228496EA/042
NPON3BOIHEE HMPMMMHMHA; UHTMBNPYIIME BUY
HacTosmee n3obpeTeHMe OTHOCUTCH K MNPOM3BOIOHBEIM INUPUMMIMHAE,
obnafaoumMM MHTUOMpYLMMM permMKaumo BUY  (Bupyc uMMyHoOeduumurTa
yeJioBeka) cpoucTBaMu. H3obpeTeHue npayiee OTHOCUTCHA K crnocobam ux
NoJIy4yeHus u comepxauuM MX  papMalleBTUYECKUM KOMITOBUUUAM.
N3oBpeTeHre OTHOCUTCS TakKXe K I[IPUMEHEHMI0 YIIOMAHYTHX COeIMHEeHUN
0Jjis [NPMTOTOBJIEHUS JIEKAPCTBEHHOTO CpelcTBa MJIA NPOPUIAKTUKU WUIIU
JeyeHnsa mHpekuum BUY.
ns M3BECTHOTO YPOBHA TEeXHUKN U3BECTHEH coenuHeHus,
CTPYKTYPHO pOHCTBeHHHe HacTOAUMM COEIMHEHUAM.

B WO 99/50250 7 WO 00/27825 onucaHue 3aMelleHHEe

aMUHONMPYMM OMHEL, obnagnaoupe MHIMNOUPYIIOUVIMUA peranKauuio BMY
CBOMCTBAMM. B WO 97/19065 ONMCAaHE 3aMelleHHbE
2 -aHWUJIMHONMPUMU OVHH, [IPUTOIOHEIE B KayecTBe UHTUOUTOPOB
NPOTEeUHKMHASZH . WO 00/62778 OTHOCUTCSH K UHTUBMTOpaM
TUPO3MHKMHARE — UMKIJIMUECKUX  OeJIkoB. B WO 98/41512 onucaHu
3aMelleHHEIe 2 - aHMJIIMHONUPYVMU ONHEI, NpPUTOIHLIE B KayecTBe

MHTUOUTOPOB NpPOTeMHKMHa3bl. B narente CIIA 5691364 onmucaHu
IPOMUBBOIOHEE SeH3aMmuOouHa u MX  MCIIOJIE30BaHue B KayecTBe
AHTUKOATYJAHTOB. B WO 00/78731 onucaHe OPOM3BOOHEIE S-UMaHO-2-
aMMHONMPUMMIOMHA B KadvecTBe UHTUOUTOPOB KDR-kMHa3b W
FGFr-xmHazLl, NPUTOOHHE [IpU nNpodusakTuUke M JedeHun 3aboJjieBaHuMi,
aCCOLUMMPOBAHHEIX C aHI'MOT'eHEe30M.

CoenvHeHnsa no N30OpPETEHNI0  OTJIMYAKTCH oT coeuHeHUN
M3BECTHOT'O YPOBHA TeXHUKU CTPYKTYpPO#, dbapMakoIOTMUECKOMN
AKTMBHOCTbIO M/unM OdapMakoJioTMueckom 30beKTMBHOCTBHI. HeoxmOoaHHO
OO0 oOHapyXeHo, YTO COeIMHEeHMs I10 us3o0bpeTeHMo obnajanT
[OBHILEHHON CroCcoBHOCTEIO MHTUOUPOBATH pennuKaummn BUpYyCa
MMMYyHOIOedMUMTa deJIOBEeKa (BHY), B YacCTHOCTH, OHM obnanapT
[TOBBIIEHHOM  CNOCOBHOCTBLK  MHIUMOMPOBATH pennmkauuio  MyTaHTHEX
WTaMMOB, T.e. WTaMMOB, KOTOpBE CTAHOBATCHA pPEe3UCTEeHTHEMM K
N3BECTHOMY B JIOaHHON obnacTu nexap¢TBeHHomy cCpencTBy (aM) (WTaMMbl
BMY, pe3sucCTeHTHHEe K JIeKapCTBEHHOMY CpeIOCcTBY WMJIM MHOXECTBY
JIeKapCTBEHHLEIX CpelCcTB) .

Hacrosuee n300peTeHMEe OTHOCUTCA K COeIMHEeHUI dopMy bl
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ero N-okcuny, bapMalLeBTUMYECKM I[IpMeMJIEMONM aOOMTMBHOM COJM,
NPOV3BOIHOMY UYETBEePTMUYHOI'O aMMHa MM CTEepeOXMMMYECKM WU3OMEPHOMR

dopmMme, rre

~al=a’-a’=a’- npencraBnseT coGoit IOBYXBaJIEHTHBII  DAaINKAaJ
dopMy JIHl

-CH=CH-CH=CH- (a-1);

-N=CH-CH=CH- (a-2);

-N=CH-N=CH- (a-3);

-N=CH-CH=N- (a4d);

-N=N-CH=CH- (a-5);

-b'=b?-b’=b*~ npencraesnser co6OIi HOBYXBAJEHTHBIA paOUKaJ
dopMyJibl

-CH=CH-CH=CH- (b-1);

-N=CH-CH=CH- (b-2);

-N=CH-N=CH- (b-3);

-N=CH-CH=N- (b-4);

-N=N-CH=CH- (b-5);

n paBen 0, 1, 2, 3 mmm 4 u, B ciayyae, korma -a'=a’-a’=a’-
rpencraejaseT cobor (a-1l), ToO n MoxeT OHITL Takxe paBeH 5;

m paBeH 1, 2, 3 umu B cnyuae, korma -b'=b%-bi=pi-
npencraepnseTrT cobom (b-1), ToO m MoxeT OHITL Takxe pabBeH 4;

R! npencraBiseT coboin BOOOpPOX; apwui; dopmmi;

Ci-s—ankunkapboHui; Ci_g—alikuii; Ci_g—alKUIIOKCHMKApPOOHMI; Ci_g—ankuil,
3aMelle HHbIM bopmmiioMm, Ci_g—ankuiIkapOOHMIIOM,
Ci-¢—aJKMJIOKCHUKApPOOHUIOM, Ci.g-alkuaxKapbonusiokcu; Ci_g—allKMIJIIOKCU—
Ci-e—anKUNIKapOOHUI, 3aMeweHHb Cij_g—=aNIKUJIOKCUKapOOHMIIOM

KaX Okl R% Hes3aBUCHUMO, npencrasJysaeT cobomn TUIOPOKCH,
raJjioreH, Ci-¢—ankum, Heoﬁnsaméniuo 3aMelleHHbIM LUMAHO 15820t
-C(=0) RS, Ci-7—uuknoankui, Co-g—alIKEHNJI, HeoBA3aTeNbHO 3aMelleHHHN
OOHMM MWJIM HECKOJIbKMMM aToMamm rajoreHa uim umano, Co-g—aNIKMHWUI,
Heofg3aTesIbHO 3aMelleHHHM OIOHMM MJIM HEeCKOJbKMMM aToMaMM rajloreHa
UM umaHo, Ci-g—alKUIOKCUKapOOHMI, kapbOOKCuJI, ULUUAHO, HUTPO,

aMMHO, MOHO-— W oM (Ci1-g=aJIKMJI) aMUHO, rnoJsiMraJjioreHMe T,
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NOJMIaoTe HME TUIITHO, -S (=0)pR®, ~NH-S (=0) ,R®, -C (=0) RS,
-NHC(=0)H, -C(=0)NHNHz, ~-NHC(=0)R®, -C(=NH)R® wmm pamuxan
bopMyJIEL

)i}m ©
Ay

Thoe Kaxawi A;, HesaBuUcuMoO, npeacrasiserT coboi N, CH maum CR®
n A, npexncrasJjser cobom NH, O, S uamn NRS;

X; npencrampnser cobom -NR®, -NH-NH-, -N=N-, -0-, -C(=0)-,
Ci-q—ankaHammiy, -CHOH-, -8-, -=S(=0)p—-, -X;-Cisj-anxkaHmuuia- WIn

-Ci-¢q—ankaugunia-X,-;

X, npencraBaseT coboit -NR°, -NH-NH-, -N=N-, -0-, -C(=0)-,
-CHOH-, -S-, -S(=0)p-;

R® npencrapnseT cobon NHR'3}; NRYR'*; -C(=0)-NHR'3; -C(=0)-
NRI3R!; -C(=O)—Rw; —CH=N-NH-C(=O)—R“, Ci-¢—aJIKWUJI, 3aMellleHHEMN
OOHMM  WJM  HECKOJbKMMM  BaMeCTUTEJIAMU, KaxIoeli U3  KOTOPHIX

He3aBpucuMoO BHOpaH M3 LMAaHoO, NRQRHZ —C(=O)—NR9RN, -C (=0) ~Cy-¢~
ankuna wmu R';  Ci_g-afKuil, SaMemeHHbl OIHMM WM HeCKOJIbKUMU
3aMecCTUTEeNAMM, KaxXIbl4 M3 KOTOPHIX HEe3aBUcCKMMO BuiOpaH M3 ULUaHO,
NR°RY®, -C(=0)-NR°R}’, -C(=0)-Ci.g-ankmuna wmu R’; u Dpme 2 arToMma
BOLOpPOZa, CBA3aHHHE C OIOHMM M TeM Xe aToOMOM YyIJlepola, 3aMeHEeHH
Ci-4—ankKaHINUIIOM; Ci-g—anKmJI, 3aMeleHHEN TMIOPOKCHU n BTOPHIM
3aMecTuUuTeJieM, BHOPAHHEM U3 umaHo,‘NRng, —C(=O)—NR%§O, ~-C(=0) -
Ci-g—ajiKkmiia nim R’; cpﬁ_aﬂKMnORCM—Clﬁ_aﬂKMﬂ, HeoBszaTesbLHO
3aMelieHHBI OIOHMM WJM HEeCKOJNbKMMM 3aMeCcTUTeJIAMM, KaxIeii Uus3
KOTOPHX He3aBUCMMO BHOpaH wu3 umaHo, NRPR'?, -C(=0)-NR°R'C,
-C (=0) -Ci-g—ajIkuyia wuIm R’; Cz-¢—aJIkeHWJI, 2aMelleHHbl OIOHMM WJIN
HECKOJIbKMMM 3aMeCTUTEeJIs MM, KaxXObll M3 KOTOPHX HEe3aBUCUMO BhHOpaH
M2 ranoreHa, uUMaHo, NRPRm, —C(=O)—NR9RM, -C(=0) -Ci_g—ankuiaa ujm
R'; Cp-g—QJIKMHUII, 3aMelleHHRM OOHUM WnaIn HEeCKOJIb KM
3aMeCTUTENAMM, KaxXIOHM U3 KOTOPHX HEe3aBUCMMO BHOpPaH U3 TaJioreHa,
umaHo, NR°R!?, -C(=0)-NR°R??, -C(=O)—Cp6-anxmna M R’; -C(=N-O-
R®) —Ci_4-ankmn; R’ mnm -X;3-R’;

X3 mpencraeaseT coboit -NR>-, =-NH-NH-, -N=N-, -0-, ~-C(=0)-,
-S5-, -=S(=0)p-, -X2-Ci-g-asnxkaHmgvmn-, -Cig-andKaHIMMI-Xzz—, =—Ci-4-

ankaHOumiI-Xzp—-Ci-g—ankaummmi—, -C(=N-OR%)-Ci_,—ankanguumn-;



npuueM X,, nNpencrasjsgeT coﬁoﬁj~NH—NH-, -N=N-, -0-, -C(=0)-,

-S-, =S(=0),- u

X;, npencraBasgeT coboit -NH-NH-, ~N=N-, ~C (=0) -, -S-,
=S (=0)p-7
R? npencraBigaseT coBGoil  TraJjioreH, TUOPOKCHU, Ci-¢—aJKMJI,

Ci-y—uukgioankuyi, Ci-g—aJIKUJIOKCH, UMAHO, HUTPO, NoamrajoreH-C;_g-
aJKuiI, nonuranoreH-Ci-¢—aJlKUJIOKCH, aMMHokapboHUI,
C1-—@JIKUIJIOKCUKAPOOHWII, Clﬁ—anxmnxépﬁoﬂmn, dbopMmII, aMmMHO, MOHO-—
um am (Cq-4—aJIKUII) aMuHO mim R';

R® npencraBiadeT cobon BOOOpPON; apwui; bopmun;

Ci-e—anxkuikapboHus; Ci-g—ankui; Ci-g=anKMIIOKCUKaApOOHWMII; Ci-g—alIKMJ,

3aMelle HHBIN dbopmusioM, Ci-g—ankmnkapBOOHUIIOM,
C1-6—@IKUIIOKCUKAPOOHMIIOM nnu Ci-¢—anKUIKapOOHUIIOKCH ;
Ci-6—aJdkKmiiokcu-Ci_g—ankunkapBboHu, 3aMelleKHbIN

C1-6—AJKUIIOKCUKADPOOHMIIOM;

RS npencrasnsgeT coboi Ci_4—ajKui, aMMHO, MOHO- MM Ou (Ci-4-
aJKMWJ1) AMMHO UM TOJUTaNoTreH=-Ci_4-aJIkKui;

R’ npencrasnasaeT coboM MOHOUMKIMUECKMUM, OMUUKIMYECKUN WUJIIMU
TPULUKINYECKUN HaCHIEeHHRIM, HaCTMUYHO HaCEHIleHHBIN NI
apoMaTHM4YeCKuil KapOOLUMKI WM MOHouhKanecxmﬁ, 6mumxnmqecxmﬁlmnm
TPULMKJINYE CKUNA HaCHIeHHE, YaCTUYHO HaCHIlle HHEI U
apoMaTMHYeCKUil IeTepouMKs, DOe KaxXOas M3 YKAa3aHHHX CUCTeM
KapBOUUKINUECKNUX UK rewepoumxﬁmqecxmx KoJneln - MoxeT  OblTh,
HeoBA3aTeNIbHO, 3aMelleHa OOHMUM, OBYMS, TpPeMfA, YeTHPbMA WJIM MNATLID
2aMecTUTeNAMA, KaXOul U3 KOTOpHX, He3aBUCHMO, BeIOpaH U3

rajijoreHa, I'MOPOKCHU, MepKanro, Ci-g-ajkmjia, IUIOPOKcU-Ci-g—aJkuia,

aMMHO-C _¢g—ankKumna, MOHO~ nnmu M (Ci-g—ankui) aMmmHo—~Cq_g—anikumia,
dopmuna, Ci-¢—ankunkapBoHuma, C}q-umxnoanxmna, C1-¢—aJIKMJIOKCH,
Ci-g—aarkunokcurapdboHua, Ci_g—ankKuyTHo, LMaHo, HUTPO,
noauranoreH-Ci_g-ajnxkuia, nonuranoreH-Ci_¢—aJlIKMJIOKCH,

aMmMHoKapGoHuna, -CH(=N-0-R%), R, -X3-R"® wmm R7®-C;_,-ankuna;

R’ co6oi1 pencraepasaeT cobon Monoumxnmqecxmﬁ, 6MLUMKIINYECKUN
MM TPULMKINYECKUN HaCHIEHHBII,  YaCTUYHO HaChllle HHBIN 2RV
apoMaTUYeCKUM KapOOUMKJII UM MOHOUMKIIMYECKMUN, OULUKINMYECKUN UM
TPULMKJIINYE CKUMA HAaCHIEHHENA, HYaCTUYHO HaCBILeHHBI nnu

apOMaTI/I‘{eCKVII\;I IreTepolMKI, roe Kaxoas nus3 YKa3aHHEIX cCucreM
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KapOOUMKIMYECKUX MM TIeTepOUMKIIMYECKUX  KOJIel, MOXeT  OwTh,
HeobA3aTesIbHO, 3aMmelleHa OOHMM, IOBYMA, TpeMs, UYeTHPbMA MJIM NATHO
3aMeCcTUTeIsAMHK, KaxOelA M3 KOTOPHX, He3aBUCUMO, BHIOpaH U3

TajoreHa, TI'MIOPOKCHU, MepkanTo, Ci-g-alkuia, IMOPoKCU-Ci-g—allkuia,

aMMHO-Ci_g—aJIkmuna, MOHO-— U o (Ci-¢—ankumn) aMmHo-Cy_g—ajIkKuja,
dopmuna, Ci-¢—anxkuiikapboHuna, Ci-y-UUKIIOANIKMIA, Ci-6—aJIKMJIOKCH,
Ci-g-alIKMJIOKCUKApBOHMUIA, Ci-g—aNKUIITHO, umaHo, HUTPO,
nonguranoren-Ci_g—ankKuna, noaurajoreH-Ci-_¢—ajlKMIIOKCH,

aMmMHOokap6oHmia, —-CH(=N-0-R®);

R® rpencrapiseT coboi BoOxdopon, Ci-g—anxumn, apmn U
apmi-Cjy_4—-aJIKWJI;

R u R'®, kaxment, He3aBMCMMO, MNPEICTaBJISOT COBOI BONOPOL;
DTUIOPOKCH; Ci-g—ankui; Ci-6—aNKMIIOKCH ; Ci-g—AJIKUIKAPOOHUT;
Ci-s—aJKMJIOKCHUKaAPOOHUIT; aMMHO; MOHO- wmiu 10U (Ci_g—aJIKMUJ) aMUHO;
MOHO- 1wy 1 (Ci-g-anKmil) aMMHokapBoumn; -CH(=NR'?) wmm R’, rze
Kaxnas U3 BHIIEYNOMAHYTHX C}4—aﬁKMHbHMX Tpynn  MoxeT  OhTh,

HeoOs3aTeNnbHO M Kaxnas MHOMBUIOYaJIbHO, 3aMelleHa OIOHMM WMJIn IOBYMS

3aMecTUTeNIaAMH, KaxOell U3  KOTOPHX, HezaBUCUMO, BbIOpaH M3
IUIOPOKCH, Ci1-sg—@JIKUJIOKCH, ITUIOPOKCU~C1_g—aNIKMIIOKCH, kapbokcuia,
Ci-s—anxkuiokcukapboHua, uMaHo, = aMMHO, VIMMHO, MOHO- nnm

au (Cy-4—aJikuil) aMMHO, rnosnranoreHMeTuIa, MoJIMTaJIoTeHMEe TUJIOKCH,
MNoJIMTraJioTreHME TUIITHO, —S(=O)pR6p —NH—S(=O)pRﬂ —C(=O)Rﬂ
-NHC (=0)H, -C(=O)NHNH;, -NHC(=0)R®, -C(=NH)R®, R’; wum

R’ n R0 MOTYT 6HTb' BshTm BMECTe c obpasoBaHUeEM

IBYXBAJIEHTHOTO MJIM TPEeXBaJIEHTHOT'O palukana dopmyJisl

-CH,-CH,-CH;-CH,- d-1)

-CH,-CH,-CH,-CH,-CHz- d-2)

-CH,-CH,-O-CH,-CH,- (d-3)

-CHrCHrSCH¢CHr (d-4)

-CH,-CH,-NR*-CH,-CH;- (d-5)

-CH,-CH=CH-CH»- (d-6)

=CH-CH=CH-CH=CH- (d-7)

R!! npencraeasgeT coboit umaﬁo; Ci-g4—ankuimu, HeoBAa3aTeJIbHO
3aMelle HHBIM Ci1-4—aJIKMJIOKCH, uMaHo, aMMHO, MOHO-— WUIm
oy (C1-4—aJIKJI) aMUHO W aMMHOKapBOHMUIIOM; Ci-¢—aNKMUNKaAPOOHNIT ;

Ci1-4—aNKMJIOKCUKAPOOHUT ; aMMHOKapOOHMTI; MOHO-— nin



o (Cqr-q—aJkui1) aMmHokapOboHu ;

R? npencrasaseT coboi Bonopold MM Ci_4—aJIKMJII;

R u RY, kaxmit, HesaBMCMMO, [PENCTaBJAALT  CoBOil
Ci-g—ankmj, HeoOA3aTeNbHO BaMelleHHLIM UMaHO MM aMUHOKAapPOOHUIIOM,
Cr_g—aJIKEHUJI, Heo0A3aTeJNIbHO 3aMelleHHEIN LMaHo nnu
aMyHoKapOoHunoM, Ci_g~aJIKMHMUII, Heo0A3aTeJIbHO SaMelWeHHH UUaHo
MM aMMHOKapOOHUJIOM;

rRY® npencraBasgeT coboit Ci_g—aJikMJl, 3aMelleHHB UMaHoO WU
aMMHOKApPOOHMIIOM;

