Pos. FAB): 488 (M + H)™.

NMPHUMEP 90

6-(2-XnopdpeHun)-11-metun-3-(3-metTunkpoT
OHOWN)-
2,34 b-tetparngpo-8H-nupuao[4',3':4 B]tneHo[
3,2-f][1,2,4]Tpnazono [4,3-a][1,4]anazenvH

CH3 s \*I

)

B 4 Mn N,N-guMeTtuncopmamMmuia
pacTeopaT 120 Mr 6-(2-xnopdernn)-11-metun-
2,3 4 b-tetparngpo-8H-nupuaol[4', 3"

4 5]tneHo[3,2-f][1,2,4]Tprnaszono [4,3-a]

[1,4] onasenuHa W 160 Mr TPUSTUNAMUHO W
nonyJYeHHbIA pacTeop npubaenawT npu -60°C K
PacTBOPY XNCpaHrMapuaa 3-MeTUNKPOTOHOBCH
KMCMOTEI (50 Mr) B 5 Mn N,
N-oumetundopmamuaa. locrne 3aBeplueHud
peakun pacTBOpUTENbL OTFOHAKT, K OCTaTKy
no6aBnAT  HachIWEeHHLIR BOAHLIA  pacTBOp
rmapokapboHata  HaTpua,  SKCTparvpyloT
xnopodopMoM W cywar Haj 6e3aBoiHbIM
cynbchbatom  MarHua. PactBop  dunbTpylorT,

PacTBOPWUTEMb  OTIOHAKT WM OYUCTKOMN

Nony4YeHHoro ocTarka KOMOHOYHONR
XpomaTtorpadueit Ha cunukarene c
SNIOMPOBAHWEM  CMechblo  JWXNOopMeTaH -

meTaHon (99:1) nonydyalotr 130 Mr uenesoro
COEVHEHNS.

HAMP (CDClg) 8 - 10 - 2,5 (m, 8H),
2,7 {c, 3H), 2,8 - 59 (M, 6H), 6,73 (yw. o,
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1H), 7,1 - 7,6 (m, 4H).
MS m/z (Pos. FAB): 452 (M + H)*.
NPUMEP 91
8-(2-XnopdeHun)-11-meTun-3-((TpaHc)-2-tpe
HWUNLUKKNoNponaHKkapboHun)-
2,34 b-tetparngpo-8H-nupugo[4', 3"
4 5]tneHo[3,2-f][1,2,4]Tpraszono [4,3-a]

[1,4]awasenuH
cua_lf\n
4]
S

B 12 M N,N-aumeTundopmammaa
pacTBOpaoT 70 Mr
TpaHc-2-peHun-1-uuknonponaHkapGoHOBOR
kucnotel, 120 wMr 6-(2-xnopdeHnn)-11-mMeTun-
2,34 5-tetparugpo-8H-nupugol[4', 3.

4 5]tueno[3,2-f][1,2,4]Tprazono
[4,3-a][1,4]anazenHa U 60 Mr mMoHorngpata
1-ropoKkcMbeH3oTpUasona M K NoNnyYeHHOMY
pacTBOpY MNpW oxXnaxdeHWUW NsaoMm npubaengioT
80 Mr N,N'-auyunknorexkcnnkapsogummmoa.
Mocne nepemelwMBaHUs B TedeHue 10 MUHYT
CMECH NepemMellBaloT cyTki npu 4°C 1 ewe 1
vac npw KOMHAaTHOMR TeMneparype.
PacTBopuTens OTroHAKT, K ocTartky JoBaenawT
HaCLILWEeHHbIA BOAHLIA pacTBOp rmapokapboHaTa
HaTpKUs, SKCTParnpytoT XNMopodopMoM K cyar
Hap 6e3BogHbLIM cynbdaTom marHua. Cynbdcbar
OTUNBETPOBLIBAKOT, PACTBOPUTENL OTIOHAKT U
OYMCTKOM MOMyYeHHOro ocTaTka  KONCHOYHOW
XpomaTtorpadueit Ha cunukarene C
SMIOMPOBAHNEM  CMECHID  OWXIIOpMeTaH -
meTaHon (99:1) nonydyalor 160 Mr uenesoro
COSOMHEHWA.

TH-AMP (CDCly) 5 1.4 - 2,8 (m, 6H),
2,66 (c, 3H), 2,8 - 5,8 (m, 6H), 6,5- 7,7 (m, 6H).

MS m/z (Pos. FAB): 514 (M + H)*.

MPHUMEP 92

8-(2-XnopdeHun)-11-mMeTun-3-(«
-MeTUnUUHHamMoun)-2,3,4,5-
TeTparngpo-8H-nupngo[4',3"4,5]tneHo[3,2-f[1
2 4]tpraszono [4,3-a][1,4]aMazennH

on=? N

TH-AMP (CDClg) & 1,7 - 2,5 (M, 2H),
214 (g, J =4 Ty, 3H), 2,72 (c, 3H), 28 -
59 (m, 6H), 6,87 (k, J = 4 Tu, 1H), 7,0 -
7.7 (M, SH).

MS miz (Pos. FAB)

MPUMEP 93

6-(2-XnopdeHun)-11-metun-3-(4-nnprnaunTtm
ojauetnn-2,3,4,5-
TeTparngpo-8H-nupngo[4',3"4,5]tneHo[3,2-f[1
2 4]tpraszono [4,3-a][1,4]aMazennH
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TH-amP (CD30OD-CDCl3) &1 1,4 - 2,6 (m,
2H), 2,68 (c, 3H), 2,8 - 59 (m, 6H), 3,82
(yw. ¢, 2H), 7,05 - 7,6 (m, 6H), 8,1 - 8,6 (M, 2H).

MS miz (Pos. FAB): 521 (M + H)™.

NMPUMEP 94

6-(2-XnopdpeHun)-11-metun-3-(3-cpeHrnnnpon
noHun)-2,3,4,5-
TeTparugpo-8H-nupuao[4',3"4,5]tmeHo[3, 2-f][1
2 4]tpuasono [4,3-a][1,4]amasenuH

TH-AMP (CDClg) 8. 1,0 - 2,3 (M, 4H),
2,66 (c, 3H), 2,65 - 315 (M, 2H), 28 - 59
{m, BH), 6,65 - 7,65 (m, 9H).

MS miz (Pos. FAB): 502 (M + H)".

NMPHUMEP 95

6-(2-XnopdpeHun)-11-metun-3-[3-(3-n1puamn
Jakpunoun-2,3,4,5-
TeTparngpo-8H-nupngol[4',3".4,5]tneHo[3,2-f][1
2. 4]tprazono [4,3-a][1,4]aMaszenuH

o e

H-AMP (CDClg) 6 : 1,5 - 2,5 (v, 2H),

2,68 (c, 3H), 30 - 58 (M, 6H), 683 (yw.
a J =155 u, 1H), 7,15 - 790 (M, B6H),
76 (g, J =155 Ty, 1H), 83 - 85 (m, 1H),
8,64 (yw. c, 1H).

MS miz (Pos. FAB): 501 (M + H)™.

NPUMEFP 96

8-(2-XnopdeHun)-3-(3-LNKIorekcunponmoH
un)-11-metun-2,3,4,5-
TeTparngpo-8H-nupnao[4',3"4,5]tneHo[3,2-f][1
2, 4]tpnazono [4,3-a][1,4]gnazenuH
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"H-AMP (CDClg) 8. 0,6 - 25 (m, 15H),
228 (yw. 71, J =8 Tu, 2H), 2,66 (c, 3H),
2,8-59(m, 6H), 7,1 - 7,6 (m, 4H).

MS m/z (Pos. FAB): 508 (M + H)*.

MPUMEP 97

8-(2-XnopdeHun)-3-(4-dpropderun)anetmn-1
1-MeTun-2,3.4,5-
TeTparngpo-8H-nupuao[4',3"4,5ltnero[3,2-f][1
2, 4]tpnazono [4,3-a][1,4]gnazenuH

L e

TH-AaMP (CDClg) &0 1,0 - 24 (m, 2H),
2,66 (c, 3H), 2,8 - 59 (M, 6H), 3,65 (yw.
c, 2H), 6,65 - 7,60 (m, 8H).

MS m/z (Pos. FAB): 506 (M + H)".

NPUMEP 98

8-(2-XnopceHunn)-3-(4-unaHobytanown)-11
-MeTun-2,3 .4,5-
TeTparugpo-8H-nupuao[4',3" 4, 5ltneHo[3,2-f][1
2. 4ltpnaszono [4,3-a][1,4]arazenuH

0 ong?

TH-AMP (CDCl3) & 14 - 2,3 (m, 4H),
2,30 - 2,65 (m, 4H), 2,67 (c, 3H), 28 - 58
(m, BH), 7,1 - 7,6 (m, 4H).

MS m/z (Pos. FAB): 465 (M + H)*.
MpenapaTUBHbIA NpuMep 31
OTWNOBLIA achup
TeTparngponupaH- A4’a-chyCHOI7I KMCNOThI
o

1
0 H-C-OC_H

MpK oxnaxgeHun neaoM K pacteopy 6,72
(30 mmonedn) ghatundocdostunayerara 8 100
Mn oumeTtundopmamuia gobasnawot 1,2 r (30
MMOnNeR) rnapuaa HaTpusa Ku nepemelliearot 10
MUHYT. 3aTeM K CMecH NpW OXNaXAeHUA NeaoM
JobasnsawT 2,5 r (25 MMONeR)
TeTparngpo-4H-nupaH-4-oHa, TemnepaTypy
NOBLILLAT A0 KOMHATHOW W MepemMellnBaHne
npcaomnxkawtT 2 vaca npu  80°C. [eccne
OKOHYaHWe peakuynn AobasnalT sTvnauerar,
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NPOMbIBAOT HACHILLEHHBIM COMNEBLIM PacTBOPOM
W cywart Hag cynbdaToMm MarHua. Pacteop
KOHLEHTPUPYHOT NPK NOHWMEHHOM JaBMeHWn W
OYWCTKOW OCTaTKa KONMOHOYHOW XpomaTtorpaduei
Ha cunukarene ¢ sniKMpPoOBaHNEM CMECHIO reKcaH
- gTunauertar (9:1) nonydawT 4.2 1 Uenesoro
npeoaykra B BUAe CBETNO-KENTOro MacnsaHUCTOro
BellecTea.

"H-AMP (CDCly) s: 1,3 (1, J = 7.2 Tu,
3H), 2,0 - 23 (M, 2H), 3,0 (yw. c, 2H), 3,8
{r, J =54 Iy, 2H), 40 - 43 (m, 2H), 41
{k, J =72 Ty, 2H).

[MpenapaTVBHBIA NpyMep 32
3TUnoBbIf schnp
4-TeTparngponupaHnyKCyCcHOW KUCNoThbI
o

1
o) H - C-0C H
Zz Z 5

B 50 mn mertaHona pacTBOpPAWT 2 T
aTunoBoro adupa
TeTparuaponupaH- ,*+®ykcycHol  kucrioTel, K
pacTeopy AobBaensioT 10% nannagwid Ha yrne u
CMech ragpupyioT 3 yaca. [locne punsTpoBaHus
KaTanusatopa W KOHUEHTPUPOBaHWA  NpuU
MNOHWEHHOM OaBMneHWK peakyMoHHOR cmecH
nony4arT 1,6 r LeneBoro Npoaykra.

TH-AMP (CDCly) &: 1,1 - 2,3 (m, TH),

1,3 (r,J =72 Tu, 3H), 32 - 386 (tp. 4, J
=126 lu, 29 Tu, 2H), 3,8 - 43 (M, 2H),
41 (k, J = 7,2y, 2H).

MpenapaTUBHbLIA Npumep 33

4-TeTparnaponMpaHunykcycHas Kkucnota

o
11
0 H_-C-0OH
Z
K 0,9 r 9TUNOBOTO achupa

4—TeTpaI’VI,CI,pOI'IleaHVIJ'IchyCHOI:;I KWCNOThbI
pobaenawt 20 mn metaHona, 10 mneogsl v 11
TMOPOKCKMAA HAaTPKUS W NepemellnBaloT 1 vac npu
80°C. PacreopuTeNb OTIOHSIOT, K OcTaTKy
JobapnawT  Body, Mocne MNpoMbIBaHWA
sTUnaueTaTtoM NOAKUCHAKT BOAHLIM PacTBOPOM
XNOPUCTOBOAOPCAHOR  kMcnoTel Ao pH 3,
IKCTPArvpyloT xnopodopmom 6e3 gobasneHua
conn W cywar Haa 6e3sogHbIM  cynbchaTom
marHusl. PacTeop dmvnbTpyoT M NOCMNE OTIOHKM
pacTeopuTens nonyyawt 0,87 T chiporo
LeneBoro npoaykra.

"H-AMP (CDCl3) 8 : 10 - 24 (m, 5H),

2,28 (yw. g, J =65 1Ty, 2H), 337 (1p. 4, J
= 1156 Ty, 29 Ty, 2H), 3,7 - 41 (m, 2H),
7,85 (yw. ¢, 1H).
NPUMEP 99
8-(2-XnopdeHun)-11-metun-3-(TeTparugpon
mpaH-4-nmjaueTun-2,3,4 5-
TeTparngpo-8H-nupnao[4',3"4,5]tneHo[3,2-f][1
2, 4]tpnazono [4,3-a][1,4]aMazennH

TH-AMP (CD3OD-CDCl3) & 0,9 - 2,4 (wm,
9H), 2,67 (c, 3H), 2,8 - 59 (m, 10H), 71 -
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7.5 (m, 4H).
MS m/z (Pos. FAB): 496 (M+H)".
MNpenapaTWBHbIA Npumep 34

TeTparnaponupaH-,*2-ykcycHas kcnota
o

]
0 H-C—-0OH

K 0,8 r 9TUNOBOTO sthupa
TeTparugponupaH-  A*PykoycHoit  kucnoThl
aobaenateT 20 mn metaHona, 10 Mn Boabl U 1 T
rMOpoKcKMaa HaTpua W CMechk Nepemellneait 2
yaca npu 80°C. MNocne OTroHKM pacTBOpPUTENS K
cMeck [O00aBnAlT  BOAY W NPOMbIBAOT
sTunauetatoM. BoAaHyw <hasy nNoAaKMcnsoT
COMNAHON KUCNOTOW A0 KWUCMOW peakuun, nocre
Yero sKkeTparvpyloT STUNaLeTartoM B YCNOBUSX,
WCKNIoYaLWKX obpasoBaHe cConu, W cyllar Haj
0e3BogHbEIM - cynbdaTtom  marHus.  Pacteop
OUNLTPYIOT, PAcTBOPUTENE OTTOHAKT M Nocne
OUMUCTKA  MOMYyYeHHOro OcTatka KOMOHOMHOW
XpomaTtorpadueit Ha cunukarene c
SMIUPOBaHWEM AUXnopMeTaHom nonyvatwt 0,17
r (25%) uenesoro npofykra.

"H-AMP (CD3OD-CDClg) §: 2,34 (yw. T,
J =54 Ty 2H), 298 (yw. 1, J = 54 Ty,
2H), 3,50 - 395 (m, 4H), 566 (yw. c, 1H),
8,45 (yw. ¢, TH).

