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W Z npeaCTaBNAET aTOM BOAOPOAA WNW OCTATOK K-
CMOTHI, & TAKKe WX COMW NPUCOSANHEHUA G KWCNOTA-
MU

2 CoegwHenna dopmynsl (I} no nyHkTy 1, B KoTopbIX
Z npegcTaBnaeT atom Bogopoga

3 CoeauHeHWa dopmynel () non 1 unu 2, B KoTO-
pbIX N NpeAcTaBN[eT YUCno 4

4 CoeguHeHna dhopMynel (I} no nwbomy Wz nn 1, 2
unu 3, B kOTOPLIX Ar NPeACTaBNAET PaguKan

T
? ..
B Criyyae HeoDX0guMOCTH 3amMeLLeHHBIA

5 CoeguHennsa dopmynel () no nwbomy vz nn 1, 2
unu 3, B KOTOPLIX Al NPEACTABNAET pajukan

B CNy4Yae HeoOXOAUMOCTH 3aMeLLBHHE
8 CoeguHeHwa dhopMyne (I} no nwbomy Wz nn 1, 2
UNK 3, B KOTOPLIX Ar NPEACTaBNAST PagKan

l
. N

Anu

B CMNyqae Heobx0AUMOCTH 3aMeLLEHHEI
7 CoeguHeHwa dopMyne (I} no nwbomy Wz nn 1, 2
UNK 3, B KOTOPLIX Ar NPEACTaBNAST PagKan
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B Criyyae HeobxoJuMoCTh 3aMeLL eHHBIR

8 CoeauHeHua dopmynel () no n 1, npeferasnake-
wHe coboid cnegytolwe coefMHeEHUs
11,12-anaeckcn-3-gel((2,6-gnaeckcn-3-C-metin-3-C-
MeTun-anbda-L-puborekconnpaHosnn)okcu)-6-O-
MeTun-3-ckco-12,11-(okcvkapbonmn((4-(4-beHun-1H-
WMKUAaazon-1-UN)eyTUNIUMUHO) JIPUTPOMULIUH,
11,12-guaeckcn-3-ne((2,6-nnaeokcn-3-C-metnn-3-C-
MeTun-aneda-L-puborekconnparoann)okcu)-6-O-
MeTun-3-ckco-12,11-(okcnkapbonun((4-(3H-
nugaszo[4,5-blnnpnguu-3-

WMIOYTUIMMMWHO) J2PUTRPOMULMH,
11,12-guaeckcn-3-ne((2,6-nnaeokcn-3-C-metnn-3-C-
MeTun-aneda-L-puborekconnparoann)okcu)-6-O-
MeTun-3-ckco-12,11-(okcukapbonun((4-(1H-
nmugaso[d,5-b]nupugnn-1-

WMIOYTUIMMMWHO) J2PUTRPOMULMH,
11,12-guaeckcn-3-ne((2,6-nnaeokcn-3-C-metnn-3-C-
MeTun-aneda-L-puborekconnparoann)okcu)-6-O-
MeTun-3-okco-12,11-(okcukapSonnn({4-(4-(4-
xnopceHun)-1H-nmuaaszon-1-

WMIOYTUIMMMWHO) J2PUTRPOMULMH,
11,12-guaeckcn-3-ne((2,6-nnaeokcn-3-C-metnn-3-C-
MeTun-ankda-L-puborekconnpaHo3nnyokcu)-6-0O-
MeTun-3-ckco-12,11-(okcukapSonnn({4-{4-(2-
MeTokcudeHun)-1H-nmugaszon-1-

WMIOYTUIMMMWHO) J2PUTRPOMULMH,
11,12-gnaecrcn-3-ne((2,6-anaeokcn-3-C-metnn-3-0-
MeTun-ankda-L-puborekconnpaHo3nnyokcu)-6-0O-
MeTun-3-okco-12,11-(okcukapSonnn({4-(4-(4-
dropdenun)-1H-nmngason-1-
WN)EYTUMMMAHO) ) 2PUTPOMULMH,
11,12-gnaecrcn-3-ne((2,6-anaeokcn-3-C-metnn-3-0-
MeTun-ankda-L-puborekconnpaHo3nnyokcu)-6-0O-
MeTun-3-ckco-12,11-(okcrkapSonun({4-(7-meTokcn-4-
XUHOINUHUM)EYTUNIMMUHO) J3PUTPOMULIMH,
11,12-anaeckcn-3-ae(2,6-gnaeorcn-3-C-metnn-3-O-
MeTun-anega-L-puborekconnpaHosnmokcK)-6-0O-
MeTun-3-ckco-12,11-(okcukapboHun({4-(2-(2-
nUpUAUHUNY-A-
TUAZ0MWUN)BYTUM)MMHMHO) ) SPUTPOMMWLMH,
11,12-anaeckcn-3-ae(2,6-gnaeorcn-3-C-metnn-3-O-
MeTun-anbda-L-puborekconnpaHosnn)okcu)-6-O-
MeTun-3-ckco-12,11-(okcnkapbonmn((4-(3-(3-
nupuanHun)-1H-1,2 4-Tpuason-1-

W) BYTUMUMUHO) ) 3PUTPOMULIVH

¢ CoepuHenne dopMyne {1} no nyHkry 1, npea-
cTaensowee coboi
11,12-gnaecrcn-3-ne((2,6-anaeokcn-3-C-metnn-3-0-
MeTun-ankda-L-puborekconnpaHo3nnyokcu)-6-0O-
MeTun-3-ckco-12,11-(okcukapboHun)-({4-(4-(3-
nupyuauHUN)-1H-umwrgason-1-

W) EYTUMMMUHO) J3PUTPOMALIMH

10 CoeguHenwsa dopmynel {1} no nobomy Uz nyHkKToB
1-7 WK MX CoNW NpucoegnHerns ¢ apmvayesTnye-
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GKWM MPUEMNEMLIMN KMCNOTaMKU B Ka4ecTBe MNeKapcT-
BEHHOIMD CpeacTea

11 CoegureHua dopmynu () no nyHry 8 wnu Mx
CONKM NPUCOEANHEHNA C© (DAapMaUEBTUMECKH NPWEM-
AeMbiMM  KACNOTAMW B KauyecTee MeKAapCTBEHHOro
cpencTea

12 CoegavHenve dopmynel () no nyHkTy € wnu ero
COMNb NPUCOSAVHEHNA C apMaLeBTUYECKU NpUeM-
NEeMbIMK  KACTIOTAMW B KA4ecTBe IeKapCTEeHHCro
cpencTea

13 dapmaleBTUYECKaA KOMNO3ULMA, coflepxallas B
KayecTBe ReUCTBYIOWEro Hauana, no MeHeleld Mepe,
OAHO NPOW3BOAHOS SpUTPOMUUMHA no nNKBowmy W3
nyHKToB 1-9

14 Cnocob nonyveHwa coeguHenuwin dopmyne (1),
onpeaeneHHBX B NyHKTe 1, OTNUUYAKLWMWACSE Tem, YTo
coefUHeHwe cpopmynsl 1)

92" (i
B KOTOpoM Z' 0B03HaqYaeT ocTaToK KUCNOTEl, NOABEp-
ralT B3aUMOAEUCTBAID C coedwHeHwem doopmynbl
{1
RNH, , (i
B KOTOROA R nwmeeT onpegenedHoe B nyHkre 1 3Ha-
yeHue, ¢ NnonyvyeHWeM coeflMHEHUA hopMynel (IA)

oz
B KOTOPOW R U 7' UMeKT yKas’aHHoe BhilLe 3HAYeHWe,
3aTeM B crnydyae HeobxoAUMOCTH, coeguHeHne cbop-
Mynbl (IA) NopgBEPralT ASUCTBMIO areHTa CHUMaloLWwe-

91618 8

ro saWwTy ¢ FMAPOKCHNA B NONOXEHWW 2 U/UNK, B
cnydase HeoBxoAWMOCTH, AeACTBWIO KWCIOTLl € NomMy-
YeHHEeM COomnu

15 Ammnb popuyne RINH, (1), B kotopoii R

MMEET 3Haderie, ykasaHHoe B nyHkTe 1, B KavecTBe
NPOMENKYTOUHBIX COegMHEHW CUHTE3a, CNUCAHHOIO B
nyHkre 14

16 AmuHe dopuynsl (IIl) no nyHkTy 15, KoTophie
npegcTaensoT coboi
4-tbeHun-1H-nmugason-1-bytaHamuH,
3H-umupaso[4,5-blnnpuand-3-SyraHamuy,
1H-umupazc[4,5-blnupnanH-1-Bytanamun,
2-beHUN-4-XMHONUHBYTaHAMUH,
1H-6eHscTpHason-1-ByTaHamMuH,
2H-GeH3oTprason-2-ByTaHamuH,
1-metun-1H-nmngaso[4,5-c]nMpngnH-2-6yTaHamuH,
3-meTun-3H-umugazo[4,5-clnupugnH-2-0yTasamuH,
5-xnop-1H-6eH3oumupason-1-6yTaHamMnH,
7-METORCUXMHOMWH-4-ByTaHamMuH,
1H-umupazo[4,5-clnupuanH-1-6yTaHaMuH,
OH-nyprH-9-0yTaHaMuH,
1-metun-1H-nugon-4-SytanamuH,
3-thenun-1H-1,2,4-Tpnazon-1-
ByTaHamuH{XNOpruspar),
S-theHun-1H-reTpason-1-6yraHaMuH(xnopruagpaT),
2-5enzornazonbyTaHamui,
THeHo[2,3-blnmpnanH-4-un-EyTaHamMuH,
5,6-aAumeTun-1H-SeHsnmugazon-1-GyraHamMut,
3-XUHONUHBYTAHAMUH,

2-xuHoNUHGYTAHAMUH,
SH-nvngaszo[4,5-clnupugnH-S-6yTaHamuH,
1-meTnn-1H-6eH3nmMuaazon-2-6yTaHaMuH,
6-xnop-1H-beH3auMmugason-2-0yTaHaMuH,
2-meTun-1H-6eH3u Muaason-2-6yTaHaMuH,
4-(4-xnopcpenHnm)-1H-umnaason-1-6ytaHamun,
2-(3-nupugruHUN)THason-5-6yTaHamMuH,
4-(4-ropdernm)-1H-umngason-1-6ytaHamuH,
4-(2-meTokcndernn)-1H-nvungason-1-Cytanamun,
3-(3-nupuauHnn)-1H-1,2,4-Tpnazon-1-OyTaHaMuH,
4-(3-nupugnHUn)-TH-nmu[ason-1-6yTaHamMux,
2-(2-nupugruHUN)THason-4-6yTaHamMuH,
2-tbernntnaaon-4-6ytaHamuH,
4-(4-meTokcndernn)-1H-nvugason-1-6ytanamun,
N30XUHOMNWH-4-0yTanamuH,
XWHA30MNMUH-4-ByTaHaMWH,
4,5-aupeHnn-1H-nMnaason-1-6yTaHamuH,
4-(3-meTokcndeHnn)-1H-nmugazon-1-6yTaHamuH,
4-(4-{TpudsTopmeTokcu)berun)-1H-nvngason-1-
ByTaHaMWH,
1,2,3,6-TeTparnapo-1,3-gumeTin-2,6-guorce-7H-
NypHH-7-ByTaHamMuH,
2-(4-nupuguHUN)THason-4-6yTaHamMuH,
1H-wHgoN-1-5yTaHamMuH,
2-(3-nupuauHUN)TME30N-4-GyTaHaMuH,

a TaKxe UX Conv NPUCOSANHEHHWA C KNCMOTaMK

M30BpeTeHe OTHOGUTCH K HOBHIM MPOW3BOJHBIM
SPUTPOMMLIMHA, K CIOcoDY WX MOMYUSHUA U K UX NPU-
MEHEHWIO B KAUSCTBE MefMKaMEHTOR

M3obpeTeHWe OTHOCHTCH, B YACTHOCTH, K COEAM-
HeHuaM hopmynbl (J)
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B koTOpbIX R npegcraenaet pagwkan —(CHa)RAr
B KOTOPOM h npefcTasnAeT uvceno 3, 4 unu 5 u Ar
NpeAcTaBNAST pagukan reTepolNKnN-Heckiid, Hecy-
WWiA B cnydae HeobxoAUMOCTH OAWH UMK HEGKONEKO
3aMecTuTenel, BeibupaeMelii B rpynne pagukance
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MAHYTEIMW  BEILLE 3aMecTATEendamMd, W pajukanomM

0
i

-C-Rj

, rae Kz osHavaeT pagwkan ankun, cogep-
XawWwwvn 4o 12 aTOMOB yrmepogda, Wiy pagukan apun,
KkapOOUNKNMYECKMA WK reTEROLNKITMYECKWA, B Cry-
Yae HeoBx0AUMOCTU 3amMelleHHBIA

Korga reTepouvknWYeckWd pajuvkan CopepkuT
HecKorbKko UWMKMNOB (CBS3aHHbIX Mexgy cobol, unu
KOHAEHCUPOBAaHHBIX), OAWH WM HECKOMLKO 3aMecTH-
Tenen MOryT HaXOQWTBCA HAa OQHOM W/WNW Ha gpyrom
M3 UWKNOB, TETEPOLUKITMUECKNX UMK KapboluKnuue-
CKUX, TaK, HaNpPUMep, ecnW TreTepouUvKindeckoe
KOMbUO COSAMHEHO UMW KOHOAEHCWPOBAHO G pajuka-
oM apuna, TO reTeRoYMKITHYSCKoe KONbLO U KOMbLO
apuna moryT oba HecT OAWH WKW HeCKOMNbKO 3amec-
TUTENEeH