R'® npencraBaseT cobort Ci_g-alikmil, HeoBA3aTesbHO 3aMelleHHBIM
UMaHO MM aMMHOKaApPOOHMIIOM, WM R’;

p paBHO 1 mam 2;

apuJy npeacrasjgser coBoy deHuN MM beHWUJ, 3aMEUEHHLEI OOHUM,
OBYyMs, TpeMs, UYeTHPbMA WM [ATbI0 BaMeCTUTENAMM, KaxIel U3
KOTOPHIX, He3aBUCUMMO, BHOpaH U3 rajioreHa, TUIPOKCH, MepKalTo,

Ci-e—ankmjia, DIUIOpOoKCcU-Ci-¢—ankmiia, amMmHO-Ci-g—aJIKMJia, MOHO- WJU

oy (Ci-g—aJkui) aMmHoO-Ci_g—aJKuia, Ci-e—ankunkapboHuna,
Ci-7y—LUMKJICAJIKWIIE, Ci1-g—QJKMJIIOKCH, Ci-s—ankuJoKkcukapboHuia,
Ci-¢—aJKUIITHNO, UMAHO, HUTPO, noquranoreH-Ci-g—ankKuia,

nosmrasoreH-Ci-g—alKUIIOKCH, aMMHOKapBoHmia, R’ wmm -X3-R’.
Mcriosib3yeMblil BhHME WIM HMXe TepMuH Ci_4-ankui, Kak TIpyrmnna
MM 4YacCTh TpPYIne, oO0O3HauaeT HACHIeHHEE YIUVIEBONOPOIHBIE pPalVKaJibl
C HepasBEeTBJIEHHOM WIM Ppas3BEeTBJEHHOM Uenbio, wuMewnmme oT 1 no 4
aTOMOB YyIvlepona, TakKue Kak MeTus, ITuJ, nponun, l-mMeTunsTu,
OyrTui; Ci_g—asIkKuJ, Kak DIpynna wiM 4YacTh TIpynne, obozHaudaeT
HAaCHIIeHHBIE  YDJIEBOOOPOIHHE pPalMKaJH C  HEpPas3BeTBJEHHONW UM
pa3BeTBJIEHHOM LeNbl, uMepmue or 1 mo 6 aToMOB yIJiepona, TakKue
Kak TIpylnel, yka3aHHee gns Ci_g-ankuna, W IIeHTUuJ, TeKCcuJI,
2-MeTUIOYTUNI M TOMYy nomnobHoe; Ciy_g—ajIkMil, Kkak TIpynina WIM 4YacThb
TPYIIIH, oBosBHauaer HaCHIeHHEEe YTJIEBOOOPOOHEIE pannkasel c
HepasBeTBJEHHONW WM pPa3BeTBJIEHHON Lenso, uMepmue oT 2 0o 6
aTOMOB yIJlepoja, Takue Kak 3Tui, OpOnmi, L1-MeETUAITUA, OyTUI,
NeHTuii, TeKkcusl, 2-MeTuJadyTusn U ToMmy nonodHoe; Cji_g-ajiKaHOUUJI
ofo3HauaeT HacChlleHHHE OBYXBAJIEeHTHHE YIJIEBONOPOINHBEE pPaIMKaJE C
HEepas3BeTBJIEHHOM MJAM pasBeTBJIEHHOM LULenblo, umewomme oT 1 no 4

aTOMOB yraepona, Takue Kak MEeTUJIEH, 1, 2-sTanguun NN



1,2-3TtmimneH, 1,3-nponavgumin wiam 1, 3-nponunuineH, 1,4-6yTaHInmnia
uma 1,4-6yTunuaoeH UM ToMy nogoBHoe; Ci-7—-UMKJOAJIKMII HABJAETCH
POOOBEIM HasBaHMEM ION8 uUMKJIONponmiua, uMkJiIo®yTuia, UMKIOIEHTUNa,
LUKJIOTeKCcuna n UMKJIODerITu1ia ; Co-_g—aJIkeHun oBbosHauvaeT
VIJIEBONOPOOHBIE paluKaJe C HepasseTBneHHoﬁ MM  pPas3BETBIEHHOU
Lernelo, uMewummye OT 2 OO 6 aTOMOB yIJlepoma U comepxalye IOBOMHYI
CBA3b, TakKMe Kak BTeHu, IporieHus, OyTeHwmJ, I[eHTeHUJl, IT'eKCeHUN
M TOMYy IMNOROOHOEe; Cy_g~alKMHMII oBozHauaeT yIUIeBONOPOIHEIE panykaJibl
C Hepas3BEeTBJIEHHOM WM pas3BEeTBJIEHHOM Uenbl, uMeoure OT 2 OO 6
aTOMOB YyIJlepoda M conepxaume Tpoﬁaym CBS3b, TaKMe KakK 3TUHUI,
[PpONMHWII, 6y TUHUI, MeHTUHWI, TeKCUHNMI 1% TOMY riogpoBHoe;
MOHOUUKJIIMUECKUN, OUUMKIMYECKUN WM TPUUMKINUYECKUM HaChILeHHH
KapOoUUKJI [IpencTasjsgerT coBoM LMKIMYECKYI CUCTEMY, COCTOANYD U3
1, 2 nnm 3 kojeu, npuueM ykKasaHHAfg CUCTeMa KoJiel COCTOUT TOJbKO
3 aTOMOB yTJlepoda M YyKasaHHas CucTeMa KoJjell COOEepPXUT TOJIbLKO
OOVHapPHLIE CBA3BU; MOHoumxnmqécxmﬁ, OULUKIMUS CKUM Unu
TPULMKIIMYECKUNA YaCTMYHO HACHUEHHHIM KapOouukJ IperncrasaseT cobon
UMKJIMYECKY CUCTeMy, cocToswyrw #u3 1, 2 wumm 3 koJjel, [IpUdyeM
ykasaHHas CUCTeMa KoJIell COCTOMT TOJbKO M3 aToMOB yIJepoma u
BKJIOUaeT, [0 MeHLbUEel Mepe, ORHY néoﬁﬁym CBHBb,.HpM YCJIOBUM, UTO
UMKJIMUYEeCKas CUCTeMa He HABJAeTCH pMCTeMOﬁ apoMaTudYeCKMX KOJel;
MOHOUUKINUECKUN, OULMKIMYECKMI MUK TPULMKINUECKMM apoMaTUYeCKui
kapboumMkJl IpencTaBjyigeT CcoboM CUCTeMy apoMaTMUYeCKMX KoJnel,
cocrosamyr M3 1, 2 wmam 3 KkoJeu, nNpuMyeM YyKasz3aHHas LUMKIMYEecKas
cucTeMa COCTOMT TOJbKO M3 aTOMOB yIvlepona; TepMUH apoMaTuueCKUM
ABJISAE@TCA XOPOWO M3BECTHEM CleuManmuMcTy B HaHHouM objaactu u
obo3HauaeT UMKJIMYECKM KOHBIOTMPOBAaHHHE CUCTEeMb 4n+2 3JEKTPOHOB,
T.e. ¢ 6, 10, 14 wu T.m. T7-dJeKTpoHaMM (nNpaBujo XoOKeJd);
MOHOLUMKJINYECKMI, OUUMKIMYECKUIA UM TPULUMKIMYECKMIA HaChIleHHE]
TeTepoOUMKIl [IpencTaBJisieT COBOM LUKIMYECKYID CUCTEMY, COCTOSLYKR M3
1, 2 wmmm 3 KoJlel M BKIKYALMYO, IO MeHbllell Mepe, OIOMH
reTepoaToM, BulOpaHHEM U3 O, N Mnm:S, npyueM LUKIMYeCcKas cCUcTeMma
COOEPXUT TOJIbKO OIMHAPHEE CBSA3M; MOHOUMKIIMUECKUM, OULMKIMYECKUN
UM TPUUMKIUMYECKUM 4YaCTUYHO HACHIIEHHHM TEeTEepPOLMKJI NpelncTaBJigeT

coboll LUUKIMUYECKY CUCTeMy, COCTOAmyKw u3 1, 2 wuam 3 kKoJel u



BKJIOUAlWyo, IO MeHblle Mepe, OIMH TIeTepoaToM, BuOpaHHEM M3 O, N
mnim S, ¥, 0O MeHblle Mepe, OIOHY ILOBOMHYI CBA3b, C YCJOBUEM, UTO
LMKIMdeckas cucTeMa He ABJAeTCH apoMaTUYEeCKOM  UUKINYECKOM
CHUCTEMOM; MOHOUMKJIMYECKUM, OULUUKIMUECKUN MAM TPULMKINYECKUIN
apoMaTMUeCKMil T'eTepOouuKJl IMNpencTaBjigeT CcobBoM  apoMaTUYECKY
UMKIIMYECKYID CUCTeEMY, cocrosumyl wu3 1, 2 wmum 3  koJjeu wu
BKJIOYAIOUYI0, MO MeHblleld Mepe, OIMH IeTepoaToM, BHOpaHHEM u3 O, N
nnm S.

KoHkpeTHEMU [IpUMepamm MOHouuKaneCKmx, OMUVKIIMYECKUX WJIK
TPULMKIMUECKMX HACHIIEHHHX KapOOUMKJIIOB ABJAITCS UUKJIONPONWI,
UMKJIOOYTHUIT, UMKJIOTeKCUJI, UMKIIOTEeNnTu, LUMKJIOOKTWII,
buuukno{4, 2, 0] okraHun, LUMKJIOHOHAHWUII, LUMKJIOOeKaHMJI,
mexarugpoHadTanmHui, TeTpaleKarMiIpoaHTpaLueHUI UM ToMy HonofHoe.

KOHKpEeTHBMM [pMMEepaMy MOHOUMKIMNYECKUX, OULUVKIMYECKUX WU

TPULMKIMYECKUX, YaCTUYHO Hacmméunmx KapOOULUUKIIOB ABJIATCA
UMKJIONPOIEeHN, LUMKIOBYTEeHUT, LMKJIONIEHTEHW, LUUKJIOTE€KCEeHU,
UUKJIOT e TEHW, UMKJIOOKTEHUII, Buuukno (4, 2, 0] okTeHMI,
UMKJIOHOHEHW, LUMKJIOOe L eHWJT, OKTarmopoHadbTalMHUII,
1,2,3,4-TerparnopoHadTanmHn, 1,2,3,4,4a,9,%a,10-

OKTaruIOpOaHTpalUeHWJI U TOMYy NonobHoe.

KOHKpeTHEMM [IpUMepaM¥ MOHOUMUKJIIMYECKUX, OUUMKINYECKUX WK
TPULIMKIIMYECKUX apoMaTUYeCKux KapBboUUKIIOB ABJIAKNTCA dbeHun,
HadTaaMHMII, aHTPAaLEeHMUJ.

KOHKpeTHBEMM [pUMEepaMM MOHOUMKIIMYUECKUX, OMUUKIIMUEeCKUX WU
TPULNKIMYECKUX HaCHIIEHHBIX TeTepOLMKIIOB ABJIAITCSH
TeTparniapodypaHun, OUPPOIMIMHMII, IOUOKCOJIAHWII, MMMUIOA3OJIMIOMHWI,
TMa30JIUAMHAIL, TeTparunpoTUeHns, OUTMOPOOKCa30JN,
U30THOA30JIUIOUHNII, MsoxcasohmnMHmn, OKCaOMas3OJUIONHNI,
TPMa30JMIONHNUII, THaIna30JUOMHNII, nUpas3oaMIuHNII, NUNnepMonHuII,
reKCaruMaponvpuMUIMHAI, rekcarMopornupasuHu, OMOKCaHWI,
MOPOOJIMHMII, IOUTHMAHWUII, TUOMOPOONIMHMII, NUNEepasUHUI, TPUTHUAHWI,
OeKarMOPOXUHOJMHUII, OKTATMAOPOMHIONUIT M TOMy NonobHoe.

KOHKpEeTHEMM [pyMepaMy MOHOUMKIMUYECKUX, OUUMKINYEeCKUX WIu
TPULMKIIMUECKNX YaCTUUHO HaCHIEHHHEX TeTEePOLMUKIIOB ABJIAITCSA
MUPPOJIMHUIL, MMUIOA3OJIMHUII, OUPA3OJMHMI, 2,3-aurnipobeH3odypaHni,

1, 3-6eH30aouokconuiu, 2,3-aurnipo-1,4-6eH30OMOKCUHUII, MHIOOJUHUI U



TOMY nomnobHoe.

KoHkpeTHEMM NIpUMepaMy MOHOUUKIIMYECKMX, OULMKINYECKUX WM
TPULMKIMYECKUX  apOMATHUHYECKUX TeTepPOUMKIIOBR ABJAKTCS  a3eTul,
OKCeTUNMOeHW), IUPPOJMI, Qypuil, THEeHWJI, MMMUIOA3OAMJI, OKCAa30JIMI,
M30KCa30JaMI, TMa30JuI, N30THUABOIINI, nMpasoaui, TPUAa3sOJINI,
TUaoMasonmJ, OKCaluasoJiui, TeTpasonuil, IMpUIn, IUPUMUIOVHAT,
nMpasuHUII, npuoasvHu, TPUABUHNI, nMpaHn, GeHnzobypun,
nsobeHzodypun, 6eH30TUEeHNI, n306€eH30TUEHW, MHIOOJM3MHWII,
MHAOMMII, W3OMHIOONUI, ©OeH30okcaszsosmni, O6eH3MMMOAZ0MUI, MHIA30JIUI,
OeH31M30KCa30Iu, BeH3M30THNazoJINI, BeH30nmMpas3onnsl,
OeH30KCaoMas30Ju, BeHzO0THMaOMa30JaMUI, OeH30TPUaz3onani, OypUHWII,

XVHOJIMHUJI, W30XWHOJMHWI, UMHHOJMHWII, XUHOJIMBUHWUII, O(Tajla’3uHu,

XMHOKCAaJIMHWII, XMHa30JIMHATI, HadTUpMIMHNI, nrepuianHmI,
BeHz3onMpaHn, NMUPPOJNIOIUPNIONII, TUeHONMPUINI, byponupunui,
MU30TUAaABOJIONUPUIONII, THa3OJONINPHUINII, M30KCa30N0onmMpnuanI,
OKCas30ononmMpmuani, nMpasoJIONUPUIONII, VMU IOA30HNIMPUIONII,
nMppoJionmpasmMHm, TUEHOIIMpa3snHUII, byponupasmHui,
M30TUAaSOJIoNNpPa3nHUI, TVa30JIONMPa3NHNT, M30KCa30JIoNMpasuHNII,
OKCa30JIoNUupasmuHuI, noMpasoJIonupasmuHn, MMM Oa30JI0NIMpPa3MHAUTL,
NMUPPOJIONIMPUMMIONHAI, TUEHONMPUMUIVHWII, byponupUMMINHAI,
N30TMA3BOJIONNPUMMIONHUIT, THA3OJIONUPUMUIONHAI,
MN30KCa30JIONUPUMUIANHWIL, OKCa30JIONUPUMUINHNII,
NnMpas3oJIONIMPUMUIOVUHNIT, MMM IOA 30NMMPUMUIONHNIL, MMppPoJsIonMpmuioasmMHn,
THMEeHONIMPUIOAa3UHNUII, byponupmunasmHu, M30THMAa3OJoNNPpHUIa3uHNI,

THAa30JIONMUPUIOA3MHNII, WM3O0KCAaA3OJIONIUPUIOASUHNII, OKCAa30JIONMPMIas3uMHUI,
nrpasoJionmpmnioasmHnl, MMUIA30NMMPUIOa3MHWII, OKCamuazoJgonmpmiani,
TagnasoJlIonmMpmnini, Tpnas3oIonmMpmnani, oKrCaIMa3loJICINpa3nHNUI,

TNaanasz3oJIoNMPpas3nHnuI, TPpUas3oJIONIUPAaA3SUHUI, OKCOOMa3OJIONNPVMNIAOVHNII,

Taarna33oJIONINPUMMNIONMHNAIL, TPHNA3OJIONNPUMUIONHNII,
orCaIMas3zoJIONMPUIa3nHUI, THagnasoJonpmioasmHIl,
TPpHNa30JIONIMPMIOIa3NHAIT, MM IOAa300KCa30JInI, MMNInasoTna3oJIniI,
VMM Oa30VMMMOa30JIni, U30KCasz30JIOTPMa3mHUII, N30THUAZOJIOTPHMASUHNITI,
nmMpasoJioTpuazImnHuiI, OKCa30JIOTPUAa3MHUII, TNa3zoJIoOTpMUAaA3NHMUII,

VMM Oa30TPpUa3VHNIL, okCcannasz0JIOTPUABUHNII, THAIOMA30JIOTPUAaSUHNAI,
TpMas30JIOTPUABZUHAIT, xapbasonui, AKPUIOMHWIT, beHnazsuHum,

bernoTmasuHMN, (EeHOKCA3ZMHUI U TOMYy MNonoBHoe.
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Vicrione3yeMulit 3nechb Belle TEepMMH (Ipyrina) {(=0) o6pazyeT
KapBOOHUbHYI  4YacTb rpu npucoenMHeHUM K aroMy yrJjepona,
CyNbOOKCUIOHYIO JacTb npu npucoengMHeH1u K aToMy Cepel M
CyNbOOHMIIBHYI0 YacTh, KoI'la IOBe YKas3aHHEEe TIPYINb [NPMCOeOVHEHH K
aTOMy CEpDHI.

TepMyH TraJIoTeH SABJSeTCs pdnoauM TepMMHOM 1Jid dropa, xJjopa,
BbpomMa u  Mozna. Hcrnionp3yeMel1  30ecCh BHIIE M  HUXE  TEPMUH
NoJMIaJoTeHMe TSI, KaK Tpylna MM YacTb I'PyHNne, o6o3HauvaeT MOHO-
WM [OJMT'aJIOTeHB3aMelleHHB MeTuJ, OCOOeHHO, MeTuJ C OIHMM WIu
HECKOJIb KMMM aToMaMu ¢ropa, Harpumep, omdTopMeTUN nnu
TPUPTOPMETUSI; NOJUTAJIOTEeH-Ci_4—aJlKMJl MJIM [OJUTAJoTeH-Ci-g—alIkuJl,
Kak rpynna nuiu 4acTb TPYIIIH, o6o3HauaeT MOHO-— NI
noJaurajyioreH33aMele HHLIM Ci-g4—aJIKUI uny Cr-g=ankuJ, HanpvuMmep,
rpynnel, oOO3HAYEHHHEe B rajioredMerune, 1,1l-omudTopsTUiie UM TOMY
nogobHoe. B cayvae, korpa O6ojiee ueM OIOMH 2 aTOM TaJjloreHa
NpucoenrMHeH K aJKUILHOM IpyIllie B ONpelesieHVM NOJIUTaloTeHMeTuna,
nojgurasiored-Ci_g—ankuia WM noaurajioreH-Ci_g—aJsikuaa, TakKue aTOMH
MOT'YT OHTbH OOMHAKOBBIMM MJIM PasHBIMU.

MeeTca B BuUIOY, 4YTO TEepMMH TIeTepOLMKI B OlpeldeJISHUU R? mmm
R'® BkJIOYaeT BCEe BO3BMOXHHE M30oMepHee GOpMBI TE€TEepPOLMKJIIOR,
HarnpMMep, NUPPOJMJ BrJuodaeT lH-nmppomun u 2H-numpposm.

KapOouMKJ MM TeTepoUMKJ B onpefejieHuu R wam R'® MOXeT
OpITH MNPUCOEIMHEH K OCTaJIbHOM 4YacTu MoJiekyJiel (1) uepez mwobon
aToM yIJyepoma MM I'eTepoaToM, 4YTO [NOOXOOUT, eCyiM He OI'OBOPEeHO
ocobo. Tak, Hanpumep, Korga TeTepPOUMKJ HABJIAETCS WMUIOABONUIIOM,
OH MOXeT ObTb 1-MMMIAZOJIMIIOM, 2-UMMIOABOJMUIIOM, 4-UMMIOASBOIMUIIOM U
TOMy nonofHoe, uJaM, Korga kxapOouukn sABJageTCA HadTalMHUIOM, OH
MOXeT OblTh 1-HadTaJMHUJIIOM, 2—Ha¢Tanmumn0M M ToMy IonofHoe.

Korpma mwo6on cuMBOJ (Hahpmmep; R7, Xz) BCTpedaeTcsa OoJjiee deM
oIMH paz B JobOl COCTaBHOM qacmm} Kaxgoe orpenejyieHue ABJSAETCSH
HEe3aBUCHUMBIM.

JIHMKM, TIpOBEeOEHHHEe OT 3aMeCTUTesIell K LUMKIMYEeCKMM CUuCTeMaM,
03HayvawT, 4YTO CBA3b MOXeT OHTh [IpUcCOeIMHeHa Kk JobdoMy U3
NOoOXOIsliMX aTOMOB KOJbLaA.