NPAMEP 100

8-(2-XnopdeHun)-11-metun-3-(tetparngpon
WpaH-A*2-auetnn)-2,3,4,5-
TeTparugpo-8H-nupuao[4',3" 4, 8ltneHo[3,2-f][1
2. 4ltpnaszono [4,3-a][1,4]arazenuH

CH3 s \N

TH-amP (CDClg) & 14 - 25 (m, 2H),
210 - 241 (m, 2H), 241 - 2,80 (m, 2H),
2,67 (c, 3H), 2,8 - 59 (m, 6H), 3,45 - 3,90
(m, 4H), 5,72 (yw. ¢, 1H), 7,15 - 7,50 (m, 6H).

MS m/z (Pos. FAB): 494 (M + H)".

MPAMEP 101

8-(2-XnopdeHun)-3-[(TpaHc)-3-41KNonponun
akpunoun] -11-metun-2,3,4,5-
TeTparngpo-8H-nupuao[4’, 3"
4 Bltneno[3,2-f][1,2,4]Tprasono
[4,3-a][1,4]anazenuH

TH-AMP (CDCl3) 5 040 - 1,15 (m, 4H),
12 - 2,6 (M 3H), 2,66 (c, 3H), 2.8 - 60
(M, BH), 6,13 (a, J = 21,6 U, 1H), 6,25
(0B. A, J =216 Iy, 144 Ty, 1H), 71 - 7.5
(M, 4H).

MS m/z (Pos. FAB): 464 (M+H)".

MPUMEP 102
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8-(2-XnopdeHun)-3-[{TpaHc)-3-UMKNonponun
akpunown] -8,11-meTtun-2,3,4,5-
TeTparugpo-8H-nupuao[4',3"4,8ltneHo[3,2-f][1
4)omasenuH

3
n 5
H=CH-C—-H
| | cn

(1) MonyyeHne 3TUMNOBOIO sthupa
TPAHC-3-LUKNONPONMIaKpHUIOBOR KUCMOTEI
o

11
H=CH-C—0C_H
Z 5

B 300 MI N,N-anmeTtmundopmammaa
pacTeopsaloT 38,38 stunoBoro  adupa
ANaTUNPCCHOHOYKCYCHOR KUCIOTLI, K pacTBOpyY
poGasnawT npy 0 °C 6,85 r rugpuaa HaTpua
{60%), nepemelwwmnpatoT 30 MUHYT NPU KOMHATHOR
Temnepatype 1 npu 0°C no kannam npwaBnawoT
10 r LMKnonponaHansaernia. MNocne
nepemMelLnBaHMa 2 4aca MpWu  KOMHAaTHOM
Temnepartype A00aBNAOT NeasHyo Boay, 3aTem
AKCTPArMPYT 3hUPOM, NPOMLIBAKOT BOOOA W
cywart Hag 6e3BogHbIM GynbdhaTtoMm MarHus.

PacTteop puneTRYIOT [ OYUCTKOH
KOHLEHTPUPOBAHHOTO  OCTaTKa  KONCOHOYHCH
XpomaTtorpaduneid Ha cunukarene c

anoMpoBaHMeM CMecChblD sTunauertat - rekcad
(2:98) nonyvawt 11,18 r (60%) aarmaBHoro
coeguHeHWs B BWae TpaHc-uzomepa.

"H-AMP (CDClg) s: 04 - 1,1 (m, 4H),
1,26 (1, J = 7,2 Ty, 3H), 1,3 - 1,8 (M, 1H),
413 k, J = 7,2 Ty, 2H), 582 (g, J = 155
My, 1H), 6,37 (as. 4, J = 15,5 My, 10,1 Iy, 1H).

(2) MonyyeHne
TPaHC-3-LWKNONPONMNaKkpUIoBOW KAGIOTEI

o
I
H=CH-C—-OH
K NonyYeHHoOMy BhILLENpUBEASHHOM
cnocofom STUIOBOMY achupy

TPaHC-3-LMKNONRONMUIAKPUIOBOA KWCNOThI
(11,18 ) goGasnawT 100 Mn metaHona, 50 mn
Bodbl U 1 T ruapokcuaa Hatpus U HarpeeatoT 1,5
vaca npw 80°C. MNocrne KoHUEHTpUpoBaHWS Ans
co3faHnA  KACNOR  cpedel  goGasnsior
KOHLEHTPUPOBaAHHYK) COMNAHYK KACMOTY, 3arem
FKCTPATMPYOT  XNOPOQOPMOM, NPOMbIBAKOT
HACkILWEHHBIM COMeBLIM PACTBOPOM M cylaT Hag,
Oe3BogHLEIM  cynbaTtoM mMarHua.  Cynodhar
OTPUNLTPOBLIBAIOT K NOCINE KCHUEHTPUPOBAHWA
nony4yatoT 8,82 r (99%) ueneeoro npogykra.

TH-AMP (CDClg) s 0,3 - 1,2 (M, 4H),
12 - 19 (m 1H), 583 (@, 4 = 151 Tu,
1H), 6,47 (gB. A, J = 151 Ty, 8,5 My, 1H),
9,06 (yw. c, TH).

(3)
8-(2-XnopdeHnn)-3-[(TpaHc)-3-Lmknonponunakp
unownn] -8,11-aumeTun-

2,34 b-teTparngpo-8H-nupugol[4’, 3.
4 5]tueHo[3,2-f][1,2,4]Tprazono [4,3-a]
[1,4]awasenuH
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B 12 M N,N-aumeTundopmammaa
pacTBOPAKT 90 Mr
TPaHC-3-LUKNONponMNakpunoBoi kncnotel, 120
Mr MeHormgparta 1-rngpokcubeHsoTprasona U
240 wmr 6-(2-xnopcdenun)-8,11-gumetnn-2,3,4,5-
TeTparngpo-8H-nupugo[4', 3"

4 Bltneno[3,2-f] [1,2,4]Tpraszono
[4,3-a][1,4]anazenuHa, K nonyYeHHoMy
pacTeopy MNpy oxnaxgeHWW nedom goGasnsawoT
160 Mr 1,3-guurKnorekcunkapboguummnaa,
nocre Yero NepemMellrBaloT 9 Yyacos npu 4°C ©
1 yac npw KoMHaATHOW Temnepatype. [locne
KOHUEHTPpUpOoBaHMA L0CaBNAT HackIWEeHHbIR
BOOHBIA pacTBop ruapokapboHaTta HaTpus,
FKCTPArvpyT  XNOPOOPMOM WM cyllar  Hag
Be3BodHEIM  cynbdpaTom  marHus.  Pacteop
DUNETPYIOT,  UNbLTPaT  KOHUESHTPUPYIT U
OYWCTKOW OCTaTKa KOMOHOYHOW XpomaTorpaduei
Ha CUNUKarene ¢ SMKUPOBAHWEM CMEeChl
MeTaHon - auxnopmetaH (1:99) nonyvatoT 240 mr
(sbixog 80%) ueneBoro CoefnHeHKs.

TH-AaMP (CDCl3) 8 04 - 1,1 (m, 4H),
1,35 - 2,00 (M, 2H), 2,0 - 26 (M, 1H), 2,09
(g, J =68 Ty, 3H), 265 (c, 3H), 28 - 41
(M, 2H), 41 - 53 (m, 2H), 426 {k, J = 68
ly, 1H), 6,15 (gB. 8, J = 19,8 'y, 1H), 6,31
(oe. g, J =198 Tu, 151 Iy, 1H), 7,10 -
7,55 (m, 4H).

MS m/z (Pos. FAB): 478 (M + N) ™,

MPHUMEP 103

6-(2-XnopdeHun)-3-LuknobyTaHkapboHun-8,
11-aumeTnn-2,3,4,5-
TeTparngpo-8H-nupuao[4',3"4,5ltneHo[3,2-f[1
2 4]tpuazono [4,3-a][1,4]aMazenuH

CH
3

B 8 Mn N,N-anmeTundopmaMmia
pacTeepaT 40 Mr LMKnoBytaHkapboHOBOR
KCNoThI 7] 120 Mr
6-(2-xnoptheHun)-8,11-gumetnn-2,3,4,5-
TeTparugpo-8H-nupuao(4’, 3" 4.5]
TeHo[3,2-] [1,2,4] TpWasono

[4,3-a][1,4]anazenMHa WM K NONyYeHHOMY
pacTBOpY NpW OXNaKaeHWW NbdoM Aobasnsior
80 mr 1,3-guumKnorekcunkapbogumMmMga, nocne
Jero nepemellnBaloT 9 yacce nNpu 4°C 1 1 yac
npu KOMHAaTHOH Temneparype. Mocre
KOHLIEHTPUPOBaHWA [00aBNalT HacbILLEeHHbIHR

BOOHLIA pacTBop ruapokapboHata HaTpus,

3aTeM SKCTPparvpylT xnopodopMoM W cywat
Hag Oe3poaHbIM cynbdaToMm marHma. Pacteop
DUNETPYIOT,  KOHUEHTPUPYIOT U OYUCTKCH
KOHLEHTpaTa KONOHOMHOW Xpomartorpachuned Ha
CvMnuKarene c snwKMpoBaHWMeM CMeCbld MeTaHon -
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amxnopmetaH (1. 99) nonyyaotr 120 mr (BbIXOL
82%) ueneBoro coeguHeHWs.

TH-amP (CDClg) s 1,2 - 2,8 (M, 8H),
2,09 (g, J =68 Ty, 3H), 2,65 (c, 3H), 2,85
- 3,80 (M, 3H), 3,8 - 4,6 (m, 2H), 4,25 (k
J =68 Ty, 1H), 48 - 53 (m, 1H), 7,0 -
7.6 (M, 4H).

MS m/z (Pos. FAB): 466 (M+H)*.

NPUMEP 104

6-(2-XnopdeHnn)-3-uuknoneHTaHkap&oHun-8
J11-gumeTtnn-2,3,4,5-
TeTparugpo-8H-nupuao[4',3"4,8ltneHo[3,2-f][1
2. 4ltpnasono [4,3-a][1,4]anazenuH

CH
3

B 8 wmMn N,
pacTeopsoT 50 Mr umknoneHtTaHkapOoHOBOHA
KUCnoThl “ 120 Mr

N-gumeTuncopmamuaa

6-(2-xnoptheHun)-8,11-gumetnn-2,3,4,5-
TeTparugpo-8H-nupuao[4',3"4,5ltneHo[3,2-f][1
2 4ATprnasono  [4,3-a][1,4]aMasenmMHa U K
nony4eHHoOMY PacTBOPY NPW OXMNaXKaeHWW NbO0oM
nobaBnaloT 80 Mr
1,3-OMUKMKNOrekcunkapboguumuaa, nocne 4ero
nepemelLnBaloT 9 Jacos nNpr 4°C 1 aatem 1 yac
npwM KOMHAaTHOMK Temneparype. Mocne
KOHLEeHTPUpoBaHMA AoCaBNsaoT HaCbIWEHHbIA
BOAHLIA pacTBOp rugpokapboHata HaTpWs,
3aTeM SKCTparnpytoT XnNopodopMoM W cylar
Hag OeapofHEIM cynbdaToM marHua. PacTteop
DUNBTPYIOT,  KOHUEHTPUPYKOT 1 OYUCTKOM
KOHLeHTpaTa KONOHOMHOW Xpomatorpacdueld Ha
chnnkarene ¢ snlupopaHiem CcMeCbrd MeTaHon -
aumxnopmetad (1:99) nonydator 110 mr (73%)
ueneBoro coegWHeHMA.
TH-AMP (CDClg) s 1,1 - 21 (M, 8H),

21 (g, J = 6,8 Iy, 3H), 21 - 31 (™, 1H),
2,66 (c, 3H), 3,1 - 40 (M, 2H), 40 - 53
(M, 2H), 4,26 (x, J = 6,8 Tw, 1H), 7,1 - 7,6 (M, 4H).

MS miz (Pos. FAB): 480 (M+H)*.

MpenapaTUBHbIA Npumep 35

N-(BeHannokcrkap&oHWn)-3-NMpPPOIMANHON

OH

B 500 mn xnopodopma pacteopdleT 30 1
3-nnpponuavHona, K pacteopy fobaensioT 53
MN TpUaTMNaMMHa W 3ateM MNpu  KOMHaTHOM
TEMMepatype Mo Kannam  NocTeneHHo
npubasnsawT 52 M
BeHannokcukapboHunxnopuaa. Mo oKoHYaHWUM
peakuUh peakLMOHHYIO CMeCck NepPeHOCHT B BOSY
N 3KCTparvpyoT xnopocopMom. PacTeoputens
OTFOHAOT MPW  MOHWKEHHOM [3BMAeHWW U
OYUCTKOW OCTaTKa KOMOHOYHOW XpomaTtorpachuen
Ha cunukarene c SMIOUPOBAHWEM  CMEChH
rekcaHstunagetar nonydawrt 70,67 r uenesoro
npoaykra.
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TH-amP (90 Mluy, CDClg) 8: 1,7 - 21 (M,
2H), 2,8 - 32 (M, 3H), 32 - 3,7 (M, 4H),
42 -45(m, 1H), 5,1 (¢, 2H), 7,3 (c, 5H).

MNpenapaTWBHbIA Npumep 36

N-(BeHannokcKkapOOoHUM)-3-NUPPONMACH

o

-

K pacteopy 150 M™Mn  xnopaHruapuaa
LaBensBon KACNOThI B 2 nuTpax
ANXNOPMETUNEHA MOCTENEHHO B TOKE aproHa
npyv Temnepatype ot -70°C po -50°C
npubasngdotT 245 mn  guMmetTuncynedokcuaa,
3ateM Mo kannam npubasnawT pacteop 70,67 r
N-(@eH3annokcnkapboHun)-3-nupponuguHona  u
nocne npubasneHWs no kannam 720 mn
TPUaTUNAMWHA TemnepaTtypy cMeck NOoBbIWAaT
A0 KOMHaTHOW. [locne OKOHYaHWS peakuuu
peakyMOHHYD CMEecb BbINMMBAKT B BOOY,
FKCTPATUPYIOT OUXTIOPMETUNEHOM, MOCMe 4Yero
pacTBOPUTENL  OTIOHAKT MPU  NOHUMKEHHOM
JaBneHnd. O4YMCTKOR  ocTaTKa  KONOHOYHOR
Xpomatorpadueid ¢ SNUPOBAHUEM  CMECHID
rekcaH - stunagerar nonydawtr 6555 1
LeneBoro NpoayKkra.

TH-AMP (90 My, CDClg) s: 2,6 (1, J =
75 Tu, 2H), 3,7 - 40 (m, 4H), 512 (c,
2H), 7.3 (c, 5H).