Pafaukan apun NpeanoqTUTENbBHO NpefcTaBnaeT
coboid pagvkan coeHMNa unn HapTng,

- pagvKan ankun, ankeHWn WM ankuHun npeg-
CTaBNAeT NpegnoJTUTeNbHO Pagvkan mMeTun, ITun,
nponwn, wsonponun, /M-Cytun, waobytun, Tper-
ByTWUN, Aeunn Unwu AOAleunn, BUHKM, anminn, 3TUHWN,
NponUHWM, Nponaprun, UvKkNoByTun, LWKNOoNeHTWn
WIK UWMKNOrekcun,

- ranoredH nNpeacTaeBnseT MNpeAnoYTUTENBHO
TOR, XNOR, N DpoMm,

- paguvkan ankwn, 3aMelleHHbId aToM ranoreHa,
npegnoYTUTeNEHO o3HadaeT pagukan CHCly, CHBr;,
CHF;, CCls, CBrs, CFi, CH:CFi;, CH:CHCCls,
CH;CH:CF;, octator kapBoHoBOR KWCnoThl npeg-
CTAaBNAeT NPeAnovTHTENEHO OCTETOK aueTvna, npo-
nuonuna, ByTupvna, n3obyTnpuna, H-sanepuna, Uso-
Banepuna, TPeT -Banepuna v NuBanuna

IsobpeTeHve kacaeTca ocobeHHo coeguUHEeHWA
popmynul (), B koTopoil Z npegeTasnaeT cobod aTomM
BOACPCAR, U CoegWHEHVIA opmynel (I}, B KOTOPOW n
paBHO vucny 4

Eonee KOHKpPeTHO u3obpeTeHue KacasTcs coeflu-
HeHwd chopmynel (), B KoTOpoil Ar npegcraBnseT
pagvkan

»

B CnyYae HeoBXOAMMOCTH 3aMeleHHLIA, a Takke
coeguHeHvin dopmynet (1), 8 koTopwIX R npegcraena-
ET paaukan

SO

N
i
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B CNyyae HeobXO[UMOCTY JaMELLEeHHBIR, a Takxe
coeguHeHWn dopmynd (I}, B koTopex Ar npegcTas-
naeT pagukan

@ m\fo‘: ®
- W wtn g’ ¥
ii i
KT s <Q L“y
t
B cny-age HeOGXOHHMOCTH 3aMe|.|.leHHb|ﬁ, W OCO-

BeHHO cospguHeHWA copmynsl (1), B KoTopeIx Ar
NpPeacTaBNAST pajgukan

j @)
]
|

B Cry-ae HeoBx0AUMOCTH 3aMeLLeHHEI

M3obpeTeHue oTHocuTcA ocobeHHo K coefMHe-
HuaM copmynel (), nonydeHwe KOTOpHIX ONWCAHO
HWXE B BKCNEPUMEHTaNLHON YacTyn Cpean NornyJeH-
HblX COeAUHEHWA U3CDpeTeHUs MONHO Ha3BaTb cne-
OYKoLWEe COefUHEHHS

11,12-guaeorcn-3-pe{(2,6-gugeockcn-3-C-metun-
3-0-meTtnn-aneda-L-puborekconupadosun) okcw) ©-
O-meTmn-3-okco-12,11-(okcn-kapbornn ((4-(4-
deHnn-1H-uMnaason-1-un) ByTN) UMWHO)) 3pUTPO-
MULMH,

11,12-guaeorcn-3-pe{(2,6-gugeockcn-3-C-metun-
3-0-meTtnn-aneda-L-pnbokcconnparosnn) okcu) 6-O-
MeTun-3-ckco-12,11-(okcnkapboHmn {(4-(3H-
nugaszo(d,S-binvupunguH-3-mn) Dy-
TUNJUMAHO))BPUTPOMULIUH,

-11,12-gngeorcu-3-gel(2,6-gugeokcn-3-C-metun-
3-0-meTtnn-aneda-L-puborekconupadosun) okcw) ©-
O-meTnn-3-okco-12,11-{okcurkapbornn {{(4-(1H-
nvmugaszo (4, 5-8inupugmnn-1-um)y 6yTrn) WMWHO)) pUT-
POMMLMH,

-11,12-gngeorcu-3-gel(2,6-gugeokcn-3-C-metun-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-meTnn-3-okco-12,11-{okcurkapbornn {(4-(4-(4-
xnopdpenvn)  1H-umugaszon-1-un}  OyTuN)  MMKWHO))
SPUTPOMMULMH,

11,12-guneokcn-3-pef(? 6-nuneokcu-3-C-metun-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-meTnn-3-okco-12,11-{okcurkapbornn {(4-(4-(2-
meTokcudenun) TH-mmngason-1-mn) SyTUNIMMKHO))
BPUTPOMWLIWH,

11,12-guneokcn-3-pef(? 6-nuneokcu-3-C-metun-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-meTnn-3-okco-12,11-{okcukapionnn((4-(4-(4-
dToppernn)  1H-umupazon-1-un) ByTvn)  KMMUHO))
BPUTPOMWLIWH,

11,12-guneokcn-3-pef(? 6-nuneokcu-3-C-metun-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-metnn-3-okco-12,11-(okcukapboHun {((4-(7-
METOKCH-4-XMHONWHWIM) EYyTWM) WMHWHC)) 3PHUTPOMM-
LiVH,

11,12-guneokcn-3-pef(? 6-nuneokcu-3-C-metun-

¥
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3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-
O-meTun-3-okco-12,11-(okcurapboHun {(4-(2-(2-
NUpUAWHWTY 4-Thasonun) ByTun) MMUHO)) 3PUTPOMM-
LlHH:

11.12-gngeokcn-3-ge((2,6-gupeokcn-3-C-meTun-
3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-
O-metun-32-okco-12,11-(okcuKkapboHun {(4-(3-(3-
nupuanHun) 1H-1,2, 4-Tprazon-1-un) Bytun) UMWHO))
SPUTPOMHLMH,

oCobDeHHD

11.12-gngeokcn-3-ge((2,6-gupeokcn-3-C-meTun-
3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-
O-meTun-3-okco-12,11-(okcurapboHun {(4-(4-(3-
nupuanHun)  1H-umupaszon-1-un)  Bytun)  UMWHO))
IPUTPOMHMLMH

Mpogaykrel obwed dopmyne () MMewT ouveHb
BEICOKYIS aHTMDMOTUUECKYID AKTWBHOCTh B OTHOLLE-
HHW Taknx rpaMnonoxuTeneHelx GakTepui, kak cTa-
CPUNOKOKKW, CTPEMTOKOKKW, MHEBMOKOKKK

CoeguHeHua cormacHo W30BpeTeHuio MOXHO,
CreaoBaTenbHO, MCNOMNbL30BaTh B KEYECTBE Mejuka-
MEHTOB MPH NEYEeHVN WHMEKLUWA YYBCTBUTENLHEIMK
MUKpoBamMi, B UACTHOCTU, CTAMUNCKOKKOBRIX UHDEK-
LHMA, TAKUX KaKk cTAMNOKOKKOBEIA GENGHS, 3nokaqe-
CTBEHHble CTAMMOKOKKN NWMUa UMK KoXW, nuogep-
MHWTa, GENTHYSCKWE WKW THOWHLIE paHbl, thypyHKYMLI,
kapOYHKYNB, ONErMoHLI, POKNCTHIE BOCNAIEHWA W
YTPW, Takux cTadWNOKoKKOBLIX 3aBoneBaHun, kak
NepBUYHEE OCTPHE WMW MNONErpUNNO3HEIE AHTHHEI,
BpOHXONHEBMOHUA, THORHBIE MErOMHEE, U CTPenTo-
KOKKOBbLIX UHCDERUWA, TAKUX KaK OCTPLIE @HMMHEI, OTH-
Tbl, CUHYCHTbI, CKAPNATMHE, NHEBMOKOKKOBbIX, TAKWNX
KaK NHeBMOHWA, BpoHxWT, Bpylennes, audTepua, U
rOHOKOKKOBRIX WHGEKL WA

CoeguHeHUA HacTosWero U3obpeTeHUs ABNAKT-
CA TAKKe @KTUBHEIMK NPOTHE WHAPEKUHIA, BHI3BaHHBLIX
mukpoBamn Haemophilus influezae, Ricketisies, My-
cohlasma pneumoniae, Chlamydia, Zegionella, Ure-
plasma, Toxoplasma unun mukpobamu TMna Mycobac-
terium, Zistena, Mtningocoques W Campylobacter
HacTosAwee nsobpeteHne KacaeTca TakKe MGNoNb30-
BEHWA B KEYECTBE NEKapCTBEHHLIX CPEAcTE, B YacT-
HOCTW, B KayecTBe aHTMDMOTUKCB, coeguHeHnid dop-
Mynet (), onpejeneHHblx BhILIe, a TakKe WX coneil
NpUcosanHeHUs ¢ thapMayesTUIECKH NpremMneMelMu

B KOTOPOM W MPEeACTABMAST OCTATOK KUCNOTHI,
NogBepralT B3aMMOAeiCTBIIO ¢ coeguHeHem thop-
mynet {11}

51618 14

MUHEpanbHBIMK MM OPraHUYECKUMY KACTOTAMA

B wactHocTW, M3ocBpeTeHne KacaeTcs UCMNonb3o-
BaHWS B KAYecTBe eKapCTBeHHBIX CPeacTB, B YacT-
HOCTH, aHTMBMOTUKOB, NpegnoYTUTENBHBIX COSfHMHE-
HWA hopmynel (), onpegdeneHHoW BoilLE, 8 WMEHHO
coefuHeHWA npumepos 1,23 W 28-35 a Tawke ux
dapmMaleBTUUECKN NpUeMneMblx conen

M3oBbpeTeHue kacasTca Takke dapmayesTH-e-
CKMX KOMNO3UUWH, COAEpHALLMX B KayecTse pJewncT-
BYILLEIC Hauana, No MeHbllel mMepe, OgqHO M3 onpe-
JeneHHblX Bbllue COeANHEHWI

OTH  KOMMO3SWLUMK MOXHO BBOJWTH OpanbHbIM,
peKkTankHbIM, NapeHTepPanksHeIM NyTeM WM HAHOCHTE
MNOKaNbHO Ha KOXY W Ha crnuancTole obonouku, Ho
NPEANOYTHTENEHEIM METOAO0M BBEASHUA ABNAESTCH
opanbHbIi NYTL

OHU MOryT BT TEBEPABIMU UMM HMAKUMA W
UMeTE hapmaleBTHHeckne pOpME, WUCNOML3yeMbele
obLIUHO B MeguyuHe, Hanpumep, NpocTeie TabneTkn
WK Apaxe, KenaTWHOBLIE Kancymsl, FPaHynbl, CBeYW,
npenapartbl 4nS MHbEKUWA, MazW, Kpembl, renwv, Mux
roToBAT OOBYHBIMKA MeTOgamu MencTeyrolwlee Haya-
No MOMHO BBOAWTb B KOMNO3WUWW BmecTe ¢ akcyu-
NWeHTaM1, NpUMEeHAeMEMY OBBIUHC B 3TUX dapma-
LEBTHYSCKMX COCTaBaX, TAKUMK Kak TankK, rymmua-
pabuk, nakTosa, Kpaxman, creapar MarHwa, Macrno
KAKao, BOJHbIE WM HEBOLHBIE HOCWTEMNW, HKMPHBIE
BeLeCcTBa XVBCTHOMO UNU PACTUTENLHOTC NPOUCXOX-
AeHuA, napacdUHOBLIE NMPOW3BOAHEIE, MUWKOMW, pas-
NUYHBIE CMAYMBAKOWMWE AreHThl, AWCNEPraTopel UKW
AMyMNLrETOPLl M KOHCEPBAHTLI

STH KOMMO3WUWKM MOTYT TaKKe BBIMYCKATBCH B
¢opmMe NOpoLIKa, FOAJHOTO ANA PACTBOPEHUA NO Mepe
HeobXOAMMOCTW B COOTBETCTBYLEM pacTBOpUTEne,
Hanpumep, B aNWPOreHHOW CTEPUNEHOR BOAS

Beognmaa goza W3MEHAETCA B 33aBMCUMOCTH OT
Buaa 3abonesaHnd, OT nayneHTa, OT MeTo4a Beepe-
HMA W OT WCMCINB3YEMOro coeguHeHnAa OHa moxeT
COCTaBMATb, Hanpumep, oT S0Mr go 300Mr B AeHb
NpW OpalnkbHOM BEEAESHWW B3POCNOMY NAUWEHTY CO-
efWuHeHns npumepa 1 unv npumepa 2

M3oBpeTeHue kacaeTca Tawke cnocoba nonyue-
HWA coegnHeHWA CopMynel (I), 3AKNKOYAWEroca B
TOM, UTO coefinHeHne hopMynkl (1)

QIR T 1T

(n

oz

RNH: (1)
B KOTOpoi R onpepgeneH BhilWe, © NOMydeHWem
coegurerus opmynsl (lz)
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B KOTOpbX R W Z' MMEerT ykaszaHHOe Bhille 3Ha-
yeHWe, 3aTem MonyyeHHOEe coejuHeHVWe HOPMYNE
(1.) . B cNyuae HeoBXOAWMOCTU, NOABEPTAKT ASHCT-
BUIO areHTa BeicBOBoXAEHWA byHKUMW TMEPOKGHNA B
nonoxeHun 2' uiunn, s cny4vae HeobxogumocTw, gel-
CTBMIO KNCNOTLI ANA oDpasosaHus conw,

- npudem peakyno coeguHeHna dopmyne () ¢
coejuHeHem dopuynsbl (Ill) NpoBOAAT B TAKoM pac-
TBOpUTENe, Kak Hanpumep, aUeTOHWTPWN, RMMETH-
chopMamng WNW TeTparnapodypaH, ANMETOKCHUSTEH
UNu aumeTuncynspokcua,