IJia TepaneBTUMYECKOTO MCIIOIb30BAHMSA COJIM COEOMHEHUM QOpPMYJIH

(I) ABJIAITCSH conamm, y KOTOPHIX POTUBOVOH ABJIASTCSH
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bapMalueBTUYECKU [IpUEeMJIEMEM. OnHaxo, COJIM KMCJIOT U OCHOBAaHUM,
KOTOpHE He 4ABJANTCA QapMalueBTUMYECKM IMpMEeMJIEMEIMM, MOTYT Takxe
HanTu puMeHeHue, Hanpumep, npu IOJIydYeHUM WM OUMCTKE
bapMaleBTHMUECKM [IPUEeMJIEMOT'0 COeIUHeHMs. Bce CcoJsM, HEe3aBMCUMO OT
TOI'O, ABJISIOTCA JM OHM ObapMaLeBTHMYECKM [pUEMIIEMBIMM MJIU HET,
BKJIOUEHE B Npenejiki HaCTOAmeIro MsodpeTeHMﬂ.

NMmeeTcss B BUOY, UYTO OapMaleBTHMUYECKU IpPpUEeM/IeMble aIOUTVBHBE
COoNM, Kak YKas3aHO 3JecChb Bbllle, BRIALUAT OGOpPME TepaneBTUUYECKU
aKTMBHLIX HEeTOKCUYHHX KMCJIOTHO=AOONTUBHEIX conen, KOTOpLIE
coenguHeHMs QopMyJiel 1 CcrnioCoBHH oﬁpasoBuBaTb. Takyio ¢OpMy MOXHO
noOxonAumM obpasoM NoayuduTb obpaboTkor (oOpMBl OCHOBAHMA TaKUMU
NOOXOOAWMMM KUCJIOTaMM, Kak HeoplaHMUYecKMe KUCJOTH, HalpuMmep,
TaJIOPeHOBOOOPOOHEE KWUCJIOTH, HarnpuMmep, XJIOPUCTOBOANOPOOHA S,
SpoMMycTOBOOCPOOHAS U ToMy nonoBHoe; cepHas KUCJOTAa; as30THasd
kucnora; docpopHasa KMUCIOTA U TOMY I[oIOOHOEe; UMIAM OpTaHUYecKue
KMCJIOTHI, HanpuMmep, YKCyCHa#s, rporiaLosas, TUMOPOKCUYKCYCHas,
2-TUOPOKCUIIPOINIAaHOBaA, 2-OKCOMNpoONaHoOBad, aBeJseBas, MaJlIoHoOBa#d,

AHTapHas, MaJjeuHoBas, ¢ymapomas, sa6JiouHast, BUHHAaA, 2-TUIOPOKCU-

1,2, 3-nponaHTpukapboHOBass, MeTaHCYyJNbPOHOBasA, sSTaHcylbdoHOBAA,
teH3oJCcyabboHOBASA, » 4-MeTunOeH30NACYNbQOHOBASA,
LMKJIOTeKCaHCcyJabbamMmmHOBaS, 2-rugpokcubeH30MHaA, 4-aMmHO-2~-

IuOpokcubeH30MHasa u nonQGHme KMucnoTe. M, HaobopoT, obopMy couun
MOXHO rnpeofBpasoraTk ofbpaboTkor meJjounu B dopMy CBOBOAHOTO
OCHOBAaHMA.

CoenvHeHusa  GopMyJIH (1), coIepXxalmye KMUCJIOTHEE T[IPOTOHH,
MOXHO [peBpaTUMThL B MX Tepaneswmqe¢KM AKTMBHEIE HETOKCUYHHE (QOPME
coneit C MeTassaMM MWAM  ALOUTUBHEX AaMMHHBIX  COJIelt oBbpaboTkon
Mo OX0 AWMU OpraHMYeCcKUMH u HeopraHun4ye CKUMU OCHOBAHUAMHA.
lNonxonsume QopMel Ccoje C OCHOBaHMAMM  BKJIOYAKT, Halpumep,
AMMOHMEBEIE COJIM, COJIM WEeJIOUHEX ¢ LMeJIOYHOREMEJILHEX MeTallJIoR,
HanpuMmep, COJIM JMUTUSA, HaTpusa, Kalmus, MarHusg, KajlbUMA U TOMY
nonoGHoe, CoOJKM C OpraHUuYeCKMMU :OCHOBaHMRMM, HarnpmuMep, COJn
NEePBUYHBIX, BTOPMYHHX M TPEeTUUYHHX ammdpaTudeckux U apoMaTUUECKUX
aMUHOBRB, TaKMUX KakK MeTUJIaMUH, BTUIIAMMH, NponniaMuH,
U3OMNpPOoNnJIaM1H, yeTHpPex  M3O0MepoB  OyTujaMmHa, oyMe THUJlaMUHa,

IS TUIJIaMHa, AN TaHOJIaMUHa, OInnponumriaMmMHa, AMN3OoNporiniaMmMHa,
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Iu-H-ByTHUJIaMUHa, OuppoJMOnHa, nurnepunmHa, MopdonumHa,
TPUME TUJIAMVHA, TPUBTUIIAMUHA , TPUNpONMIaMULEa, XMHYKJIUIONHA,
NMpMIOnHa, XVHOJIMHA u UB0OXMHOJIMHAE, BeH3aTUHA, N-MeTuI-D-
TJIOKaMUHa, 2-aMMHO-2- (PuagpokcuMerTum) -1, 3-nponax”nuonsa,

rnapabaMmMHa, M COJMM C aMMHOKMCJIOTaMM, TakKMMM Kak, Hanpumep,
ApPTMHUH, JM3MH U ToMy nomobHoe. ¥ Haobopor, bdopMa COIM MOXeT
OuTb npeobpa3zoBaHa o0O6paboTkKoi KMUCIIOTOM B  QopMy CBOOOIHOMU
KMCJIOTHI.

TepMyH aOgOUTUBHAA COJIb BKJPYAeT Takxe IuipaTe U QOpMH
npucoeOUHEHMUss  pacTBOpUTEeNen, KOTOpHIE Crnocobel oOpaz30OBHBATH
coelMHeHUA  QOPMYJIH (I). [IpuMmepaMu  Takux  dopM  ABJAKTCH,
HanpuMep, IuApaThl, AaJIKOTOJSATH U TOMY [OOOOHOe.

McrnoJib 3yeMellt 30ech BHINIE TEepPMUH «4eTBepPTUUHLIN aMUH»
onpepesfaeT 4YeTBEPTUYHHE AaMMOHMEBHE COJIM, KOTOpHE COeIMHEeHUs
bopmy el (I) CriocoBHH o6pa30BHBATH B2alMOIENCTBUEM Mexny
OCHOBHBIM as0TOM coenMHeHus bopmy bl (I) " MoOXOOsIWMM
KBaTepHM3UPYIOLMM aTreHTOM, TakuMM Kak, Hanpumep, HeoBsa3aTesIbHO
3aMelleHHbBIN aJIKMJITaJIOTEHNI, apuaraJoreHunn 128971
apuiaJKWITaJoreHnn, HanpuMmep, MeTuianonun wam OeH3unromun. Moryr

Takxe OBHTb MCIOJb30OBaHH IpyTue peareHTe C JIETKO yIOaJlAaoliVMNUCH

Tpynnamm, Takue Kak ankKuITpudTOopMeTaHCcyJibboHAaTH,
aNKMUIMETaHCYJNIbGOHATH M aNKMI-II-TOJIYOJICyJibdoHaTE. UYeTBepTUUHBIN
aMMH  VMMEeT IOJIOKMTEJNIbHO  BapsXeHHEM asoT. dapmMmaleBTUUYECKHU

riprieMJjieMele [IPOTMBOMOHE BKJIOYAKT XJop, OpoM, non, TpudTopaueTaT
1 aueraT. BuOpPaHHEM [OIPOTMBOMOH MOXHO BBECTM C UCIOJb30BaHUEM
MOHOOOMEHHEIX CMOJI.

ViMeeTca B BuIOy, 4YTOo OQOopMH N—oxcmnoa HAaCTOANMX COoeIUHEHUN
BKJIOYAKWNT CcoeluHeHMusa GopMyJiel (I), Yy KOTOPHIX OIOMH MM HECKOJBKO
TPeTMYHBEIX aTOMOB a30Ta OKMCJIEHH B Tak HasbBaeMell N-okcHI.

CilenyeT y4YecTb, YTO HEKOTOpHE U3 coenuHeHunm ¢opmysiel (I) u
Ux N-okcunos, anOMTUBHHX coneit, YeTBEePTUYHEIX aMMHOB "
CTEpPEOXMMMYECKM  MSOMEPHHX (opM MOTYT COOepXaThb OIWH WU
HECKOJIbKO LEHTPOB XMPAaNbHOCTM U MOI'YT CYWLeCcTBOBATL B BuUIe
CTEPEOXVIMUUECKM MBOMEPHHX (QOpM.

Mcnosib3yeMEll  30ecChb TEPMUH  «(CTEPEOXMMUYECKM  MBOMEPHEE

QopME» O3HavaeT BCe BO3MOXHHE CTepeoM30OMepHele GOPME, KOTOpPHIE
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MOTYT MMeTh coenuHeHus oopMysnn (I) m ux N-oKCuOb, aIIUTHBHLEE
CoJiM, 4YeTBEPTUUHHE aMﬁHm wimm  pusmuosiormyeck  dyHKUMOHAJIbLHEE
NPOM3BOIHbE. ECHAM He YNOMAHYTO MJIM He yKaszaHO ocoB0, XUMMUecKoe
onpegnesyieHue cCoelMHeHUuM O=3Hauyaer CMECh BCex BO3MOXHEIX
CTepPeOXMMMNUYECKU U3OMEPHHX GOopM, INpuueM yKasaHHEHE CMeCu colepxaT
BCe IMacTepeoMepH n 3HAHTUOMEPH OCHOBHOM MOJIEKYJIAPHON
CTPYKTYPH, a TaKxe Kaxoylw M3 HMHIMBUIOYAJIbHBEIX MB3OMepHBEX ¢opM
coenuHeHunm o¢opMmynel (I) M uMx N-OoKCUIOOB, COJIelM, COJbLBATOB WM
YeTBEepPTUYHEIX aMMHOB, rno CYWeCTBY CBOOOIOHKIX, T.e.
acCouMMpPOBAaHHEIX MeHblle, uYeM c 10%, npelnouyTuTeNnbHO, MeHblie, YeM
c 5%, ocoBbeHHO, MeHblle, dYeM C 2% u, Haubojiee NPEONOYTUTEJLHO,
MeHblle, yYeM C 1% ppyrux musomeporB. Tak, korma coenMHeHue GQopMyJibl
(I) saBnsaeTcsa, HanpuMep, crneuudpuuHeM kak (E), »T0 o3HauaeT, UYUTO
cCoeIMHEHMe [0 CyHNecTBY He cogepsxmT (Z)-mu3omep. B uyacTHoCcTH,
CTepeOoreHHbBe  UEeHTPH  MOT'YT UMEeTh R- wm S—-KOHOUTYpaLML;
3aMeCcTUTeJIM Ha IOBYXBAJIEHTHHX UMKIMYECKUX (YaCTUMYHO) HAaCHIIEHHBIX
pamoukanax MoryT uMmMeTb JubBo umc-, Jmbo TpaHC-KOHQUTYypauuo.
CoenuHeHnus, MMeouMe IBOMHEHE CBS3M, MOI'YT WMEThb E-CTepeoxuMuio
(samMecTuTEeNMM IO pPasHy©w CTOPOHY OT  IOBOMHOM  CBA3M) unun
Z-CTepeoXMMMo (3aMecTUTEes M IO OHOHY CTPOHY OT IBOMHOM CBA3U) Y
YKas3aHHOM IOBOMHOM CBA3M. TepMMHH UMC, TpaHc, R, S, E wu 2
ABJIAIOTCS  XOPOWO M3BECTHREMM ClleuMalyMcTy B OaHHoM objacTu.
HecoMHeHHO, nogpasyMeBaercsH, YTO CTEPEeOXMMMHUECKM M3OMEPHLEe
bopMel  coenmmHeHUM — dOpMYyJIH (I) BKJIOYEHE B obveM  IOAHHOTO
nsobpereHus. s HEKOTOPHIX COeIVMHEeHUN dopMy TIBL (1), nx
npoJsiekapcrs, N-OKCMHOOB, COJiell, COJbBATOB, UYETBEPTUUHEIX AMMUHOB
P05 KOMIIJIEKCOB c MeTaJlaMm u IIPOMEXY TOUHBIX NPOOYKTOR,
UCIOJIb3YEeMble IIPM MX [OJIydeHuM, abCOoONITHYI0 CTepeOoXMMMNUeCKY
KOHQUIYypaLMio 3KCIEePMMEHTAaJIbHC He olpelendanM. B Takux Ccraydasax
cTepeomusoMepHasa ¢opMa, KoTopas BHIOENAEeTCA INepeoM, oB03HAYAKT
Kak «A», u BTopyw dopmy oBo3HadawT kKak «B», 6e3 IOMNOJHUTEJLHOTO
yKazaHusa Ha OEeMCTBUTENbHYD  CTEePEeOXMMMNYECKYIO KOHOMI'ypauumo.
OOoHako, YyKa3aHHbBEe cTepeou3oMepHHe GQopMul «A» U «B» MOTyT OHTBH
ONHO3HAUHO XapaKTepu3O0BaHH, HalIpuUMep, MX ONTHMYECKMM BpalleHUEeM B
cyydae, kKorma «A» u «B» uMMeonT 3HaHTUOMEPHYK CBA3b. CrneuuajJucT B

DaHHOM ofnacTu cnocobeH onpenesauTb abCONIOTHYK KOHOUTYpaLUo
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TaKUX COEOMHEHUM C MCIOJb3OBAHMEM XOPOWO M3IBECTHBIX B HOaHHOM
oBbjlacTM MeTOIOB, TAaKMxX Kak, Hanphmep, Indpaxkumsg PEeHTI'eHOBCKUX
aydyen. B cnyudae, korTga «A» u kB» ABJIAIOTCHA CTepeou30OMEepPHBIMU
CMeCAMM, UX MOXHO [OMOJIHUTENIbHO pasieyMTb, B pes3yJbTaTre 4Yero
BEIIEJIEHHBIE COOTBETCTBYlUME NepBhe dpakumy obo3HAUaT Kak «Al» u
«Bl» n BTOphle dpakLuuy Kak «A2Z2» u «B2», O6e3 naJbHeMWEero ykas3aHus
Ha IOeMCTBUTEJIbHYI0 CTEPEOXMMUUYECKYI0 kon@mrypaumm.

HexkoToprle u3 CcoeIMHEHUN @opmynm (I) MOIDYT CYUWEeCTBOBATH
Takxe B Bulle UX TayTOMepHOM OGopMel. [lompasyMeBaeTCs, 4YTO Takue
bpopMEI, XOTHA OHM M HEe YKasaHH HeNOCPEeICTBEHHO B BHIIEyKa3aHHOM
dopMmysie, BKIIOYEeHH B oOBeM HacTodAmWero n3obpeTeHud.

MoopasyMeBaeTcsa, UYTO BCAKMI pa3 NpU MCNONL3I0BAHUM Haliee
TEePMUH «CoeaMHeHMa OQopMysH (I)» BrIoYaeT Takke uX N-OKCUIHLIE
dopmel, uMX cCcoJm, UX quBemeque‘ aMMHEL M MX CTepeoxXMMUUYEeCKU
n30MepHEEe ¢opMel. OCOBEHHEIMN MHTepéc NpencTaBJIART Te COeIMHEHUd
fopmysiel (1), KOTOpPHE ABJAAKTCA CTEPEOXUMMMNYECKU UMCTEMU.

BHe 3aBMCUMOCTM OT TOI'C, UCHOJNB3YITCH JIM OHM 30eChb IO WK
nocrie, 3TU 3aMECTUTENM MOTYT OHTh BHOPAHB, KaxXIbll HE3aBUCUMO,
U3 [epedYyHsa MHOI'OYMCJIEHHBIX OnpeneJieHuyl, Takux Kak, HalnpuMmep,
onpenesyieHusa ansa R® n Rm, npuyueM honpasymeBamTcg BC& BO3MOXHHE
KOMOUHALIMM, KOTOPHE ABJAKRTCA XMMMYECKM BOSBMOXHBIMU U NPUCYTCTBUE
KOTODPHX TMPUBOOUT K OOpPaA30BaAHUI XMMMUYECKU CTAOMIILHEIX MOJIEKYJI.

OnpenenieHHOM TPYNNOM COEOUHEHMM ABJSAITCA Te COEOUHEHUS
bopmMy el (L), Y  KOTOPHX R3 npencrasjasgeT cobom  Ci-g—alkKui,
3aMEWeHHb, MO MeHbleit Mepe, OIHMM 3aMeCTUTEeJIeM, BLIOPp@HHEIM U3
uMaHo, amuHokap®oHuia, NR°R*® mnm R’; Ci_¢—a@JIKMJI, SBaMelleHHHI, 110
MEHbIEN Mepe, OLOHUM 3aMecTuTelIeM, BHIOpaHHEIM U3 uMaHo,
aMMHoKapboHuma, NRRY® umm R’ wm Y KoToporo 2 aToMa Bomopoda,
CBA3aHHBHIE Y OJHOTO M TOrO Xe arToMa yIJjepoha, SaMeHeHH Ha
Ci-4—aryKaHOVWII; Ci-¢—aJIKUA, saMelleHHbIN TUIOPOKCHU " BTOPEM
3aMecTuTesieM, BHOpaHHBM U3 LMAHO, aMmMHokapOoHMIa, NR°R'® mmm R7;
Ci-¢—ankMIOKCU-Ci-gaJIKWUJI, SaMelleHHHM, [10 MeHbUEN Mepe, OOHUM
3aMecTUTesieM, BHOPaHHEM M3 LMaHO, aMmMHokapbonusa, NRR'® wumm R’;
Cy-g—a@JIKeHMJI, SBaMelleHHBl, [0 MeHbllel Mepe, OIOHMM 3aMeCTUTEJIEM,
BHIOpaHHEIM M3 UMaAHO, aMuMHOokapOoHMNa, NR°R!® wmm R7; Cz-g—aJIKMHUTI,

3aMeNeHHE, N[O MeHblle Mepe, ONHMM 3amMecTUTeJieM, BLHOPaHHEM U3
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uMaHo, ammHokapGonmna, NRRY® wumm R’; -C(=N-0-R%®)-Ci.4—anmxmmn; R’
numm —-X3~-R’; R! npenmcraBnser coGoit ranoreH, rumpokcu, Ci_g-alkui,
Ci_7—uukinoankmi, Ci_g—aJIKMJOKCH, LUMAHO, HUTPO, L[nonaurajgoreH-Ci.g-
ankKumi, rnnonuranoreH-Ci_g-alIKMJIIOKCH, aMuHokapOoHu,
Ci-e—adkujiokcukapboHun, Ci_g-ankuikapboHmn, o©bopmmi, amMMHO, MOHO-
v v (Ci_g—aJikuil) aMuMHo; R’ npencrapiasgeT coboil MOHOUMKIMYECKUN,
BULUUKIIMUE CKUN NIn Tpmumxnmqeéxmﬁ HaCHIeHHEIA, YaCTUYHO
HACBILEHHEM MM apoMaTUYECKUM KapOOUMKI WMJIM MOHOLUMKJIMYECKUN,
BUUMKIMUECKNUM NI TPULMKIMYECKUM HACHILIEeHHBINA, YacTUUHO
Ha ChIlle HHBIN U apoMaTUUYECKUM  TI'eTepPOoLUKJII, roe Kaxnasa u3
YKazaHHEX CUCTeM KkKapOOUMKIUMYECKUX MIM TIeTepOoUMKIMUYECKUX KoJey
MOXeT  OHITb, Heobs3aTeNILHO, 3aMemeHa OJOHMM, OBYMHA, TpeMsd,
YeTHPbMA 150051 NATHIO 3aMeCcCTUTeJIAMHA, KaxIOull us3 KOTOPEIX,
He3aBUCHKMO, BHOpaH M= IraJjioreHa, IUMAPOKCHM, Mepkanrto, Cj_g-ankuia,
rMOopokcu-Ci_g—ajkuia, aMuHo-Ci_g—alnKuUIa, MOHO~- )RR I (Ci-g—
aKUIT) aMuHoO—-Ci-g—ajikuia, Ci-g—ankwixkapboHuna, Ci-7—LUKJICANKUIA,
C1-g—aJKMUJIOKCH, Ci-s—ankuynokcukapboHuna, Ci-¢—aAJKNITUO, LMaHo,
HUTPO, noauranoreH-Ci-g—alkuia, - noguranoreH-Cji-¢g—aJIKMJIOKCH,
aMuHOokapBoHmuna, R’?, -X3-R’ wumm R'®-Cy_s-ankmna; R’® npencrasiser
cobon MOHOUMKJINYECKUH, BULMKINYEeCKUMN WM TPULMKJIIMYECKUN
HaCBIUEHHbI, YAaCTUYHO HACHIUEHHHEN MIM apoOMaTUUECKMIA KapOOUMKII MJIIM
MOHOLUUKJIINUECKNH, 'Gmumxnmqecxmﬁ WM TPULMKINYECKUM HaCHIlleHHEIN,
YaCTMUYHO HACHIIEHHBI MJIM apoMaTUYEeCKMM TeTepolMKJ, IOe Kaxias us
YKa3aHHBX CUCTeM KapOOLUMKIMUECKUX WM TIeTepOoUUKIUNUECKUX KoJel,
MoxeT  OnTb, HeoOA3aTENbLHO, 3aMelmeHa OIOHMM,  OBYMS, TPEeMS,
YeTHPbMSA 1283071 OATHI0 3aMeCcTUTeJIAMN, KaX Obok us KOTOPHIX,
He3aBUCKMMO, BHOpPaH M3 TranoreHa, I'MIOPOkCHu, MepkanTto, Ci-g—alikuia,
rmaopokcu-Ci_g—ajikuia, aMMHO-Ci-_g—aJIkmiia, MOHO-— W o (Ci-¢—
anKkui) aMmHo~-Ci-g—aJIkKuia, Ci-¢—anxkunkapdboHuia, Ci-7—-LUKJIOAJTIKMUIIA,
Ci-¢—a@IKUJIOKCH, Ci-g—alIkuNokCcuxkapboHuna, Ci-6—@JKUJITHO, L1lMaHo,
HUTPO, noauranoreH—~Ci_g~aJjikunia, noanrajgoreH—-Ci-_¢—aJIKUJIOKCH,
aMMHoOKapBoHMuna; R u Rm, Kéxﬁuﬁ He3aBUCKMO, [pencTaBJIsalnT
BOOOPOL; IMUIAPOKCHU; Ci.g—ajIkmi; Ci_g~allKUIOKCKU; Ci_g—alKUIKAPOOHMIT;
Ci-6—aIKMUIOKCUKaApPOOHUII; aMMHO; MOHO- uau 1u (Ci_g~aJIKMII) aMUHO;
MOHO— wunu IOy (Ci_g—aJikKUIl) aMMHOKAPOOHMIT WUJIU R7, roe kaxigasa us3