MNpenapaTWBHbIA nNpumep 37

2-AMUHO-3-(2-xNopbeH3oun)-5-0eHanNoKeuKa
pboHun-4,6- gurngpoTueHo[2,3-c] nuppon

B 300 mn gnmeTundopMaMmaa pacTBOpAOT
coeduHeHWe npenapartyMBHOroO npumepa 36
(66,55 1), 54,3 r 2-xnopuwaHoaueTodeHoHa U
9,9 1 cepbl, K pacteopy nobGaenawT 45 mn
TPUaTUNAMWHA U CMeCk HarpeBaloT 2 vaca npu
60°C. Mo OKOHYAHWX peakuMK pacTBopUTENb
OTTOHAKT NPW  MOHWKEHHOM  JaBneHWn U
OYWCTKOW OCTaTKa KOMOHOYHOW XpomaTorpaduei
C SMUPOBAHWEM CMECHID rekcaH - stunaugertar
nonyvaT 68,4 r uenesoro NpoaykTa.

TH-amP (90 My, CDClg) & 3,4 - 3,9 (m,
2H), 4.3 - 46 (m, 2H), 498 1 5,02 (0oba c,
Bcero 2H), 7,0 - 7,6 (m, 11H).

MNpenapaTWBHbIA Npumep 38

2-BpomayeTunamuHo-3-(2-xnopbeHsoun)-5-6
eHsunnokcukapboHun-4,6-gurugpoTreHo
[2,3-c]nuppon

o . H p L+]
@—CHZ—O—!:I—H/\‘T \)
I o Br
i
2
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K cmecn 6800 mn Tonyona u 150 mn Bogsl
noGaenaoT 68,4 r coegMHEHUs npenapaTUBHOMO
npumepa 37, 3artem pobGaenawt 335 1
rmopokapboHaTa HaTpWS, nocne Yero npu 60°C
no  kannam  npwbaenawt 25 M
BpomavleTunépoMuoa. 1o CKOHYaAHWMK peakumm
PEeaKLWOHHY I cMech BbINMMBAKOT B
AUXNOpMETUNEH, NpoOMbIBAOT BOJOH,
PACTBOPUTENL  OTTOHAKT  MPU  NOHUMKEHHOM
JaBneHWKM U NONYYeHHBIA OCTATOK MPUMEHRAKT
Be3 QononHUTENEHOR OYUCTKKM B NOcCnemyowWwen
peakL .

TH-amP (90 MIu, CDCl3) s: 3,50 - 3,95
(M, 2H), 4,08 (c, 2H), 43 - 4,7 (M, 2H),
5,03 1 5,07 (oba ¢, Bcero 2H), 7,0 - 7,6 (m, 10H).

MpenapaTUBHBIA Npumep 39

2-AMWHOaLeTUNaMUHO-3-(2-xnopbeH3ounn)-5-
BeHannokcukapboHun- 4,6-auMrnapoTueHo
[2,3-c]lnuppon

0 Iy

©-C " 5
H_-0-C-H
Z

CoedMHeHWe npenapaTMBHOMC npumepa 38
pacTBopsAlT B 3,5 NUTpa sTnnaueTara v pacTeop
HacklWaloT 8 4YacoB razoobpasHbiM aMMUAKOM.
HepacTBopuMbIE HeopraHWdeckne BellecTBa
OTPUMNBETPOBLIBAKOT,  MOMYYEHHBIA  dunsTpar
PA3rOHAT NpW  MNOHWKEHHOM AABNEHUM C
yaaneHWeMm pacTBOpUTENs W UnNsTpoRaHWEM
06pa3oBaBLUIMXCS KpUCTANNeoB nonydvawT 41,9 1
LeneBoro npodykra.

TH-AMP (90 MTu, CDCly) s: 3.3 - 3,9 (M,
4H), 44 - 47 (m, 2H), 5,02 n 506 (oba c,
Bcero 2H), 7,0 - 7,5 (m, 11H).

MpenapaTrBHbIA Npymep 40

5-(2-XnopdeHun)-7-6eHannokcrukapboHun-
8,8-anrngpo-1H, 3H-nupponol4',3".

4 5]tneHo[3,2-f][1,4]gnasenmH-2-oH

Ot
e

B omecn 250 mn GeHsona u 500 mn
nMpuanHa pacteopaT 38,5 1 coeguHEeHUs
npenapaTnMeHoro npumepa 39, K pacTBopy
pobaenawT 5,2 MN YKCYCHOR KMCNOThl U CMECH
HarpeeaoT npn 120°C ¢ yaaneHWeM U3 CUCTEMbI
obpaayilowerica Boasl. o OKOHYaHWKM peakuun
PEaKUMOHHYIO CMeCb  KOHUEHTPUPYIOT — npu
NMOHWMEHHOM JaBMeHUM W OYMCTKOR ocTaTtka
KOMOHOMHOW XpomMaTorpaduei ¢ snioupoBaHeM
CMECblo rekcaH - sTunauerar nonydawt 21 r
LeneBoro npoaykra.

TH-amP (90 Mry, CDCl3) & 3,6 - 3,8 (m,
2H), 4,42 (c, 2H), 4,3 - 47 (m, 2H), 5,06
{c, 2H), 7,0 - 7,5 (m, 10H).

MpenapaTuBHbIA Npumep 41

5-(2-XnopdeHun)-7-6eHannokcukapboHun-
8,8-amrmgpo-1H, 3H-nupponol4',3":

4 bltneHo[3,2-f][1,4]anasennH-2-TUOH

H o]
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O
e

B 300 mn Tonyona pacteopawr 13,7 T
coefMHeHWs npenapaTnBHoro npumepa 40, K
pactBopy pobaBrsoT  peaktue  PoHcoHa
[2,4-6uc(4-meTokCcUDeHNN)-1,3-anTna-2,4-augoc
thetaH-2,4-ancynshmua] n Bce HarpesawTt 15
MUHYT npym 80°C. Mo OKOHYAHWM  peakumu
pacTBOPWUTENE  OTFOHAKT MNPU  NOHWXEHHOM
JaBneHWM W OYWUCTKOM ocTaTka KOMOHOYHOR
Xpomartorpareid ¢ aNMPOBAHWEM  CMECHID
rekcaH - stunauerart nonydyatot 9,3 T LeneBoro
coefHeHWs.

TH-AMP (90 MTy, CDClg) 6: 35 - 3,9 (m,

2H), 4,3 - 4,7 (M, 4H), 500 1 5,06 (0oba c,
Bcero 2H), 6,9 - 7,5 (m, 10H).
MpenapaTUBHLIA NpymMep 42
3-beHaunokcukapboHun-5-(2-xnopdeHnn)-10
-MeTun- 2,4-gurngpo-2H,
7H-nuppono[4',3":4,5]tneHo[3,2-f][1,2,4]Tpnas
ono[4,3-a] [1,4]amasenuH

K 10,2 1 coegvHeHua npenapaTruBHOro
npumepa 41 gobasndwor 250 mn mertaHona,
aateM gobaenawT 4,8 Mr MoHorugpaTa
rmapasvHa U Bce nepemeluvsaotr 1 vac npu
KOMHaTHOW  Temnepatype. [0  OKOHYaHUU
peakuyM ocagck rngpasvga oThUNbTPOBLIBALOT,
agobaenawtT K Hemy 200 mMn TpWaTUN
opro-aueTarta u HarpearoT 40 MUHYT npu 80°C.
[Mo OKoHYaHWUKM peaKkun pPeakuMoHHYK CMEeCh
KOHUEHTPUPYOT NPK NOHWMEHHOM JaBNeHWA W
OYNCTKOM KOHUeHTpaTa KOMOHOYHOR
Xpomatorpadpued ¢ sNUPOBAHMEM  CMECHID
BeH3on - auetat nonyvawT 7,39 r ueneBoro
coeduHeHus.

TH-AMP (90 Mry, CDCls) §: 2,7 (c, 3H),
3,6 - 39 (m, 2H), 46 - 48 (m, 2H), 48 -
50 (M, 2H), 505 n 509 (oba c, Bcero 2H),
7.0-7,5 (M, 9H).

MpenapaTuBHLIA NpvmMep 43

3H-5-(2-XnopdeHnn)-10-meTun-
2,4-gurnapo-2H, 7H-nuppono[4',
3"4,5]TneHo[3,2-]
[1,2,4]Tpuasono[4,3-a][1,4]anasenuH
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K 3 mn auxnopmetuneHa gobaenawt 0,23
COeMHEHWA MpenapaTuBHOIo npumepa 42,
3aTtem gobaenawT 0,7 MN NOLTpPUMETWICMNaHa W
nepeMeLlLnBaoT NpW KOMHATHOW TemnepaType.
Mo cKoHYaHWK peakuyum A00ABNAKT MeTaHon,
pPacTBOPUTENL  OTTOHAKT MPU  NOHUMKEHHOM
JABMNEHMA U OYUCTKOW OcTaTka KOMOHOMHOW
Xpomartorpadmeid ¢ SMOMPOBAHWMEM  CMECHHD
OWXIOpPMEeTUNeH - MeTaHoN - aMmMHUaKk nonyyakoT
0,1 r ueneBoOro coeAnHeHUN.

TH-amP {90 My, CDClg) §: 2,7 (c, 3H),
3,6 - 39 (m, 2H), 45 - 47 (m, 2H), 48 -
5,1 (m, 2H), 7,0 - 7,6 (m, 4H).

MPUMEP 105

3-(2'-UnaHoaTn)okcukapboHun-5-(2-xnopde
HWN)-10-meTun- 2,4-aurngpo-2H,
7H-nuppono[4',3":4,5]TneHo[3,2-]
[1,2,4]Tpnazono[4,3-a][1,4]anasenuH

. )
||

o~

TH-AMP (CDCI3) § 2,87 (1, J =7 Tu,
1H), 2,75 (1, J = 7 Tu, 1H), 2,75 (c, 3H),
3,64 - 390 (m, 2H), 425 (1, J = 7 Ty, 1H),
431 (t, J =7 Ty, 1H), 4,64 - 482 (m, 2H),
4,80 -512(m, 2H), 7,26 - 7,46 (m, 4H).

MS miz: 453.

NPUMEP 106

3-(3'-ByTUHUN)OKCHKAPBOHKN-5-(2-XnopdeHn
m-10-metun- 2,4-gurnapo-2H,
7H-nuppono[4',3"4 5]TueHo[3,2-]
[1,2,4]Tpnasono[4,3-a][1,4]anasenuH

-
" /N
CHEC—{CHZ}Z—O—C—N/\/ \‘

TH-AMP (CDClg) s: 20 (1, J = 7 Tu,
1H), 246 (oB. 7, J = 7 Ty, 2 Ty, 1H), 2,65
(c, 3H), 2,75 (c, 3H), 3,60 - 3,75 (m, 2H),
414 (r, J =7 Ty, 1H), 42 (r, J = 7 Tu,
1H), 4,60 - 485 (m, 2H), 475 - 510 (m,
2H), 7,10 - 7,54 (m, 4H).

MS miz: 452.

NPUMEP 107

3-[2-(MopdhonnH-4-1un)atun]
oKcukapBboHWn-5-(2-xnopdeHnn)-10-metunn-
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2,4-aurnapo-2H,
TeHo[3,2-f] [1,2,4]Tpnasono[4,3-a][1,4]
anazenunH

o
FEEE
o N-<CH_ ) -0 c
-

H-AMP (CDClg) 6 : 2,20 - 2,85 (M, 6H),

2,76 (c, 3H), 35 - 3,9 (M, 6H), 42 (1, J =
7 My, 1H), 4,28 (1, J = 7 Tu, 1H), 4,55 -
4,80 (m, 2H), 4,80 - 515 (m, 2H), 7,20 -
7,65 (m, 4H).

MS miz: 513.

MPHUMEP 108

3-(3-NMuprannatun)okcnkapboHKn-5-(2-xnop
theHun)-10-metun- 2,4-aurngpo-2H,
7H-nuppono[4',3" 4 5]TueHo[3,2-]
[1,2,4]Tpnazono[4,3-a][1,4]anasenuH

7H-nwpponol4', 3" 4.5]

3

TH-AMP (CDClg) s: 2,72 (¢, 3H), 3,04
(tr, d =7 Ty, 1H), 312 (t, 4 = 7 Ty, 1H),
3,48 - 3,85 (m, 2H), 4,30 - 4,80 (m, 4H),
470 - 518 (m, 2H), 4,70 - 518 (m, 2H),
6,95 - 7,70 (m, 7TH), 8,40 - 8,56 (m, 1H).

MS m/z: 505.

MPUMEP 109

3-(TetparugponupaH-4-nnjokcrkapBoHKn-5-(
2-xnopdpeHun)-10-metun- 2,4-aurnapo-2H,
7H-nuppono[4', 3"4,5]tneHo[3,2-1]
[1,2,4]Tpnasono4,3-a][1,4]anaszenuH

T
DLy

e

TH-amP (CDCl3) 8 14 - 23 (m, 4H),
2,74 (c, 3H), 332 - 405 (m, 7H) 4,60 -
5,08 (M, 4H), 7,20 - 7,56 (m, 4H).

MS miz: 484.

MPHUMEP 110

3-(3-ByTuH-2-un)okcukapboHun-5-(2-xnopce
HWN)-10-meTun- 2,4-gurngpo-2H,
7H-nunppono[4',3":4,5]TneHo[3,2-]
[1,2,4]Tprazonol4,3-a][1,4]anasenuH
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IHI/\ﬁ YJS

s

TH-AMP (CDClg) & 1,54 (o, J = 7 Ty,
3H), 248 (o, J = 2 Ty, 1H), 2,72 {(c, 3H),
3,60 - 386 (m, 2H), 4,60 - 4,82 (m, 2H),
478 - 510 (m, 2H), 518 - 546 (m, 1H),
7,12 - 7,54 (m, 4H).

MS m/z: 452.

NMPUMEP 111

3-(3'-MopdonuHo-3'-ckconponunjokcukap6o
HWUN-5-(2-xnopdreHnn)-10-meTmn-
2 4-purngpo-2H, 7H-nuppono[4',3":4 5]tneHo[3,2
-f] [1,2,4]Tprazonol4,3-a][1,4] auasenuH

o o
f Vol 1]
o N-C-(CH,) —0-C-N
| S

TH-AMP {(CDCl3) s 2,50 - 2,83 (M, 2H),
2,72 (c, 3H), 3,32 - 3,85 (M, 10H), 4,34 (T,
J =7 Tu, 1H), 44 (t, J =7 'y, 1H), 4,52 -
4,80 (M, 2H), 4,72 - 510 (m, 2H), 7,20 -
7,52 (m, 4H).

NMPHUMEP 112

3-UuknorekcunmeTunokcukapboHun-5-(2-xno
pcpenun)-10-meTun- 2,4-gurngpo-2H,
7H-nuppono[4',3" 4 5]TueHo[3,2-]
[1,2,4]Tpnasono[4,3-a][1,4]anazenuH

@E

TH-AMP (CDCly) &: 0,68 - 1,96 (m, 11H),

2,75 (¢, 3H), 356 - 4,00 (m, 4H) 4565 -
480 (m, 2H), 4,82 - 518 (m, 2H), 7,20 -
7,58 (M, 4H).

MS m/z: 486.

NMPHUMEP 113

3-BeHsnnammnHokapboHnn-5-(2-xnopheHun)-
10-meTun- 2,4-aurnapo-2H,
7H-nuppono[4',3":4 5]tneHo[3,2-f]
[1,2,4]Tpnascno[4,3-a][1,4]anaszenuH
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o

TH-AMP (CDClg) s: 2,88 (c, 3H), 3,60 -
3,94 (m, 2H), 436 (g, J = 54 Ty, 2H), 4,50
- 5,08 (m, 4H), 7,04 - 7,50 (m, 10H).