- TMAPONU3 OYHKLMKM CroXHOro apupa B Nono-
HEHWN 2' OCYILECTBNAKT NPU NOMOLLW MeTaHoMNa Uy
BOLHOW CONAHOM KMCMOTh,

- W coneobpazcBaHue OCYLECTBNAKT G MNOMO-
Lo KWGMQT NO KNaccWYEcKUM MeToaam

CoeguHeHua copmynel (I}, ncnonbayemule Kak
MCXCAHBE NpOAYKTHI, ONUCaHBI W 3aABMEeHbl B eBpo-
Nefdckol 3aaeke Ha naTteHT O 596 802

CoeguHeHusa dopmynsl RNH:; npefgcrasnswoT
coboid B oBlEM W3BECTHHE NPOAYKTH, OAHAKO KOH-
KPETHBIE COEAWMHEHWA, WCNoNb3yemele ANA NonyJe-
HWA COEAVHEHWI B NpUMEpPaXx 3asBKM, ABNATCH HO-
BEIMW N CAMU GOCTABNANT O6bekT UsohpeTeHus, 1 ux
NonyJYeHUE ONHUCAHO HUXE

CoeguHenua dpopmynsl {11,

RMNH: (1IN

MOMHO MONy4YaTb, Hanpumep, cnocobamu, onM-
caHHeMU B J WMed Chem (1982) ToM 25 cTp 947 M
cnegyowune, Tetrahedron Zetters tom 32, Netd, crp
1699-1702, (1991), J COrg Chem 5S4 (18) 4298, 301
(1989), J Org Chem 28 (101) 2589 91 (1983) wnu
nateHt PPr 3 406 416, J Qrg Chem , 6-893-901
(1941) vnu Aynth Commun 17 {14) 1741-8 (1987)

Bonee KOHKPETHO U3cDpeTeHUe KacaeTCd amMu-
HoB ¢opmynel (I}, onpegeneHHoi BeIWe, NONYy4EeHWe
KOTOPBIX NoAPOBHO W3NOXEHO HMXE

B uwacTHOCTW, W30DpeTeHne OTHOCHTCH K cne-
AYIOLMM aMUHaM

- 4-cheHun-1H-nmufaszon-1-6yTaHaMuH,

- 3H-vmugazo{4,5-b)-nupuguH-3-ByTaHamuH,

- TH-nmngaso(4, 5-bynupuani-1-byratamun,

- 2-beHnn-4-xMHONUHBYTaHaMKH,

- 1H-CensoTpnazon-1-CyTaHamMuH,

- 2H-Ben3oTpnason-2-6yTaHaMnH,

- 1-meTun-1H-umupgazo(4,5-c)-nupwauH-2-
ByTaHaMuH,

- 3-meTvn-3H-nvngaso(4, S-c)nuprauH-2-
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(1)

V&

OyTaHamnH,

- 5-xnop-1H-BeHaumugazon-1-6yTaHaMuH,

- 7-MeTOoKCH-4-XUHOMUHEYTAHAMWH,

- 1H-nMnaa3o(4,5-c) npnguH-1-ByTaHaMuH,

- 9H-nypuH-9-6yTaHaMuH,
- 1-meTun-1H-nHgon-4-Gytanamun,
- 3-tbenun-11-1.2,4-Tpwazon-1-Oytanamun (xnoprug-
par),

- 5-tpeHun-1H-TeTpason-1-6yraHamuH (xnoprug-
pat)

- 2-6eH3cTHasoNbyTaHaMuH,

- 4-{Tneno(2,3-c) nnprngnH-4-un DyTasamuH,

- 5,6-pumeTun-1H-6eHanMnaason-1-6yTaHAMUH,

- 3-XMHONMWHEYTaHaMWH,

- 2-XMHOMWHEYTaHaMWH,

- S-umugaso [4,5-b] nupnauH-5-6yTaHamMun,

- 1-meTun-1H-6en3nmngason-2-CyTaHamuH,

- 6-xnop-1H-BeHaumugazon-2-6yTaHaMuH,

- 2-MeTun-1H-beHanmuazon-2-6yTaHaMuH,

- 4-(4-xnopdperun) 1H-wMnaazon-1-6yTaHamMuH,

- 2-(3-nupuguHun) Tvason-5-6yTaHamuH,

- 7-METOKCHXWHONWH-4-CyTaHamMuH,

- 4-{(4-bTopipenun) 1H-umngason-1-oyTaHammH,

- A-(2-meToKkcudeHun) 1H-umuaason-1-
ByTaHaMuH,

- 3-(3-nvpuanHnn)
GyTaHamMKH,

- 4-(3-nnpngmnumn) TH-nwvungason-1-CytaHammn,

- 2-(2-nupuanHnuny THason-4-6yTaHamMuH,

- 2-peHnrrason-4-6yTaHamMuH,

- 4-(4-meTokcudeHwn)
GyTaHamMKH,

- M3OXWHONWH-4-CyTaHaMWH,

- XMHA30MNUH-4-6yTaHAMUH,

- 4 5-puchbeHun-1H-umuaason-1-ByTaHamuH,

- 4-(3-meTokcudeHwnn) 1H-uMngason-1-
GyTaHamMKH,

- 4-{4-{TpudTopmeToken) texnun) 1H-nmugaszon-
1-GyTaHamuH,

- 1,2.3,6-Tetparnapo-1H-gumeTun-2 6-guokco-
7H-nypuH-7-ByTaHamuH,

- 2-(4-nupuguHnn) Tvason-4-6yTaHamuH,

- 1H-nHgoN-1-6yTanamuH,

- 2-(3-nnprnguumn) Tnazon-4-GytanamuH,

a TakKke WX CONMU NPUCOBAWHEHMWA ¢ KUCMO-

1H-1,2,4-Tpuazon-1-

1H-nMngazon-1-

Tamu
Cregytowne NpuMepsl UNMIOCTPUPYKT W3oBpe-
TeHue
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MpuMep 1 11,12-auaeokcn-3-ne((2 B-gpufeokcu-
3-C-metnn-3-O-MeTun-aneda-L-
pwbcrekconupaHoswn)  okcu)  8-lU-meTun-3-okco-
12,11-(okcurapbonun  {(4-(4-cberun-1H-nvngason-1-
wn) BYTMN) MMKWHO)) 2PUTRPOMWMLMH

HarpesatwT Ao 632°C cmece 0,705r npoaykra 2'-
ayetart-11-neokcH 10,11-auperngpo-3-pe((2,6-
anaeckci-3-C-MeTun-3-0O-MeTun-aneda-L-
pnborerconnpaHoswn) okcu)-12-0-((1H-nmupaszon-1-
wn)  kapbonun)  6-0-MeTun-3-0KCOoIPUTPCMULWMHAE,
{(NoNyJYeHHOro Kak ykasaHo B npuwvepe 1C esponen-
CKOW 324BKW Ha naTeHT EP O 506 802) & 3 mn ayeTo-
HUTpUNa, copepxawero 10% esogw, w 1,08r 4-(4-
ernn-1H-nvngason-1-un) ByranHamuHa [Mopaep-
XUBEIKT peakyloHHYK CMECH MNPKH 3TOl TeMnepaType
B TeueHwe S yacos OCTEBNAT 40 BO3BPALWESHWA K
KOMHaTHOW TemnepaType, BbNMUBAKT PEaKLUOHHYH
CMeck B pacTBop kWcnoro ocdraTa HaTpwa, sKeTpa-
rMpyloT sTunayeTatom [1poMbiBalOT OpraHW-eckvue
thasbl BOAOW, cyllaT UX, OUNETPYIOT U KOHUSHTRUPY-
toT MonywarT 1,51 npoaykra, K keTopomy goGaenawT
210Mn MmeTaHona [OJepXMBaKOT NPW NepeMeLln-
BAHUW B TeueHue 16 yacob B aTMocdepe a30Ta Npu
KOMHaTHOW TemnepaTtype HKoHUeHTpWpyloT W nony-
vyaroT 1 4r npogykra, KOTOPBA QYULLAIT XPOMaTO-
rpapnel Ha ABYORMCH KpemHWA, amoaHt CH.Cl: -
MeOH — NH4OH (93-7-0,4) KoHUeTpupyloT ¥ nony-
yarT 0,305 r UCKOMOro ChIPOro NPOAYKTA, KOTOPLIA
SIePEeKPUCTANMHNI0BEIBAOT U3 NPOCTOr0 U30MNPONUNo-
Boro adupa, NpoMEIBaKCT, cywar npu S0°C npu no-
HWXeHHoM AaeneHnn  Takum obpasom  nonydaror
0,267r WCKOMOrD NPOAYKTA C TOYKOW NNABMSHWA
222°C-231°C

AMP CDCI; nnm

ap=+18°(c=0,9CHCIz)

0,84 () CH3-CHy, 1,01 {d)-1,17 (d)-1,24 (d) CHa-
CH, 1,30 {d)-1,38 (d), 1,341 47, 6 v 12-Me, 2,27 (5},
N{Me);, 2,45 (-} Hs, 281 (m) Hs , 2,63 (S) 6-OMe,
3,04 (-), Hs, 3,13 (q) Hup, 3,18 (dd) H'z, 3,53 (-) H's,

-Le-MCH

2

3,56 (8) Hq, 3,67 (9, 3,75 (4 0 3,87 (q
Hz 3,98 () CH:NC, 423 (d) Hs, 4,27 (d) H'4, 4,94
{dd) His, 7,26 (3) H's, 7.5 (S) H"2, 7,20 H B napa-
nonoxexHu, 7,35 H B MeTtanonoxeHud, 776 H B
OpPTONONOXEHWA

Mpurotoenernnwe 1 4-(4-dherun-IH-umupazon-1-
un) ByTaHaMuH

Cragpna A 2-(4-(4-benvn-IH-umungaszon-1-un)
OyTun)-1H-msonHgon-1,3(2H)avoH

[NpukansiBaT B TeueHue 1 yaca 30 MUHYT pac-
TBOp, cogepxawwid 5,05r 4-dpeHun-1H-uMngasona e
25cmM° AvMeTunpopMaMmuaa, B CMECE Zem® LHmve-
TungopMavmuga w 2,02r rmgpuga Hatpua SaTem
egoaqaT 10,86 r M-4-BpombCyTundTanuvuga pacTso-
PEHHOMO B 25cm° oumerundopmamMuia  Hosonar
nony4yeHHeld pacteop go 70°C B TeveHwe npubnwnau-
TeneHo 1 vaca 30 muryT OcTaBnaT go Bosspaule-
HUA K KOMHaTHOR TeMnepaType, KOHLEHTPUPYIOT No-
MNyYeHHEIA pacTBOp, NOMMOWAKT BOAOHA, SKCTparnpy-
KT 3TUNayeTatoM [poMEIBAIOT OpraHU4eckue dhassl
BOACH, cywart, buneTPYIOT W KoHUeHTpupytoT [lony-
yarT 157 NpoaykTa, KOTORLIM NepekpVCTaM30B0 -
BalOT U3 aTunayetata COcylWardT NOMyYeHHBIA npo-
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OYKT, MPOMBIBAIOT erc 3TWNayeTaTomMm W cylaT npw
NOHWKeHHOM pAasneHun npu 50°C  MonyuarT 5,51
WCKOMOIO NPOAYKTE, C TOYMKOA nnagnenmna 130-132°C

HAMP CDCI; nnm

1,75 (m) (2H)-1,88 {m) (2H) CH: ueHTpaneHEe,
374 (0, 2H, 4,03 2H, 7,22 {f) 2H Hs, 726 (m) 1H
Hs, 7,36 {t) 2HHiu Hs, 7,56 (d) H's okono 7,73 (m)
4H, okono 7,86 (m) Hz v Hs

Cragua B 4-(4-dpeHun-1H-umuaason-1-un) By-
TaHaMuH [NogaepxueatoT npu pnerme B TeueHue 8
yacos cMeck 3,451 nonydeHHoro Ha crafgwu A npo-
aykra, 100mn ataHona v 097MN rvapasvuHrnapaTa
HKOHUEHTRPUPYIOT PEeakUWoHHYI cMech, A0DaBNAKT
nprbnuanTensHo S0MN 2H rMgpPoKCKWaa HATPWA, JKCT-
parpyloT STUNaUeTaToM [1pOMBIBAKT CpraHWJeckue
dassl Npy NOMoWW 2H rMAPOKCHAA HATPWA, 3aTeMm
xnopuaa Hatpua Cywar, QUNBTRYIOT W KOHUEHTPK-
pytor [Normywator 2,21r uckomoro npogyrra HAMP
CDClz nnm

1,47 (m) - 1,87 {(m) CH: yeHTpansHsle, 2,73 (1),
397 -CHo-NH,;, 7,20 {d) H'.,7,50 {d) H's, 7,37 (t
wup)2H HzuHs, 7,24 () 1H Hy, 7,77 (M) 2H Haw
Hs

Moumep 2 11,12-gvaeckcn-3-5e((2,6-

aupeokcu-3-C-meTun-3-0-metun-ansda-L-
puborekconupanoaun)okcy) B-0O-metun-3-okco-12,11-
{orcukapbonun  ((4-(3H-umupgazo(4,5-b) nupuanH-3-
WN)EYTUM) MMWHO)) SPUTROMULMH