BHILEYTIOMSHYTHX Cj-¢=aJIKMJIbHBEIX IPYNN MOXeT OBTh, HeOOA3aTeJIbHO U
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Kaxoas MHIMBMIYAJIbHO, 3aMelleHa OIJHUM MWJIM OByMA 3aMeCTUTEJIsAMHU,
KaX OB ns3 KOTOPHIX, He3aBUCUMO, BHIOpPaH ns TUIOPOKCH,
Ci1-g—aJIKMUJIOKCH, TUOPOKCU—Ci_g—AJIKUIIOKCH, kapbokcuna,
Ci-¢—aJKMJIOKCUKApOOHMIIa, UMAaHO, aMMHO, MMMHO, MOHO- WM Iu(Ci_g—
aJIKMJI) aMMHO, nosMraJjoreHMeTmIA, [IONMUTAJIOTeHMETUIIOKCY,
MOAUTanoreHME TUIITHO, -5 (=0) RS, -NH-S (=0) ,R®, -C (=0) RS,
-NHC (=0)H, ~-C(=0)NHNH,. -NHC(=0)R®, -C(=NH)R®, R’.
lipencraBidpmeyr MHTEepeC TPYyNIoN COeIMHEeHUM ABJAKRTCA Te
coemHeHus oopmysas (I), y xoropux -a'=a’-a’=a‘-~ npencrasaser
coBoll OBYXBaJIGHTHHM palukasn dopmysum —~CH=CH-CH=CH- (a-1).
[lpencraBJsoLell MHTepeC TPyIIIod COeOMHEHUM ABJIAKTCA Takxke

Te coenuHeHus odbopmyns (I), umepmme @opmyny

T-\ (R '
/x "3,3 Y
b3= L[:,/ L:}RT

ux N-okcunge, obGapMaueBTMUYECKM IMpUeMIeMble aIOuTUBHHE COJIH,
yeTBEepPTUUHLIE aMMHBL WM CTEepPeOXUMMUECKU M3OMepHHe QOpME, Y
KOTOPHX —al=a%-a’=a'-, —b1=b2—b3=b4—, Rl, RZ, R3, RY, m um X; umenT
3HaueHusd, YyKas3aHHHe Bume; n’ paBHo 0, 1, 2 mum 3 u B caydae,
KoTrna —at=a?-a3=a‘- rpencrasBiyseT coboit (a-1), n’” wMoxeT OHTbH
Takxe paeHo 4; R? npemcrasnser co6oit rTanoreH, Ci-g-aliKui,
TPUTAJOTEHMETUII, LMaHO, aMMHOKapOGOHMI, Cgﬁ—anxmn, 3aMeleHHEN
LUMaHO MM AaMMHOKApOOHMJIOM; IIpU YCJIOBUM, UYTO R? HaxoouTCcsa B
napa-rnojJoOXeHMMU OTHOCUTEJIBHO HacCTH NR?!.

IpyToi npencTaBsLel MHTEepeC TpYNNoi COeIMHEeHUN ABJATCH

Te coemuHeHMs dopMmysn (1), uMmenume @opmyny

P“T“/"L "\O-Rz-

ux N-okcune, obGapMaLeBTHUYECKM IpMeMJIeMEle aIOOUTUBHEE COJM,

yeTBEepTUMUYHEIE AaMMHBL WM CTEPEeOXMMUMUYECKM U3O0MepHee QOopMel, VY

KOTOPHX -&f=b&49=b4—, Rl, Rz, R3, RY, m m X; wumenr =BHaueHus,
. [ 27

ykazaHHele Beme; n’ pashHo 0, 1, 2, 3 umm 4; R npencraeiyseT

cobon TranoreH, Ci-¢—anknm, TpUITaJOT'eHMe T, uMaHo,



17

aMmMHoOKapBoHMy, Ci-¢-alkuJl, =BaMelleHHHM LMaHO UIM aMUHOKApOOHUJIOM.
Eme opHOM  mnpelncTaBJAKlEN MHTepec  TPYyNnonu  CcoelOVHEeHUN

ABNAKLTCA Te coeluHeHMs ¢opmyJiel (1), umewnumme dopMysty

1
§ AN
PDRGASGGE:
IF ZN Y
® R

nx N-okcumel, OGapMaleBTHUUECKM I[IPMEMIIEMEIE AIOUTUMBHEE COJIN,
YeTBEepPTUYHbBIE aMMHH MM CTEepPeOXMMMUYECKM M3OMepHele QOpMbl, VY
KOTOPHX Rl, Rz, R3, R u X1 wmMewnT BHauyeHMUs, YyKaz3aHHble Brue; n’
paeio 0, 1, 2, 3 wumm 4; R?’ npegcrasnsaeT coboy rasoreH, Ci_g-
ankmi, TpuraJoreHMeTuIiI, LiMaHo, amMmHokap®BoHMI, Cir-g—ankuna,
3aMelleHHb UMaHO MIM aMMHOKApBOOHMJIOM.

OcoBeHHEIMM COEOMHEHUAMM  ABJIAKNTCA TaKxXe Te COoeIMHEeHUs
bopmyser (I), (I'), (I'") wmmm (I''’), B KOTOPOM IMPUMEHSIOT ONOHO
nImM, BCerma, KoI'Za BO3MOXHO, HECKOJIbKO CJielyiUMX YCJOBMIMA:

a) m paedHo 1, 2 umm 3, ocoBeHHO 2 wim 3, Oosiee 0OCoBeHHO,
2, eme Gosilee OoCOBEHHO, M PaBHO 2 Y IOBa yKa3aHHHX 3amecTurens R’
HaxXOOATCA B I[IOJIOKEHMAX 2 U 6 (OpTOINOJOXeHMEe) OTHOCUTEJIBHO 4YacTu
X1i

b) m paBro 1, 2 mam 3 u R3 HaxomuTcsa B nosioxeHum 4 (napa-
[IOJIOXEHUM) OTHOCUTEJIbHO uYacTu Xi;

c) X1 npexncraBnser coboit —NRS, -NH-NH-, -N=N-, -0-,
-C(=0)~-, Ci-g—anmkaHmmmy, -CHOH-, -S(=0)p-, X2-Ci-g—ankaHIuui- MJIu
-Ci-g—ajxaHaunia—-X;-;

d) korma BO3MOXHO, n’ paBHO 0;

e) KkoDPma BOSMOXHO, N PaBHO 1 M yKasaHHH 3aMecTuUTenb R2
Haxoourcsa B [TOJIOXEHUHN 4 (napa-nosioxeHue) OTHOCUTENBHO
NR!'-MHKEpHOM TPYIIH;

f) R® npexacraeraser cobon ﬁmnpoxcm, ranoreH, Ci-¢—ankui,
HeoOA3aTeJIbHO SaMelleHHH UMaHO WJu —C(=O)R6, C3-7—UMKJICAJIKMI,
Co-g—alIKeHMJI, HeoBS3aTeJbHO SaMemeHHH ONHMM MJIM HeCKOJbKUMM
aToMaMu rajoreHa WK LUMaHo, j Cy-¢—aJIKMHUII, HeoBsa3aTeJIbHO
3aMeEIeHHBIM OOHMM WJIM HEeCKOJLKMMM aToMaMM TraJioreHa WM UMaHo,
Ci-g—ankuiokcukapOoHmn, kapbokcuil, UMAHO, HUTPO, AaMMHO, MOHO-

unu om (Ci-g—aJIkujl) aMMHO, [ONMUTAJOTEeHMeTUJ, MNOoJUTaJoTeHMeTUITUO,
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-S(=0)pR%, -NH-S-(=0)pR%, ~-NHC(=0)H, -C(=0)NHNH;, -NHC (=0)RS,
-C (=NH)R® wmm paaukan GopMyJH
Y/Al
©
e

rOoe kKaxnelM A;, HesaBucuMmo, npencraeiaser cofom N, CH wmm CR®

u A, npencrabisgeT coboit NH, O, S mmm NR®;

g) R?' npencraBasaeT coboin TaJioreH, Co_g—ankui,
TpUurajoreHMe T, LMaHo, Cbﬁ—ankmn, 3aMelle HHbIM LMaHo 1283071
aMMHOKapPOOHUIIOM;

h) R? rnpencraepiaserT cobomn LUMaHo, AMMHOKAapPOOHUI WM

Ci-¢—aJIkuJl, BaMEUEeHHEIM LUMaHO WJIM AMMHOKAPOOHMJIOM; B YaCTHOCTH,
LMaHO;

i) R?’ rnpencrasiasgeT coboi  uMaHo, aMMHOKAPOOHMUII UM
Ci-¢—aJIKMUJI, BaMeUleHHHM LMaHO WMJIM aMMHOKAPOOHMJIOM; B UYACTHOCTH,
LUMaHOo.

Mpe NNOYTUT &b Hbllh BapUaHT ‘ocymeCTBneHMg BKJIOYAET Te
coenmHeHnsa $opmynm (I}, (I7), (I'") wm (r*""y, roe R®
npencraesser coboit NHR!®; NRPRY; -c(=0)NHR!}; -C(0)-NR¥RY,
-C (=0) -R'®; -CH=N-NH-C (=0) -R'¢; ng—anxmn, 3aMEmEeHHb LUaHO WM
aMMHOKapOoHMIIOM; Ci-g~alikmi, =3aMemeHHumr NR°R!?, -C(=0)-NR2R!?,
-C (=0) -C1-g—aJIKMJIOM WU R7; Ci-g—a@JIKMJI, 3BaMelleHHBM OBYMS WK
OoNbIIMM  UMCJIOM 3aMecTuTesieM, KaxIOell M3 KOTOPHX He3aBUCUMO
BHOpPaH M3 LUMAaHO, NRng, —C(=O)—NR%9°, -C(=0) -Ci-g—ankuyia uaIu R’;
Ci-¢—asJIKMJI, =BaMeMeHHBI OJHUMM WM HECKOJILKYMU SaMeCTUTEJIAMHA,
KaXIOBEM M3 KOTOPHX He3aBUCUMO BudpaH n3 uLUMaHo, NR%?O, -C(=0) -~
NRR!®, -C(=0)-Ci-¢-ankmna wm R’, M y KOTOPOTO 2 aTomMa BONOPOIA,
CBABaHHBIE C OIOHMM M TeM Xe aTOMOM YyIJepola, 3aMeHeHH
Ci-4-aJIKaHOUUIIOM; Ci-g-ankui, 3aMeNeHHE I'MIOIPOKCUM U BTOPBIM
3aMecTuTeseM, BHOpPaHHEM M3 umaHo, NRR!?, -C(=0)-NR°R!?, -C(=0)-
Ci-g—ankuiua NI R7; CL@‘aﬂKMﬂORCM_Cbﬁ-aﬂKMH, Heofsa3aTeNbHO
3aMelleHHBIM OOHUMM MK Hecxonbxnﬁm 3aMeCTUTEeNISMM, KaxObll U3
KOTOPHX He3aBMCUMMO BHSpaH M3 umaHo, NR°R!?, -C(=0)-NR°R!?,
-C (=0)-Ci_¢g—aJIkuJjia uam RU Cy-g—aJIKeHWJI, BaMeUEeHHB OOHUM WM
HECKOJIbKMMM 3BaMeCTUTeJIAMU, KaxXIblM M3 KOTOPEX He3aBUCUMMO BhOpaH

M3 TranoreHa, UMaHoO, NR?RN, —C(=O)—NR?Rm, -C(=0) -Ci.g—ajixuna uam
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R'; Cz-g—aJIKMHWII, 3aMeleHHHLIA OIHUM NI HEeCKOJIb KMMU
3aMEeCTUTENIAMM, KaxXIOHM M3 KOTOPHIX He3aBUMCKHMMO BhOpaH M3 rajioreHa,
LUMaHo, NR%&O, -C(=O)-NR%¥°, ~C(=0) -Ci-¢—ankmuyua uam R’; -C (=N-0-
R®)-Cy_4-ankun; R’ wmmm  -X3-R’; 1me R®®  npencrasnser coboi
TUIOPOKCH; Ci-g—aJKMUI; Ci1-6—AJIKMIIOKCH ; Ci-s—@NKUIKAPOOHWII;
C1-¢—aJKUJIOKCUKAPBOHMUI; aMMHO; MOHO- wiau oM (Ci-¢—aJIKMJI) aMUHO;
MOHO- wiM U (Ci-g—aJIKMil) aMMHOKapGoumi; -CH(=NR') wmm R’, rme
Kaxnasa BblleyKaz3aHHEX Cji-g—alIKMIJIBHEIX TPYI B onpeneseHuu R%® MoxerT
OHTE, HeoBA3aTeAbHO M Kaxnas MHIOMBUIYAJILHO, 3aMelleHa OIOHUM WA
OBYMA 3aMeCcTUTeNIAMM, KaxXOell K13 KOTOPHX He3aBMCUMMO BHOpaH u3
TUIOPOKCH, Ci-6—aJIKMUJIOKCH, TUOPOKCU-C).¢—-aJIKMJIOKCH, kapbokcuia,
Ci-¢—aNIKMJIOKCUkapOoHuia, LMaHo, aMmMHO, WMMMHO, MCHO- wmam 1Iu (Ci-4-
aJIKMJ1) aMMUHO, noauranoreHMerTuna, [IOJUTAJIOTeHMEeTUIIOKCH,
MoJIMIasioTe HMEe TUJITHO, -S(=O)pRﬂ —NH—S(=O)pR6, -C (=0) RS,
-NHC(=0)H, ~-C(=O)NHNH,. -NHC(=0)R®, -C(=NH)R®, R’; R%® wmoxer
Takkxe OwTb B3aT c R ¢ obpas3oBaHyeM [OBYXBAJIeHTHOI'O WU
TpexBaJIeHTHOTrO paaukana (d-1), (d-2), (d-3), (d-4), (d-5),
(d=6) mam (d-7), kKak yKasaHO 31ecCh Bhlle.

Cnenyiomen npencrapJsomen MHTepecC IpPYIIION coenuHeHun
ABNAKLTCA Te coenuHenus dopmynm (I), (I'), (I’’) wmm (I’'’), roe
R® npencrasnser coboit NHR!®; NRYR!; -C(=0)NHR'; -C(0)-NRRY,
-C(=0)-R'®; -CH=N-NH-C(=0)-R'®; Cj-¢-anxmn, samemennwit NR°R!?,
-C(=0) -NR%®R?®, -C(=0)-Ci_¢-ankunom mmm R’; Ci_g-aJKui, =BaMelleHHEHI!
OBYyMS WM BOJIbIIMM  UYMCJOM 3aMecTuTeJiel, KaxXIelt M3 KOTOPHIX
HezaBMUCKMMO BrOpaH u3 LMaHo, NRng, —C(=O)—NR9RN, -C(=0)-Ci-6~
ankuia wiam  R’; Ci-¢—allkmJji, 3aMelleHHE OJHMM WJIM HEeCKOJIbEKUMU
3aMECTUTEJIAMM, KaXIuM M3 KOTOPLIX, HEe3aBMCKMMO, BhOpaH M3 LMaHO,
NR’R*®, -C(=0)-NR°R!®, -C(=0)-Cj-¢-ankmna wmm R’ u rme 2 aroMa
BOOOpPOHa, CBs3aHHHIE C OOHMM M TEM X€ aTOMOM yIJlepona, S3aMeHEeHH
C1-4—aNKAHIONUIIOM; Ci-g—aJIKMJI, 3aMEeleHHE TMIPOKCM U BTOPHEM
3aMecTuTeseM, BHOpaHHEM u3 umano, NR°R!?, -C(=0)-NR°R!?, -C(=0)-
Ci-¢—ankuia 185351 R7; Ci_g—ankuiaorcu—-Ci_g—aJikui, HeoBsa3aTesJIbHO
3aMEeHHbB OIOHMM MM HECKOJbKMMM 3aMeCTUTeJIAMM, KaXOeM us3
KOTOPHEX HezaBUCMMO BebOpaH W3 UMaHO, NR?Rm, —C(=O)—NR%9°,
-C (=0)-Ci-¢—anakuija wim R’; Ci-¢—asikeHuJ, 3aMelleHHHM OIOHUM UM

HeCKOJIbLKVMMU 3IaMeCTUuTeNAaAMHU, Kaxoelit m3 KOTOPERIX He3aBUCUMMO Bbl@paH
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M3 IrajnoreHa, UMAaHo, NR?Rm, —C(=O)—NR?Rm, -C (=0) -Ci-¢—ankuna uam
R7; Co-g—aJIKMHWJII, 3aMelleHHbIM dnHMM 702078 HEeCKOJIbKMMU
3aMeCcCTUTesIsMM, KaxXIbl M3 KOTOPHX HEe3aBMUCMMO BHOpAH U3 TajioreHa,
uuano, NR°R!Y?, -c(=0)-NR°R'®, -C(=0)-Ci-¢-anxmna umm R’; -C(=N-O-
RS)—CL4—aﬂKMH; R’ wm —X3—R7; npnyem R npencraBJseT cobon
TUIOPOKCH; Ci-g—aJIKMII; Ci1-¢—aJKMJIOKCH; Ci-g—aIKUIKapOOHWII;
Ci-6—QJKMIJIOKCUKAPOOHUII; aMMHO; MOHO- uau Om(Ci_g—aJIKMJ) aMMHO;
MOHO- umu IOu (Ci-g-aJIKMJ) aMMHOKapGoHun; ~-CH(=NR'') wmm R’, roe
Kaxnas U3 BhHlIeyKasaHHHX Ci_g—allKMIBHEIX TI'pyrn B olpelesyieHuM R
MoxeT OBTbL, HeoBsS3aTeJLHO M Kaxiasd MHIOIMBUIOYAJbHO, 3aMelleHa
OOHMM WUJIM HOBYMSA 2RaMeCTUTeJIAMM, KaxXObll M3 KOTOPHX HEe3aBUCUMO
BHIOpaH M3 TUIOPOKCH, Ci-e—aNKNJIOKCH, ITMOPOKCU-Ci_g—AJIKMUIIOKCH,

kapbokcuna, Ci-¢-ankujokcukapBoHumsa, UMAHO, aMMHO, MWMMHO, MOHO-

W ou (C1-4—aJIKUJI) aMMUHO, noJauraJjgoreHMeTuna,
nonmraJioreHMe TUJIOKCH, nonauranoreHMeTmiITo, —S(=O)pR6, -NH-
S (=0) 4R®, -C(=0)R®, -NHC (=0) H, -C (=0) NHNH,, -NHC (=0) RS,
—C(=NH)R6, R'; R% wmoxer Takxe OuTb B3aT BMecTe c RO ¢

oBpas3oBaHMEM OBYXBAJIEHTHOI'O WM TPEXBAJIEHTHOT'O palukaja GopMyJitl
(d-1), ((d-2), {(d-3), (d-4), (d-5), (d-6) mam (d-7), Kak yKa3aHo
30eCh BhHIIE.