MS miz: 489.

NPAMEP 114

3-(H-lekcrn)okcnkapBoHKMN-5-(2-xnopdeHun)
-10-metun- 2,4-aurnapo-2H,
7H-nuppono[4',3":4,5]TneHo[3,2-f]
[1,2,4]Tpnasonol4,3-a][1,4]anazsenuH

o _f\n

TH-aMP (CDCl3) 8: 0,75 - 1,04 (M, 3H),

1,1 - 1,8 (M, 8H), 2,72 (c, 3H), 3,54 - 3,84
(M, 2H), 402 (r, J = 7 Tu, 1H), 4,08 (r, J
= 7 Tu, 1H), 458 - 4,80 (M, 2H), 4,78 -
5,10 (m, 2H), 7,20 - 7,48 (m, 4H).

MS m/z: 484.

MPUMEP 115

3-PeHaTUnoKenKkapboHun-5-(2-xnopdgeHun)-1
0-metnn- 2 4-gurnapo-2H,
7H-nnppono[4',3".4,5]TneHo[3,2-]
[1,2,4]Tpnascno4,3-a][1,4]anasenuH

TH-AMP (CDClg) s: 2,72 (¢, 3H), 2,86

(r, =7 Tu, 1H), 294 (r, J = 7 Tu, 1H),
3,65 - 384 (M, 2H), 424 (r, J =7 Tu, 1H),
43 (1, J =7 'y, 1H), 4,50 - 4,75 (M, 2H),
478 -510 {m, 2H), 6,98 - 7,50 (m, SH).

MS m/z: 504.

MPUMEP 116

3-(4'-XnopbeHann)okcunkapboHun-5-(2-xnopd
eHun)-10-meTun- 2,4-aurnapo-2H,
7H-nuppono[4',3"4,5]TueHo[3,2-]
[1,2,4]Tpnasonol4,3-a][1,4]gnasenuH
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TH-aAMP (CDClg) s8: 2,72 (c, 3H), 3,60 -
3,92 (m, 2H), 46 - 48 (m, 2H), 480 - 504
(M, 2H), 508 (c, 2H), 7,26 (ABk, J = 6 Iu,
4H), 7,10 - 7,46 (m, 4H).

MS mfz: 524.

MPHUMEP 117

3-(1'-UnaHo-1-MeTunaTun)okckapOoHUn-5-(
2-xnopdeHun)-10-mMeTun- 2,4-aurnapo-2H,
7H-nupponol4', 3" 4.5] TUeHo[3,2-f]
[1,2,4]Tpnaszonol4,3-a][1,4] anasenuH

cua%\n
CH o
1 3 n
HC_?__O_C_H/h\Tr
CH l

3

=
Q:

¢

H-AMP (CDClg) 6 : 1,52 (¢, 3H), 1.8 (c,

3H), 2,72 {(c, 3H), 2,72 (c, 3H), 3,60 - 3,86
(M, 2H), 4,56 - 4,76 (m, 2H), 4,78 - 510
{m, 2H), 7,20 - 7,45 (m, 4H).

MS miz: 467.

NPUMEP 118

3-(3'-HutpobeHsnn)okcukapboHun-5-(2-xnop
theHun)-10-metun- 2,4-aurngpo-2H,
7H-nnppono[4',3".4,5]TMeHo[3,2-]
[1,2,4]Tprazono[4,3-a][1,4]anasenuH

TH-amP (CDClg) &: 2,72 (c, 3H), 3,66 -
3,88 (m, 2H), 467 - 482 (m, 2H), 482 -
508 (m, 2H), 518 (o, J = 2,8 Ty, 7,20 -
7,72 (M, 6H), 7,96 - 8,24 (m, 2H).

MS m/z: 635.

NMPUMEP 119

3-(4'-TpudbTopMeTUNGeH3uN)oKCHKapboHUN-5
-(2-xnopdeHunn)-10-metun- 2,4-aurnapo-2H,
7H-nupponol4', 3" 4.5] TUEHO[3,2-]
[1,2,4]Tpnasono[4,3-a][1,4] anasenuH
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"H-AmP (CDCl3) &: 2,76 (¢, 3H), 3,70 -
3,92 (M, 2H), 4,70 - 4,86 (M, 2H), 4,88 -
510 (m, 2H), 5,22 (c, 2H), 7,26 - 7,60 (m,
4H), 7,56 (AB k, J = 7 'u, 4H).

MS m/z: 558.

MPHAMEP 120

3-(2'-UmaHosTn)amnHokapboHun-5-{2-xnop
cheHun)-10-metun- 2,4-aurngpo-2H,
7H-nuppono[4',3" 4 5]TueHo[3,2-]
[1,2,4]Tpnasono4,3-a][1,4]anaszenuH

CH /\N
3_|/N
o
I 5
MC—¢CH > —M-C—HM
2’z | |
H

1

"H-AMP (CDCly) s 26 (1, J = 7 Tu,
2H), 2,7 (c, 3H), 34 (r, J = 7 Tu, 1H),
346 (1, J =7 Ty, 1H), 4,68 - 4,80 (m, 2H),
48 - 51 (m, 2H), 530 - 558 (M, 1H), 7.2
- 7,5 (M, 4H).

MS m/z: 4562.

MNpenapaTWBHbIA Npumep 44

1-BeHannokcnkapboHKUn-4-(2-rnapoKCHaT)N
nnepuavH

Lo

1
H_—-0-C-H CCH_»_-0OH

B 480 wmn Boael pacteopsAloT 50 T
4-nnunepuanHaTaHona K 48,2 r rugpokapboHaTa
HaTpWs, K pacTBOpPY MpWY OXNaXaeHWK MbACM No
Kannsam npuGaensaoT 552 Mn
OeHaunokcvkapboHunxmopuaa, nocne  Yero
nepemMeLllInBaOT B TeX Xe YCNoBUAX 1 vac. 3atem
peakuUOHHY CMech SKCTparnpyoT
xnopodhopMomM,  cywaT  Hag  6e3BodHbIM
cynbcarom MarHus, cynechat
OTPUNETPOBLIBAKT, PACTBOPUTENE OTIOHAIT U
nocne OUNCTKN ocTaTka KONOHOYHOWK
XpomaTorpadurei Ha cunukarene c
SMUpoBaHUeM CMeCBbK STWnaueTar - rekcaH
(30:70) nonydawT 66 1 (65%) 3arnaeBHoro
coeUHEHNS.

TH-AMP (CDClg) s: 0,75 - 1,85 (M, TH),
25 - 3,0 (m 2H), 34 - 38 (M, 2H), 3,9 -
43 (m, 2H), 5,11 (¢, 2H), 7,1 - 7,4 (m, 5H).

MpenapaTUBHbIA NpymMep 45

1-beHaunokcnkapOoHUN-4-(ChopMUIMETIN)NU
nepuanH

L&)
I ﬁo
HZ—O—C—H (CHZ)Z_C\H
R

B ogHOM NWTpe AMXNopMeTaHa pacTBOPAIOT
159 r xnopaHrvgpuia WaBeneBod KUCMOTHI, K
pacTBopy npW -67°C no kannam npubaenawoT
195,8 r guMeTUNCynsgoKenaa U nepeMeLlBakoT
30 MWHYT. 3atem npu -67°C no Kannam
npubaengoT 66 r
1-BeHannokcnkapboHUN-4-{2-ruapokcruatTmn)nune
puouHa B 200 Mn gUxnopmeraHa W, HakoHel,
npyv TOR Ke TemnepaTtype Mo  Kannsam
npudaenawT 380 r TpUSTUNAMKUHA, NOCMEe Yero
nepemewmnsaoT 1 vac. [locne  OTFOHKK
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pacTBopuTensa  gobaBnalT  aTMnauerar,
HepacTBOPMMbIE BelLecTBa OTUMNLTPOBLIBAIOT,
cunbTpaT NpoMbiBaOT  BOAOW, cylwar Haj
6e3Bo4HEIM CyNbhatoM MarHus, oUNbTRYIT 1
pPacTBOPWUTENL OTFOHAIOT. O4YUCTKOR ocTaTtka
KOMOHOYHOW Xpomartorpadned Ha cunukarene ¢
SMIOMPoOBAHWEM CMECBID STUMNaueTar - rekcaH
(20:80) nonyvatoT 55 1 (84%) 3arnaeHoro
coefuHeHWs.

TH-AMP (90 Mru: CDClg) &: 0,80 - 1,85
(m, 4H), 1,85 - 245 (m, 1H), 2,36 (gB. A4, J
=61 My 18 Iy 2H), 25 - 3,0 (m, 2H),
3,90 - 435 (m, 2H), 507 (c, 2H), 7.1 - 7,5
(M, 5H), 8,67 (T, J = 1,8 'y, 1TH).

MpenapaTUBHbLIA Npumep 46

2-AMWHO-5-[4-(1-DeHannokcukapboHunnune
puaun]-3-(2-xnopberHsonn)TmodeH

B 250 M

N,N-aumeTtmncopmammaa
cycneHgupytoT 55 r
1-6eHannokcukapBoHWn-4-{opMUunMeTn)nmnep
nonHa, 8,75 r cephbl 7] 38,87 r
2-XnopunaHoaueTopeHoHa, K CycneHsun npu

40 o¢ npudaBnawT 7,75 r TpUusTMNnamMmHa M
nepemelwmneator 1,5 wvaca. [locne OTFOHKA
pacTeopuUTens  JoGaBnAT  aTuWnauerart,
MpPCMbIBAOT BOACK W 3aTeM  HacblLeHHLIM
CONEeBLIM PACTBOPOM, cyllaT Hajd CyNbchaTom
MarHusl, UneTPYIOT U PacTBOPUTENE OTMOHAT.
QuUUCTKOR ocraTka KONOHOYHOA
XpomaTorpadgurei Ha cunukarene c
SMOUPOBaHMEM CMECHK STUnauetar - rekcaH
(30:70) nonyvawr 67,92 1 (BbIXOA 76%)
3arnaBHOrO COeAWHEHUs.

TH-AMP (90 Mru, CDClg) &: 1,15 - 2,10

{m, 4H), 3,40 - 4056 (m, 3H), 3,95 - 435
(M, 2H), 5,06 (c, 2H), 6,04 (yw. c, 1H),
6,94 (yw. ¢, 2H), 7,10 - 7,55 (m, 8H).
MpenapaTUBHBLIA Npumep 47
2-[4-(1-beHaunokcukapboHun)nunepuann]-5-
OpomaLeTunamMmuHo)-4- (2-xnopdeHzonn)TuodeH

0

1]
H —0-C-M H
@“ 2 _<
=

K coeHeHWIO NpenapatyBHOrO NpuMepa 46
(67,9 r) pobaenawoT 1,5 nutpa Tonyona, 350 Mn
BOAbl W 27 T rnapokapboHaTa HaTpKg, 3aTem npu
B80°C pobapnsior 48,61 1 GpoMaHrAOpUOA
OpPOMYKCYCHOW KMCnoThl. [0 OKOHYaHWK peakymn
nobapnawT aTunayetar, opraHudeckylo dasy
OTOENAT, NPOMEIBAKT HACLILEHHBIM COMNEBbIM
pacTBOpPOM W cyllaT Haf 6e3BoaHbIM CyNbgaTom
MarHusl. PacTeop pUnNeTPYOT W NOCMNE OTIOHKN
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pacTBopuTEnA
coerHeHWe.
TH-AMP (90 Mru, CDClg) §: 1,1 - 2,2 (M,
4H), 2,65 - 3,05 (M, 3H), 4,07 (c, 2H), 4,00
- 445 (m, 2H), 506 (c, 2H), 6,36 (yw. c,
1H), 7,1 - 7,6 (M, OH), 1247 (yw. c, 1H).
MNpenapaTWBHbIA Npumep 48
2-(AMUHOALETUNAMWHO)-5-[4-(1-DeH3UNOKCHUK
apboHumnunepuann] -3-
(2-xnopbeHzonn)TuodeH

nony4arTt 3arnaBHoe

o
1|
H_—-0-C-H H )
Z z,
5
M
— Z
1
Ko BCeMy KOnM4ecTBy CoeUHeHnA

npenapaTuBHOrO npuMmepa 47 gobGapnawTt 2
nMtpa  sTunauertara, B pacTeop  1pwu
nepeMellMBaHM 11 KOMHATHCW Temnepartype 3
Yaca NponycKakT rasoobpasHbli aMMuak, nocne
d“ero nepemellMBaHve npodorukaT ewe 12
Jyacoe. [locne nponyckaHua B TedeHre 30 MUHYT
razoobpasHoro asota  opraHuvdecky  hasy
OTAENSAT ¢ UCKITIOYMEHWEeM obpasoBaHUA CoMu,
06pa30BaBLLYKCA BOAHYD hasy sKCTparkMpyoT ¢
uckniodeHnem  obpasosaHuMs  conu. Obe
opraHuyeckMe assl cywar Hag 06e3BoOHbIM
cynbaToM MarHug, pacTBop UNBTPYT U
nocne OTIOHKW  PacTBOPUTENA  NONyqakT
3arnasHoe coedWHeHMe.

TH-AMP (90 Mry, CDClg) & 1,10 - 2,15
(M, 4H), 2,50 - 3,05 (m, 3H), 4,61 (yw. ¢,
2H), 32 - 44 (m, 2H), 506 (c, 2H), 6,32
(yw. c, 1H), 7,1 - 7,6 (m, SH).

MpenapaTWBHbIA Npumep 49

2-[4-(1-BeHannokcnkapboHun)nunepuann|
-4-(2-xnopceHnn)tnero [3,2-f][1,4]
anasenuH-7-oH

Ko BceMy  KOMUYECTBY

coeauHeHns

npenapatneHero npumepa 48 pobasngdior 600
mn ©GenHsona, 1,5 nutpa nuvpuanHa KM 9.6 T
YKCYCHOW KMCNOTLI, NOCMe Yero CMech KWNATAT ¢
yoaneHuwem M3 cuctembl BoAbl. [Mocne OTroHkK
pacTBOPUTENSA OYUCTKOR OcTatka KONOHOYHON

Xpomartorpachueit Ha cunukarene c
SMOUPOBAHUEM CMEeCkID 3TWNaueTar - rekcaH
(60:40) nonywawT 61,21 r  3arnaeHoro
coeMHeHWsa (NOMHBIA BbIXO4 Ha BCeX Tpex
craguax 77%).

TH-AMP (90 MIy, CDClg) & 1,00 - 2,15
(m, 4H), 235 - 300 (m, 3H), 39 - 44 (m,
2H), 4,43 (M, 2H), 507 (c, 2H), 6,16 (yw.
¢, 1H), 7,05 - 7,55 (m, 9H), 8,93 (yw. ¢, TH).