Pacreopart  708,2mr  2'-auetar-11-geckcu-
10,11-auaerngpo-3-ae((2,6-gungeckcn-3-C-meTun-3-
O-meTun-aneda-L-puborekconnpaHosnn)  okcu)-12-
O-((1H-umupgazon-1-un)  kapboHun) B-O-MeTvn-3-
OKCO-2PUTPOMUUMHA{NCNYYSHHONO KaK YRasaHo B
npumepe 1C eBponelckol 3asABkM Ha naTeHTt EP O
596 802) w 958mr 3JH-ummpazo-(4,5-b)nupnanu-3-
ByTaHamMuHa B 2,820M3 aueToHUTpUNA W 0,280M3 BO-
au  Hoeopar peakuuoHHytko cmeck go 80°C Octas-
NAKT A0 BO3BPALLEHWUA K KOMHATHOW TemnepaType W
BLINWBAIOT B pacTsop kucnoro dcocdara HaTpuA
OKCTParvpyoT XNOpUCTEIM METANEHOM 1 NPOMBIBAIT
eofold CobBupalT BOAHBIE HA3L U CHOBA 3KCTPArn-
pytoT Cywat, GbUNeTPYOT, CNONACKMBAKT W NoNyYa-
T 826 Mr npopykTa PacTeopsioT nonyqeHHeId npo-
ayer B 16,5cm” metaHona [MoapepxuveardT peakyu-
OHHbIW PacTBOP NPW NEPemMeLnBaHN NPW KOMHATHOW
TemnepaType B8 TeyeHwe 20 vyacoe [Monyuaor 789mr
MCKOMGCIO CHIPOro NpoAYKTa, KOTOPHIA OYMLLAKT Xpo-
MaTorpadvel, sNWaHT C©MeCck XMOPUCTOIo MeTUne-
Ha, MeTaHona, pacTeopa ammuaka (94-16-0,4) [o-
nydaroT 327Mr WCKOMOro NPoayKTa ¢ TOUKOW nnaene-
HwA 200°C

aD=+13*C=1%CHClz

AMP CDCl; 400Mry nnm

085 () CH; - CH:, 1,01 (d)-1,16 (d)-1.25 (d),
CH:-CH, 1,30 (d) -1,26 (d), 135 1 1,47 6 u 12 Me,
okorno 1,63 n ckono 1,98 yeHTpaneHuee CH: yenw,
227 (8) N(CH3); 246 (m) H's, , okono 2,59 {m) He
261 (5) 6-OMe, 3,07 (m) H'i, 3,12 (g wmp  Hip,
318 (dd) H:,384 (m) H's 3,57 (8) Huy, 3.6-38
CHzN(&

o 3,85 (g) H2, 4,24 (d) Hs, 4,29 (d) H'y, ororno

4,35 (m), CH2NC, 493 (dd) Hi3, 7,21 (dd) Hs, 8,04
{dd) H; apomatnueckwme, 8,11 (S) Mo, 8,38 (dd) Hs

MNpumep 3 11,12-anaeokcu-3-ne((2,6-Anaeokcn-
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3-C-metnn-3-0-MeTun-aneda-L-
pwbcrekconupaHoswn)  okcH)  6-O-MeTun-3-okco-
12,11-(okcurapbonun {(4-(1H-wmugaso (4,5-b) nupu-
AnH-1-uN)6yTn) MMKUHOY) spuTpomuynH HoGaenawoT
708mr 2'-ayetar-11-geokcu-10,11-gugerngpo-3-
ae((2 6-auaeckcu-32-C-metun-3-0O-metun-aneda-L -
puborekconupaHosun) okcn) 12-O-{(1H-uMuaason-
1wun) kapboHun) 6-O-MeTun-3-oKCo-3pUTPOMULUHA,
{nonyveHHoro kak ykazaro B npumepe 1C esponeii-
CkOW 3asABkn Ha naTeHT EP O 396 802) B pacTteop,
cogepxawmnia 953mr 1H-nmugase (4,5-b) nvpnguH-1-
ByTaHamuHa, 2,820M3 aueToHuTpuna 1 0,28cm™ BO-
abl Hoeogar peakuvoHHyww cMmeck o S5°C [Moa-
ASPHMBAIOT MPW ITOA TemnepaType B TedeHwe 44
vyacoe W gobapnator 0,5cM” ayeToHuTpuna [Mpogon-
XaKT HarpesaHwe npw 55°C B TeyerHwe 20 uacos
OcTaBnAwT A0 BO3BPALIEHWA K KOMHATHOR TeMnepa-
Type W BRINMBAKT B HAGLILEHHLIW PAcTBOPR KWUGIOro
thochata HaTpua JKCTPArupyloT BOfHyo dhasy xmno-
PUCTEIM METUNEHOM W NPOMLIBAIOT BOAOA XMNOPMETHU-
neHoByrw dazy Cywar Ha cynbdaTe HATPWA,
GUNBTRYIOT W BeinapusaT [onydawT 806 mr npo-
AyKTa, K KoTopoMy AoBaenawT 16,1cw|3 MeTaHona
MoaRepHUBAIOT PEAKLUOHHY CMECk MPH KOMHATHOR
Temnepatype B TeuyeHWe 24 JyacoB W BLINAPWBAT
aocyxa MMonyuaroTr 656Mr Npogykra, KOTOPLIA XpoMa-
TOrpacpnpyoT Ha ABYOKUCH KPEMHWS, 3IOEHT CMECH
CH;Cl;-MeQH-NH; (84-6-0,4)

Mony4akT CHIPOW LeneBCH NpoaYyKT, KOTOPHIA
OUULLAKT xpomaTorpadoned Ha CUNMKarene, snioupys
cMecklo CHCl-MeOH-NH.OH (94-6-0,4) MNocne pac-
TBOPEHWA OCTATKA B CMECH 3TUNaUeTaT C MNPocTbiM
W3OMNPONUNOBLIM 3hUpPOM, BUNLTRPOBAHUS U BHINAPU-
BAHWA AOCYXA NONYYaT UeneBod NPORYKT

T nn=203°C

aD=17 6°C=1%CHCI;

0,81 ) CH:-CHz, 1,00 (d}-1,17 (c)-1,25 (d)-1,31
{d)-1,38 {d) CH:-CH, 1,35 (5)-1,47 (S) 6 n 12-CHs,
1,68 (m) w 1,93 (m) ueHTpaneHole CH: uenwn, 2,27
(S) H(CHs)2 2,61 (8) 6-0CHs, 2,45 (m), H's, okono
2,60 (m B 3aMackupoBaHHOR wacTu) Hg, 3,07 (m) Ha,
okono 3,15 {q wup) Hag, 3,18 {dd) H's, 3,56 (S) Hay,
3,53 (m) H's, 3,60-3,80 (m) CO-N-CH; 3,87 () H-,
akono 4,25 (m) CH-N-C= 424 (d) Hs 4,28 (d) H,
491 (dd) Hiz, 7,21 (dd, J=5 n 8) He, 7,80 (dd, J=8 u
1,5) H; apomarvdeckne, 8,56 (dd, J=5 n 1,5) Hs,
8,15 (S) Hx+CH:Cl,

Mpurotoenenne 2 lNonyveHWe aMWHOB, UG-
Nonb3yeMblX B Ka4YecTBEe WCKOAHLIX NPOAYKTCB B
npumepax 2 wn 3 3H-umupazo(4,5-b)nupuaun-3-
DytaHamuH W 1H-ummngaszo(4,5-hinupnaun-1-
ByTaHamMuH

Crapua a

B pacteop 5,951 4-azabeHanmugazona u 15,5r N-
4 BpombyTundranumnga B 30cm’ AuwveTundopma-
vmupa gobaenarT 10,3r kapConata kanwa CwMech
nepemellveaoT 20 YacoB NPW KOMHATHOW TeMnepa-
Type HepacTROpeHHBIF NPOAYET GUNLTPYIOT, cro-
NacKUBaKT XNOPUCTEIM METANEHOM OpraHudeckyio
thasy NpoMBIBaloT BOAOW, 3aTeM CyLIaT Ha cynbdpate
MAarHMA W BHINAPMBAKT, MOMNYYEHHBIW MAcCNAHUCTLIA
OCTATOK MPOMBIBEIIT NETRONEWHbIM 3UPOM, 3aTeM
wWaonponunoeeM adupor [lonyyawwT 16,3r ceiporo
NpogyKkTa, KOTOpPbIA OYWLWAKT XpoMatorpadueid Ha
ABYOKMCU KREMHWA, SMIOUPYA CMECHID XMNOPUCTOro
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MEeTWNeHa C aleTcHoM, W nonyualT 4,.9r npoaykra
(A), T nn=143°C n 3,9r npogykra (B), T nn =172°C

Cragwna b1

3H-umnaaszo(4,5-b) nupnauH-3-6yTaHaMuH  (nc-
XOOHBIA NPOAYKT B NpuMepe 2)

HoBoaaT Ao TeMnepaTyps! KUNEHWA B TeyeHue 19
yacos cmeck 32.86r npoaykTa (A}, NONYYEHHOrO BHI-
we, 897cM” sTaHona u 20cm” rvapaswHa OcTaenswT
A0 BO3BPALLEHNA K KOMHETHOW TemnepaType ®WNeT-
PYIOT, CNONacknBaloT W BeinapueakT gocyxa [lomo-
LWAKOT XNOPUCTHIM METUNEHOM, (PUNsTRYT, cnonac-
KMBAKOT W BeINApuBakeT Aocyxa [lonyuatoT 18 87T
ueneeorc npoaykta AMP CDCl; - 250mry

1,52 (m) -2,00 (m) 2 CH; yeHTparbHue, 1,63 (S-
wup) nogewkHele 2H, 2,76 {f) CH:-CH>-NH,, 4,33

=C.[‘I\|.

®  ©0 CH,CH, 7.24 (dd, |58 W 5) Hs, 8,08
(dd, J=8 n 1,5 Hy, 8,40 (dd, =51 1,5) Hs, 8,08 (S)
Ha

Cragwna b2

1H-umnaaszo(4,5-b) nupwguH-1-6ytaHaMuH  (nc-
XOAHBIA NPCAYKT B NpuMepe 3)

JosoaAT 40 TeMnepaTypul KMNeHud & TeveHne 21
yaca cMmeck f32r npofykTa (B), nonyyeHHoro seile
640cM” aTaHona U 24,.8cm” rugpasvHa OcTaensweT
0O BO3BPALLEHWS K KOMHATHOW TemnepaType OuNeT-
pyloT, CNOMACKUBAIOT 3ITAHONOM W BhINEPWBAIOT NpPH
NOHWKEHHOM JasrneHvn  [omowanT X10pHCTHM
METUNEHOM, hUNBTPYIOT, CNOMNACKUBAKT U BLINAPW-
BaloT Aocyxa [lonyyatoT 19,51 yenesoro NpoayKTa
AMP CDCls

1,45 (m)-1,96 {m) 2 ueHTpanbHbie CHz, 274 ()
CH2-NHz, okono 1,45 (m) nogewxHoin, 423 (1)
(;.—N

C  _-CH»CH 7,24 (dd, J=8 u 5) Hs, 7,75 (dd, J=8
m 1,9 Hy 858 (dd, J= 5 n 1,5 Hs 8,13 (S)
H:+EtOH

Paboras kak ykasaHo Bbllle W WCNONb3YyA COCT-
BETCTBYIOLIME AMUWHLI, NOMYYAKT cregylle npo-
OYKTEI

Mpumep 4

11,12-gnaeorcn-3-pe((2,6-gugeckcn-3-C-metun-
3-0O-metnn-anoa-L-puborekconupadosun) okcw) 6-
O-meTun-3-okco-12,11-(okcnkapboHun {(4-
{TeHo(2,3-b) NupugMH-4-un) BYTUN)UMUHO)) SpUTPpO-
MugwH T nn =176-178°C

cp=+17°c=0,9% 8 CHCI;

Mpumep 5
11,12-anaeckcu-3-ge((2,6-gnaecrcn-3-C-

MeTun-3-0-metun-ansda-L-
pwBorekconupaHoaun)oken) 6-0O-metnn-3-okco-12,11-
{okcukapbounn ((4-(3-deHnn-1H-1,2 4-tpuazon-1-uny
ByTUN)UMUHO)) apuTpoMuiuH T nn =208-210°C

co=+17°c=1% B CHCI:

MNpumep 6

11,12-guaeorcn-3-pe{(2,6-gugeockcn-3-C-metun-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-meTnn-f3-okco-12,11-(okcnrapbonun ((4-(1-metun-
1H-nmungazo(d,5-binvpnauH-2-mny  Bytun)  MWKHOJ)
BSPUTPOMMULMH

cp=+19°c=1%CHCI:

Mpumep 7

11,12-guneokcn-3-pef(? 6-nuneokcu-3-C-metun-
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3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-
O-meTun-3-okco-12,11-(okcukapbonun  ((4-(3-metun-
3H-ummnaaszo(4,5-c)nupugnH-2-un)  ByTun)  WMUHO))
IPUTPOMHMLMH

oD=+16°CHCl;=1%

MNpumMep &

11,12-angeokcu-3-ae((2,6-auaeokcu-3-C-meTun-
3-0-meTun-aneda-L-puborekconnpaHosun) okcwn) B-
O-metun-2-okco-12,11-(okcukapbonun{(4-(7-
METOKCH-4-XUHOMUHKUM) BYTUA) NMUHO))ZPUTOOMM LUH

ap=+15,8°c=1% CHCl;

MNpuMep 9

11,12-gugeokcu-3-a=((2,6-auaeokcu-3-C-meTun-
3-O-meTun-anegpa-L-puborekconmpaHosnn) okcu) 6-
O-meTun-3-okco-12,11-(okcnrapbonun {{(4-(5-deHun-
1H-TeTpazon-1-nm OyTUMWUMWHO)) PUTPOMWLMH T
nn =132-134°C

ap=+25°c=1%CHCI:

Mpwumep 10

11,12-gugeokcu-3-((2 6-anaeckcu-3-C-MeTun-3-
O-metun-ansga-L-puborekconupaHosun) okcu) 8-0O-
MeTHn-3-okco-12,11-{okcnkapboHun {((4-(2-
BeHsoTnazonun) 6EyTvn) WMWHO))IPWTPOMWLUMH T
nn =178-181°C

ap=+18°c=1%CHCI;

MNpwumep 11

11.12-gngeokcn-3-ge((2,6-gupeokcn-3-C-meTun-
3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-
O-metun-32-okco-12,11-(okcuKkapboHun {(4-(2-(3-
NUpUAKHWTY 4-Tasonwmn) GYyTUMWMWHO)) 3PUTPOMM-
umH T nn =150-152°C

oo=+17°c=0,9%CHCI;