[lpencraBaaoWeil Takke MHTepec TIPYNNoi COeIMHEHUM SABJIATCSA
Te coenuMHeHusa o¢opmynul (I), (I'), (I'’)} wmwm (I'''), roe R3
npencTaBaseT coboit -CH=N-NH-C(=0)-R®; Cj_¢-ankun, 3aMemeHHL
NR°R!®, -C(=0)-NR®®R', ~C(=0)-Ci-¢~ankmyioM umum R’; Cj-¢-aJIKui,
3aMeMeHHBM OByMs WaM OOJNbHMM YMCJIOM 3aMecCTUTeJsIeN, Kaxoell us
KOTOPBIX Hes3aBUCKMMO BHIOpaH ©3 LMaHO, NR%&O, —C(=O)—NR%¥°,
-C(=0)-Ci-g—anIkuya wWam R7; Ci-g—aJixui, 3aMelleHHBM OIOHMM  WJIn
HECKOJIEKMMM SBaMeCTUTENIAMM, KaxXIell M3 KOTOPHX He3aBUMCUMO BrbpaH
M3 LUMaHO, NR?RN, —C(=O)-NR%¥°, -C(=0)-Ci_¢—ankuya wujau R7, n roe
2 aromMa BOIOpoOa, CBA3aHHEE C OOHMM M TEM Xe aTOMOM yIJiepona,
3amMeHeHsl Cj_y—ankaHiaumiomM; Ci_g—alkui, BaMelleHHbIM TIUMOPOKCU U
BTOPEIM 3aMecTuTeJieM, BHOpaHHEM wu3 umaHo, NR'R'®, -C(=0)-NR°R'’,
-C (=0) -C;-g—ankmja nim R7; Ci-¢g—ankmJiokcu—-Ci-¢—aJIKUI,
HeoOA3aTeNbHO BaMEIEeHHHH  OLHMM MJIM HEeCKOJLKUMU 3aMeCTUTEJIAMM,
KaXIObi M3 KOTOPHIX He3aBMCMMO BHEpaH u3 umano, NR°R!?, -C(=0)-

NRR'Y?, -C(=0)-Ci-g-ankmna wmmm R’; Cr-g—aJIKEHMJI, BSaMEllEeHHENI OIHMUM
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UM HECKOJbKMMM 3aMeCTHUTeJISMM, KaxXInMA M3 KOTOPHIX He3aBUCKUMO
BHOpaH wu3 rasioreHa, umaHo, NR'RY, -C(=0)-NR°R'?, -C(=0)-Ci¢-
ankuia wmuamM R'; Cr-g—aJIKMHUJI, SaMelleHHHM OIOHMM WMJIM HeCKOJbKUMYU
3aMecTUTENIAMA, Ka)KJIbﬁ U3 KOTOPHIX Hésasmcmmo BeIOpaH M3 TrajoleHa,
umano, NR°RY®, -C(=0)-NR°R!®, -C(=0)-Ci.¢-anxmna wmmm R’; -C(=N-0-
R8)—C1_4—a.nK1/m; R’ nim —X3—R7; npmyem R*®  umeerT 3Ha4YeHMuHd,
yKas3aHHEEe BLIIE.

IpyToil NpencTaBaAomelt MHTEpeC TIPyMnnoii COeAMHEHMUN ABJAOTCA

re coemuHeHus odopmyns (I), (I’), (I’'’) wm (I'’’'), rme R’
npencrasnser  coBoit  NHRY®,  NRPR'Y™, -C(=0)-R'Y;  Ci¢-anxum,
SaMEMEHHE ODHMM WM HECKOJBKMMM SaMECTUTEJIAMM, KaxObi U3
KOTOpPHX He3aBMCMMO BHOpaH wu3 umaHo, NRPR!®, -C(=0)-NR°R'’,

-C(=0)-Ci_¢—aliIKmj1 UJIH R7; M THe 2 aroMa BOIOpona, CBA3aHHBE C
OOHMM M TeM Xe& aTOMOM YyTJepola, 3aMeHeHH C;_4—aJIKaHIMWUJIIOM;
Ci-g—afKMJ, 3aMeWeHHHN IMAOPOKCU U BTOPHIM BaMEeCTUTEJIEM, BHOPAHHBM
M3  1LMaHo, NR9R1°, —C(=O)—NR9R1°, -C (=0) -Ci-g—ankuja Waum R';
Ci-g—ankujaokcu—-Ci-g~aJIkmjl, HeobBa3aTesIbHO BaMeUleHHHN OOHMM MJIM
HEeCKOJIbKMMM BaMeCTUTENAMM, KAaXIEMA M3 KOTOPHX HEe3aBUCMMO BHOpaH
M3  LUMUaHO, NRQRIO, —C(=O)—NR9R1°, -C (=0) -Ci-g—ajkumjia uam R7;
Co-g—aJIKEHWUJI, SBaMelleHHEIM OIOHUM WIM HEeCKOJbLKMMM 3BaMECTUTEJIAMHA,
KaxOsll M3 KOTOPHX HE3aBMCMMO BHOpPaH M3 TanoreHa, umaHo, NRR!?,
-C (=0) -NR°R??, -C(=0) -Ci-g—anKmja Wuim R7; Cy_¢—anKMHMUII, BaMeleHHbI
OINHMM  WMJIM  HECKOJIbKMMMU  3aMeCTUTEeJIaAMHU, KaxXOoelt U3 KOTOPHIX
HesaBMCUMO BHOpaH M3 rajoreHa, umano, NR°R!®, -C(=0)-NR°R'C,
-C (=0) -Ci-g—ajsIKmjia unJm R’; —C(=N-—O—R8)—C1_4—anxm.n; R” wnu —X3-R7.
IpenCcTaBAAKIMMKM TaKXe MHTepecC COeIMHEeHUSAMU ABJISITCS Te
coenyHeHUa  GOpPMYJIH (I, (‘I’), (I’7) NI (I'r"), roe  R®
npencrasiserT coboit Ci.g-anxkui, samemenHuarr NR'R', -C(=0)-NR%R??,
-C(=0) -Ci-¢—ankmi MM R’; Ci-g—ankumi, 3aMelleHHbB OBYMSA  MJU
SOoNIBIIMM  YMCJIOM 3aMecTUTeJIeM, KaXIOHi K3 KOTOPHX HEe3aBUCHMO
BHIOpaH M3 UMAHO, NR9R-1°, —C(=O)—NR9R1°, -C (=0) -C-g—ajIkujia MM R';
Ci-g—a@NKMJI, BaMEeWeHHbB OOHMM WM HECKOJIbKUMM SBaMeCTUTEeNISIMU,
KaxObelii M3 KOTOPHX HEeBaBUMCKMMO BHOpaH M3 LUMAHO, NR9R1°, -C(=0) -
NR°R!®, -C(=0)-Ci¢-anmkmna wumum R’ u rme 2 aToMa BOIOPOILA,
CBSI3aHHEIE C OOHMM M TEeM Xe& aTOMOM YyIUIepola, 3aMeHeHs:

Ci-4—anKaHINMNIIOM Ci-¢—aNKMI, 3aMeMleHHEl! IUIOPOKCM U BTOPHM
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samMecTuUTesieM, BHOpaHHEM M3 umuano, NR°R'Y, -C(=0)-NR°R!?, -C(=0)-
Ci-g—aJIKMJIa WU R’; Cbe_aﬂKMﬂOkCM—CLﬁ—aﬂKﬁﬂ, HeoBsa3aTeJIbHO
3aMelleHHEM OOHMM WMJIM HEeCKOJbLKMMM SaMeCTUTEeJNIAMM, KaxXOu U3
KOTOpHK He3aBMCMMO BHOpaH wu3 umaHo, NR'R'®, -C(=0)-NR°R',

-C (=0)-Ci-g~ankmujia uim R7; Czﬁ—aﬁxenmn, 3aMellleHHBI OJHUM UM
HECKOJIbKMMM BaMeCTUTEJIAMM, KaxXIOeM M3 KOTOPHIX HEe3aBUCKMMO BHOpPAaH
M3 TajioreHa, UuaHoO, NR%?O, —C(=O)—NR%9°, -C(=0) -Ci_¢—ankuna wunu
R’; Co_g—ANIKMHWII, 3aMele HHEIM OIOHUM N HEeCKOJIb KMMU
3aMeCTUTENAMM, KaxXIOel M3 KOTOPHX He3aBMCHMMO BHIOpaH M3 TrajioreHa,
unaHo, NR°RY®, -C(=0)-NR°R!®, -C(=0)-Cj-¢-ankmna wmsm R’; -C(=N-0-
RB)—CL4*aﬂKMH; R’ nnu —X3—R7; npuduem R% uMeeT 3HayYeHusd,
yKazaHHeEe 3I0eCb BHIIE.

pencraBisgoLMMM TaKKe MHTEpeC COeIMHEeHMAMM ABIAKTCA Te
coenuHeHusa GoOpMynH (1), (7)), (I") W (I'77), roe R?
npencrabssgeT cobomn Cji-g—ajiKMJjl, SaMEeUEeHHBI OJHMM MJM HEeCKOJIbKMMU
3aMeCTUTEeJISAMM, He3aBMCHMMO BHOPAaHHBIMM U3 LUAHO, NRR'®  pm R7;
C-¢—aJIKEHMJI, SaMeUleHHEM ONOHMM Mﬁm HECKOJIbKMMM =RaMEeCTUTEJIAMU,
He3aBUCKMO BhIOpaHHBIMM W3 LMAHO, NR°RY® i R7; Ci1-g—aIKNJIOKCU—
Ci1-¢—AJIKMJI, BaMelleHHREI LMaHoO; CL4¥anKmn, 3aMeWeHHBIM TUIPOKCU U
BTOPEM 3BaMeCTUTeJIEM, BﬁﬁpaHHHM U3 UMAHO WM R’; —C(=N—O—R8)—Cb4—
ankun; R’ umm X3—R7.

Ipyroy npencTaBsoumei MHTepec IPyIlNoil CcoelVMHEeHWUM SABJISIOTCH
Te coeIMHeHusa Qopmyne (I), (I'), (I’'’') wmm (I'""), o©rOe R3
npencrasiaseT coboit R’. .

Ewe oOHOMWM npencTaBisoumel ' UHTepeC  TIpyllor  COeIMHEHUMN
ABJIAIOTCA Te coeluHeHus dopmynn (I), (I’'), (I’'’) wm (I''’), rOe
R3 npencTaBnHeT coboit Ci.g—allKMJI, BaMelleHHE LMaHo, B YacTHOCTH,
C-¢—aJIKMJI, BaMelleHHHM uMaHo, O6oJiee KOHKPEeTHO, 3TUJl MM OPONui,
3aMelle HHEIM LMAaHO; nim Co_g—aJNKeHuI, 3aMelle HHBIM LUMAHO.
lpeANOUYTUTENbHEM ABJIAETCH Cy-g—aJIKeHWUJI, BaMelleHHHI! UMaHO.

[lpencraBigpuel Takxe MHTepe¢ TPYINON COeIMHEHMUN HABJSITCH
Te coelMHeHua odopmynu (I), (I"), (I'’) wmwm (I'’’'), rIe R®
nperncraenaseT coboir Ci.g-ankui, éamemeHHmﬁ- umaHo wu R’, wmu
Co-g-aJIKEHUJI, BaMeleHHBlT LuuaHo u R.

Cnenyomein npencTaBasolen MHTepecC Tpynnomn coeIOVHeHUM

ABJIAITCA Te coelunHeHua ¢opmynast (I}, (I'), (I'7) wm (I’'’'’), rOe
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R3 npencraesiser coBoit Ci-g—ajikuil, BaMeleHHHNT R’ .

Euwle ogHoM  nOpexncraBiasiouein TMHTepeC TPYyIIoi  CcoenVHEeHUN
ABJIAKTCA Te coeluHeHusa dopmynu (I), (I’'), (I'') wmm (I''’), rme
R3 npencTaBafaeT cobon —C(=N—O-RB)—Cb4—anxmn.

[lpencraBasaoWe Takke MHTEpeC TIPYNNoM COeIMHEHUN HABJISITCH
Te coenuHeHus odopmysm (I), (I’), (I'') wmmm (I’'’’), rme R®
rnpencrasyigeT coboit  Cig-afKuil, SaMelleHHbI TUMOPOKCKM U BTOPBM
3aMecTMTeNeM, BHOPAaHHEM M3 UUAHO U R’.

llpencraenswomeil Takke MHTEpeC TPYINOl COeOMHEHUN SBJISIOTCS
Te coemuHeHusa odopmyns (I), (I’), (I’') wm (I’’’), rme R® wm
R* npencramiseT coGoit UMAHO MM aMMHOKapGoHua u R' mpencraenser
cobon BOOOPOX.

Ipyrom rpencTaBifolle MHTEepeC IPYIof COeIVMHEeHUMN HABMASITCHA

Te coemmHeHusa oopmyns (I), (I'), (I’’) wmmm (I’’"), TOe m PaBHO
2 wmm 3 u X; npexacraensger coboit -NR°-, -0O-, -C(=0)-, -CH,-,
-CHOH-, -5-, -S(=0)p—, ocobeHHO, y KOTOPHX X; NpencTaBjsgeT Ccoboii

-NR®- mmm -0O-.

[lpencraBnsaollel TakkKe MHTepeC TIPYINOoN COeOMHEHMI ABJIAKTCA
Te coemuMHeHmsa oGopmynw (1), (I;), (I’") wnm (I'"'), o1rne
NPVYIMEHSIT OOHO WJIM HECKOJbKO, IIPEeHNOUTUTESILHO BCe, U3 ClleldyUMX
OTpPaHMUYEHUN ;

a) n paBHO, NO MeHbmweM Mepe, 1, ocofeHHO, 1 uaM n’ pasHO

b) R® mmm R? npencraBaseT coBoi LMAHO;

Cc) m paBHO 1, 2 mmm 3;

d) R? npencrasjsgeT cobom Cj-g—ajkuil, OCODEHHO METUJI; HUTPO;
aMrHO; TajoreH; Ci-g-aJKMIOKCU uim R’;

e) R’ npemcraBnser coGoit R’, NRI*RY, -C(=0)R'®>, ~-CH=N-NH-
C (=0) R*E, -C (=0) NHR®?, -C (=0) NR}®RY, -C (=N-OR®) ~C;_4-ankui,
Ci-e—aJKMJ, 3aMelleHHBlT uMaHo, Cj_g~alKMJI, OUBAMEUEHHEM UMaHo,
Ci-¢-ankmi, 3aMemenHsit NR’R!®, Cj_g~amkms, saMemeHHBNT TUIPOKCH U
uMaHo, Ci-g—alIKMJI, BaMeleHHEH I'MOPOKCH U R7, Ci_g—ankmyaokcu—Ci.g—
ankui, Ci-g—alKUMNoKCU-Ci-g—afIkMil, BaMelWeHHEM uMaHo, Ci_g—allKeHuJ,
3aMelleHHbBIN R7, Cr-¢—aJIKEeHUJI, 3aMeleHHB lLMaHo, Co_g—anIkeHMUs,
IM3aMelleHHb  LIMaHo, Ci-¢—ankeHus, 3aMemeHHblt uMaHo u R,

Co-¢—aliKeHMI, 3aMelle HHEM LMaHo n —C (=0) ~C1_-g—aJIKMNJIOM,
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Co-g—ankeHUs, 3aMelle HHBIN LMAHO n TaJIOT'€HOM, Co_g—aJIKeHUN,
3aMelle HHEIM —C(=O)-NR?Rm, Co-g—ankeHumn, 3aMelleHHBI TaJIOTeHOM,
Co_g—ankenun, OM3aMeleHHHBIM raJIoOTeHoOM, nim Co-g—anKeHUI,

samemennut NRZR?;

f) X3 mnpencraBnser cobom -C(=0)-, -CH,-C(=0)- wumm -C(=N-
OR®) -C;_s-ankanmommi-;

g) X; npencraBaseTr coboit NH umm O;

h) R! mpencraBnseT coGoit BOROPOL wim Ci_g—aJIKUIL.

llpennouTuTeJSIbHEIMM CcoeduHeHuaMm odopmyne (I), (I7), (I'")
wim (I’'''") amjsaoTrcsa coedgmHeHma 1, 25, 84, 133, 152, 179, 233,
239, 247, 248 (cMm. Tabauue 3, 4 wu 5y, nx N-okcumm,
bapMaLeBTUUECKM INpUEeMIIeMble AaIOOUTUBHHE COJIM, YETBEPTMUYHBEIE aMMHH
U CTepeoXUMMUYECKU U3OMEpHHEe GOPMEH.

OORYHO, coenyHeHUs  QOpPMYJIE (1) MOTYyT  OHTBH [IOJIy YEHEB]
B3aMMOIEeMCTBMEM I[IPOMEXYTOUHOI'O COeIMHeHusa oopmynsl (II1), TIoe W,
npencrasnasgeT cofoM nomxonAuyl yralseMyl Tpynny, Takyw Kak,
HanpuMep, ranoreH, Tpubsar, TO3IMIAT, METUICYNLPOHMII U TOMY
nogobHoe, C TIMPOMEXYyTOYHEM coemuHeHueM ¢opmynu (III). JaHHOe

B3aMMOOENCTBME MOXeT OHTb MNPOBEIOEHO MPM [IOBHIIEHHONM TeMmrepaTrype.
1

) . :
4 R L X—H 2
WI\EN/YW . l\g} T’% — (hﬁ/ ’g\‘ 3 R
/ "
N 2 "aals)‘: btl"b“ =i
®n

)]
t1)] 0

B anbTepHaTMBHOM CliydYae BHUIEYyKAasaHHOE B3aUMONENCTBUE MOXEeT
BEITH NnpoBenNeHo B NpUCyTCTBUU nogxogsamwero pacTBOpPUTENIA.
llonxomsaumMy pacTBOPUTESIAMM  ABJAKTCA, HaIpuMep, AaueTOHUTPUI,
COMpT, TAaKOM Kak, HanpuMep, 32TaHOJ, 2-NpoNaHoJ, 2-nponaHoyi—-HCI;
N, N-ouMeTundpopmMamMmung; N, N-oumerTunauerammun, 1-MeTUI-2-
NVMPPOJMIMIOMHOH; 1, 4-AMOKCaH, MOHOMETMJIOBLIT 30MP NPONMUIIEHTJIMKOJIA.
PacrBopuTesneM, npelllodTUTENILHO, ABNAEeTCA 2-mponaHon, 6 H HCl B
2-ripolnaHone U aueToHuTpune, ocobeHHOo, aueTOHUTpUIe.
HeoGa3aTenbHO, MOXET NPUCYTCTBOBRATbH TMIOPUL HATPUA.

B OaHHOM U [OCJeOyloIMX TMOJIYyYeHUSAX I[POOYKTH peakKLUMM MODYT

ObBITH BHOEJIEHH U3 peakUMOHHOM CMeCH U, ecJiM HeoBxoOouMo, Jajee
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ouMlleHsl IO MeTonaM, OOHYHO M3BECTHHM B IaHHOMN o@néCTM, TaKMUMU
Kak, HanpuMmep, 3KCTpakKkuug, KpucTasmsaumns, ONCTUIIAUNA,
pacTupaHue u xpomarorpadpus.