MpenapaTuBHbIA NpvmMep 50

2-[4-(1-BeHannokenkapboHKUn)NUNepuann)
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-4-(2-xnopdeHun)tvero [3,2-f][1,4]
AunasenuH-7-ThoH

Cwmeck 61,21 r coegnHeHWs npenapaTUBHOM
npumepa 49, 13,53 r rmgpokapboHaTta HaTpra ¢
27,54 r neHracynspuaa chocchopa
cycneHgupytot B 1 nutpe 1,2-aMmetokcnataHa u
nepemelumearor 15 vaca npu  80°C.
PeaKUuMoHHYO  cMecb  DUNBTPYKT  Yepes
uenurtoeyto  membpaHy, obpasocBaBliniica
OUNETPOBAHMEHLIA NUPOr NPOMLIBAKOT CMECHIO
xnopodopma ¢ MeTaHonoMm (x7:3), MpPOMbIBHOR
pacTeop  06befWHAT ¢ PUNbTPAaTCM,
pPacTBOPUTENL OTIOHADT W OYUCTKOW OCTaTKA
KOMOHOMHOW XpomMaTorpaduei ¢ snoMpoBaHNEM
auxnopmertaHomM, cogepxawmMm 2 - 8%
mMeTaHona, nonyyawTt 62,6 r (99%) 3arnaeHoro
coegnHeHns.

TH-aMP (90 MIy, CDClg) s 1,15 - 2,10
{m, 4H), 256 - 31 (M, 3H), 3,95 - 445 (m,
2H), 4,83 (yw. ¢, 2H), 507 (yw. ¢, 2H),
6,18 (yw. ¢, 1H), 7,0 - 7,6 (M, SH).

MpenapaTuBHbIA Npumep 51

2-[4-(1-BeHannokcukapSoHUmnunepuann|
-4-(2-xnopeHun)-9-metun-6H-TneHo
[3,2-f][1,2,4]Tpnaszono[4,3-a][1,4]anasenuH

B 3,5 nuTpa meTtaHona cycneHaupytot 62,6 r
coedWHeHWa npenapaTtuBHOrO npumMepa 50, K
cycneHsnn pgobaenawt 33,5 1 MoOHorugpara
rmgpasuvHa, nocne udero nepemMewmeart 1 dac
NpW KOMHATHOW TemnepaTtype M 1 yac npu 80°C.
[Mocne ypaneHWa pacTBOPWTENS CTIOHKOW W
OMMCTKW OCTaTka KONMOHOYMHOW xpomarorpaduei
Ha cunukarene ¢ SMKUPOBAHWEM  CMECHID
auxnopmertaH - metaHon (98:2) nonyvawrt 21,51
(33%) 3arnaBHOro coefuHeHWs.

TH-AMP (90 My, CDCly) & 1,2 - 2.2 (m,
4H), 2,60 - 3,05 (m, 3H), 2,67 (c, 2H), 4.0
- 44 (M, 2H), 4,88 (yw. ¢, 2H), 507 (yw.
c, 2H), 6,34 (yw. ¢, 1H), 7,1 - 7,5 (M, 9H).

MpenapaTUBHBLIA Npumep 52

4-(2-XnopdeHun)-9-metun-2-(4-nunepugun)-
BH-TueHo [3,2-]
[1,2,4]Tpnazono[4,3-a][1,4]anasenuH
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B 140 mn guxnopmerana pacteopaoT 6,651
coefMHeHWs npenapaTMBHOro npumepa 51, K
pacTBopy B Toke asota pobaenswor 17 mn
TPUMeTUNCUNUNUoanda W nepemellnBalor 25
MWHYT B TOKke as3oTa. [locne oxnaxaeHWA
gobapnaiotr 40 MmN meTadHona,  3artem
pacTBOPUTENE OTTOHAOT W OYUCTKOW ocTaTKa
KONMOHOYHORA XpomaTtorpachned Ha cunukarene ¢
SMOVpoBaHUEM  CMeCbild  AUXNopMeTaH -
MeTaHon - TpusTUnamH (94,5: 5:0,5) nonyvatot
4,45 1 (90%) 3arnaBHOro coegUHeHNUs.

TH-AMP (90 Mru, CDClg) s: 1,10 - 2,05
(m, 4H), 235 - 3,20 (M, 5H), 2,6 (c, 3H),
4,77 (yw. ¢, 2H), 637 (yw. ¢, 1H), 7.2 -
7.6 (m, 4H).

MS miz (Pos. FAB): 398 (M + H)".

NPAMEP 121

4-(2-XnopdeHnn)-9-meTin-2-[4-(1-beHunnpo
nuenunnunepuann)] -6H
-TneHo[3,2-f][1,2,4]Tpwazonol4,3-a][1,4]anazenmH

Cmeck 50 Mr ¢peHUNNponMonoBod KWUGNOTE,
110 Mr npoW3BoOAHCro nunepuanHa
npenapatneHero npumepa 52 w50 wmr
1-rMaApoKCHOeH30Tprasona PacTBOPAT B 8 M
N, N-gumetundopmamupa, K pacTBOpy MNpw
oxnaxgeHun negom npubasnawt 70 Mr N,
N'-guuuknorekcunkapbognummaa, nocre dero
nepemMellnBaloT CyTkM npM 4°C 1 3atem 1 yac
nNpy KOMHAaTHOW TemnepaType. ocne OTroHKW
pacTBopuUTEnsas K ocTatky gobaensioT
HaCLILWEeHHbIA BOAHLIA pacTBop rmapokapboHaTa
HaTpUs, SKCTparvpyroT XMopodiopMoM WU cyllar
Hag Ges3BofHbIM CynbdaTomM MarHud. Pacteop
hUNBTPYIOT, PACTBOPUTENb OTFOHSAKOT W OYUCTKON
ocTatka  KONoHOMWHOW  Xpomartorpadueird  Ha
cunukarense C  SroupoBaHUEM CMeChHD
auxnopmeTaH - MmetaHon (99:1) nonyyatot 130 mMr
(89%) sarnaBHOro coegWHeHs.

TH-AMP (90 MTu, CDCly) s 1.4 - 2.4 (M,
4H), 2,55 - 3,50 (m, 3H), 2,68 (c, 3H), 4,35
- 490 (m, 2H), 4,88 (yw. c, 2H), 6,37 (yw.
¢, 1H), 7,05 - 7,65 (m, 8H).

MS m/z (Pos. FAB): 526 (M + H)*.

NPUMEP 122

4-(2-Xnopenun)-2-[4-{
1-(3-umaHonponuoHumnunepngnn} -9-metun-6H
-TneHo[3,2-][1,2,4]Tpnasonol4,3-a][1,4]anazenuH
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K 1 r METWNOBOIO schupa
3-UMaHOMPONMOHOBOR KUcNoTel gobasnawT 10
mn meTtaHona, 1 mn Bogsbl U 1,34 1 kapBoHaTa
Kanua W nepemMelluBaloT 2 daca npu 60 °C.
Mocrne ©TroHKW pacTeopuTens AobGaBnsaloT
XNopodopm, HepacTBOpPUMLIE BellecTea
OTUNBTPOBEIBAKT " NPOMLIBAOT
xnopocpopmomM. K Kpuctannam go6aengor
MeTaHon, HepacTBOpUMbIE BellecTBa
OTUNBTROBEIBAKT " nocne OTTOHKN
pacTeopuTenda nonydawt 1,31 r Kanueson conu
3-UMaHONPONUOHOBOW  KACMOTEI B CMecH ¢
HEOPraHWYEeCcKol COnbo.

B 10 Mn N,N-aumeTuncdopmammaa
pacTeopsaoT 100 Mr BbllIENCnyYeHHOR CMEecH,
150 M NPOWM3BOAHOIO nunepuanHa
npenapaTMBHOro npuMmepa 52 W moHoruwapar
1-rmppokcwbensoTpuasona (80 mr), nocne Jero
npn oxnaxiaeHWd neAom npubaenawotT 80 mr
N,N'-guumnkncrekcunkapbogummmnga 1
nepemelLnBaloT cyTk npu 4°C 1 4 vaca npu
KOMHaTHOW  TemnepaType. [locne  OTTOHKW
pacTeopuTens  Ao6GaBnfloT  HAckIWEHHEIA
BOOHLIA pacTBop rvapokapboHata  Hatpus,
SKCTPArMpyrT XMNOpoOpMOM W cyllaT Hapg
BeagodHbIM  cynbdaTtom  marHus.  Pacteop
hUNbTPYIOT, pacTBOPUTEND OTTOHSIIOT U OYMUCTKOW
ocTaTka  Ha  KOMOHKE ¢ culhkarenem ¢
SNIOUPOBAHWEM  CMEecblo  JuXnopmeTtaH -
metaHon (99:1) nonyyawt 140 mr (Beixon 78%)
3arnaBHOro CoefWHEHNS.

TH-AMP (90 MTu, CDCly) 8 1,1 - 2,3 (m,
4H), 2,67 (c, 3H), 24 - 34 (M, 3H), 3,5 -

4,2 (m, 2H), 44 - 59 (m, 1H), 4,88 (yw. c,
2H), 6,35 (yw. ¢, 1H), 7,1 - 7,5 (m, 4H).

MS miz (Pos. FAB): 478 (M + H)™.

NMPUMEP 123

4-(2-XnopdeHnn)-9-metun-2-[4-(1-mopconm
HoaueTunnunepwamn)] -6H-TueHo
[3,2-f][1,2,4]Tpraszonol4,3-a][1,4]lanasenuH

B 4 Mn N,N-guMeTtundpopmamMmuaa
pacTBCpPaT 150 Mr NpOW3BOAHOMC NUNepUuanHa
npenapaTtneHoro npumepa 52 ©u 150 wr
TRPUSTUMAMUHA W MNONyYeHHLIR pacTeop npu
-60 °C npuBaBnsoT NO Kannam K pacteopy 60 mr
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Xnopauetunxnopuaa B 4 MI
N,N-gnmeTtundopmamiza. Mo OKOHYaHWK
peakyvn 006aBNAT HACLIWEHHLIA BOAHGLIA
pacTBop rnapokapboHaTa HaTpusa, SKCTparmpyort
xnopodpopMoM M cywar Hag ©easodHbIM
cyNbatoMm marHud. PacTtBop OUNbTPYHT, W3
dhuneTpaTa OTIOHAIT TOMBKO XNOPODOPM, K
octatky gobasnarT 40 mr MmopdonuHa 1 100 mr
kapboHaTa kanua 1M nepemewwnealor 1,5 vaca
npyv 60°C. lMocne OTMOHKW pPacTBOPWUTENS
Ao6aBnaT BOAY, SKCTPArMpyloT XNopodopMom
W cywar Haf 6e3BoAHbIM CynbghartomM MarHua.
JKCTPaKT hUNLTPYHT, PACTBOPUTENb OTFOHAKT M
OYWUCTKOA OCTaTKa KOINTOHOYMHOW XpomaTtorpacuen
Ha CcUNKWKarene ¢ SMKUPOBaHWEM CMEeChlo
AuxropmMmeTaH - meTaHon (98:2) nonyvatoT 130 mr
3arNasHOro CoeguHEHMs.

TH-AMP (90 Mru, CDCly) G: 1,20 - 2,25

(m, 4H), 2,30 - 2,65 (m, 4H), 2,68 (c, 3H),
2,65 - 3,40 (M, BH), 3,5 - 3.8 (M, 4H), 3,95
- 436 (M, 1H), 436 - 490 (m, 1H), 4,89
(c, 2H), 6,35 (yw. ¢, 1H), 7,1 - 7,5 (m, 4H).

MS miz (Pos. FABY: 525 (M + H)*.

NPUMEP 124

4-(2-XnopeHun)-9-meTun-2-[4-{
1-(4-neHTHOMN)NMNEepUaNN} ] -6H-TneHo
[3,2-f][1,2,4]Tpraszonol4,3-a][1,4]lanasenuH

[ ] CH
I 3%\.
CH=C—«{(CH » -C—H
2 2

B 10 M N,N-aumeTtmndopmammaa
pacTteopsatoT 40 Mr 4-neHTUHOBOW kMcnoTel, 150
Ml NPOW3IBOAHCOIO NUNepWaVHa npenapaTtueHoOro
npumepa 52 w60 wMr MmoHorngpara
1-rmppokcubeH3oTpuasona, nocne 4Yeroc npu
oxrnaxgeHun neaom aobasnawt 80 Mr N,
N'-auuuknorekcunkapbognmmuaa 1
nepemMeLLnBaloT cyTkA npi 4°C 1 6 yacos npwu
KOMHaTHOR Temnepartype. [locne  OTIOHKM
pacTeBopuTena Oo0aBNAKT  HACLILEHHGLIA
BOOHLBIA pacTeop ruapokapboHaTta HaTpus,
SKCTPArMpyoT  XNopochopMoM 1 cyllaT  Hapg,
0e3BogHbEIM - cynbdaTtom  marHus.  Pacteop
brNbTPYIOT, pacTBOPUTENb OTTOHAT M OYUCTKOW
ocTatka  KONOHOMHOW — Xpomartorpaduner  Ha
cunukarene C  anwoupoBaHWem CMECHID
auxnopmeTaH - meTaHon (99:1) nonyvatot 140 mr
(78%) sarnaBHoro coefWHeHWs.

TH-AMP (90 My, CDCl3) & 1,3 - 2.3 (m,
BH), 2,3 - 27 (m, 4H), 2,5 - 3,4 (M, 3H),
2,67 (c, 3H), 3,65 - 415 (M, 1H), 44 - 50
(M, 1H), 4,88 (yw. c, 2H), 6,35 (yw. c, 1H),
7,05 - 7,60 (m, 4H).

MS m/z (Pos. FAB)Y: 478 (M + H)*.

MPHUMEP 125

2-[4-{
1-(4-BpomdbeHnnauetun)nunepuann}]-4-(2-xnop
theHun)-9-metun-6H-TneHo
[3,2-f][1,2,4]Tpraszonol4,3-a][1,4]avazenuH
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BocnpounaeeneHa metoguka npumepa 121,
HO C Mcnonb3oBaHWeM 4-6pomdeHUnyKeycHen
KWCMNOTHI.

TH-AMP (90 MIu, CDClg) & 1,15 - 2,20
(M, 4H), 2,49 - 3,30 (M, 5H), 287 (c, 3H),
3,656 - 410 (m, 1H), 4,45 - 500 (m, 1H)
4,88 (yw. ¢, 2H), 6,34 (yw. ¢, 1H), 6,60 -
7,11 (M, 4H), 7,11 - 7,60 (m, 4H).

MS m/z (Pos. FAB). 596 [(M + H)", CI =
35, Br=81].

NPUMEP 126
4-(2-XnopgpeHnn)-2-[4-(1-uMaHoaueTunnune
pruann)] -9-meTun-6H-TMeHo [3,2-1]

[1,2,4]Tpnascno[4,3-a][1,4]anasenuH

Q CH
I N7
HC—CHZ—C—N

5

BocnpouaseneHa metoauka npumepa 121,
HO € MCMOMNb30BAHUEM LWaHOYKCYCHOW KUCMOTbI.

TH-AMP (90 My, CDCly) s 1.4 - 2.4 (m,
4H), 2,45 - 3,85 (M, 3H), 2,67 (c, 3H), 3,47
{c, 2H), 3656 - 400 (m, 1H), 44 - 49 (m,
1H), 4,87 (yw. ¢, 2H), 6,37 (yw. ¢, 1H), 7,1
- 7,5 (M, 4H).