MNpumMep 12

11,12-angeokcu-3-ae((2,6-auaeokcu-3-C-meTun-
3-0-meTun-aneda-L-puborekconnpaHosun) okcwn) B-
O-metnn-3-okco-12,11-(okcukapbonun {(4-(2-(3-
NUPUAKHUAY 5-TWasonun) BYyTUMIUMUHGO)) BPUTPOMU-
umH T nn =155-159°C

oo=12"c=1%CHCI;

MpuMep 13

11,12-gugeokcu-3-a=((2,6-auaeokcu-3-C-meTun-
3-0-meTun-L-aneda-1,-puborekconupaHosnn)  okcu)
6-0-meTun-3-okco-12,11-(ckcukapboHun {{4-(SH-
NYPWUH-3-mN) ByTUN) MMWHC))2PUTPOMMWLWH

MpuMep 14

11,12-gugeokcu-3-a=((2,6-auaeokcu-3-C-meTun-
3-O-meTun-anegpa-L-puborekconmpaHosnn) okcu) 6-
O-meTnn-3-okco-12,11-(okcurkapbonun ((4-(1H-
wMmugaszo(d,5-b) nupwawnH-1-uMCyTN) UMWHO)) 2puT-
POMULMH

rf= 0,42 CHCI;+8% MeQH ¢ 8% NH,OH

Mpumep 15

11,12-angeokcu-3-ae((2,6-auaeokcu-3-C-meTun-
3-0-meTun-aneda-L-puborekconnpaHosun) okcwn) B-
O-metnn-3-okco-12,11-(okcukapbonun {(5-(1H-
BeHaumugason-1-unj deHnn) MMUHO)IPUTPOMULIMH

MNonydeH us 2-(4-Bpomnertun) 1H-wso-uHgon
1,3-(2H)-gnoHa

MNpumep 16

11.12-gngeokcn-3-ge((2,6-gupeokcn-3-C-meTun-
3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-
O-meTun-3-okco-12,11-(okcukapbonun  ((5-xnop-1H-
BeHsumugazon-1-un) ByTUNMMHUHO) 3pUTPOMULUUH T
nn =145-148°C

Mpumep 17
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11,12-guneokcn-3-pef(? 6-nuneokcu-3-C-metun-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-metvn-12,11-{okcukapBoHun  ((4-(1H-uHgon-1-nun)
6yThN) MMKUHO)) 3PUTPOMULIUH

Mpumep 18

11 12-guaeokcn-3-aef2, B-auaeokcu-3-C-meTun-
3-O-meTun-ansga-L-puborekconupaHosun) okcu) 6-
O-metvn-3-okco-12,11-(okcukapborun  ((4-(1-metun-
1H-nHA0N-4-1r) ByTUN) UMUHO))APUTPOMULIMH

aD=20%,c=1% CHCl;

Mpumep 19

11,12-gnaeorcn-3-pe((2,6-gugeckcn-3-C-metun-
3-0O-metnn-anoa-L-puborekconupadosun) okcw) 6-
O-metmn-3-okco 12,11-(okcurkapbornn ((4-(2-dennn-
4-¥WHONWHWUN)  ByTUN)  UMUHOY)apUTpOMUUMH T
nn =195-197°C

Mpumep 20

11,12-gnaeorcn-3-pe((2,6-gugeckcn-3-C-metun-
3-0O-metnn-anoa-L-puborekconupadosun) okcw) 6-
O-meTun-3-okco-12,11-(okcnkapboHun {(4-(1H-
BeHaoTpuaszon-1-wn) GyTun) MUHO)3pUTPOMULKMH T
nn =200-202°C

Mpumep 21

11,12-gwaeorcn-3-gel(2,6-gugeokcn-3-C-metun-
3-O-meTun-ansga-L-puborekconupaHosun) okcu) 6-
O-meTun-3-okco-12,11-(okcnkapboHun {(4-(2H-
BeHaoTpuaszon-2-un) ByTUn) MWUHO)3pUTPOMULKMH T
nn =164-165°C

Mpumep 22

1,12-gupgeckcu-3-ne((2 6-gngeckcn-3-C-meTnn-3-
O-meTun-aneda-L-puborekconnpaHosun) okcud) G-
MeTun-3-ckco-12,11-(okcrkapGoHun ((4-(5,6-
aumeTun-1H-6eHsnmungason-1-nn)Bytun) MMUHO))
aputpoMuuynH T nn =174-176°C

Mpumep 23

11,12-guneokcn-3-pef(? 6-nuneokcu-3-C-metun-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-meTnn-3-okco 12,11-{ckcukapBoHvn {((4-(3-
XUHOIUHWM) EyTvn) WUMWHO)) JpUTPOMMUMH T
nn =195-197°C

MNpumep 24

11,12-guneokcn-3-pef(? 6-nuneokcu-3-C-metun-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-meTnn-3-okco-12,11-{okcurkapbornn ((4-(2-
XMHONMHKWAY  OyTvn)  WMWHO))  2puTpOMMUMH T
nn =179-181°C

MNpumep 25

11,12-guaeorcn-3-pe{(2,6-gugeockcn-3-C-metun-
3-0-meTtnn-aneda-L-puborekconupadosun) okcw) ©-
O-metnn-3-okco-12,11-(ckcukapbornn  ((4-(2-metun-
1H-Bensnmugazon-1-un) OyTWN) UMWHO)) 2PUTROMMK-
uuH T nn=128-32°C

Mpumep 26

11,12-guaeorcn-3-pe{(2,6-gugeockcn-3-C-metun-
3-0-meTtnn-aneda-f-puborexconmpaHosnn) okcW) 6-
O-meTmn-3-okco-12,11-(okcnkapbornn  ((4-(G-xnop-
1H-BeHaumuaazon-1-n1) BYTUNUMUHO)) 2PUTPOMU-
uuH T nn=182-184°C

Mpumep 27

11,12-gnaeorcn-3-pe((2,6-gugeckcn-3-C-metun-
3-0O-metnn-anoa-L-puborekconupadosun) okcw) 6-
O-meTmn-3-okco-12,11-(okcnkapbprun ((4-(1-metnn-
1H-BeHaumMuaazon-2-un) BYTUNUMUHO)) 2PUTPOMU-
LWH

Mpumep 28
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11,12-pufeokcu-3-ae((2,6-aupeokcu-3-C-MeTun-
3-O-meTun-anegpa-L-puborekconmpaHosnn) okcu) 6-
O-meTun-3-Ckco-12,11-(okcvkapboHun {(4-(5H-
umugaszo)d, 5-bynupngH-5-nn)EyTvMUMUHO))  IpuT-
POMULMH

ap=12,2c=1%CHCIz

MNpumep 29

11.12-gngeokcn-3-ge((2,6-gupeokcn-3-C-meTun-
3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-

O-metun-32-okco-12,11-(okcuKkapboHun {(4-(4-(4-
xnopdenun) 1H-umwngason-1-un)bytvn)  UMUHO))
IPUTPOMHMLMH

Harpesator 7 wacoB npw 75°C 1r 2'-auerar-11-
aeokcn-10,11-gnaernapo-3-ge((2 6-gnaeocrkcun-3-C-
mMeTun-3-0-metun-ansdga-L-puborekconupanosun)
okck)  12-0-({(1H-wmmnpazon-1-wn) kKapBonwn) 8-0-
METHM-3-OKCO-2PUTPOMULMHA (NONYYEHHOra Kak yKa-
3aHO B npumepe 1C eBponeWckol 3aABKM Ha NaTeHT
EP O 596 802) 8 dcm’® alUeTOHNTPWNA, CogepAaLLErD
10% sofel ¢ 1,41 4-(4-xnopdeHun)-1H-nmugaszon)-1-
ByraramuHa QcCTaBNAKT [O BO3BPALLEHWA K KOM-
HaTHOW TemMnepaType, pa3baBnaT BOJOW, 3KCTparu-
PYIOT STUNAaLUETaTOM, CYLIAT, BbiNapWBaloT pacTeopu-
Tens v nonydaet 2,3r NpoaykTa, aueTWIMROBAHHOIO
B NonoxeHwu 2' foBagnawT 60mMN MeTadHona u noA-
Aep¥UBaloT 18 YacoB NPU NepemMEeLMBAHUY, BHINAPU-
BAKOT PacTBOPMHTENE, XpoMaTOrpadrpyoT OCTaTOK HA
aAsyokucH kpemHns (amwedt CH-Cl; - MeOH-NH4,OH
95-5-0,4), KOHUEHTPVPYIOT W KPUCTANITN3YIOT OCTATOK
w3 npocTore agpupa Cywar KpucTayiM30BaHHbLIA
NpoOAYKT NPy NOHWMEHHOM AaeneHuu npu 80°C W no-
nydarT 381Mr yeneeoro npogykra T nn 192-184°C

AMP CDCI: nnm

0,83 CH:-CH,;, 1,00({d)-1,16(d)-1,24 ()
-1,30(c)-1,38(d) CH;-CH 1.33(8)-1,47(S) 6n
12 Me, 2,26 (S) N{Me);, 2,44 (m) H'z, 2,61 (S) 6-
fOMe, 2,60 {m) Hs, 3,00 - 3,21  Hg, Hio n H';, 3,535
{m) H's, 3,56 (8) Hi4, 3,60 - 3,80 2H-3,99 (1) 2H CH:
NC

H . 387 (q) Hy 423 (d) Hs 428 {dy H', 4,93
{dd) His, 7,26 (df),

Hs wmugasona, 750 (d) H: wvngasona, 732 -
7,70 apomaTtnuyeckue, 3,51 OH

rpwrcToBneHne 4-(4-xnopterHnn)-1TH-
uMuaason)-1-byTaHamMuHa, UCNOMNL3YEMOro B KauecT-
BE WCXOIHOIo B NpyMepe 29

Cragua A

4-(4-xnopdpenun) 1H-nmnaazon

KnnataTt ¢ obpaTHEIM XONeAnbHVKOM B TEYEHNe
1 yaca 23,34r e-bpom-4-xnopayetodeHona 8 150mn
chopMamnga, OCTABNAKT CXNakgaTECA, NoAgWwenaqn-
BANOT PACTBOROM MMPOKCHIA HATPWA, JKCTRArMpYoT
AUXMOPMETAHOM, MPOMLIBAKT BOAOA, CywWwaT, BeNa-
PUBAIOT PACTBOPUTENDL, XpOMaTOrpadupyoT OCTaTOK
Ha AsyorWcH kpemHus (anweHT CH:Cl-MeOH-
HHs;OH 8-2-0,04) u nanyqator 13,4r yenesoro npo-
aykra T nn 146-148°C

Crapus B

2-(4-{4-{4-xnopdeHun) 1H-umufazon-1-
un)Bytun)-1H-uso-nHgon-1,3- (2H)-guoH

PaboraloT kak Ha cTagnd A npurotosneHwa
npumMepa 1, ncnonesya 12,.2r npogykra, Nony4eHHOro
Ha npeabaywein cragun, 4.96r rnapnga HaTpua W
23,83r N-4-6pombyTundTanumMuga [Nonyuator 9,7t
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LieneBoOrc NpoayKTa
Cragna C
4-(4-xnopdpeHun)1H-umMuaazon-1-6yTaHamuH
PaBoralor kak Ha cTtagum B npwurotoenenus 1

npumepa 1, Ho venoneaya 14.2r npogykra, nonydae-

Moro Ha ctaguu B, w 3.6uMn rugpaswdrujpata s

200mn sTaHona
MonyuaoT 12r ceiporo NpoaykTa, KOTOPBIA Xpo-

MaTorpacpupyloT Ha ABYOKACW KPEMHWA (3rioeHT

CoCl-MeOH-NH,QH 8-2-0,04) n nonyuatoT NpoaykT,

WMCNONb3YEMBIA KaK TaKOBOW AnA cuHtesa HAMP

{CDCl3) nnM
1,22 (Swup) 2H noaewxHue, 1,47 (m)-1,88 (m)

ueHTpaneHuie 2 CHs, 2,74 (m) CHy-CH:-N, 3,98 (m)

—C—N—

— L= CH;-CH,, 7,19 {d, J=1,5)-7,50 (d,

J=1,5) H:wnHs 7,33 u 770 apoMaTtndeckue

Mpumep 30 11,12-angeckcn-3-ge{(2,6-
angeckcu-3-C-metTun-3-0O-metnn-ansga-L-
puborekconupanoaun)  okcu)  6-0O-meTun-3-okco-
12,11-{okcnkapboHun ((4-(4-(2-meTokcudenwn) 1H-
umugason-1-un) 6yTin) MMUHO)) 2PUTPOMULUH

Harpepator npu 80°C B TeyeHwe 8 yacos 706mr
WMCXOAHOMO CoejWHEeHWA npumepa 29 8 3wmn ayeto-
HuTpuna w  908mr  4-(2-meTokcudheHun)  1H-
WmMunazon-1-6ytaHamMuH  OxNaxaaT A0 KOMHATHOR
TeMnepaTypH, BHMWBAKT B pacTBop rugpodocdara
HaTpua (0,5M), akcTparmpyloT eTunayeTaToMm, npo-
MBIBAIOT BOQOMW, CYWAT, BbiNapvBaMT PacTBOPWTEND,
nonyyarot 1,6r npogykra, aueTUIMPOBAHHOIC B NO-
noxeHnd 2' HoBaenawT 50MN meTaHona, nepeme-
WKEAKT B TeHeHWe 16 uyacoe, BEINAPUBAKT pPacTBo-
pyTenb, XpoMmaTorpatpvpyaT OCTATOK Ha ABYOKMGH
kpemHwua (antaHT AcOEL - TEA c© 4%) u KpucTannu-
3YOT U3 npocToro acpmpa MNonywarot 194mr yenescro
npoaykta T nn =143-145°C

AMP CDCl; nnm

0,85 () CH:-CH,, 1,01 (d) - 1,16 (d) - 1,24 (d) -
130 () -1,37 (d) CH:-CH 1,34 (8) - 1,47 (S) 61
12 Me, 2,26 (S) N (Me)z, 244 (m) H's, 260 (m) Hs,
284 (S) B6-OMe, 3,08 (m) Hi, 3,12 {q wup) Hig,
3,17(dd), H'z, 3,54 {m) H'5, 3,57 (S) Hyy, 366 (m) -