CoenuHenus oqopMmynul (1), roe R3 rnpencrariaseT cobon R,
rnpencTaBJISIIOWNI MOHOUMKJIIMUYECKYIO, OULMKIIMUYECKYIO 17887
TPULUUKANUYECKYID apoOMaTUYEeCKyKw CHUCTeMy Kojell, IpuYeM YyKas3aHHHM R3
rnpelcTaBJieH R" un yKasaHHBE COeIMHEeHMS NpencTaBJIeHH (QOpPMYyJIoNn
(I-a), MOT'YT OBITH [IOJIydeHH B3aMMOIEMCTBMEM I[IPOMEXYyTOUHOTO

coenuHeHusa odopMmynsl (IV), rme W, npencrasjser coBoM NOOXOLAWYIO

yoansemyio Ipynny, TakKylw Kak, HalopuMmep, TaJjioreH, TUIPOKCH,
Tpudnar, TO3UJAT, TUOMETI, MeTUNCYNbsdOHMI,
TpudTOPMETUICYNbOOHUTT U ToMy  rnogmoBHoe, c NPOMEXY TOYHEIM

nponykroM odopMmyssl (V), rme R*® npencrasnser coboit HopoHAT MM
Tp¥ (Ci-g—aJIkKJ1) CTaHHaH, Takoi Kak TpubyTUJCTaHHAaH, B NPUCYTCTBUU
rnooxonamero KaTaJamusaTopa, TaKoTo Kak, HanpyuMep,

nannagunrTerpakuc (tpudeHunpocdmH), nomxondmeit CoJM, TAaKOM Kak,

HanpuMmep, OIuHaTpukapbdoHar, IMKRaMMmkapBoHaT u Cs,C03, U
nooxondmero  pacTBOpPUTeENIs, TaKoOro  Kak, HanpuMmep, OMOKCaH,
IVMETMJIOBBEIM 30Mp, TOJYyOJ WIM CMecChb chnuprt/BoIa, Halpumep,

MeOH/H,O0. R®* MoxeT Takxe npeacTaBJIATe, I'aJIOTeH, TaKoM Kak,
Hanpumep, ©6poM, B JaHHOM CcJjlydae B3aVMOIENMCTBUE [NPOBOAAT B
IpUCY TCTBUMU 4,4,4’,4’,5,5,5%",5" -oxkrameruunn-2, 2’ -ou-1, 3, 2-

omMokcadopoJiaHa.

\ 1
4 Gﬁk L ? s ®Y,
mﬁ/ TH" e - 497“/\;"&(“&-4

I /
b3’=| =2 ba:':)i =ZN =2
R
®m
)
(V) (-a)

CoemuHeHnua o¢opmynu (I), ©pOoe R? npencrasinser cobon R’,
npencTaBsaoLmMi MOHOUMKJIIMUECKYIO, BULUKINYECKYIO nnm

TPULMKIIMYECKY HAaCHUWEHHY CUCTeMy KoJjiel, mnpuyeM R’ npencrasieH
77! ~

R U YKas3aHHHE COoeIVHeHuA IpencraBjyeHH ¢opmynoit (I-b), wmoryT
OHITH [OJIy4YEeHb B3auUMOIEMCTBMEM I[POMEXYTOYHOIO coenuHeHus GOopMyJIE

(IV) ¢ npoMexyTOYHHM coeauHeHueM dopmysel (VI).
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2 I'4
b},!c =p? N 2 ba(=1|(=b4 N al==p?
®
vy
Coemmnenusa obopmynu (I), rHe R® npencraeaser cobdon Ci-g—

aJIKMJi, BaMelleHHBIM LMaHO, IIpUdYeM R? npencraeyaeH Cij_g—ankuia-CN u
yKasaHHBE COeOMHEeHMs NpencraBJieHn @¢opmynon (I-c), Moryrt OBTh
NoJlydeHH B3auMOIENCTBMEM [IPOMEXYyTOWHOIO COeIMHEeHMA  QOpMYJIH
(VII), rne Wiz rnpencraBJideT coBoll MNoIxXonAlyiln yIalgeMyl TIpyHiy,
Takylo Kak, HanpuMmep, TaJjIoTeH, HamnpMMmep XJop, C [Noaxojdumen
LMAaHUIOHOM COJIBbI, TakKoi Kak, Hanpmﬁep, LUMaHUI HaTpUAa WM LMAaHUL
KalmMa, B T[PUCYTCTBMM IOAXOAAWEI'O pacTBOpUTENsIA, TaKOTo Kak,

Hanpumep, N,N-muMeTunpopMaMmi MIM OMMETUIICYJbQOKCHMI.
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-gammn
leaﬂ""" N (Rz)n unanmmaz conb 1. /(R n
Q FT:V/ 2 — 3z >j:vz
bkr34 Lﬂ b|=b
i

(vin (1)
CoenuHeHUsA dopMmynH (I), rne R® npencraiBJjifgeT cobonu
Ci-¢—ankKuJ, 3aMelle HHEM R7; jNR?Rm NI Ci-6—AJIKMUJIOKCH,

HeoBA3aTeJbHO 3aMelleHHul CN, R’ wumm NR%?O, npuyeM YyKa3aHHEM R?
npencrasnser cobon Ci-g—-ankuia-Q, ‘Pne Q mpencraBisgeT Ccobou R’;
NRR'® o Ci1-g—aJIKMJIOKCH, HeobazaTenbHO 3aMemeHHBlt CN, R’ wmm
NR°R'®, u ykasaHHHE COeOMHEHMA NpeIcTaBfieHs oopMmyJoin (I-d),
MOTYT OHTb [IOJYYEeHH B3aMMOIEMCTBMEM [POMEXYyTOUHOTO MNpPOoOyKTa
dopMy 1Bl (VII) c npomexymoqﬂmm‘ NPOOYKTOM  QOPMYJIH (VIII),
Heoba3aTelNbHO, B IIPUCYTCTBUM [OOXOOAWEN  COJIM, TAaKOM Kak,
HanpuMmep, OuKaauikapGoHaT, —UMaHMI KaJmMsA, Moaua  Kaauda, U

rnonxonamero pacTBOpuUTeJisa, TaKOI'O Kak, Halpumep, alueTOHMTPUII.

W3 ? 1

l 1-¢anKun

1-6ankun ¢ (RY,
3~ "X‘ YN\ W+ Qe —> bfl" 7; YN*/_\‘“
b\z l"—’b“' &l-— 2 b=t QaL—az,zl
b-
Ry (Vi) a

(v ' ' : (I-d)
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CoemuHenma ¢opmysnl (I), 1Toe R3 npencraeiusger coboy -C{(=N-0-
R®) -C;-4—ankui, ApyyYeM coenMHeHMsA MNpencraBneHe Qopmynon (I-e),
MOTYT OBITb IOJIyY4EHH B3auMMOIAENCTBUMEM IIPOMEXYTOUHOTI'O COEIOMHEHMS
bopMy i (IX) c [IpOMEeXy TOUYHBIM NpOoOyKTOM bopmy bl (X) B
NpucCyTCTBUU rnooxonauwero pacTBOpuUTENS, TaKOTO Kak CIupT,

HanpuMep, 3TaHOoJI.

Ci-4ankun
1=4ankun Rs R!
./x ‘3 + R&—O—iﬂh f » | ~\r, ( %§
3_| b I ZN hi==g2
b (Rf)‘; ®)

)
(1X) (e)
CoenuHeHusa ¢opMmynu (I), rIe R3 npencraenaser coboit CRS =CR®-
CN, rme R®° npencrasnsaer coboi Bojopon wm Ci-4—ankuin RS
rnpencrasnser cobor eoxmopoxn, Ci-g—alKuUia UM R7, IIpy YCJOBUM, UYTO

R® =CR® orpaHmueH Cj-¢-aJKEHWJIOM, TIIPMYEM YyKa3aHHHE CoenMHEeHMs

npelcTaBJIE€HH dbopmynion (I—f)( MOT'YT BHTB OJIy YeHHI
B3aVMOINENCTBMEM  [IPOME@XYTOWHOT'O COeOMHEHMS  QOPMyJIhl (XTI) C
peareHToM BurTura wuaM XopHepa-3MMOHca odopmysel (XII), 1pme RP-
npeIicTaBJsgeT coboix, Hanpumep, | (benun) ;P*-C1" M (CH3CH,-
0)2P(=0) -, KOTOP.IA MOXHO padcmanMBaTb Kak MO OXOnammi

NpelieCTBEHHMK ¢(ochopunmma, B NPUCYTCTBMM [OLXONAWEN KUCJIOTHI,
TakOM Kak, Hanpumep, TpeT-OyTOKCUA HaTpusA, U NOIAXOLNSWEIrO

pacTBopuTesis, TaKOT'O KakK, HanpuMep, TeTparunpodypad.

¥ i I |

o=C 4 z)n ¢ T
\ /4 I\ ™ l)n
T XS v N

o) X

(1-9)

CoemuHeHnmua Qopmyser (I-f-1) m (I-f-2), rnoxkas3aHHHE HUXe,
MOTYT OBTb [MOJIYyYeHH B3aUMOLENCTBUEM [IPOMEXYTOUYHOTO COEeOMHEHMNS
dopmysiel  (XXXIX) wmam ero nonxonnmeﬁ ajOIUTUBRHOM conau, oraoe Ws
npencraBJAeT coboun NNOOXOOAILYI0 yIiansaeMmyo Tpynmny, c

AKPUITOHNTPUJIOM nJin aKpuJiaMmMigoM B NpnUcyTCTBUMN rnomxongduero
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najjiaoMeBoIro KaTanms3aTopa, INoOXOoOAllero OCHOBaHMUS UM IOIOXOIOAWeIo

pacTBopuUTEeNS.
f H CH,=CH-CN H
N\Tii:l/n - H\Tfi:E/N\I:::l\\\
—
x : x
Ws \§N l QN
CN
H CHo=CH-C(=0)NH, H H
N ‘/ﬂ N | N ‘/N N
O — OO
?@0) 1-§-2
(POKXIX) N (--2)

llonxonamyMM ynajideMeMM TpylflaMM B BHIIEYKa3aHHOM peakuum
ABJIAIOTCSA, HanpuMmep, raJjoreH, Tpudnar, To3MIaAT, Me3UWJIAT U TOMY
nomobHoe. Ws, MpennodTUMTENILHO, MpelcTaBJseT cobolt raJjioreH,
Goslee KOHKPETHO, Mon unu GpoM.

Nannaouesent (Pd) kaTanus3aTop MOXeT OHTb T'OMOT'EHHEM Pd
KaTaaM3aTopoMm, TakuMM Kak, Hanpumep, Pd(OAc),, PdCl,, Pd(PPhjs),,
Pd (PPhs),Cl,, 6mc(nuéensmnmnenaﬁemoa)nannanmﬁ, MeTaTaumKIl
rnaJjijia aMn TMoMe TUIIG e HUNT Ty TapaMu I 7 TOMY nonoBHoe, %807t
reTeporeHHEM Pd kaTaauMs3aTopoM, TaKMM Kak, HamnpuMmep, nasuiaguil Ha
yIJle, naJjsijaini Ha oKcuIax MeTannoé, nanaamMm Ha LeonmMTax.

[NannanoneBwt KaTanmsarop, | [IPenNnoOUTUTENBHO, SABJISIETCH
reTeporeHHEM Pd kaTanmsaropoMm, O6GoJjlee MNpPennodTUTEeJSIbHO, [ajlalneM
Ha yrne (Pd/C). Pd/C saeBnsercs pereHepupyeMmen, CTaGUILHEM U
OTHOCUTEJIbHO HEIOPOI'MM KaTajM3aTopoM. EI'o MOXHO JIerKO BHIOEUTH
(punbTpoBaHMEM) M3 pPeaKLUMOHHOM CMécm, Briaronapa 4YeMy CHMXaeTcs
pPMCK T[104BJIeHUs cJaelloB Pd B KOHéqHOM npolykTe. McnoJsib30BaHMUe
Pd/C ycTpaHseT Takxe HeOGXOHMMQCTb MCNOJIb30BaHMA JIMTAaHIOOB,
TakKMX Kak, Hanpumep, @oc@maosaé JIMTaHOBl, KOTOPHE SABJIAKTCS
IOPOTVMMM, TOKCUYHEIMMU coenMHeHMHMM M ABJANTCH 3arps3HSOLUMMU
NprYIMECsMM CUMHTE3MPOBAHHHX nponyKTQB.

IlooxogAuMMM OCHOBAHMAMM B Bmﬁeyxasaﬁﬁoﬁ peakumMm SABJAKTCH,
HanpuMmep, auneTaT HaTpusA, aueraTr kaammsa, N, N-ousTuI>TaHaMMH,

TMOPOKApOOHAT HATPMUA, TUMAPOKCUI HATPUS UM TOMY MNOOOBHOE.
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Monxonammmmn pacTBOPUTENSIMUA B BHIIIEYKA3AaHHOM peakuum
ABJAITCA, HalpuMmep, auerToHuTpuil, N,N-ouMerTusiaueTamMml, MWOHHAS
XMIKOCTE, Hanpumep, [bmim] PFg, N, N-gumeTunpopmamMmnm, BOIAa,
rerparmnpodypaH, IOUMETUIICYIbOOKCUHA, 1-MeTUI-2-NIUMPPOJIMAUHOH U
TOMY INOIDoOBHOEe.

CoemuHenusa odopmyns (I), Tme R® npencraenser coGoit CR®=CRS -
CN, npuuem R° mMeeT ykasaHHHe BHIIEe 3HaueHuMs M RS NpencTaBjserT
coboir NRR!C, —C(=O)-NR%9°, ~C (=0)=Cy_g—ankma ummu R’ M ykKaszaHHbE

coemMHeHuss npencraBjyeHu ¢opmysnon (I-g), mMoTyT OHTb IOJYYEHH

B3aMMOOENCTBUEM IIPOMEXYTOYHOTO coenuHeHus odopmynn (XI-a) c
MIPOMEeXyYTOUYHEIM NpoagyKTOM dopMy JiEl (XIII) B IIpUCYTCTBUU
[IoODxXoOAmero pacTBOPUTENA, TAKOTO  Kak, HanpuMep, CrupT WU

AJIKOTOJIAT, HalNpuUMep, MEeTaHOJ U 3TAHOJAT HaTpUS.

¥l 2 f
°=Tw N & A o O N
5O e (T

o N =t
b’% a
Aﬁm &
XI- (i
e )
CoennHeHns bopmMmyiH (I), roe R3 npencraeJjseT cobon

CH=C (CN) -CH,~-CN, npudyem YKasz3aHHHEe coenMHeHus npedcTaBJeHHl

dpopmymnonn (I-h), MOXHO nNOJNYUMTh B3aMMOIEMCTBMEM I[IPOMEXYTOUYHOTO
nponykra bdopmynel (XI-b) ¢ 2-6yTEeHIMHUTPUIOM B I[IPUCYTCTBUU
TpubyTundpocdurHa n nooxonAaAwenro  pacTBOpUTENH, TaKOT'O Kak,

Halnpumep, TeTparmnipodypaH.
>
il r!
|

| e x . ®Y,
ZILTV l "&’/ <l /%.\3. . /c }.po{ICN_» bé‘; I"\ 1 Y%’_'%
\> N ﬂl_ 2 NC ‘ =b4 =N al=a2’
b= (,l
199
(XI-b) ‘ (-h)

CoenHeHnus odopmysiel (1), rOe R3 npencrasnsger cobom CH=C (CN),,
rnpuueM ykKasaHHHE COoeIMHEeHMA NnNpencranJieHn dopmyrsonm (I-h'), moryr
OBITE [1OJIyYEeHH B3aMMOIEMCTBMEM [IPOMEXYTOUYHOTO Npoaykra GOopMyJIH

(XI-b) ¢ nNponaHIMHUTPMJIOM B [IPUCYTCTBUM [NOOXOOSAWEI0 OCHOBaHMSA,
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TaxKoro KkKak, Harnpumep, ,I'lI/Il'IepI/I,LIMH; M 1nonxogmAauero pacTBOpPUTESIA,

TAKODO KakK, HarpMMmep, CIOMPT, HaNpuUMep, O9TAHOJ U TOMY MNOLOBHOE.

NC‘\(i /AN
1 1
O?Ii! Ny i\r—\‘ ®n | ’f vl
I EF o Tjr 5
\eimd P W=t N R T o =4
®

(X1-b) ; )

CoenuHenusa doopmynu (I), Thoe R3 npencraByaseT cobort CHOH-CH,-

CN, mnpuueM yKas3aHHHE COEOMHEHMUA NpelCTaBJeHH &dopMyson (I-i),
MOXHO [IOJIYYMTh B3auMOIENCTBMUEM np@mexymoqaoro npooykTra GopMyJIsl
(XI-b) ¢ CH3-CN B [OpUCYTCTBUM MOIXONSAWLETO [IPOTOH-OTBOOAWETO
areHTa, TAKOTO Kak, Hanpumep, OyTHIIUTHH, B [PUCYTCTBUU
nogxonsamero cy6crpaTa oA npOTOH+OTBOﬂHmePO areHTa, HarnpuMmep,
-(l-MeTunsTui) -2-nponaHaMmMHa, M B [PUCYTCTBUM NOOXOAAUWEIO

pacTBOpUTEsS, TAaKOI'O Kak, Hanpumep, TeTparmnpOQypaH.

_ﬁ Tl I | ?h 2
iﬂ‘kx‘_[}{;l:%—-%i CHs—CN — l'\ ‘\C/Y ~‘ 3(R "

et V= g
R

L 3

»

(XI-b)
(-

CoenuneHus ¢opmyssl (I), rme R® mpencraenser coboit CRS =CR°-
ranored, rae R® npencraBngeT coBoit Bomopon uiu Ci-g—ankua u RS
npencrtasnsgeT cobor Bomopon, Ci-4—aJIKUI WM R7, C YCJIOBMEM, UTO
CR®'=CR® orpanmuen C;-g-aJIGHMJIOM, MPUYEM COEIMHEHUS [penCTaBJIeH.
dbopmynion (I-3), MOTYT OHIThH [IOJIY YE€HE B3aMMOIOEMCTBMEM
[NPOMEeXYyTOYHOTO COeIOMHEeHUSA @opmynm‘(XI) C pereHTOM BuTTHUra nan
XopHepa-3MMoHca dopmyns - (XII'), rpoe RP- npencraepnseT cobown,
HarpuMmep, (dbernmn)3P*-C1”™ wmmm  (CH3CH,-0),P (=0) -, KOTOPBIM MOXHO
paccMaTpMBaT < Kak [NOOXONAWMM [penwecTBEHHUK ¢Qocoopmimpa, B
npmcyTCTBMﬁ nBuli wu npoOxonAwero pacTBOPUTENHA, TaKoOTIo Kak,

HanpuMmep, TeTparumpodypaH.
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¢’ ' CR®
o=:'; l'!t'\ Ve L"Rc' l M
’91— \ \‘ P D 4
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b3=|=b4 v rano [z #N al
®n RO

(X oan
()

CoemmHenmsa dopmynu (I), rme R® npencrasnser coboit CRS=CRS -
rajoreH, npuyeM RS uMeeT 3HayeHMA, yKasaHHHeE Beme, M RS
npencraBnseTr coboit CN, NR°R!®, -C(=0)-NR°R!®, -C(=0)-Ci_¢-amnxun
um R, npuyeM CoeIVHEHUS npeacTarsieHu odopmynon (I-k), MoryT
BbITE I[IOJIYYEHHE B3aMMOOEMCTBUEM I[IPOMEXyTOUYHOT'O IMNponykTa GopMyJH
(XI-a) c [IpoMexXy TOYHEM coenmMHeHneM bopmy el (XIII-a) B
NpUCyTCTBMM peareHTa XopHepa-3MMOHCAa, Takoro Kak, HanpmMep,
(CH3CH,-0),P (=0) -C1, nBuli, 1,1,1-TpnMeTnn-N-
(TPMMEeTUJICUIIIT) CUJIaHaMMUHa, M [OOXOLSAlLEerc pacTBOPUTENA, TaKoIo

Kak, Hamnpumep, TeTparunpodypaH.
rano

C—-Rc

Rc
o=f 'f’
"’n | (R’)n
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£ r—UN I Sl ’x S
b*r# =42
bkkw
(X1-a) (ir) )
CoenuHeHus dopMyJIE (1), roe R3 npencrasJsfaeT cobom

CH=C(Br),, npumueM YyKas3aHHHE COEIOUHEHUS T[pelcTaBJeHH $OpPMYyJION
(I-1), MOTYT OHTB TMOJYYEHH B3auUMOIENCTBMEM [NPOMEXYTOUHOI'O
nponykra obopmynn (XVIII) c CBr4 B TPUCYTCTBMM I[OOXONANIEN COJU B
KavecTBe KaTanusaropa, Takon Kak, HarpuMep, (CuCl),, u B
NpUCYTCTBUM [MOOXOOAUNETO OCHOBaHMH; TaKoIro Kak, Hanpumep, NH;, u
[IoOxXonAaumero pacTeopuTens, TaKOTO Kak, Hanpumep,

ouMerTurncynedokcun.
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CoenuHeHus bopmMmyIH (I-m) MOTYT OBITH MOJTy YeHEBI
B3aMMOOEMCTBMEM [IPOMEXYTOUHOTO COeIMHEeHUA  DOpMYyJIE (XIV) C
Cl,C=S B npUCYTCTBMM NOOXOIOAMEI'O PacTBOPUTEJIA, TaKoro Kak,

HanpuMep, IMOKCAH.