MS m/z (Pos. FAB): 465 (M + H)*.

NPUMEP 127

4-(2-XnopceHun)-9-meTun-2-[4-[{
4-(2-TUeHMMNPONUOHUA} Nneprann] 1-6H-TneHo
[3,2-f][1,2,4]Tpraszonol4,3-a][1,4]anasenuH

BocnpouaseneHa metoguka npumepa 121,
HO C WCrnonb3oBaHWem 4-(2-TUeHWn)byTaHOBOR
KUCMOTHI.

TH-AMP (90 My, CDCly) s 1,1 - 2.2 (m,
B8H), 2,40 - 3,32 (m, 3H), 2,67 (c, 3H), 3,32
- 445 (m, 4H), 445 - 505 (m, 2H), 4,88
{yw. c, 2H), 6,32 (yw. ¢, 1H), 6,95 - 7,60 (m, 7TH).

MS miz (Pos. FAB): 550 (M + H)™.

NPUMEP 128

4-(2-XnopdpeHun)-2-[4-(1-uuknonponaHkap6o
HUANUNepUgu)] -9-MeTun-TUeHo
[3,2-f][1,2,4]Tpraszonol4,3-a][1,4]anasenuH
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»

B 5 MI N, N-onmetundopmamuna
pacTeopaT 700 M NPOU3BOAHOMO NUNepuanHa
npenapatneHoro npumepa 52 wn 900 wmr
TPUSTUNAMWHA U K MOMyYeHHOMY pacTBOPY Mpw
-60°C no kannam npubaensaoT pacTeop 650 Mr
3-6pomnponuvoHunxnopuga B 10 Mmn N,
N-aunmMmeTundopmamuaa. Mocne OTTOHKM
pacTeopuTEna  OOGABNAT  HACLIWEHHbLIR
BOOHBIA pacTBop ruapokapboHaTta HaTpusd,
FKCTPArvpyT  XNOPOOPMOM WM cyllar  Hag
Be3BodHEIM  cynbdaTom  marHus.  Pacteop
DUNLTPYIOT, PacTBOPUTENE OTFOHAKT M NOcne
OYUCTKM OcTaTKa KONCHOYHOW Xpomartorpadmei
Ha CUNUKarene ¢ SMKUPOBAHWEM CMEeChl
AuxropmeTaH - meTaHon (99:1) nonyvatoT 400 mr
(49%) zarnaBHOro coefWHeHUs.

TH-amP (90 Mru, CDClg) & 0,60 - 1,15
(m, 4H), 1,20 - 225 (M, BH), 24 - 3,5 (m,
3H), 2,68 (¢, 3H), 3,7 - 50 (m, 2H), 4,89
(yw. c, 2H), 6,36 (yw. c, 1H), 7,1 - 7,5 (M, 4H).

MPHUMEP 129

4-(2-XnoptheHnn)-9-MeTun-2-[4-(1-neHTaHoun
mnunepuann] -6H-TneHo [3,2-1]
[1,2,4]Tpnasonol4,3-a][1,4]anazsenuH

0

]
CH_—-<CH_?>»_-C-HN
3 2 3

BocnpouaeedeHa mertoduka npumepa 121,
HO  NpW  WCMNONL3OBAHWK  XNopaHrapuaa
BaJ‘IeplﬂaHOBOﬁ KUCNOTbI.

TH-AMP (90 My, CDCl3) 8 0,91 (1, J
65 My, 3H), 1,1 - 23 (m, 3H), 2,31 (1, J
7.2 Tu, 2H), 2,67 (c, 3H), 25 - 34 (m,
3H), 3,7 - 42 (m, 1H), 445 - 500 (m, 1H),
488 (yw. c, 2H), 635 (yw ¢, 2H), 71 -
7.5 (M, 4H).

MS m/z (Pos. FAB): 482 (M + N)*.

NPHUMEP 130
4-(2-XnopdeHun)-9-MeTinn-2-[4-(1-okTaHounn)
nanepuann) -6H-TneHo [3,2-1]

[1,2,4]Tprazonol4,3-a][1,4]anasenuH
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BocnpouaseneHa metoauka npumepa 121,
HO MpK MCMoMb30BaHWW OKTaHoWIXnopwnaa.

TH-amP (90 Mru, CDClg) & 0,7 - 1,1 (m,
3H), 1,1 - 25 (M, 14H), 231 (1, J = 756
My, 2H), 2,68 (c, 3H), 250 - 3,35 (m, 3H),
3,70 - 415 (M, 1H), 445 - 50 (M, 1H),
488 (yw. c, 2H), 6,35 (yw. ¢, 2H), 7,1 -
7.5 (m, 4H).

MS miz (Pos. FAB): 524 (M + H)™.

NMPUMEP 131

4-(2-XnopdeHun)-2-[4-(1-mMeTokcHaleTunnun
epuaun]-9-metun-6H-TueHo [3,2-]
[1,2,4]Tpnazono[4,3-a][1,4]anaszenuH

< CH
CH_O—-CH_-C-H
3 2 s

CoeAWHEHWE CWHTE3UWPOBRAHO MO METOAUKES
npumepa 121, HO  nNpuM  MCNONL3OBAHWKA
XNopaHrnagpuaa MeTeKCHYKCYCHOR KUCMOThI.

TH-AMP (90 Mru, CDClg) & 1,4 - 2,3 (M,
4H), 2,4 - 3,2 (M, 3H), 2,68 (c, 3H), 3,39
{e, 3H), 37 - 42 (m 1H), 4,06 (c, 2H),
44 - 49 (m, 1H), 489 (m, 1H), 636 (yw.
c, 1H), 7,10 - 7,55 (m, 4H).

MS m/z (Pos. FAB): 470 (M + H)*.

MpenapaTUBHBLIA Npumep 53

2-MopdonuHoaTundeHunkapboHaT

o

A ]
0 N-CCH_?,—0-C-0
| —

B 40 mn guxnopstaHa pacTBopsioT 2 T
4-(2-rnApPoKCHUaTUN)MOPDONUHA 4 3,6 r
NMpWanHAa, 3aTemM K pacTBOPY NpW OXNaxaeHWW
nNedoM no  Kanngm  npuGaenawt 597 1
theHunxNopdopMaTa U NepemeLLrBaleT B TeX Xe
yenouax 30 muHyT. [JobaBnawT HacbiWeHHbIA
BOAHLIA pacTBOp ruapokapboHata HaTtpus,
opraHuyeckylo casy oTAensKwT, BOAHYI a3y
SKCTPArMpyroT W SKCTpakT oObeauHAT C©
OopraHuyeckorn a3oK, 3aTeM  NPOMbIBAIOT
HaCHLILLEHHEIM COMEBLIM PACTBOPOM W CyLLAT Haf,
Oe3BogHbEIM - cynbdatom  marHus, Pactsop
pUNLTPYIOT, pPacTBOPUTEND OTTOHAIT U O4UCTKOW
ocTatka  KONOHOMHOW — Xpomatorpadgueld Ha
cunukarene C  anonpoBaHWEM CMECEI0
aTvnaueTaT - rekcad (3:70) nonywqawr 3,39 T
(89%) s3arnaBHOro coepuHeHWs.

"H-AMP (90 Mru, CDClg) §: 2,35 - 2,70
(M, 4H), 269 (1, J = 6,1 Ty, 2H), 3,55 -
3,85 (M, 4H), 4,34 (m, 4H), 4,34 (1, J = 61
M, 2H), 6,95 - 7,50 (m, 4H).

NPUMEP 132
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4-(2-XnopeHnn)-9-meTun-2-[4-(2-mopdonm
HOSTWUNOKCUKApBOHUM)NUNepKUaun) -
6H-TneHo[3,2-f][1,2 4]Tpuaszonol4,3-a][1,4]ava
3eMuH

o CH
— " 3%\4
o MN-(CH_) -0-C-N
2z <

S

B 6 mMn xnopodopma pacteopatoT 170 Mmr
NMPOW3BOOHOMC NUNepwWiuMHa npenapaTtBHOrO
npumepa 52 " 290 Mr
2-MopoNUHOaTUNeHUNKapboHaTa wn
nonyyeHHbIA pacTeop ynapusaiot npu
nepevewmsarn U 80°C pocyxa.  CHoea
pobaBnawoT xnopodopM W ynapueaHue Aocyxa
NOBTOPAKT ABaMdbl Wi Tpuxdbl, AobuBasch
MOMHOTEl  peakuun.  [MonyYeHHbId  NpoadykT
noABepralT KONOHOYHOW XpomaTorpadpuii Ha
cunukarene c anoupoBaHuemM CMechHo
AnxnopmertaH - metadon (97:3), K nonyyYeHHbIM
dpaKkumMaMm  gobaenaioT  AMxNnopMeTaH, K3
KOTOPbIX JekaHTUpoBaHWeM OTAENAT
HepacTBOpMMble BellecTBa. [locne  OTrOHKK
AvxnopmeTtaHa BHOBb B HEGONLLLIOM KONUYeCcTBeE
pobaBnawT guxnopmeraH W cHoBa OTAEnsT
HepacTBOpWMMblE BeLlecTBa, Mocne 4Yero B
pesynbTare OTrOHKM AWMXNOpMeTaHa nonyyaroT
170 Mr 3armaBHOro coeguHeHusa.

TH-AMP (90 MU, CDClg) s 1.2 - 2,2 (m,
4H), 2,25 - 315 (m, 7TH), 284 (1, J = 61
fy, 2H), 2,68 (¢, 3H), 3,55 (M, 4H), 3,95 -
4,45 (m, 2H), 4,18 (1, J = 6,1 Tu, 2H), 4,89
(yw. ¢, 2H), 6,36 (yw. ¢, 1H), 7,10 - 7,65 (m, 4H).

MS miz (Pos. FABY: 555 (M + H)*.

MpenapaTWBHbIA nNpumep 54

2-llnanosTundeHunkapboxar

]

]} ::f f‘:
HC-(CH_2»_ -0-C-0O
2 2 —/

CoeMHEHWE CUHTE3WPOBAHO MO MEeTOoAuKe
npenapaTWBHOro npumepa 53.

TH-AMP (90 My, CDCly) s 4,83 (c, 2H),
8,9 -7,5 (m, BH).

MPHUMEP 133

4-(2-XnopcheHun)-2-[4-{
1-(2-umaHoatmnokcukapboHumMNunepngnn}l-
9-meTun-6H-TneHo[3,2-f][1,2,4]Tprasono[4,3-a]
[1,4]awasenuH

O CH
n 3%\.
MC—{CH » —-0O-C—H
Z2 2 g

B 5 mn xnopodopma pacteopsior 150 Mr
NPCU3BCOHOMO  NUMNepwAuMHa npenapaTUBHOMo

npumepa 52 " 180 Mr
2-UMaHosTUNeHunkapboHata WU nonyyYeHHbIRA
pacTeop yrnapu1satoT aocyxa npu

nepeMellMBaHUM HarpeBaHWeM OT KOMHATHOMR
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Temnepatypsl go  110°C.  Onepaynwo ¢
nobaBneHnem xnopodgopMa W YNapuBaHWEM
Jocyxa npu nepemewBaHMKM NOBTOPAOT doO
NoMHOro  3aBeplleHns  peakuui.  OUUCTKOR

nonyYeHHoro npogykra KOMOHOYHOR
XpomaTorpadrei Ha cunukarene c
anMpoBaHneM AuxnopmetraHom nonydaoT 90
M 3arnaBHOro coeguHeHnA.

TH-AMP (90 MTL, CDCl3) s: 1,3 - 2,2 (M,
4H), 25 - 3,2 (m, 3H), 268 (c, 3H), 2,69
(r, 4 =61 Tu, 2H), 3,20 - 445 (m, 2H),
425 (t, J = 6,1 Ty, 2H), 4,88 (yw. c, 2H),
8,36 (yw. c, 1H), 7,1 - 7,6 (m, 4H).

MS miz (Pos. FAB): 495 (M + H)™.

NPUMEP 134

4-(2-XnopdeHun)-2-[4-(1-unaHoMeTunoKcuka
pGoHUN)NUNERUAKNN] -9-MeTun-
6H-TneHo[3,2-f][1,2, 4]Tpuazonol4,3-a][1,4]ara
3eMuH

Lo} CH
I N7
NC—CHZ—O—C—N
5

"H-AMP (90 Mry, CDCly) & 1,1 - 2.4 (m,
4H), 2,6 - 3,3 (m, 3H), 2,68 (c, 3H), 3.9 -
45 (M, 2H), 4,89 (yw. c, 2H), 6,36 (yw. c,
1H), 7,1 - 7,5 (m, 4H).

MS m/z (Pos. FAB): 481 (M + H)*.

NPUMEP 135

4-(2-XnopdeHun)-2-[4-{
1-(3-UMaHonponunokcukapboHumnunepuaun} | -
9-meTun-6H-TueHo[3,2-f][1,2,4]Tprasonol4,3-a]
[1,4]awazenuH

0 CH
1 3%\1
MC-<CH_»_—0-C-N
2 3 5

TH-AMP (90 MTu, CDCly) 8 1.1 - 2,3 (m,
BH), 2,42 (r, J = 6,8 Ty, 2H), 2,68 (c, 3H),
26 - 33 (M, 3H), 385 - 445 (m, 2H), 4,16
(r, J = 58 Ty, 2H), 448 (yw. ¢, 2H), 635
{yw. c, 1H), 7,10 - 7,55 (m, 4H).

MS m/z (Pos. FAB): 509 (M + H)*.

NMPUMEP 136

2-[4-
1-(3-ByTUHUNOKCHKapGoHKMMNUnepuann} |
-4-(2-xnopdeHnn)-
9S-meTun-6H-tueHo[3,2-f][1,2,4]Tprazono[4,3-a]
[1,4]awasennH
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Le) CH
0 3%\4
CH=C-{(CH_>» —-0-C-H
2 Z

TH-AMP (90 MTy, CDClg) &: 12 - 2,2 (m,

4H), 196 (r, J = 29 Ty, 1H), 230 - 3,15
(M, 3H), 251 (tp. A4, J = 68 Tu, 29 Iu,
2H), 2,68 (c, 3H), 38 - 45 (m, 2H), 415
(., J = 6,8 'y, 2H), 4,89 (yw. c, 2H), 6,35
(yw. ¢, TH), 7,1 - 7,6 (m, 4H).

MS m/z (Pos. FAB): 494 (M + H)".