NG
374 (m) CH; ©, 385 (q) Hy 3,95 (S) -OMe,
399 (q wup CHxH-C=, 4,24 (d) Hs, 4,27 (d) H'y,
493 (dd) Hqs, 6,97 (d wnp Hs, 7,51 (8) eBece H nvn-
daszona, 7,02 Hs doenun, 7,19 (ddd) Hy n Hs denwna,
8,19 (dd) H:

MNpurotosneHve 4-(2-metokcudrennny 1H-
uMupaszon-1-6yTaHaMuHa, WCGNONB3YeMoro B KadecT-
BE MCXORHOro B npumMepe 30

Cragua A

4-(Z2-meTorcudpeHnn) 1H-nmmaazon

Kunatat ¢ obpaTHeiM xonoaunbHukom 9,36 2-
Bpom-2'-metokcu-aletcdeHoHa B S0MN hopMamuaa,
OCTABMNSKT AC BOIBPALLEHHMA K KOMHATHON Temnepa-
TYpe, NPOMBLIBAKNT 2H PAcTBOPOM COMSHOW KMCMOTHI,
GUNETPYIOT nogwenauveatoT 4o pHB8-9 npu nomowm
2H IMAPOKCWAR HATPWA, BKCTParMRYIT AWUlopMeTa-
HOM, NPOMEIBAIOT BOAOMA, CYLIAT, BLINAPWBAKT pac-
TBOPUTEMNbL, XPOMaTorpathupyiT OCTATOK Ha [ BYOKU-
cn kpemiua (anoaHt  CH2Cl; -MeOH -NH,OH 95-5-
0,4) v nonyyatoT 6,15r yeneeoro npogykra
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Crapus B

2-(4-(4-(2-meTokcucpennn) 1H-wmugagaon-1-un)
Bytun)-1H-wsonnpon-1,3(2H)-guoH

Paboraror kak Ha ctagum A [NpuroTosneHwna
npumepsa 1, HO MCNonNbL3ys 6 NPOAYKTE, NCOMYYEHHOro
Ha cTaguu A, 1.98r rugpuda HaTpua n 9,93r N-4-
BpombyTundTanuMuaa lNNonyuawT 6151 yeneeoro
npoaykTa

Crapgns C

4-(2-metokcupernn) 1H-nmugason-1-Cyranamun
f{pymapar)

PaBoraroT Kak Ha ctaguu B npurotoeneHwa 1
npumMepa 1, Ho vonone3yA 5,651 npogykTa, nonyqeH-
Horo Ha cTagun B, u 1,45mn rugpaswHrugpaTta B
75N artadHona [Monydvawt 3,87 celiporo npogykra,
KOTOPBIA  PACTEOPAKT B 4Mn  TeTparngpodypa-
Ha,3aTeM AobaenawT 1,871 ¢GyMapoBOd KWUCNOTEHI,
pacTeopeHHod B 20mMn meTtaHona [pubaensawor 10
MR npocToro adgupa, ocywakT obpaszoBaHHLe Kpu-
cTanne, cywar wux npy 80°C npu NoOHWXeHHOM gae-
neHvn W pekynepupykeT 3,771 dymapata uyeneeoro
npoaykTa

T nn=160-162°C

AMP (CDCIls) nnm

1,48 (m) 2H - 1,87 {m) 2H yeHTpankHble CHy,
3,46 NH; 273 () CHzM, 3,94 (S) -ONVe, 3,97 (B
CHN—C

H , 6,94 (dd) Hg, 7,04 (dt) - 7,21 {ddd) Hs m
Hs 751 HawnH's 819 (dd) H:

MNpymep 31

11.12-gngeokcn-3-ge((2,6-gupeokcn-3-C-meTun-
3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-

O-meTun-3-okco-12,11-(okcurapboHun {(4-(4-(4-
gropdequn)  1H-umwngason-1-un)6ytun)  MMUHO))
APUTPOMULMH

Harpesator npwn 60°C B TedeHwe 4 yacos 30 mu-
HYT 2,111 UCxXoAHOro coefHeHUA NpuMepa 29 8 Omn
auetonuTpuna w  2.8r  4-(4-cpropdenwn) 1H-
uMugason-1-bytaHamMuHa OxnaxaaT fO KOMHATHOR
TemMnepaTyphl, BbHINMWBAKT B BOJY, SKCTRArupylor
aTWNaLeTaToM, NPOMbIBAOT BOAOH, CYLIET, BeNapu-
BAKT pACTBOPWUTENL, NOMyYalT 5,2r npoaykTa, ale-
TUNWpoBaHHOMO B NonoXeHud 2' MHoBaenawT 20Mn
MEeTaHoNa, NepeMeluBaloT B TedeHwe 3 vyacos 30
MHHYT, BHINAPUBAICT pacTsopu-
Tenb,xpomatorpadnpyoT  OCTATOK  Ha  JBYOKWCH
kpemuma (anwant CHaCl-MeOH-NH,OH 93-5-0,3) 1
KPUCTaNNUayioT W3 npoctoro achupa [lNonyyart 1,34r
ueneeocro npogykra T nn=180-192°C AMP CDCl;
nnm

1,33 (51,47 (8) 6 u12 Me, 2,27 (S) H (Me);,
2,61 (8) 6-OMe, 3,0- 3,18 Hs v Hig, 3,56 (S) Hqs,

CH,—N—¢C N_&
I o I

3,59-3,81 © 388 ,

okaro 7,05 - okono 7,73 dTopdenun, 7,21 (d)
Hs wmmngazona, 7,49 (d) H: mvugazona

[NpurcToBNEHue 4-(4-cpTopdeHnn) 1H-
uMuaason-1-6yraHaMuHa, MGNOMNL3YEMOro B KadecT-
BE WCXOFHOro B NnpuMepe 31

Crapus A

4-(4-propdenun) 1H-umngazon

HarpesatoT 2 vaca npu pedniokce 10,85r Bpo-
mMucTore 4-cbTopdeHayuna B 60Mn dopmamuna, oc-
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TARMAKT 40 BO3BPALLEHWA K KOMHATHOW TemnepaTy-
pe, nogkvcnawT go pH2 npu nomowu 1H consHol
KUCMOTEI, OUNETPYKT, HelTpanusykoT fobasneHwem
pacTBopa aMMUaKa, IKCTParvpylT AWXNOPMETAHOM,
NPOMBIBEICT BOAZCW, CYLIET, BLINAPMBAKT PaCTBORM-
Tenb, xpoMaTorpadupyloT OCTATCK HAa  ABYOKMCU
kpemHua (anoaHt CH:Cl:-MeQOH-NHsOH 85-5-0,4) 1
nony4ator S58r ueneeoro npogykta T nn=130-
132°C

Cragwa B

2-{4-(4-(4-bTophenmn) 1H-umugaszon-1-un) Oy-
TUN)-1H-U3ounaoN-1,3(2H)-AoH

PaboTawT kak Ha ctaguw A [MpurotoeneHua 1
npumepa 1, Ho vcnonbsytloT 10r npogykTa, NnonydYeH-
Horo Ha cTtagun A, 1,95r r rnapwaga Hatpwa v 11,80r
N-4-GpombyTundTanumnga

MNonyuatoT 7.53r yeneeoro npoaykra T nn =138-
140°C

Cragna C

4-(4-(chbTopdernn) 1H-umupazon-1-6yTaHaMuH

Paboraor kak Ha cTaguw B npwrotoenenuws 1
npumepa 1, HO wcnonb3yoT 3,64r npogykra, nony-
UYEHHOTO BHILLE Ha cTaguu B, U 1MN rugpasuHruapara
B 80mn staHona [MonydawT 2,4r cHporo npogykra,
KOTORBIA XpomaTorpadnpyoT Ha ABYOKMCH KpeMHMA
(anent CH:Cl-MeQOH-NH,OH 8-2-0,03) u nonyva-
KT NPOAYKT, MCNOMb3YEMBIA KaK TAKOBOR ANS CUHTE-
33

AMP (CDCl3) nnm

1,48 (m)-1,81 {m) BCce UeHTpanbHue CH;, 2,74
() N-CHi, 3,98 (f} =N-CH:-CH. 7.08 (§ =CH-F,
7,22 {m)

cH—C —

> , 1,49 (S) H: uMngaszona, 7,15 (S)
Hs umMnaasona

Mpumep 32

11,12-gnaeorcn-3-pe((2,6-gugeckcn-3-C-metun-
3-0-meTtnn-aneda-L-puborekconupadosun) okcw) ©-
O-meTmn-3-okco-12,11-(okcnkapboHnn ((4-(7-
MEeTOKCH-A-XUHOMUHUM)-BYTUN)MMUHO) ) 3PUTROMULIMH

Harpepator go 50°C B TedeHue 53 yacoe 706mr
WMCXOAHOMO CoejuHeHWd npumepa 29 8 4wmn ayeto-
HUTpUNAa [T} 1,43r 4-7-MeTOKCUXUHONKUH-4-
BytaHamura OcTaBNAKT O BO3BPAWEHUA K KOM-
HaTHOW -TeMnepaType, BHIMWBAKOT B PacTBOR TMAPO-
docdara Hatpua (0,5M) | skcTparMpyloT guxnopme-
TAHOM, NPOMBIBAIT BOAOK, CYLLAT, BoINEPUBAOT pac-
TeOpUTENL, NonyualoT 1,08r npoaykTa, aleTUNnpo-
BAHHOrMO B nonoxeHuw 2' [obaenawT 10MN MeTaHo-
na, NepeMellnBaloT B TedeHWe 16 yacoe, BoiNapvea-
KT pacTBOpPUTENb, XPOMATOrpacHpyloT OCTaToK Ha
ABYOKMCK KkKpemHusa (anwaHt CH:Cl-MeOH 93-5) u
KpuCTannus3yeT w3 npoctoro  adwupa  [MonyvarT
295ur oxmgaemoro npogykta 1 nn=110°C AMP
CDClz nnm

306 (m) -(CH:)>CH<, 3,70 (m) -N —CH-, 3,95
(S) -OCHs, 7,12 (d)-7,19 (dd)-7 42 (d)-7,94 (d)-8,70
{d) nwpwawH

[NpuroToBneHne 7-METOKCN-XWHONWH-4-
ByTaHaMUHA, UCMONB3YEMOro B KAUECTBE WUCXOAHOro
B Npumepe 32

Cragua A

Conb TpudeHnndgocoHna H-(3-
Opomnponun)dpTanmvuga HarpeealoT npy Temnepa-
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Type KuneHwa B TeueHue 44 uyacor 134r N-
BpomnponundgTanumMuga W 13,15r Tpucderundocdu-
Ha, cycneHsupoBaHHoro B 75mn keunona OcTaensweT
A0 BO3BPALCHUA K KOMHATHOW TemnepaType, ocy-
waKnT OCaj0oK, NPOMbLIBAKOT €ro MpocTelM STUINOBbLIM
achrpoM U cylaT NpW NOHWXEHHOM ASBNEHWW MNPM
60°C PerynepupyoT 24 88r uyenesoro npoaykta, T
nn =220-222°C

Crapus B

(Z ) 2-(4-(7-meTtokcu-4-xuHonueun) 3-byterun)-
1H-uszo-nHgon-1,3(2H)-gruon

HoGaenawT ar 7-MeToKCu-4-
XWHONWHUNKapbokcanegernga B cycneHsuwo 1247t
conu TpHbeHndochoHNA 3-
BpomnponundgTanummuaa B 200mn TeTparngpodypa-
Ha Oxnaxgator pgo -50°C, pgobasnAawT 2,72r
TpeT ByTUNATa KanuA, OCTaBNAKT AC MefneHHoro
NOBEIWEHWA Temnepatypbl fo -6°C, GUNETPYIOT KOH-
LEeHTPUPYIOT (PUNETPaT, NOMOLWAKT OCTATOK B STHA-
ayetare, NPOMLIBAIOT BOAOW, CYWAaT, BLINAPWBAT
PAcTBORUTENL W pekynepupytoT 9,265 criporo npo-
AYKTa, KOTOPHIA XROMATOrPAMMPYIOT HE  ABYOKMCH
kpemHua (anwaHt CHCIl-AcOEt 80-20, satem 70-
30) Pekynepwpytot 3,575r yenesoro npoaykta

Crapgns C

2-(4-(7-MeTOoKCH-4-XMHOMUHWM)
w3onHgon 1,3(2H)-auoH

PacteopateT 3,50r npoAykTa, NOMYYEHHOro Ha
ctagun B, 8 S0Mn meTaHona, gobaenawT 0,36r nan-
Nagua Ha aKTUBMPOBAHHOM YIMe W rMapnpyioT 3 Yaca
npu 600MBap CUNETPYIOT, BLINAPWBAIOT PaCcTBOPU-
Tene U nony4yart 3,481 oxngaemoro npogykra

Crapua D

7-METOKCU-XUHONWH-4-ByTaHaMUH

PacTeopAloT B ropsaueM euge 3,46r npogykra,
nony4veHHoro g ctagum C, B 70Mn aTaHona, gobae-
nAT 1,86MN rMARasVHIMAPaTa, NOJAERMVBAIOT NPX
pecntokce B TeveHve 17 yacoe, yaandawT puneTpo-
BaHWEM OCaJ0K, BbINapPUBAKOT PACTBOPUTENL, NOMOo-
wawr octatok B 70Mn gwxdiopMeTaHa hunsTpyoT,
BbINapUBalT pacTeopuTEnt W oTbuparaT 2,19r yene-
gora npogykra AMP (CDCIl3) nnm

1.6 (M)-1,79 (M) yeHTpaneHele CH:, 2,75 ) »>-
CH:-(CHz)s, 3,06 (t) CH2-NH3, 3,95 (S) O-CHas, 7,10
(d,J=4.5)-7,21 (dd)-7,92 (d)-8,71 (d,J=4,5) xwHOnwWH