H
NH—%ﬂb 1 &>==§
0_1; N§T’? e o ?ji:q Ny i 4_j;ﬂﬂh
ICUCF - A 850

1.
N /
|=b %= xr% N \l=,2
(R )m ¢ 4)m
XIv)
(1-m)
CoenHeHuNs bopmy Bl (I-n) MOTYT BLITb [IOJIyYeHbl
B3ayMOIeNCTBUEM IIPOMEXYTOUYHOTO npoaykra bopmMysTH (XV) C

MPOMEXYTOUHLIM IPOOYKTOM GOopMyJsEl (XVI) B NPUCYTCTBUMM MNOOXONAMETO
pacTBOpuUTeJIS, TaKor'o KakK, HanpmMmep, CIUMPT WIM  aJIKODOJIAT,

HalipyMep, 3TaHOJIa WMJIM MEeTaHOJIATa HaTpus.

N
e /h(\

! 1
i on
N s RY, (Rz)n
2 ks S
’§ I Q Y ‘
b}) = ZN \ 1=t 7 NHz b3_|=o4 — 2'
(R“')m (R4)m
xXv). xXvi) (n)
CoenuHeHUs dopMy IR (I, rne R3 npencTapjsaeT cobon
Co-g—aJKeHNnJI, 3aMeille HHEIM C(=O)NR.9R10 ", HeoBsa3aTesIbHO,

OONOJIHUTEJIbHO 3aMeleHHEN UMaHO, @ MpuUYeM YKas3aHHbBEe COeOMHEHUS
npencrasjeHs dopMmynon (I-o), rpme Cr¢-ankeHusn’ npelcTaBlifgeT
coboin Cy-g—aJIkeHuJ, HeoOA3aTeJIbHO, 3BaMelleHHHI UMaHoO, MOTYT OHTb
NnoJjiydyeHu B3auMMOIENCTBMEM MPOMEXYyTOYHOI'C NponykTa @opMyﬂQ (XXIX)
C NPOMEXYTOYHEIM  IIPOLOYKTOM @opmyna (XXX) B IPpUCYTCTBUU
TUOPOKCUOEH30TPMa30la U  ITUIIOMME TWIIaMUHONpOomMIkapbooummmua u
MOOXOLOAWEr0 PpPacTBOPUTENA, TaKOIr'o KakK, HalpuMMep, MeTUJIEHXJIOpUI
b2 8p0%1 TeTparmnpOQypaH; u, HeobsaABaTEeNbHO, B IpUCYTCTBUMA
Nonxonsamero OCHOBAaHUA, TAKOI'O Kak, HanpuMmep,

N, N-ousTunaradamMmd, NH4OH u romy nomobHoe.
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NRORI®
|
COO R! o—f ,
-6anxe"unr I (Rz)ﬂ Pl— 'Gaﬂl(emmv (Rz)n
1
ITLT XOF - wee—e X Y 5
b}a |=b* “’_ 4 b al%“ =2'
Ry
(XXIX) (XXX)
(-0
CoenuHeHusd dopMy JIE (1), rane R npencraBjaseT coboi
-C(=0)NRVN* wmmm -C(=0)NHR'3, npmuem ykasaHHHE CcoenMHEeHUS

npencrasyaeHs QopMmynion (I-p-1) um (I-p-2), MOTYT OHTbL [IOJYYEHH
B3aMMOOENCTBUEM IpOMEXY TOUHOTO coenmMHeHus (XXXI) C
IPOMEXYTOUHEIM coeluHeHueM oopMysn (XXXII-1) wuam (XXXII-2) B
NPpUCY TCTBUMU rmnpoxcﬁcensoTpma3ona u
STUIIOMME TUJIaMUMHONPpoNMIKapbooMuMmaa M MNOOXOINAWEI0 pPacCTBOPUTENIA,
TakKoI'o Kkak, HalnpumMmep, MeTmneHxncpmn niu TeTrTparuipodypaH, Wu,
HeoOs3aTeJbHO, B MPUCYTCTBUM MNOAXONAMEIO OCHOBaHMsS, TaKoIo Kak,

Hanpumep, N,N-OusTUIISTaHaAMMUH.

Pmﬂw4
1 |
<|3°°H 2)., OT_f l ®2),
2 N /2
J V‘U e T Y %
Ve = et
OOKX) OOXKH-1)
(I-p-1)
NHR?
1 0:=| Rl
(|:00H 2)n Lf | s RY,
N N V7N
-\X_‘E/ ,\3 + NHR'® ~—p b%’ \/\x l Nﬁ/ Q\é
b= %4 =N al=a{
®
— POXI1-2)
(1-p-2)

CoenunHenusa oopmynu (I), naoe R3 npencrasiaser cobom CH=N-NH-
C(=0)-R!®, rpuuem ykxasaHHHE COEIMHEHMS npencTaBlIeHE  bOPMYyJIOl
(I-g), w™MoryT OHTb T[OJIYYEHH B3aMMOIEMCTBMEM IIPOMEXYTOUHOTO
nponykra (XI-b) ¢ npoMexyTOYHEM MponykToM ¢opmynn (XXXIII) B
NPUCYTCTBUM TMNOAXONAMEro pPacTBOPMUTENIS, TaKOI'o KakK, HalnpuMmep,

MEeTUJIEHXJIOPpULO "u coupT, HanpuMmep, MeTaHOJI, 9TaHOJ! "u TOMY
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nonobHoe.
R16
d=o
1 r, ' 1
4 Ry mﬂ,
T“/"ﬁ EF el ¥

2N =2 b{
ba.l-b (R

(XI-b) POKIN) (-q)

CoemuHeHus ¢¢opMmynsl (1), rme R3 npencrasygsgeT cobtom N (CHs),,
npuyeM COeIMHEeHMA TIpencTaBJieHH - dpopmynon (I-r), MODyT OHThH
[10JIyYeHH BOCCTaHOBUTEJNLHEM MeTUIMpOBaHUEM [IPOMEXYTOUHOT'O
CcoenuHeHUA dbopMmysiE (XXX1IV) dpopMasie IeTUMIOM B [IPpUCY TCTBUNU
nooxomAwWero KarajamMsaTopa, Takoro Kak, HanpuMmep, [OoOXondumas
KucJoTa, T.e. YKCYyCHas KUCJIoTa M ToMy nonofHoe, naJsjgamuil Ha
yTne, HUKEeJb Penes, u ﬁ NpMCyYyTCTBUNU rnonxonAamero
BOCCTaHaBJIMBaKULETO areHrTa, TaKOTO Kak, Hanpumep,
uuaHoGopormopun HaTpua wuiaM  H;, M NOAXOIAWEIro pacTBOPUTENHA,

TaKOI'O Kak, HalpumMmep, aueTOHUTPUJI.

Rl
N(CH3),
NHz ? 1_' ' (Rz)n

- N\\\-/(}R 3 -\X
b\il y\i‘U ‘,a’ + HCH(=0) —->‘\2 U oa
b3:|=b4

R

(XXIV) (1)

CoenuHeHUs dbopmy sl (I), roe R3 rIpencTaBysgeT cobon

NUMPPOJIMII, IpPUYEeM YKasaHHHE COeOMHEHMS [peNCTaBJIeHH (QOPMYJION
(I-s), MOTYT OHTb [OJIYYeHH B3aMMOOEHCTBMEM [IPOMEXYTOYHOTO
coemmHeHus oopmysel (XXXIV) ¢ 2,5-mumMeTokcurerparunpodypaHoM B

NPUCYTCTBUM [OOXOOAmMEN KMCJIOTH, Takoil Kak, Hanpumep, YyKCyCHas

KMCJioTa.
R! l/ \S .
' (R’). N Y
PR P SN Gy
g CHy ~O0CH; 7 A Y s X5
2 + t\ Q A
b3= ‘b“ T o AN l=g?
Ry :

POKIV)
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Coenunenus o¢opmynu (I), roe R3 npencrasiyser cobon CH=CH—RE
npyueM yKas3aHHBE COeIMHEeHUus IpencraBlyieHb dopmyson (I-t), MorymT
BEITE IOJIyYEHH B3aVMOIENCTBUEM MNPOMEXYTOUHOTO COeIOUMHeHUs GOpMYyJIb!
(XXXV) (Ph ofBoszsHadaer QeHMN) C IPOMEXYyTOUHEM [PCOOAYKTOM GOPMYJIE
(XXXVI) B npucyrcTBuMum nBuli M nonxomsuwero pacTBOPUTEJIS, TaKoIo

KakK, Hanpumep, TeTparuipobypaH.

H
1
Ph %H f ®RY, ﬁ Tl 2
‘ 4 L 4 R,
N ByX N§T/N 73
2}’)/\~©/<4+R1—CH0"’1\2\>| (/
l\‘n |= 2= v=f=p ZN a=a?
R
POKV) (OXVI)
()
CoenvHeHUsa dopMyIiH (I) MOTyYT BRITb naJnee MoJIy4eHHl
npeobpasoBaHMeM COeOMHEHUN  GOPMYJIH (I) Ipyrr B IOpyra B

COOTBETCTBUM c U3BECTHEMU B OaHHOMN obrnactu peakumaMmu
npeobpas3OBaHuAa IpyIid.

Coenmaeﬂmq bopmMy s (I) MODYT BEITH npeoBbpa3oBaHH B
cooTBeTCTBYyHUMe ©GopMEl N-OKCUMIOB IO M3BEeCTHHIM B HOaHHOM oflacTu
rnpouengypaMm IOJas nOpeoBpasoBaHUA ipexaaneHTHoro asora B ero
N-okcuIOHyio ¢opMy. YKasaHHY®O peakuuio N-okucieHus OOBYHO NPOBOOAT
B3aMMOIENCTBMEM MCXOIHOIO MaTepuasa o¢opMynu (I) C noaxomAaumMm
OpraHn4YeCKMUM WIu HeopTI'aHUYeCKMM [IepOKCKIOOM. [TonxornAamue
HeopTaHudYeCKMe I[epOKCUIH anmqamT,'Hanpmmep, NepokCcun BoOJOpoOna,

IIepoKCU Ol WeJIOUHEIX MeTaJlJIOB niu meJIOWHO3eMeJIb HbBIX MeTaJJosB,

HanpuMmep, rnepokKcun HaTpusd, repoKcun KaJaus; nonxonsmye
OpraHuyeckKue I[IepPOKCUIOE MOTYT BKJKYATbL I[E€POKCUKUCIOTHE, Takue
Kak, HanpuMep, BeH3oNMnepokcukapboBas KMCJIOTa ZRp8% 1

rajnoreHsaMelleHHas GeHsonnepoxcmxapGOHOBan KucJjiora, HalpuMmep,

3-xJyopbeH3oJINepoKCuKkapboHOBas KucJsiora, [NepoKCoajJKaHOBHE
KUCJIOTHI, Hanpumep, IIepPOKCOYKCYCHYIO KMCJIOTY,
AJKMJITUAPONEPOKCUIRL, HarnpuMmep, TpeT-0y TMIITMOPONEPOKCUI.

looxomAmMMM PaCTBOPUTENAMM ABJAITCHA, HaNopumep, Boda, Hu3Lue
CIMPTH, HanpuMmep, B3TaHOJ U TOMYy MNONOBHOE, YIJEeBOIOPOIH,
HanpMMmep, TOJIyOoJl, KEeTOHH, Hamnpumep, 2-0yTaHOH, TIalloreHMPOBAHHBIE

YTJIEBOOOPOIH, HarnpuMmep, INXJIOPMETaH, " cMecu Takux
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pacTBopuUTENeN.

Hanpumep, coenuHeHnue odopmynu (I), 1roe R® npencraBJsgeT
cobom LMaHO, MOXeT OHTb Npeobpasz’oOBaHO B coelMHeHMe dopMmynsl (I),
roe R?® npencraeBnser coGoit  aMMHOKApGOHMJ, B3auMMONECTBMEM C
HCOOH B NIpUCYTCTBUU nonxonémeﬁ KWCJIOTHI, TaxKkom Kak
XJIopUCcTOBOOOpOOHasA KucjaoTa. CoenuHeHue dopmysel (I), ©Dpoe R®
rnpencraesnsaeT coBoM LMAaHO, MOXeT OHTh Takxe Haljlee NpeobBpasz30BaHO
B coenmHeHue odopmysel (1), rmoe R? npencrasnsgeT coBolt TeTpas3oJui,
B3aMMOIENCTEBMEM C asuIoM HaTpud B NPUCYTCTBUM XJIOpUIA aJIOMMHUSA
n N, N-oumMeTuIalueTaMmia.

CoenuHeHuA bopMyIH (1), Tne R3 npelncTaBJsgeT cobon
aMMHOKapOOHMI, MOTYT OHTL Opeobpa30BaHH B coeaMHeHue QopMyJIb
(I), rme R® npencraenasger coboit LMAHO, B MNPUCYTCTBUM MNOOXOOAWETO
meryapaTvpyomero areHra. [HOermnipaTauus MoxeT OBTb NpoBemeHa IIo
MeTonMKaM, XOpPOWO WU3BECTHHM CleuuaamcTaM B OaHHOM obrnacTy,
TakMM Kak MeToﬁMKM, onmcaHHHe B nybmaukaumm “Comprehensive
Organic Transformations. A guide tb functional group
preparations” by Richard C. Larock, John Wiley and Sons, Inc,
1999, p. 1983-1985, koTopas BKIKOYE&HA BIOeCb B KaudyeCTBEe CCBUIKM. B
YKa3aHHOM CCbUIKE [IePeYMCJIEHH pasJMyHble [NOOXOOsuMe pPeIreHTH,

Takme kak, Hanpumep, SO0Cl,, HOSQ;NH;, C1SO,NCO, MeO,CNSO,;NEtj,

PhS0,C1, TsCl, P,0s, {Ph3P0O3SCF3) O3SCF3, nonndpocdaTHLIN - 3dup,
(EtQ),POP(OEt) 5, (EtO)3PI,, 2-xnop-1, 3, 2-nuokcadocdonax,
2,2,2-rpuxnop-2, 2-ourunnpo-1, 3, 2-oguokcadpocdonax, POC1ls3, PPhs,

P(NC1;) 3, P (NEt;) 3, COC1,, NaCl.AlCls, Clcococl, ClCOyMe,
C1lsCCOoCl, (CF3CO) ,0, Cl3CN=CC12,‘ 2,4, 6-rpuxyop-1, 3, 5-rpuasuH,
NaCl.AlCli, HN(SiMej,)s3, N(SiMe;)4, LiAlH; u Tomy nomoBHoe. Bce
peareHTH, [epedylMCJ/IeHHHE B YyKa3aHHOM nyoamkauuy, BKJIIOYEHH 30eCh
B KaudeCTBe CCBUIKM.

CoenuneHus dopmyna (I}, rné R3 npencraenaseTrT cobon Cr_g-
aJIkeHuJ, MoOXxeT OHTb NpeofpasoBaHO B coelumHeHue Qopmyrne (1), Ioe
R’ npencramygeT coboit Cj_g-alKui, ?OCCTaHOBﬂeﬂmeM B [PUCYTCTBUU
nonxonAameroc BOCCTaHaBJAMBaKILEIo afeHTa, TakoT'O Kak, HanpuMmep,
Hz, B INPUCYTCTBUM TOIOXOOAWEro KaTrajams3aTopa, Takoro  Kak,
HanpuMep, namjlagui Ha yoje, ¥ B [OIPUCYTCTBMM [OIOXOINAWETO

pacTrTBopuTelia, TakKOI'O Kak, HalnpmMmep, CoOMpT, HarnpuMep, MeTaHOJ.
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CoenuHeHnus oopmynu (I), roe R3 npencrasnasier cobonn CH(OH) -
R'®, Moxer ObTb NpecGpasoBaHO B COeIMHeHMe ¢opmyssl (I), pme R’
npencrariaseT cobon C(=O)—R“, B3aMMOIENCTBMEM C pealeHTOM [XOHCa
B HNPUCYTCTBMM [OIXOLAlLEIrO PpacTBOPUTENA, TakKoro Kak, Halpumep,
2-IIpOINaHOoH.

CoemviHeHMne dopmyss (1), roe R3 npencrapjasieTr coboni C(=0)-
CH,—R'®®, pme R'®® npencraenser co6oit uUMAHO WM aMMHOKAPOOHMI,
MoxeT OpbTbh NpeoBpas3oBaHO B coelnuHeHue odopmynnl (I), ovoe R3
npencrasnasgeT coboun C(Cl)=CH-R'®?, BzammogmelicTeueM c POClj.

CoennHeHus bopMyTH (1), TIe R3 rnpencraeraseT coBomn
MOHOLUUKJIANYECKUM, OULUKIMYECKUNA UM TPULMKIMUYECKUN HaCHIEHHBN,
YaCTUYHO Ha ChIl€ HHBIA WU apoMaTuyeCKui KapBOUMKII U
MOHOUMKJIMUECKHUM, OULUKINUECKUN Mhm TPULIMKIIMUECKNI HAaCBIIEHHLIN,
YAaCTUUYHO HACHUEHHH WMIM apoOMaTUYECKMM TIeTepOoLMKJIl, 3BaMelleHHbN
dbopmunioM, MOTYT OHTB npeoépasosahm B CcoenuHeHusa oopMmyns (1),
roe R3 npencraBnseT coBoM MOHOUMKIMYECKUN, OULUKINYECKUN WMIn
TPULMKINYECKUNA Ha ChHIEeHHBI, YaCTUYHO Ha CHIE HHEBIA NI
apoMaTHUUYeCKUM KapOOLUMKIT MIM MOHOLMKIMYECKMM, OULMKIMYECKUN WU
TPULMKIIMYECKUMN Ha CHIEHHRI, YaCTUYHO Ha CHIE@ HHBIN nim
apoMaTuyeCKUNn IreTepoLMKIl, 3aMeleHHBIN CH (=N-0-R%),
B3aMMOIOENCTBUEM C NHzoR8 B IPUCYTCTBMM NOIOXOOAWEI'0 OCHOBAaHUA,
TaKoTO Kak, Hanpumep, TUOPOKCUL HaTpu#, u MoOxXooAameTro
pacTBOpuUTensa, TaKoI'o Kak, HalpuMep, CnOupT, HAaNpuMep, 3TaHOJI U
ToMy nomoBbHoe. CoelOVHeHUs @opmynm (I), rme R3 npencraBijiseT
cobomn MOHOLMKJINYECKUMA, GUUMKIIMYE CKUM U TPULMKIINYE CKUNA
HaCHIIEeHHEM, YaCTUYHO HAaChlIleHHBIM Mﬁu apoMaTUUEeCKUM KapOOUMUKIT MU
MOHOUUKANYECKUM, OUUMKIMYECKU WIM TPULUKIMUECKMI HaChIeHHB,
YACTUUYHO HACHUEHHEM WM apomamuﬁecxmﬁ TeTepOoOUMKI, 3aMeleHHbIN
CH(=N—O—R8), MOTyT OHITH npeoépasoéanm B coenuHeHue oopmysel (I),
roe R’ npencTaBiseT Co6Oif MOHOLUMKIMYECKMM, OUUMKIMYSCKUN WM
TPULMKIIMYE CKUNA HaCBIIEeHHEIA, YaCTUYHO HaCHIEHHBIN N
apoMaTHMUeCKuit KapOOUMKI WMJIM MOHOUMKIMUYECKMM, OMUUKIMYECKMI WUJIMU
TPULUKINYECKUN HaCHIEeHHbI, YaCTUYHO HaCHILEeHHBIA N
apoMaTUUECKUM TI'e€TepOLUKII, sameméﬂﬁaﬁ CN, B3aMMOIelCTBMEM C
KapBooMmMMuIOM B [IPUCYTCTBUM [IOOXONAWETrO pPacTBOPUTENisl, TaKoIo

Kak, Hanpumep, TeTparuipodypaH.
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CoenmHeHusa oopmysnu (1), roe R? npencrasnsgeT cobolt HUTPO,

4

MOTYT OvlTb Ipeobpas30BaHH B coeluHeHre dopmyne (I), rme R
npencraBifgeT coboit aMUHO, B [MpUCY TCTBUU NOOXO0OAWero
BOCCTaHaBJIMBapWero  areHTa, TaKeIo  Kak, HanpuMep, Ha, B

NpUCYyTCTBMM MOOXOIAmWETO KaTaaMsaTopa, TaKoTo Kak, HalnpuMep,
HMKeJIb PeHesa, M B NpUCYTCTBUM [NOAXONAWEIO pPaCTBOPUTENA, TaKOTO
KakK, Hanpumep, CHOUPT, HaOpUMep, METaHOJ.