NPAMEP 137

2-[4-(1-ByToKkcukapboHumnUnepuaun]
-4-(2-XnopdpeHun)-
9-meTun-6H-tueHo[3,2-f][1,2,4]Tprazonol4,3-a]
[1,4]owasenuH

o CH
I O
CH_—(CH_> _—0-C-M
3 2°3 s

TH-AMP (20 Mry, CDClg) s: 0,92 (1, J =
61 u, 3H), 11 - 22 (m, B8H), 268 (c
3H), 280 - 3,15 (M, 3H), 39 - 44 (1, J =
6,5 Iy, 2H), 488 (yw. ¢, 2H), 6,35 (yw. c,
1H), 7,10 - 7,55 (M, 4H).
MS miz (Pos. FAB) 498 (M + H)".
MpenapaTWBHbIA Npumep 55
2-Bpomatun TpeT-6yTMNAMMETUNCUNUNOBLIR
achup
XH_ XH
1313
Br-<(CH_>»_ -0-Si—C—cCH
z 2 | | 3

CH_ CH
3 3

B 40 M N,N-aumeTmndopmammaa
pacTeopaloT 2  sTuneHbpomrugpuHa U 2.4 r
UMKUOa30Na W K MOMyyYeHHOMY pacTBOpy npu
KOMHaTHOW TemnepaTtype npwbasnawt 2,65 1
TpeT-6yTunauMeTUncUnunxnopuaa. Nocne
OKOHYaHWA peakun gobasnawT GeHson, nocne
Yero NpoMbiBalOT BOAOH W BOAHBIM PacTBOPOM
rngpokapboHaTa HaTpwa, cylwar Hag 6e3BoAHbIM
cynbhaToM  MarHua, uneTpyloT KW nocne
OTIOHKKM pacTBOpWUTENA nonyyarT 3,6 T (BbIXo4
94%) 3arnaBHoOro CoeanHeHus.

"H-AMP (90 Mru, CDClg) s: 0,13 (c, 6H),
0,24 (c, 9H), 3,38 (t, J = 6,5 [y, 2H), 3,88
(r,d=6,5Tu, 2H).

MpenapaTUBHLIA NpvmMep 56

1-(2-M'apokcnsTUN)MMUaa3on

[, Vs —-¢CH_> —OH
2z

B 70 Mn N,N-aumMeTundopmamuia
pacTBOPAHT 3,66 r 2-6pomMsTUn
TpeT-OyTunanMeTuncunnoBoro sdupa v 1,97 r
WMWOA30Ma, 3aTeM K pacTeopy Aobasnswor 4 r
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kapboHaTa Kanug 1 nepemelumearot 2 vaca 40
MUHYT npw 80°C. MNocne OTroHKK pacTBOpUTENS
JobapnaT sTMnauertar, NpoMbIBAOT BOAOW W
cywar Hag 6e3BoAHbIM CyNbdartom MarHus.
PactBop  unbTpyloT KM nNocrne  OTTOHKA
pacTBOpUTENs MOMy4YeHHbI OCTaTOK pacTBOPSAOT
B TeTparngpodypaHe W K MOnyYeHHOMY
pacTeopy npwbaenawt 12,6 mn  pacteopa
TeTpabyTunaMmmoHrAdgTopnaa (1 M pacteop B
TeTparngpodypaHe) KW nepemellnBaloT  npu
KOMHaTHOW  Temnepatype. [lo  OKOHYaHWK
peakuWn pacTBOPUTENb OTFOHAIT W OYMCTKOW
ocTaTka KOMOHOYHOW  XpomaTorpacduvel Ha
cunukarerne ¢ snioUpoBaHWeM AUXNopMeTaHoM
nony4yaroT 0,58 r (35%) sarnaeHoro coegnHeHns.

TH-AMP (90 Mru, CDCly) s 3,28 (yw. ¢,
1H), 36 - 42 (m, 4H), 6,84 (yw. c, 1H),
7,28 (yw. c, 1H).

MpenapaTueHelAd npumep 57

o

1]
M —¢CH_» -0-C-0
I | 2 2

CoeWHEHNe CHUHTEe3UPOBAHO W3 COedWHEeHUs
npenapaTtnmeHoro npumepa 56 no MeTtoguke
npenapaTWBHOrC nNpumepa 53.

NMPHUMEP 138

4-(2-XnopdeHnn)-2-[4-[1-{
2-(1-MMHUAa30UN)STUNOKCUKAPOOHKNN}
nunepuann] |-
9S-meTun-6H-tueHo[3,2-f][1,2,4]Tprazono[4,3-a]
[1,4]awasennH

O '!ZH3 \N
NA—(CHZ)Z—O—]CI—N %
|_| S

TH-AMP (90 Mry, CDClg) & 1,2 - 2,2 (m,
4H), 24 - 31 (m, 3H), 39 - 45 (m, 6H),
487 (yw. ¢, 2H) 6,36 (yw. c, 1H), 71 - 76
(M, 4H), 7,42 (yw. ¢, 1H).

MS m/z (Pos. FAB): 536 (M + H)*.

NMPHUMEP 139

4-(2-XnopdeHun)-9-metrn-2-[4-{
1-TeTparngponupaH-4-un-okchkapboHun)
nunepuawn}]-6H-TtneHo[3,2-f][1,2,4]Tpnasono[4,
3-a][1,4]amnazennH

Oty Y

TH-AMP {90 Mly, CDClg) 8 1,0 - 2.2 (m,
8H), 2,5 - 3,2 (m, 3H), 2,68 {(c, 3H), 3,25 -
3,67 (m, 2H), 3,67 - 400 (m, 2H), 400 -
4.39 (M, 2H), 4,50 - 5,05 (m, 1H), 4,88 (c,
2H), 6,35 (yw. ¢, 1H), 7,05 - 7,55 (m, 4H).

MS miz (Pos. FAB): 528 (M + H)™.

MpenapaTuBHBIA NpyMep 58
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®eHun 3-heHunnponunkapboHaT
o

]
(CH_2_—-0-C-0O

CoeguHeHne nonydeHo ¢ Bbixcdom 70% no

MeToAMKe npenapaTtuBHOro npumepa 53.
TH-AMP (90 Mru, CDClg) & 1,80 - 2,25

(M, 2H), 2,74 (pB. o, J =9 Tu, 6,6 Iy, 2H),
4,23 (n, J=6,5Tu, 2H), 6,95 - 7,55 (m, 10H).

MPUMEP 140

4-(2-XnopdeHnn)-9-meTtnn-2-[{
1-(3-heHunnpenunokecukaptoHumnunepuaun} | -
B6H-TueHo[3,2-f][1,2 4]Tpuaszonol4,3-a][1,4]ava
3eMuH

TH-AMP (90 MTy, CDClg) &: 1,0 - 2.2 (m,

6H), 24 - 32 (m, 5H), 2,68 (c, 3H), 3,8 -
4.4 (m, 2H), 407 (1, J = 6,5 Iy, 2H), 4,87
(yw. c, 2H), 6,36 (yw. c, 1H), 6,7 - 7,6 {m, OH).

MS m/z (Pos. FAB): 560 (M + H)".

MPUMEP 141

4-(2-XnopdeHnn)-9-meTin-2-[4-{1-(2-Mopdo
NUHOSTUNaMUHOKapboHun)Nnnepnaun} -
B6H-TreHo[3,2-f][1,2 4]Tpuasono[4,3-a][1,4]ava
3enuH

L4} CH
—, M 3%\
o N—{CH > —M-C-HN
Z 2 s

B 4 mn xnopochopma pacteopateT 170 Mmr
NPOM3BOOHOMO NUNEPWAMHA  npenapaTueHOro
npumepa 52 " 210 Mr
4-[2-(beHnnokcukapBoHUn)aTUn]MopdonuHa 1
NoMyyYeHHbIA pPacTBOpR yNapwvBalT Jocyxa npw

80°C | nepemewwsanwn. [o6aBneHue
xnopodopMa K ynapuBaHue OocyXa NOBTOPAKOT
JBaxabl C 3aBepLleHUeM B peaynbTaTe peakumu.
MpooyKT peakuuM nNogBeprawT  KOMOHOYHOR
XpomMaTorpachui Ha cunukarene c
SMoUpoBaHUeM  CMecbid  OUXnopMeTaH -
meTaHon (85:5). K nonydeHHoW dpakunmn B
HeBonbLWOM KonudyecTie JobasnawT
OUXNopMeTaH W HepacTBOPWMEBIE  NPOAYKTHI
yOanslT npu  gekadtauuMu. [locne  oTroHKK
AuxnopmetaHa cHoea Ao6GaBnsaloT Hebonblwoe
KOMMHECTBO OMXIOPMETaHa WM CHOBa yaandalT
HepacTBOpPUMbIE BellecTBa, HO QUNbLTPOBaAHUEM.
[Nocne oTroHkK guxnopmeTtaHa nonyyarT 160 Mr
3arnaBHoro coegWHeHWA.

TH-AMP (90 MIy, CDClg) s 1,00 - 2,25
(m, 4H), 225 - 3,10 (m, SH), 2,87 (c, 3H),
3,1 - 3,5 (m, 2H), 3,50 - 3,85 (m, 4H), 3,85
- 420 (m, 3H), 4,88 (yw. c, 2H), 6,35 (yw.
c, 1H), 7,1 - 7.6 (m, 4H).

MS m/z (Pos. FAB): 554 (M + H)*.
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MpenapaTUBHbLIA Npumep 59
4-(PeHUnoKcHkapBoHWUN)MOPAOTMH
o

D)
0 N-C-©
L

CoegMHeHNe CUHTE3NPOBAHO MO METOAMKE
npenapaTMBHCOro npumepa 53 W OYULLIEHO
KOMOHOYHOW Xpomartorpadneid Ha cunukarene ¢
SNIOMPOBAHWEM CMeCchlo STUMaueTar - rekcaH
(56.:95).

"H-AMP (90 M, CDClg) & 3.4 - 3.8 (Mm,
8H), 6,9 - 7,5 (m, 5H).

NPUMEP 142

4-(2-XnopdeHun)-9-meTrn-2-[4-(1-Mmopdonm
HokapBoHunnunepkann)] -

BH-TreHo[3,2-f][1,2 4]Tpuasonol4,3-a][1,4]ava
3enuH

K 180 M™Mr npousBogHoOro nunepuauHa
npenapaTtneHoro npumepa 52 ©n 250 wr
4-(peHnnokcrukapboHun)MopdonuHa AobaenawT
5 mn xnopodopma, Nocne uYero TeMmneparypy
MOBEILLAOT OT KomHaTHOW Ao 130°C  npwu
nepeMellMBaHMM U UCNapsalT B TedeHwe 12
Yacos Jocyxa. [Mpoayxrt noggeprawT
KOMOHOYHOW XpoMaTtorpadumn Ha cunukarene ¢
SMIOUPOBAHNEM OUXMOPMETAHOM W MonyyawoT
38,8 Mr 3arnaBHOro coeguHeHWs.

TH-amP (90 My, CDClg) & 1,2 - 2,4 (m,
4H), 2,6 - 3,2 (m, 3H), 2,68 (c, 3H), 3,00 -
3,45 (m, 4H), 345 - 395 (m, 6H), 4,88 (yw.
¢, 2H), 6,36 (yw. ¢, 1H), 7,05 - 7,50 (m, 4H).

MpenapaTUBHbLIA Npumep 60

2-3TOKCUITUN-M-TONYONCYNbLGOKMCNoTa

o

Il
C H O-CCH_» -0-8§ H
Z 5 Z Z T 3

O

B 40 mn nupwavHa pactBOpAwT 2 T
2-3TOKCMSTaHOMa, K pacTBCPY MpY OXNaxAeHUN

nbAoM npubaensaoT 5,66 r
n-TonyoncynshoHUNXNopruaa, nocne yero
TeMneparypy NoBbILLAT. HoGaensoT

atunayerTar, NPOMbIBaKT BOAOR W HACLIWEHHBIM
BOOHEIM PAcTBOPOM ruapokapboHaTta HaTpus,
cywar Hap 0Ges3BofdHbIM  CyNbdaTom MarHus.
PacTBop chUNLTRYIOT, pacTBOPUTENL OTFOHAKOT K
nocne OHNCTKN ocrarka KONOHOYHOM
Xpomartorpachuei Ha cunukarene c
3MKUPOBAHNEM CMECHK STUnaueTar - rekcaH (5.
95) nonyvawt 3,69 r (56%) 3arnasHoro
coeguHeHus.

TH-AMP (20 Mry, CDClg) s: 1,12 (1, J =
7,2 Tu, 3H), 2,42 (c, 3H), 342 (x, J = 7.2
My, 2H), 34 - 37 (M, 2H), 40 - 42 (m,
2H), 7,26 (yw. A, J = 8,3 'y, 2H), 7,73 (yw.
a,J=823TIuy, 2H).

NMPUMEP 143

4-(2-XnopdpeHun)-2-[4-{
1-(2-aTOKCUaTUM)NUNEPUaMUN} ] -9-meTUn-
BH-TneHo[3,2-f][1,2 4]Tpuaszonol4,3-a][1,4]ava
3enuH
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C H O-(CH_2>» -HN
£ 5 Z 2

B 5 Mn N, N-oumeTundopmaMuaa
pacTeopsatoT 150 Mr Npon3BoAHOMO NUNEpPUAMHA
npenapatneHoro npumepa 52 w140 wr
2-9TOKGUATUN N-TONyoncyneboHaTa, K pacTBopy
npubaendot 100 mMr kapboHaTa kanua, nocne
Jyero nepemellMBaloT 2 dJaca npu 90°C. Mocne
OTFOHKM pacTBOpUTENs JobGaBnalT  BOAY,
SKCTPArMpyoT  XNOPOhopMoOM W cyllaT Hafg
0e3Bo4HLEIM - cynbdaToM  marHus.  Pactsop
huNbTPYIOT, pacTBOPUTENE OTFOHAKT M OYUCTKOW
ocTatka  KONMOHOMHOW  XpomaTtorpaduner Ha
cunukarene C  9MOUpPOBaAHUEM CMECHI0
AuxnopmetaH - MertaHon nonyyawt 130 Mr
(68%) sarnaBHoro coefWHeHWs.

"H-AMP (90 My, CDClg) s 1,2 (1, J =
72 Ty, 3H), 16 - 24 (m, 6H), 24 - 30
(m, 1H), 2,84 (1, J = 61 Tu, 2H), 2,71 (c,
2H), 2,80 - 3,256 (m, 2H), 3,51 (k, J = 7,2
My, 2H), 3,69 (1, J = 6,1 Ty, 2H), 4,95 (yw.
c, 2H), 6,44 (yw. c, 1H), 7,2 - 7,6 (m, 4H).

MS miz (Pos. FAB). 470 (M + H)".

[MNpenapaTWBHbIA Npumep 61

o

n
CH=EC—C(CH_?}_ -0-5 H
22 ||_©_c 3

O

CoefMHEHWE  NONy4YeHO NO  MEeToduke
npenapaTuBHoro npumepa 60 ¢ Bbixogom 70%.
TH-AMP {90 Mly, CDClg) f: 195 (T, Jd

29 Tu, 1H), 2,27 (¢, 3H), 2,53 (tp. o, J
72 Ty, 29 Iy, 2H), 406 (r, J = 7,2 Iy,
2H), 7,25 (yw. A, 4 =83 Ty, 2H), 7,73 (yw.
a,J=83Ty, 2H).

MPUMEP 144

2-[4-{
1-(3-ByTuHun)nunepnann}]-4-(2-xnopdeHnn)-9-m
eTun- 6H-TneHo[3,2-f]
[1,2,4]Tpnascno4,3-a][1,4]anasenuH

CH=C—C(CH_)
Z Z

TH-AMP (90 Mluy, CDClg) 6: 1,4 - 3,0 (M,
MH), 1,97 (r, J = 25 Ty, 1H), 2,68 (c,
3H), 28 - 3,2 {(m, 2H), 4,88 (yw. ¢, 2H),
6,35 (yw. ¢, 1H), 7.1 - 7,5 (m, 4H).