Mpumep 33

11,12-pufeokcu-3-ae((2,6-aupeokcu-3-C-MeTun-

3-O-meTun-anegpa-L-puborekconmpaHosnn) okcu) 6-

ByTn) 1H-

O-meTnn-3-okco-12,11-(okcurkapbonun ((4-(2-(2-
NUPUANHAM) 4-Tnazonwn) 6yTin) MMU-
HO))2PUTPCMUALWH

HarpesatwoT npu 60°C B TeyeHne 5 yacos 705mr
MCXOAHOTO COoeguHeHUs npumepa 29 (nony4deHHoro
KaK ykasaHo B npumepe 1C eBponercKoi 3asBkM Ha
nateHT EP O 596 802) B 3mn auyeToHuTpuna m 0,705r
Z2-(Z-nnpngnHum-Tnaszon)-4-oytaHammHa OcTaenawT
A0 BO3BPALIEHWA K KOMHATHOW TeMnepaType, BbiMu-
BAKT B BOAY, BKCTPArUpylT eTUNALETATOM, NpOMbl-
BT BOAOW, CYWAT, BHINAPUBAKT pPacTBOPWUTENE,
nonyyatoT 1,8r npoaykra, aueTMNUpoBaHHOro B no-
noxexun 2'

HoCapnawT 13MN  meTaHona, HarpeeakwT go
TeMnepaTypbl KUNEHWA B TeYeHUe 2 YacoB, BeINAPU-
BAKOT PacTBOPMHTENE, XpoMaTOrpadrpyoT OCTaTOK HA
asyokucu kpemHwa (anmoeHt CHLCl-MeCOH-NH,OH
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95-5-0,3, 3aTem AcOEL-TEA 9-1) ¥ KpUCTaNNUSYIOT U3
npoctoro acbupa [MonydwawTt 194mMr yeneeoro npo-
aykra T nn =157-159°C AMP (CDClz) nnm
133 n147 6ni12 Me, 226 (8) N{CH3);, 2,86
CH,—¢C
® ” ,» 312 (q wwp)
cH,—N—C

Hw, 3,60 (S) Hiy,

3,66 (m) CL , 1,03 (S) Hs tvasona, 7,27
{ddd) He, nupwawna, 7,77 (d,1), Hy nupnawna, 8,18
{dd) Hz nupuaunHa, 8,53 (ddd) Hg nupuauna [pure-
TOBAEHWEe 2-(2-NUpUWAWHWUN) Tuason-4-ByTaHaMWHa,
MCMNOME3YEMOro B KAUeCTBE UCXOQHOro B NpumMepe 33
Cragwa A

Z-amnHOKapCoHUNNMPMAMH

Mpukaneeator S0Mn  pacTBopa AWA3CMETAHA
(0, 4M/n) B pacTeop, cojep¥awWid 2r NUKONWUHOBOR
KUcnoTsl, 20MN QWUXMOPMETaHa M SMN MeTaHona
Mocrne 30 MWHYT nepemeWWVBaHWA NPU KOMHAETHOW
TeMnepaType BHINapusaloT pacTBopuTEnb NPW NOHK-
¥EHHOM AABMNEHMM, XPOMATOrpadupytoT ocTarok Ha
ABYOKWCH KpemHus (neTponedHuld adup (60-80)-
AcOEt 5-5) u perynepupyioT 1,481 meTunoeoro adu-
pa HarpesawTt go S0°C B TeueHue 4 vacos 1,42r
cnoxHoro acuvpa 8 SMN TMAPETA OKMGH aMMOHMS,
OCTEBMNANT 40 BOIBPELLEHMA K KOMHATHOW Temnepa-
TYPE, IKCTPATMRYIT NPOCTHIM 2(BWPOM, NPOMBIBAKT
BOAOW, CYLIAT, BBINAPWBAKT PACTBOPUTENE W peKy-

nepupytor  1,05r oxugasmoro npogykra T
nn =105°C
Cragua B

Z2-NupuanHrkapboTnoamMng

MennenHo pobaenawT 43r neTHacynedwnra
docdopa k 48,8r amuga, nonydeHHoro Ha cTagun A,
B 700mn TeTparngpodypada MNepemewwnsaioT 4 Yaca
npM KOMHATHOW TeMnepaTtype, BLINMBAKT B BOAY,
BKCTPAIMPYT MPOCTbIM 3UPOM, CYWAaTr W BEINAPW-
BAOT PACTBOPWTENL NPU NOHUNKEHHOM JAABMEHUU
lNocne xpomaTtorpadnd Ha ABYCKUCKH EpeMHUA (anto-
aHT CH3Cl;-AcOEt 8-2) naenekatoT 10r oxugasMoro
npogykta T nn =137°C

Cragwa C

2-(Z-nnpnguHum) 4-Trnazonatvwnkapbokcunar
MNpukansieatoT 16,3MNn aTunbpomnupysata K 159r
NPORYKTa, NONy4YeHHOro Kak Ha ctagun B, B 250mn
aTaHona W HarpesaloT S 4acos npw pednkce Bol-
NapyBaloT PacTBOPWUTENb MPW NOHWKSHHOM Aasne-
HWK, XPOMATOTPAMMUPYIOT OCTATOK Ha  JABYOKMCH
EpemHUA (2nwaHT rekcan-AcOEt 1-1) u nonyuaioT
10,2r yeneeoro npogykta T nn =69,1°C

Cragna D

2-(2-nupugwrHun) 4-TuasonveTaHon

MennenHo gobaenawTt 40mMn meTaHona B cMmech,
cofepxaulyio 9 3r cnoxHoro adupa, NONYYEHHOTo Ha
cragnd C, v 41r /Boprugpwaa Hatpua 8 100Mn TeT-
parmapodcbypaHa v HarpeealeT 2 Yaca npu pedriokce
OcTaBnAT O BO3BPALLEHNS K KOMHETHOW TeMnepa-
TYPE, BRNUBAKT B BOAY, HEWTPENWU3YIOT NPy NOMOLWM
1 H CONAHON KWCMOTH, IKCTRATMPYIOT AWXNOPMETA-
HOM, GYILAT OpraHWueckyto a3y W BHINApUBAKOT pac-
TBOPUTEML MPW MNOHMXEHHOM HAABMEHWW, XPOMATO-
rpapVpyroT OCTETOK Ha ABYOKWCH KpemHua 1 (amo-
anT AcOEt-CH:Cl> 1-1) v nonyuator 5,8r oxupgaemo-
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ro npoaykta T nn=100"C

Crapus E

2-(2-nupugnHun) 4-Tvazonkapbokcansherug

MNogpepkusatoT 2 yaca npn pedniokce 58r npo-
AyKTa, NnonyyeHHoro Ha cragwu D, 8 60mn Tonyona e
NpUCYTCTBAM 13r onucW MapraHua, OUNBTPYIOT W
BEIMAPUBAKT PACTBOPUTENE NPM NOHWHKEHHOM [aB-
neHwn [onydawT 5r omwaaemoro npogykra T
nn =131°C

Crapgua F

(Z) 2-(4-(2-(2-nupnguHun) Tnazon)3-6yteHun)1H-
waouHaecn-1,3(2H)-guoH

PaboTtakoT kak Ha cTaguy B npuroToeneHusa npu-
mepa 32, ncnone3yto 5,70r aneaernaa, Nony4eHHOro
Ha cTtaaum E, n 15 9r conn Tpucpennndocdonma 3-
SpomnponundTanumuga v 3.70r Tpethytunara ka-
nwa [onyuawT 8,732r ueneesoro npoaykta T
nn =138-141°C

Cragua G

2-(4-(2-(2-nupngnHUN)  TUasor)
w3onHgon 1,3(2H)-auoH

PaCorarT kak Ha cTagun C NpureToBneHns npu-
Mepa 32, WCNonb3ya B KayecTBe uoxofHoro 7,22r
npogykra, nonydeHHoro Ha craguud F, u 1,5r nanna-
AWA Ha aKTMBUPOBAHHOM Yrne, rugporeHupya 2 vaca
npu 1800mbBap lMonywator 6,33r yenesoro npogykra
T nn =119-121°C

Crapua H

2-(2-nupugnHun) Tuason-4-6yTaHamuH

PabotakoT kak Ha ctagun D npuroToeneHus npu-
mepa 32, ucnonb3ya 5,45r npogykta nony4eHHOro
Bhille HA npegwaywed cragun w 1,6mMn rnapasvH-
rufpaTa, W HarpesaloT 6 yacoe npu dnermMe Beina-
pPUBAIOT PACTBCPHUTENL, MOMOLLANT STUNALETATOM,
NPOMLIBAKOT BOAOW, CYLLAT, BHINAPWBAKT PacTEOPU-
Tenb, XpoMaTorpadMpyloT OCTaTok Ha  ABYOKMCU
kpemuma (anwant CHLCl-MeOH-NH,OH 9-1-0,03) v
nonydaroT 1,851 oxmaaemoro npogykra

AMP (CDClz) nnm

1,50 {m)-1,82 {m) ueHTpareHue CH:, 2,76 (i)-
2,85 (), CH2-C= n CHx-NH3, 7,85 (S) Hs tuaszona,
731 (m) H's, 7,78 (dt) H'y, 8,18 %) H'5, 3,61 (ddd)
H's, 1,40(S), NHz

MNpumep 34

11,12-gpugeokcu-3-ge((2,6-augeokcu-3-C-metun--

O-meTun-ansdga-L-puborekconupaHosun) okcu) 6-0O-

6yt 1H-

METHIM-3-0KCOo 12,11-(okcrkapBoHun ((4-(4-(3-
nupuarHun)  TH-wvugazon-1-wmGytun)  WMWHO))
BPUTPOMMLMH

HarpesatoT npn 70°C B TeueHue 20 yacos 1T Uc-
XOAHOTO COefWHEHWA Npumepa 28 B 4MN ALUSTOHUT-
prna n 936mMr 4-(4-(3-nupuavtun)-1H-nvugason-1-
wn)bytaHamuHa OCTaBNAKT 4O BOIBPALLEHNS K KOM-
HATHOW TeMnepaType, BbiNMWBAKT B BOAY, 2KCTRArV-
pyOT BTUNALUETATOM, MNPOMBIBAKT BOAOH, CyLWaT,
BHINAPUBAKT pacTBOpUTEnbL, nony-alT 1,34r npo-
AYKTa, aueTUrnWposaHHoro B nonoxeHwn 2' Hobae-
nswT Tyaa 40Mn MeTaHona, nepemMelnBaT b Tede-
HWe 2 YacoB, BbiNapUBANOT PacTBORHUTENb, XPOMATO-
rpacbUpyIoT OCTATOK HA ABYOKWCH KPEMHUA (2M0aHT
CH:Cl-MeOH-NH,CH 95-5-0,4) U KpucTanmuayoT U3
npoctoro acupa [MNonydakt 310Mr yeneecro npo-
ayrra T nn =187-188°C AMP (CDCl3) nnm

0,83 () CHs:-CHz, 1,01 {d)-1,17 (d)-1,25 (d)-1,31
(d) 1,38 (d) CHs-CH, 1,34 (S)-1,47 (S) 6 1 12 Me,
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2,27 (S) N(Me)s, 2,45 (m) H's, 2,62 (S) 8-OMe, 2,80
(m), Hs, 2,85-3,25 Hy 1 Hyp, HY, 3,52 (m) H's, 3,56
NC

(S} Hi1, 3,60-3,85 (m) CH: || 423 (d) Hs 427 {d)
H'i, 4,93 (dd) Hiz 729 (ddd) Hz nupupguna, 8,08
(dt) Hs nupnawnwna, 845 (dd) Hs nupwagwna, 8,97
{dd) H: nvpnguna, 7,35 (d) v 7.53 (d) H: n Hs nvu-
Aaszona  [lpwrotosneHue  4-(3-nupuauHun)  1H-
uMuaaszen-1-6yTaHaMuHa, UCNOMB3YeMOro B KayecT-
BE MCXORHOro B NnpumMepe 34
Cragwa A

2-{4-(3-nupuansnn) 1H-umngason-1-un) Oytun-
1H-n3oungon-1,3(2H)-groH

PaboTatoT Kak Ha cTagud A NpUroTORMNEHUS NPW-
Mepa 1, wucnomesya  290mr  3-nupwguHun-1H-
MMKUpasona, NonydeHHoro kak ykasaro B J Chem
Soc, 753-5 (1938), 115Mr rugpuga HaTpus u 633mr
N-4-GpombyrundTanumuga MonyuyarT 277MI O¥u-
Aaemoro npoaykTa T nn =150-152°C

Cragua B

4-(3-nupngwvHun) 1H-nMngason-1-6yTaHamwH

PaBoTalor kak Ha ctagvu B npuroToBneHns npu-
Mepa 1, ucnonesya 1,661 npogykra, NOMyYeHHOro Ha
cragnd A, 1 0,48mn  ruapasndrugpata 8 30mn aTa-
Hona [lonydyatT 936Mr npoAykTa, UCNCMB3YEMOro
Kak Takoeold AnA cuHTesa AMP{CDCI:) nnM

1,49 (m)-1,89 (m) uenTpaneHele CHi, 2,75 ()

:C —N— CHZ _CH‘Z

CH—-CHx—N, 4,01 () —C ,
7,29 (d,JJ=1)-7,55 (dJ=1)H2 n Hs, 7,30 (B 3amackw-
poeaHHoR uwactn) H's, 8,09 (d.J=8 u 2) H., 8,47
(dJ=5u 2} H 8,96 (d,F2) H', 1,49 (S wwp)~2H
NnoABUXHEIE

MNpumep 35

11,12-guaeorcn-3-pe{(2,6-gugeockcn-3-C-metun-
3-0-meTtnn-aneda-L-puborekconupadosun) okcw) ©-
O-meTmn-3-okco-12,11-(okcnkapboHnn {(4-(3-(3-
nupuauHun) 1H-1,2,4-tpwason-1-wny Gytun) nwmwHoj)
BSPUTPOMMULMH

Harpesator npu 75°C B TeveHwe 8 yacos 1r we-
XOOHOIC coegvHeHws npumepa 29 B 4Mn ayeToHUT-
puna W 1,211 4-(2-(3-nupuauHun)-1H-1,2 4-Tpuaszon-
1-un) BytaHaMwHa OcTaenAKT A0 BO3BPaWEHWA K
KOMHETHOW TeMmnepaType, BLIMUBAIT B BOAY, 9KCTpa-
rMPYIOT eTUNAaUETaToM, MPOMBIBAIKT BOAQH, CyLIET,
BEINAPWBAIOT PACTBOPWTENE, MOMNYYaKT 2r NPpoaykTa,
aleTMNUpoOBAHHOMO B nonoxeHun 2'  [dobasnawT
40Mn MeTaHona, NepeMelWvealsT B TedeHue 16 ya-
COB, BEINAPHWBAKT PacTBOpUTENk, XpoMarorpadovpy-
KT QCTATOK Ha ABYOKWCH KpemHwA (snoaHT CH; Cls-
MeOH-NH,OH 90-10-0,04) » kpwcTannwayoT u3 npe-
ctoro achupa [MonydatoT 292mMr oxugaeMore npoayk-
Ta T nn=180-182°C AMP (CDCIs) nnm

0,84 () CH:CHz 1,01 (d) OMe, 116 {d) 8 Me,
125(d) 5 Me, 1,30 (d) 4 Me, 1,34 (d) 2 Me, 1,33
(S) n 1,47 (S) 8 n 12 Me, 1,67 (m)-1.92 (m) uen-
TpanbHble CH-, 2,26 () N (Me);, 2,44 (m) H'; 2,58
{m) Hs, 261 (S) 8-OMe, 3,06 (m) Hi, 3,12 (q) Hyq,
317 {dd) H'3 352 (m) H's, 3,56 (S) Hy, 3,64 -
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CH,NC

3,75() O, 3,85(q) H2, okorno 4,25 Hy,Hsm

CH,NC

|| 4,91 (dd), Hqs, 8,15 (S) H Tpuazsona 7,35
{dd) Hs nupuawnHa, 8,34 (df) Hi nupuauHa, 8,62 (dd)
Hg nupnawHa, 8,31 (d wup) H: nupuavHa

MpvroToeneHue 3-(3-nupugmHun)-1H-1,2,4-
Tprason-1-6yraHaMuHa, Menone3yeMorc B KadecTse
WCXOAHOMO B Npumepe 35

Crapgusa A

2-(4-(3-(2-nupuanHun)-1H-1,2 4-Tpuason-1-un)
Bytun 1H-uzouHgon-1,3(2H)-guoH

PaboraloT kak Ha cTagnd A npurotosneHwa
npumepa 1, ucnonesya 2,1r 3-nupuguuun-1H-1,2 4-
TRPWa3I0Na, NONyYMEHHOro Kak ykazano 8 J Org Chim,
(44) Ne33, 4160-4164 (1875), 1,02r ruapufa HaTpua
v 4,13r N-4-BpombyrundTanumuga MNonydawoTt 2,41
ueneeoro npoaykra T nn=150-152°C

Crapus B

3-(3-nupugunmn 1H-1,2,4-tprason-1-Cyranamun
(dbymapar)

PaBorarT kak Ha cTtagun B lpurotosnedwa 1
npumMepa 1, ncnonsysa 3,46r Npogykra, Nony4eHHOTo
Ha cTagun A, W 1Mn rugpasvtirngpara e S0Mn atano-
na MonyJaT 2,17 CBPOro Npogykra, KOTOPLBIA npe-
BRELLAOT B (DYMEPET, KaK YKA3aHO B NPUIOTOBEHWN
npumMepa 30, v nonyyawT 1,13r pymapaTa oxufae-
mora npogykta T nn=190-192°C HAMP (CDClIy)
nnm

1,50 (m)-2,01 (M) UyeHTpanbHele CH,, 2,76 ()
NH:-CH: 4,24 - N-N-CH,, 7,37 (ddd) Hs, 8,35 (df)
Hs 8,63 (dd) Hs, 9,32 (dd) Hs, 8,12 (S) =CH Tpua-
son PaboTarnT kak ykasaHo BbILE, HO WCNONb3yA
COOTBETCTBYIOWNE ESMWHE!, MOMNYURIKT Ccregywlne
npoayKThl

Mpumep 36
11,12-gugeokcu-3-ae(2,6-gugeokcu-3-C-metun-
3-0-meTun-ansgba-L-puacrekconnpaHosnn) okcu) ©-
O-metnn-3-okco-12,11-(okcukapbonun {(4-(3-
XUHONUHUN)  ByTun)  WMWHQ))  spuTpomMuuuH T
nn =180-182°C

MNpumMep 37

11 12-pugeokcn  3-pe((2,5-gupeorcn-3-C-metnn-
3-0-meTun-aneda-L-puborekconnpaHosun) okcwn) B-
O-metvn  3-okco  12,11-{okcukapbonnn  ((4-(4-(4-
meTokcudeHun) TH-uMnaason-1-uny 6yTUN) UMWUHO))
IpUTPOMUYUH F=152-154°C

MNpumep 38

11,12-angeckcun  3-pe((2,5-gupaeorcn-3-C-metnn-
3-0-meTun-aneda-L-puborekconnpaHosun) okcwn) B-
O-metun 3-okco 12,11-(okcurkapboHun ({(4-(2-heHun
4-Tasonun) 5yTun) WUMUHO)) spuTpoMuyuH F=141-
143°C

MNpumep 39

11.12-gugeokcn  3-ge((2,6-gugeckcn-3-C-metnn-
3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-
O-metun  3-okco 12, 11-{okcukapbonnn  ((4-(4-(3-
meTokcudeHnn) 1H-umugason-1-un)eyTun) amMuHo))
apuTpomuynMH F=144-146°C

Mpumep 40

11.12-gugeokcn 3-ge((2,6-gnpeokcn-3-C-metnn-
3-0O-MeTun-aneta-L-puborekconupaHosun) okcH) B-
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O-metun 3-okco 12, 11-{okcukapborun  ((4-(4,5-
avdeHvn) 1H-umupazon-1-un) 6yTun) UMUHO)) 3pwT-
poMuuynH F=180-182°C

Mpumep 41

11,12-guaeorckn 3-pe((2,6-gngeokcn-3-C-metTvn-
3-O-meTun-ansga-L-puborekconupaHosun) okcu) 6-
O-metun 2-okco 12 11-(okcurkapboHun  ((4-(4-
XUHA30OMUHWMY BYTHN) UMUHO)) 2pUTpoMUUMH F=212-
214°C

Mpumep 42

11,12-guaeorckn 3-pe((2,6-gngeokcn-3-C-metTvn-
3-O-meTun-ansga-L-puborekconupaHosun) okcu) 6-
O-metvn 3-okco  12,11-{okcukapbonvn  ((4-(2-(4-
nupuAUHUTY 4-Twasonnn) 6yTun) WMUHO)) 3PUTPOMMU-
uvH F=192-194°C

Mpumep 43

11,12-guneokcn 3-ne((2,6-guaeokcn-3-C-metTnn-
3-O-meTtun-ansda-L-puborekconupaHosun) okcu) 6-
O-metin 3-okco 12,11-(okcukapborun ((4-(1,2,3,6-
TeTparngpo-1,3-gumetnn 2,6-guokco 7H-nypuH-7-un)
OyTrn) MMKUHO)) apuTROMUUMH F=251-253°C

Mpumep 44

11,12-A1A80KCH 3-ae((2,6-3-C-MeTun-3-0-
MeTun-aneda-L-puboreconmparosun)  okcu]  6-0O-
metun  3-okco  12,11-(okcukapbonmn  ({4-(4-(4-
TpudbTopmeTokcn) deHnn) 1H-umwgaszon-4-un) Gy-
TWIN) MMWHO)) apuTpeMALnH F=168-170°C

AMWHBI, UCMONb3YEMbIE KaK UCXOLHBIE NPOAYKTHI,
nony-awT cneaylWwumMy metogaMn A - Korpa uenk
CBHA3IAHA G YINEepPOgomM, Hanpumep,

! (GH, ) NH,

¥

MOMHO UCXOAUTE W3 COOTBETCTBYIOLNX AmNbjeri-
OOB

Yrigio
HE L CEY  mecmegm

Br(CEgi, r;bj —  h: '-cn-cutcrg,“:in
2 a
]Z

e L ARy | = BeT"(CH,).bE,
Pe WE TRy
]

AMUHBI, MCnonb3yeMble ANA  NONyYeHUA
npoaykToeR npumepos 4,8,11,12,18 18,23 n 24, nony-
yanu 3TuM cnocoboM B - Korfa yene cesizaHa c
a30TOM, MOXHO MNONy4Y4aTt aMHHE CReAyloWwuMm cno-

cobom
N
i
e L -
der  JF ? arrcu,,);—u\
U ‘F
o
o
-
Ty VY
Reb}r"[mz Rt Tl Hel pieNy),TTHA,

hHohdy



33

AMWHBI, WCMNOMb3YeMBle ANA  NOMyYsHUs
NpogyKkToB npumMepoe
1,2,3,5,9,13,14,15,16,17,20,21,22,2526 n 28 nony-
YanM aTuM cnocobom

C - Hekotopbie amuHBl NONy4arT OCcOBEIM Cno-
cobom oBpasyloT reTepolUKn U OfHOBPEMEHHO BBO-
AAT Uene (Npumepel 6,7,10 u 27)

MNpyMeptl bapMaleBTUYeCKUX COCTABOB

Monydanu cosgUHEHUA, cofepXallne

Mpogayer npumepa 1 150mr

JKCUMNWEHT, B QOCTATOYHO KonudyecTBe  Ir

YacTu BKCUWNUeHTa Kpaxman, Tanbk, cTeapar
MarHnsa

Mpoaykr npumepa 2 150 mr

JKCUMNWEHT, B gOCTATOMHOM KonuuecTee  r

Hacty akcuvNVveHTa Kpaxman, Tanbk, creapar
MAarHWa

Mpoaykr npumepa 3 150 mr

SKCUMNWEHT, B JOCTATOMHO KonudecTee 1T
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YacTu BKCUMNUEHTa Kpaxman, Tanek, cTeapaT
MarHwa

dapmanoruyeckoe UCCNefoBaHUE NPORYKTOB MO
n3obpereHnta

MeTopn pacTBOpeHWs B XMAKOW Cpeae

MpuroToBNAKT cepuio NpoBUPOK, B KOTOPHIE NO-
MeLLalT 0AUHAKOBOE KOMUUECTBO CTEPMUNEHOA nuTa-
TenbHOR cpegel “PacnpegenskoT B kaxaylo npobup-
Ky BO3IpacTarolL/e KONMW4YecTsa WccrnefyeMoro npo-
AyKTa, 3aTeM kaxgyto npobupky sacesarT Dakrepwi-
HblM WTaMMOM [locrne MHKyDaumn B TeueHne 24 ua-
COB B CyLWUNBHOM WEady npu 374C OUEHWBAIOT TOp-
MOXEHUE POCTa NPOCBE-UBAHUEM, KOTOPOE NO3BONS-
T onpepensaTe MUHUMENEHLIE KOHUEHTpauun Top-
MoxeHuA (C M | ), BeipaseHHBIe B MUKpOrpaMmiciv

Ewinu nonydeHel cneayow e pesynoerars

WramMEl rpamnonoxuTensHeX SakTepui

Produits Mp 1 Mp 2 MNp 3 Mp 29 Mp 31 Mp 32 Mp 34 Mp 35

Staphylococcus
aureus 011UC4 0,04 004 0,08 0,04 0,04 008 0,04 0,08
Staphylococcus
aureus 011G025| 0,08 0,15 0,15 0,15 0,08 0,15 0,08 06
Staphylococcus
epidermidis 0,08 0,04 0,15 0,04 0,4 0,08 0,04 -
012G0111
Streptococcus  pyo-
genes groupe A 0,04 =0,02 0,04 =0,02 =0,02 =0,02 =002 =002
02A1UCH
Streptococcus aga-
lachae groupe B| =002 =0,02 =002 =0,02 =0,02 =0,02 =002 =002
02B1HT1
Streptococcus  fae-
cals groupe D 0,04 <0,02 0,04 <0,02 <0,02 <0,02 <0,02 <0,02
02D2UC1

LTamMmBel rpamMionoxufiensHblx Gakrepui

coeguHeHne Mp 1 Mp 2 Mp 3 Mp 29 Mp 31 Mp 32 MNp 34 MNp 35
Streptococcus
faecium groupe D| =<0,02 =0,02 0,04 <0,02 =0,02 =0,02 03 <0,02
02D3HT1
Streptococcus sp
groupe G 0,04 =0,02 0,04 <0,02 =0,02 =0,02 <0,02 <0,02
02G0GRS
Streptocaccus mMiS| 15 | o2 | <002 | 0<02 | <002 | <002 | =002 | =002
0ZmitCBl
ggm’g’;‘,’l%ﬁus MM 002 | 015 004 | <002 | <002 | <002 | <002 | <002
Streptococcus aga-
lachae groupe B 0,08 0,08 0,04 0,08 0,04 0,04 0,08
02B1SN
Streptococeus 0,04 0,04 0,15 0,04 0,15 0,15 <0,02 <0,02
pheumoniae 0305.J1

Kpome Toro, npoayktel npumepos 1,2 n 3 noka-
3aNU UHTEPECHYH AKTUBHOCTL Ha BakTepUAHBIX WC-
TOYHUKAX OTHOCWTENBHO chegyowmx Gram, Haemo-

philus Influenzae 351HT3,
351GREG

381CB12, 351CA1 n
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