MS m/z (Pos. FAB)Y: 450 (M + H)*.

[MPUMEP 145

4-(2-XnopcheHun)-4-[1-(auMmeTnnaMmMHoCy Nb
choHUN)nMnepuann] -9-meTun-
6H-TneHo[3,2-f][1,2,4]tpuaszonol4,3-a][1,4]ana
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3ennH

B 3 Mn N,N-guMeTundopmamuia
pacTeopsatoT 100 Mr Npon3BoOAHOMO NUNEPULMHA
npenapaTtneHoro npumepa 52 wu 80 wr
TPUATUNAMKHA W K NOMYYeHHOMY pacTBOPY MpK
-60°C no kannam npuGaensioT pacTtecp 50 mr
auMetuncynecamounxnopuaga B 5 mn N,
N-gumetundopmamuaa. [OCKOMeKY UCXodHele
coefMHEeHWs OCTalTCA HenpopearipoBaBLLIMMK
B OOnblUMX KOMWYECTBAX, MNpUM  KOMHATHOM
TeMmnepatype OoCaBNAOT TPUSTHUNAMUH W
OUMeTUNcyNeamMonnxnopug A0 UCYS3HOBEeHUA
noxoaHelX  coeguHeHWA.  locne  OTroHKK
pacTeopuTens Ao6aBnalT  HachIWEHHLIR
pacTBOp rmgpokapboHaTa HaTpuUs, SKCTparnpyoT
xnopochopMoM 1 cywaT Hag 6e3BogHbIM
cynbhatom MarHua. PacTBop PUNBETPYIOT W
nocne OYUCTKU KONMOHOYHOR XpomaTorpacdhuei Ha
cunukarene G  asrovpoBaHWeM CMEChHD
anxnopmeTtaH - MeTaHon (99:1) nonyyatot 90 mr
(71%) 3arnaBHOro coepuHeHWs.

TH-AMP (90 My, CDClg) & @ 15 - 2,2
(M, 4H), 25 - 31 (m, 3H), 2,68 (c, 3H),
2,8 (c, 6H), 3,55 - 3,90 (m, 2H), 4,89 (yw.
¢, 2H), 6,32 (yw. ¢, 1H), 7,1 - 7,5 (m, 4H).

MS m/z (Pos. FAB): 505 (M+N)*.

NMPUMEP 146

4-(2-XnopdeHun)-9-metrn-2-[4-{
1-(2-TnocbeHcy nboHumNuNepuann}]-
B6H-TneHo[3,2-f][1,2,4]Tpuaszonol4,3-a][1,4]arna
3eMUH

TH-AMP (90 MTu, CDCly) & 1,5 - 2,3 (m,
4H), 2,30 - 295 (m, 1H), 244 (t7p. A, J =
12,2 Ty, 3,6 Ty, 2H), 2,67 (¢, 3H), 3,65 -
415 (m, 2H), 4,88 (yw. c, 2H), 6,33 (yw. c,
1H), 6,8 - 7,7 (m, 7H).

MS m/z (Pos. FAB).

®opmyna nsobperteHus:

1. MNpounasogHble TpWasono [1,4] grasenuHa
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Wnv WX apmaleBTUHEecKA NpUeMnemMsle
conu,
roe R' v R? - omHakoBble UNK pasnuuHbIe,
aToM BOZOPOAA WM HUSLUWIA ankun;
R? - aTom ranoreHa;
R* - Huswwi ankun;
n =1, korga X - rpynna popmynsl
o
1
—_0—C—
rpynna copmynsl
o
1
—H-C—
ls
R
roe RS - atom Bogopoaa vnv HUALWIKIA ankin,
Wnu rpynna copMynsl o
1

—C—
Y - Cg - CgUunkioankanisHaa rpynna,
BO3ZMOXHO 3aMelleHHas MeTUNbHOW rpynnoi umm
BO3MOMHC 3aMELLEHHYIO B NEPBOM MONOMKEHWUN
STUHWNBHOR rpynnom, Munu Cs -
C g-unknoankun-C4 - Co-ankunsHas rpynna unu
Cz - CgankMHUNbHaA rpynna, BO3MOXHO
samMelleHHan EeHWNEHORW pynnor, rpynna

hopMynbl R?

—CH —-C—-C(CH_>» -
3 Z r

CH

roe R7 - BOAOPOA UMK METUA,
r=0unun i,
rpynna chopmyrkl
NC(CH2)p,
roe p - yenoe 4ucno ot 1 go 5;
WNK rpynna popmynel
CHB\
/C:CH—
CH
3
N rpynna popmMynksi
A(CHg)q,
roe A - rpynna, BelOpaHHasg U3 NUpUOUNEHOR
rpynnsl, TeTparngponpaHnnsHoi rpynnel,
MopdhenMHOrpYNnel 1 UMUOA30MUNEHOR rpynmkl;
q - uenoe 4yucno ot 0 go 2;
N rpynna popmMynksi

o —(CH ) -
O_Q 2’6

roe s - uenoe 4yucno ot 1 4o 2,
WNK DEHUNSTUHWINEBHARA Tpynna, unu rpynna

chopMy bl

a
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WNK rpynna chopmynbl

WnK rpynna gpopmMynsi

8
R

>lso B
g Z

R

roe R® u RY - oguHakoBble UMK pa3nuuHbie
BOAOPOS, unm HU3LIKWA ankun, unu
MMPUAMTIMETWA, UNKM Uuknorekeur, unn RE u
R® Bmecte ¢ atoMoM asoTa obpasyloT
MMNEpPUANHOBOE, UMUAA30NMHOBOE unu
MOpdOMNMHOBOE KOMbLO;

B - ¢peHuneHorag unu Cq - Cz-ankuneHosas

rpynna,
UnK rpynna chopmy s

CH=C-CH_-H
Z

WnK rpynna copMynsil
o
Il

O —C—-0-CH_ -C=C-CH_ -
Z Z

WnK rpynna copMynsil

10

rae R0 - vnn metun,
WK rpynna chopmyIsi

QO H-

unu ceHun - Cq - Co-ankuneHas rpynna,
BO3MOXHC 3aMellieHHas B heHWNEHOM Konbue
ranoreHom, Unu rpynna opmMyns

C H
E B

WK rpynna gopmMynsi

[Den-en-

UMK rpynna coopmynel

&2

roe G - CH=CH- wnu -SCH»-;
unu, korga X npefcraendet coboi rpynny
chopmMynbl

roe RS - Huawwii anKun;
Y - Co - Cy-ankuneHaa rpynna,

i n =0, koraa Y - Cg - Cg-ankMHUNbHAA

rpynna.
2. CoegpnHeHna no  n.1i Mnu  nx
hapMaleBTUYECKA  MNpUYeMneMble  conmu, B

kotopeix R' - Bogopoa, RZ - metvn n Y - Cg -
C g-LMKIIoankun.

3. CoegWHeHna no n.1 Mnu KX
chapMaLleBTUYECKM NpUeMnemble  CONMW, B
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KoTopbIX Y - rpynna chopmynel

7
R
|
CH -C-—
3
CH

roe R? - BodopcA unu wmetun, Cg -

C g-ankuHwWnbHas  rpynna  wnm C 3 -

C g-unknoankun-C, - Co-ankunsHag rpynna.

4. CoegnHeHma no n.1 WM - Kx
cdapMaLleBTUIecKkd npueMneMele  conW, B
koTopbix R3 - xnop, R - Bogopoa 1 R* - Metun
N Koroa R2 - Bogopogd, To Y-X - rpynna

Unu rpynna
0

©_CH:CH_L-'_

Unu rpynna

UK rpynna

ok

UK rpynna

A

Wnu Korga RZ. meTun, To Y - X - rpynna

WnK rpynna
0

I
CH=C-CH_-CH_-0-C-
Z Z

Unu rpynna
0

1
MCCH_CH_CH_0-C-—
2 £ 2

UK rpynna
o

.

5. MpounseogHble Tprasono [1,4] guasenuHa
obwer chopmyne |1

2117670 C1

RU



0292112 NAo

0]

WnKu KX chapMmaueBTUYeCKn nNpUemMnemole
conu,
roe R u R? - atombl BOAOPOAA;
R3 - aTom ranorena:
R4 - HuaLwii ankun;
X - rpynna copmynsl
o

1
—_0—C—
unu rpynna coopmynel
o
1
—HH-C-
Y - Cs - Cg-uuknoankmn-C, - Co-ankunsHas
rpynna, unu Cg - Cg-anknHWIBHAA rpynna, unu
rpynna chopmynsi

7
R

CH_ -C-—
3

CH

3

roe R7 - MeTun,

WnK rpynna hopmynei

NC(CH2)p,

rae p - yenoe vvcno ot 1 ao 3,

WK rpynna chopmynei

A{CHz)q,

A - rpynna, BeIGpaHHas W3 NAPUOUMNEHOR,
TeTparnaponupaHansHol, mMopdenunsHOR Unn
mMopdonmHokapOoOHUNBHOR  rpynn;

q - uenoe ymcrno ot 0 go 2,

unn Co - Cr-ankunbHag rpynna  Wnu
heHUn-C 1 - Co-ankuneHas rpynna, BO3MOXHO
3amelleHHaa B heHUNbHOM KOMbLEe Ha aToM
ranoreHa, HWTPC- WNU  TpudhTOpMeTWUNbHas
rpynna.

8. MpounaeogHble Tpwasono [1,4] guasenuHa
obuei popmyne 111

4

WNK  KUX  chapmaLeBTUYECKM MpUeMneMsle
conw,
roe R' M R?- atombl BOACPOAS;
R3 - atom ranorena:
R? - HuswwWi ankun;
Korga n =1, X - rpynna
o

Il
—C—

WM
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o
1

—O-C—

Y - C3 - Cg-UMknoankinsHag rpynna unu
C 3 - Ce-anKkunsHaga rpynna,

WNK rpynna popmynkei

NC(CH2)p,

roe p - uenoe 4ucno ot 1 5o 3,

UNK rpynna popmMynksi

A(CHz)q,

roe A - rpynna, BeibpaHHas 13 nMpUannsHOR,
WMWAA30MNUMNbHOW, TUEHWUMNBHOMA,
TETPArMapPoONUPaHUIbHOR 1 MOpgOnNUNLHOR
rpynm;

q - uenoe 4uncno ot 0 no 3,

WNK- PeHUNSTUHUALHAA rpynna, unn C o -
C 7-ankuneHaa  rpynna, wnk  deHun-C ¢ -
C »-anknneHag rpynna, BO3MOXKHO 3amelleHHas
B heHWUMNBLHOM KonbUe Ha aToM ranoreHa, Wnn
C 4 - Co-ankokcu-Cq - Co-ankuneHas rpymnn, wim
X -rpynna

o
1
—MNH-C-—
Y - rpynna

o] —-{CH_ > -

unu korga n = 0, Y - Cg - Cg-anknHuneHas
rpynna, Cq - Co-ankokcn-Cq - Co-ankunoHas
rpynna, AMMeTunamiHOCYMNbOHUNBHAA WNK
TWoheHCYNbOHUNBHAA rpynna.

7. CoeguvHeHnsa obwer dopmynel | no n.1
chopmynbl, npodenawwme CAT-MHIMBUPYIOLLY O
aKTWBHOCTb.

8. Cnoco® nonydeHWs NPOW3BOAHLIX
Tpuasono [1,4]avazenuHa obuweid dhopmynbl la

roe X - rpynna
o
1
—0-C—
Wnu rpynna
5
R O
I
_MN-C—
R R2 R3 R%* R® u Y umeloT aHaueHus,
onpegerneHHele 8 n.1,
OTNMYaWMACA TeMm, 4YTO MpoW3BodHoE
Tpuasono [1,4] auazenuHa obuiel cdhopmynel [V
g

Y
>

R

HH
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roe R, R2, R® u R* vMeloT aHaueHws,
onpeaeneHHsie B n.1,

nogeepratoT B3aUMOOESACTBUIO o
coeduHeHreM obLwel cdopMynel V

roe X v 'Y UMetoT yKasaHHble 3HavYeHus.
9. Cnoco® nonyyeHWs NPOU3BOAOHLIX
Tpuasono [1,4] auazenuHa obliel dpopmynbl IB

roe R', R2 R3 R4 U Y UMeloT 3HaueHus,
onpegeneHHsie B n.1,

oTNM-alWMiics Tem, 4YTO NPOM3BOAHOE
Tpvazcno [1,4] gwazenwHa opmynel 1V
noABeprawT B3aWMOASACTBUID C COeAUHEHWEM

chopmynsl VI
¥_C-OH
1
o
roe Y UMeeT ykasaHHble 3HaqeHus,
unu ero peaKkyUoHHOCNOCOOHEIM

NPOM3BOOHbLIM.
10. CnocoG nonydYeHUs NpPOW3BOAHLIX
Tpuazono [1,4] guasenuHa obwen dgopmynsl Ic

10
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20

25

30

40

45

50
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60

-57-

rme R1, R2, R3, R* n R® umetor aHaueHus,
onpeAenneHHsle B n.1;
Y - Cp - Cr-ankuHuneHaa rpynna,
OTNUYaKLWWACA TeM, YTO MNpPOW3BOOHOS
Tpyazcno [1,4] gazenyHa obwer dopmynel [V
noABepralT B3aWMOASACTBUID C COSAUHEHWEM
obwer popmynel 1X
-3
OR
I
¥Y-0-P-Hal
]
o
roe R u Y umeiot yKasaHHble 3Ha4YeHus,
Hal - atom ranorena.
11. Cnocob nonyyeHWs nNpoM3BOOHbLIX
Tpuasona [1,4] avasenuHa oblwen dhopmynsl Id
|

Y
>

4

rnpe R1 RZ R3 u R? vmMeloT 3HaueHwus,
onpegeneHHsle B nN.1;

Y - C3 - Cg-ankKuHuneHaa rpynna,

oTNUUalOWKWACA TeM, YTO NpoOW3BOOHOS
Tprazono [1,4] gnaszensHa obuwer popmynel 1V
NoABepralT B3aWMOASWCTBUIO C COeAUHEHWEM
obuer dpopmynsl X

Y - Hal,

roe Y u Hal umeloT ykasaHHble 3HaqeHus.

[propnTEeT N0 NYHKTaMm:

311088 nonn.1, 2, 7 -11;

16.12.88 no n.1;

24.11.88 no n.1;

28.1288 no n.1.
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Tabnuuya

NcneiTyemoe coefuHeRne

WcnbTanva Ha censeiBarue peuentopa AT UK50 (mkM)
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TMpopomkeHue Tabnuubl

WcnblTyemoe coeuHeHue

WcnweiTanysa Ha ceasbiBaHwe peuentopa ®AT VK50 (MkM)

CH:—-—-KN\

YC={-(Ch:},-0 '\"\'l-i]/ ‘((LEH
3

(fj} cl

0.0015

Chy— =)o

Y 5 0-C-N ’S}"\j
N (CHY B0 7
ST J\—A J-cis
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0.0044
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0.0031
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X
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i
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