CoenuHeHnusa odopmynel (I), 1ne R? npencraesaseT cobOM BOIOPOI,
MOTyT OwIThL npeoOpa3oOBaHH B COemMHeHMe dopmyns (I), rpoe R?
npencraejgseTr cobom Ci-g—ankua, ésammoneﬁcwamem C [NOIOXOOAWMM
aNKMUIMPYIOWMM areHTOM, TakKuM Kak, Hanpumep, non-Ci-¢-ajkuia, B
NPUCYTCTBUM [OOXOOAWEI'O OCHOBaHMA, TaKoIo KakK, HalnpuMep, I'UIpUI
HaTpuA, W [NOOXOINAWIE'O pacTBOpUTEJI, TaKoIro Kak, HalpuMmep,
TeTparuipodypaH.

HekoToprie coenuHEeHUS @opMynu;(I) M HEKOTOphIE [POMEXYTOUHHE
COeIMHEHUSA B HacTosmeM n300peTeHUNn MOT'YT COnEepPXaTh
aCUMMETPUYHEIN AaToM yrJjepola. UYMCTHE CTEepPEeOXMMMUECKMU M3IOMEpPHHE
GopMEl yKa3aHHEIX COEIMHEeHUN U yKasBaHHHX [IPOMEXYTOUHLIX COeOMHEeHMMN
MOTYT OHTBL MOJIYdeHH C [PUMMEHEHMEM XOpouwo W3BECTHHX [NpoLenyp.
HanpuMmep, auacrepeou3oMephl MOIYT OHTb pasleseHb O(GU3MuYeCKUMM
criocobamm, TaKMUMU Kak cenex@maﬁaq KpUCTaIM3aums NN
xpoMaTorpadmuueckue MEeTOINKM, = HanpuMmep, NpOTVMBOTOYHEM
pacripenesieHMeM, XMAOKOCTHOM XpoMaTorpaduertr u noooOHBIMM METOHNAMM.
DHAHTHOMEPH MOTYT 6mmb oNyYeHs M& paueMuyeckMx cCMecel cHauana
rnpecBpas3oBaHMEM  yKa3aHHHX paueﬁmqecxmx cMecell  NoaOxXonOAalyvMum
pasiesianiyMMM U3O0MEepB areHTaMM, TaKuMM KakK, HanpuMmep, XupaJibHhEe
KMCJIOTBE, B CMeCHu IOUAaCTEepPEeOMEepHHX COoJiell WM COeIMHEeHUMN; 3aTeM
pa3neJieHueM brsnueckumM criocobom yKa3aHHBIX cMmecen
IVaCTEepPEOMEPHEIX COJNelt WM COeOMHEHMI, HanpuMmep, CeJIeKTUBHOM
KpUcCTa/iM3alumMen WIM Xpomarorpaduueckmmy crnocobamu, HanpuMmep,
XMIKOCTHOM xXpoMaTorpaduert ¥ NONOBHBMM crnocofamu, U, HAKOHEL,
npeoGpas3oBaHMeM yKas3aHHHX Ppa3leJIeHHHX IMacCTEepeOMepHEX CoJel uum
CcoenMHEeHUNn B COOTBeTCTBymmﬁe BHaHTUOMEPHI. Yucree
CTEePEeOXMMUUECKM WU3BOMepHHEe O(QOPMH MOTYT OHTB T[IOJYUEHH TaKXe U3
YMCTHX CTEPEOXUMMUYECKM MBOMEpPHHX GOpM MNOAXONAUMX [1POMEXYTOUHLIX

COelIMHEeHMsA W MCXOIOHEX MaTepualios, npm ycJinosuu, YTO peaklum
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npeoBpas3oBaHMAa IPOUCXOIOAT CTepeocneuupruuecku.

AJlbTepHaTUBHBIA criocoB pasﬁenenmn SHaHTUOMEPHBIX dopmMm
coenuHeHmr obopmyne  (I) U OPOMEXYTOYHEIX COEOUMHEHMA BKJIOYaAET
XMOKOCTHYK XpoMaTorpadmio, B YACTHOCTM, XUIKOCTHYK XpoMaTrorpaduio
C MCINOJIbB3OBAHMEM XUPaNbHOM CTalLMOHAapHOM daskH.

HexkoToptle 13 INPOMEXYTOWYHHX [IPOOYKTOB M MCXOIHHBX MaTepuasoB
SBJSIOTCA MSBECTHBMM COENMHEHUAMU U MOTYT OHTL KOMMEPYECKU
OOCTYINHBMM MJIM MOTYT OHTH [IOJIydYE€HH M3BECTHHMM B JOaHHOM 06JacTu
npouenypaMm WM HEKOTOPHEe coenmneﬁma bopmysnst (1) MM ONMCAHHEE
MPOMEXYTOUHEIE COEIMHEHMA MOTYT OHTb [OJYYEeHH [10 I[polLenypawM,
onucaHHeM B WO 99/50250 mmm WO 00/27825.

[IpoMexyTOYHHEE MNPOAYKTH @opMynm (II) w™MoryT OHTH [OJIYYEHH
B3aMMOLOENCTBUEM [IPOMEXYyTOYHOI'C [IpoOoykTa  GOpMYyJIH (XVII) c
BBOOAULMM yIOaJjgseMyl Tpynany areHTOM dbopmy bl (XIX), roe W;
npencrasjaeT coboy yylaldemMyw Tpynny M R npencrasiader cobon
OCTalIbHYK 4YacTb BBOIHAWEIO yxonamYm Tpynny areHTa, TakKor'o kak,

Hanpumep, POCl;.
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(Xvi)
(i

[I[poMexyTOUHHE NPOOYKTH odopMmynu (III), rme X; npencTarBaseT
cobon NH, npuueM yKaszaHHHE npometywoqﬂue IpOOYyKTH MpelCTaBJISHE
dopmysion (If1-a), MOTYT OHTB @ IIOJIYYEeHH M3 [IPOMEXYyTOYHOTO
nponoykra ¢opMynal (XX) B npucyrcreumm ZnCl, B OpPUCYTCTBUU
nooxogAamero pacTBopuTens, TakKoIo Kak, HamnpuMmep, cnupT,

HaripymMmep, 27TaHoJa.
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000 | (Il-a)
lMpoMexyTouHHe npolykKTH (III’-a), KkKak I[I0OKAB3aHO HUXEe, MOTYT

OLEITE [OJIYYEHBl M3 [IPOMEXYyTOUHOI'O coeluHeHusa dopmyinl (XX), roe R3

npencraeiaseT cobon Cp.g—anikeHus, =aMmemeHHbl CN, npuueM yKaszaHHBMT
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MPOMeXy TOUYHBIN NpoOyKT npencTaBieH dopmyTion (XX-aj}, B
npucyrcTBumu ZnCl, ¥ B nOpucyTcTBuM nomgxonamero C;-g—ankuia-OH,

Takor'o Kak, HalpuMep, 3TaHoJI.

(o}
(!,‘I-—O——Cl-4anku:
Gulxel-mh % GAnKeHun
1o y ), NH2
D
E% = — &%
o | s
o8 ®Yn
(X%-a) | (iir-a)
[IpoMexy TOUHEE coelIVHeHUNa (III-b-1) 7 (III-b-2), Kak
MNOKAa3aHo HUXe, MOTYT OLHITBb IOJIy Y€ HEl B3auMOOENCTBUEM

NPOMEXyTOYHOI'O COEeAMHeHMA QOpMyJIkl (XLI) wmmm ero nooxonsumen
KMCJIOTHO-aIIUTMEBHOM conm, Irne Wg npencraBiasaeT CcoOOM INOAXOOALYIO
YXOOAUWY©® TPYNIy, C aKPUJIOHMTPUIIOM MM aKpUJIaMUIOM B MNPUCYTCTBUU
[IOOXOOAMEro MNajnaguMeBoIro KaTanusaropa, [IOOXOoOAmero OCHOBaHMA U

nonxogAauwero pacTBopUTeNif.

CH=CH-CN
: Hp=C :
(i-b-1)
CH=CH-C(=O)NH,
i CH —CH-C(—O)NHE :
oL - (I-b-2)

MogxomammMy  YXOIAIMMHA PpyndaMM B BHlIeyKa3aHHOM peakumm
ABNAKTCS, HaNpuMmep, rajoreH, tpudsar, To3MnaT, Mes3mJaT U TOMY
nonodBHoe. We¢ npencTarsiseT coboi, NpennodYTuTeJIbHO, TaJIOTeH,
foslee NpPenrnodTUMTENLHO, Mon Miau GpoM.

NMamnannerst (Pd) karamu=aTop MoOxeT OHTbL TI'OMOT'@HHBM Pd
KaTaan3aTopoM, TakuM Kak, HaanMép, Pd (OAc),, PdCl,, Pd{PPhs)g,
Pd (PPhj3)2Cl,, 6uc (onbeHzMIMISHALIeTOH) NaJjjiaomn, MeTasJaluuKI
nanjagnTruoMe TuildeHnnrayTapaMmun 17 TOMY nonobHoe, 170971

TeTepOoTleHHbBM Pd kaTanamMs3aTopoM, TaKuMM Kak, HanpuMmep, NajulaiuMi Ha
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yIJie, nannaguit Ha oOKCeunax MeTahnos, najmlagui Ha LeoJmTax.
[TasmanveBHl KaTalu3aTop, [IPellNouYTUMTesSIbHO, HABJIsSAeTCS I'eTePOI'eHHEM
Pd karanusaTopoM, OoJiee [MNPeInodTUTESILHO, [aJjuiaiueM Ha yIvie
(Pd/C). Pd/C sBnseTrcAa pereHepuUpyeMuM, CTabuJbHBEM M OTHOCUTEJIEHO
HEOOPOTUM KaTaau3aTOpPOM. Ero MOXHO JIeTKO BELIEJIUTH
(dunbTpoOBaHMEM) M3 peakKUMOHHOM cMecHu, OJjaromapa 4YeMy CHUXAETCH
pUCK T[NosABJeHUsT caengoB Pd B KOHeEWHOM Ipolykre. MWcnosnb3oBaHue
Pd/C ycTpaHAaeT Takxe HeoﬁxonMM6CTb MCIOJNIL30BAaHMA JMIaHIoB,
TakKMxX Kak, HanpuMmep, ©(octmHOBHE JMIaHIE, KOTOpPHE ABRJSANTCAH
OOpOTVIMU, TOKCMYHEMM COEIMHEHMAMM M  ABJAKTCA  [PUMECAMH,
3ATPASHAKIMMY CHUHTE3MPOBAHHHE MNPOLYKTH.

NonxonAmwyMM OCHOBaHMSAMM B BHIIEyKa3aHHOM peakUuuu SABJSIOTCAH,
HanpuMmep, aleTaT HaTpus, auerar kanusa, N,N-OuaTuIsTaHaMuH,
rugpokapfoHaT HaTpus, TUOPOKCUL HATPUSA U TOMy NonobHoe.

[TogX o OAWMMHN pacTBOpPUTEIIAMU B BHIIEYKAa3aHHOM peakLumm
ABJIAIOTCA, HanpuMmep, aueroHuTpus, N,N-mouMeTunauerTaMmn, MWOHHAaA
XMIKOCTH, HamnpuMmep, [bmim] PFg, N, N-onmeTnndbopmamm i, BOIA,
TeTparuipodypaH, guMerTuicynbdpoxcui, 1-MeTUN-2-NUPPOJMIMHOH U
TOMY IonobHoe.

[lpoMexyTOUYHEHE coemMHeHusa ¢opMynsl (III-b-2) MoryT OHTb
npeo®pasoBaHE B [IpOMeXyTouHOe coeluHeHue odopmyssl (III-b-1) B
NpUMCYTCTBUM MNONXONANETo MNerMIPaTHMPyKmero areHTra. JermaparTauus
MOXeT BEITB npoeeneHa no MeTOIOMKaM, Xopomo VIBBECTHEM
creuamMcTaM B HaHHOM oOBJl1acTM, TaKuMM KakK MEeTOIOUKM, ONMCAHHBE B
nydnmnkauuy “Comprehensive Organid Transformations. A guide to
functional group preparations” by Richard C. Larock, John Wiley
and Sons, Inc, 1999, p. 1983-1985, koTopas BkJIOYeHa 3OeCbL B
KayecTBe CCBUIKM. B ykKasaHHOM CCHJKE IIepeulCJIeHb pasJMdHEe
nonxonsumme  pereHTH, TakKue Kak, Hanpumep, S0C1,, HOSO,NH,,
Cl1SO,NCO, MeO,CNSO;NEts;, PhSO,C1, ;TsCl, P»05, (Ph3iPO3SCF3) 03SCFs,
nonubocharTHrr 3duUp, (EtO)zPOP(OEt)z, (EtO)sPI,, 2-xmop-1,3,2-
ouokcabocdhonaxH, 2,2,2—Tpmxnop—2,2}nurmnpo—l,3,2—nmoxca®oc®onaﬂ,
POCl;, PPhs, P(NCl;)3;, P(NEt;)s, :COClz, NaCl.AlCl;, <Clcococl,
ClCO;Me, C1i;CCOCl, (CF3CO),0, Cl;CN=CCl,, 2,4,6-Tpuxnop-1,3,5-
TpuasuH, NaCl.AlC1ls, HN (SiMe,) 3, N(SiMey) 4, LiAlH; M TOMY

nonocBbHoe. Bce peareHTH, I[IepedYMCI/IEHHHE B YyKas3aHHOM OyoJamkauuu,
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BKJIOYEeHE 30eChb B KauecTBe CCBhUIKMU.

lIpoMexXyTOUHEE COeOMHeHUs otopmynel (XX), rone R’ npencTraBsdeT
coBoit CRS'=CRS-CN,; rme R° u R®’ uMeloT 3sHaueHud, yKa3aHHBE 3Iech
BbI€, NpMYEeM YKa3aHHHE [POMEXYyTOUHEHE NPOAYKTE NpPeICTaBJIEHH
bopmysion (XX-b), MOTYT OHITE jnonyqeﬂu us3 [IPOMEXYTOUYHOT'O
coenmHeHMsa dopmyJibl  (XXI) peakumey, OMNMCAHHOM BHIIe OJA [NOJYUYEHMUS

coenuHeHuit Qopmyasl (I-f).
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[lpoMexyTOUYHEE coelMHeHUs OGOopMyJiH (XXI) MoOryT OBITb [OJYYEHH
OKUNCIIEHUEM MPpOMEeXyTOYHOI'O coenMHeHMH bopmy bl (XXII) B
NpUCy TCTBUM nogxonamero oxmcnﬂbmero aresHra, TakKoTo Kak,
HanpuMmep, KMnO;, B MNPUCYTCTBUM MNOOXONAMETO PAaCTBOPUTEJS, TaKOTO
Kak, HanpuMep, Memmneﬂxhopmn u Tpuc-[2-(2-

METOKCUSTOKCHU) 3TUJI] aMUH.
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() (o)
[IlpoMexyTOUHHE coenuHeHus bopMy JiE (XXI), roe RS

npencrasjsgeT cofol H, npuueM ykazaHHLHE MNPOMEXYTOUYHHE COeIMHEeHMS
rnperncraByieHe  dopMyJion (XXI-a), MoryT OHTE TakXe [OJIYUYeHEH
B3aUMOLNENCTBUEM [IPOMEXYyTOUYHOTO MNPOAYKTa QopMyse (XXIII), roe W,
npencrarijseT cobor noaxonamyio yxonﬂmym Tpynny, TaKyno Kak
rajoreH, Hanpumep, O6poM, C N,N—nﬁMeTMn@opMaMMHOM B NPUCYTCTBUMU
nBulli u B MNpPUCYTCTBMM NONXOAAWErO PpacTBOPUTENA, TaKoTo Kak,

HanpuMep, TeTparmmpodypaH.
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i (XXi-a)
[IpoMexXyTOUHEE coelIMHeHns bopmy L (XXTI1I), roe R

npencraeyaseT coboit Ci_g~alKui, npmqu YKasaHHBE [POMEeXyTOUHHE
coeIMHeHUs rInpencTabJieHH oGopMmynon (XXII~-a), MOTyT OLITL [IOJYYEHE
B3aMMOLEMCTBUEM [IPOMEXYTOYHOTO CcoelMHeHusa obopmynel (XXIII) c
[IPOMEXYTOUHEM CO&IOUMHEHUEM @opmynu‘(XXIV) B npucyTcTBuM nBuli wu

B NpUMCYTCTBUM [NOOXOCIAWErC pacTBOPUTEJIs, TaKoI'O Kak, Hanpumep,

TeTparuapodypaH.
W ?H
’b-l-yh\ ‘ 1-42NKun
j blafm
Yozt | P Crame—ceol  —— ¢ % Ny
G b]=p? I
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(XXH) (V) )
(XXll-a)
[[poMexyToUHBIE COeIOUHeHUus OGopMyns (XI) MODYT OHTL [OJIYYEHH
B3aMMONENCTBMEM [POMEXYTOYHOI'O COeIMHEeHUS  GOopMyJIH (XXV) C
[IPpOMEeXyTOUHBIM COeIMHEeHNeM @opMynu (IL), HeobBsaszaTeJabHO, B
NMPUCYTCTBMM  [OAXOOAMEIN0 OCHOBaHMSA, Takoro  Kak, HanpuMmep,
l-MeTMNNUMPPOMMIMH-2-0H, WJIM MNOOXONAWMEN KMUCJIOTH, TaKol Kak,

HalpvMep, XJIOPMCTOBOIOOPOIHAsA KMCJIOTAa.
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[l[poMexyTOUHEE coenMHeHus o¢Qopmystl (XV) MOTYyT OBTbL [IOJYYEHH
B3ayMOOEMCTBMEM [IPOMEXYTOYHOTO COeIOuMHeHus obopmyssl (XXVI) c
IpoOMexXy TOYHEIM coeIuHeHueM bopMy JIH (II) B [IpUCYTCTBUU
nooxonsamero OCHOBAHMA, TakoIo KaK; HanpuMep, l-MeTHUANUPPOJIMIONH-
2-OH M TUAOPUA HaTPUS, U MNOOXOIAWEro pacTBOPUTENsS, TakKoIo Kak,

HarnpuMep, IOUOKCAaH.
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OXVI) (n (XV)
[IpoMexy TOUHEE coeIunHeHuns bopmMmy sl (XVII) MOT'YT OHTE

MoJIydeHu B3aMMOIEMNCTBMEM I[IPOMEXYTOYHOI'O COeIMHEeHUS  bOpMYyJIEl
(XXVII) < BBOIOAMMM YXOHAWYK TPyNrny areHToM odopmysn (XIX'),
TaKUM Kak, HanpuMmep, SO0Clz, B IpUCYTCTBUMU NoOXOOAWETO

pacTBOopMuTEesA, TaKOI'0 Kak, HanpuMmep, MeTUIJIeHXJIOpun.

-slnlmn .Gammn (R a
1 \r & X . )» -\ X
+ Wy—R
b3=|-b‘ ba:'-b
(Xx)
POV Vi
[[poMexyTOUHEIE COeOMHEeHUSN @opmynm (XXVII), rme Ci-¢—alxun
npelcTaBjigeT cobon CH,, npryeM YKAa3aHHHe [IPOMEeXY TOUHEIe

CoenMHeHMs NpencTaBJieHH Q¢opMmysion (XXVII-a), MODyT 6GHTb NOJyYeHH
BOCCTAHOBJIEHMEM IPOMEXYTOYHOT'O CoenuHeHus odopmynun (XV) umam
bopmysiel (XXXI) MNOOXONAWMM BOCCTAHABJMBAKUWMM aI'€HTOM, TaKuM Kak,
Hanpumep, LiAlH,, B TIPUCYTCTBUM NOOXONAWETO pacTBOPUTENH,

TAaKOT'O KakK, HalpuMmep, TeTparuipodypaH.
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XXXy
[IpoMexyTOUYHHE COeIOVHEHUA @dpmynu (XXVII-a) wMoryT OHITBH
npeoBpasoBaHE B [IPOMEeXyTOUHOe cCoeInuHeHMne dopMy JIEL (XXXT)
B3aMMONENCTBMEM C peareHToM [XOHCa B [PUCYTCTBUM [NOAXOIAAWLEIO

pacreopuTesia, TaKOI'O Kak, HalpuMep, aleToH.
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OOKVIl-a) (o)

[IpoMexyTOUHEE coeaMHeHus dopMy JH (XI-b) MOTYT OHITb

[OJIy4JeHbl OKMCJIEHMEM I[IPOMEXYTOUYHOI'Q coemmHeHus odopmytbl (XXVII-a)

B IpUucCyTCTBUU nogxongAamero OKMCIIAKRIIETO areHTa, TakKkoro Kak,

HanpuMmep, MnO,, M [noOgxonsAmero  pacTBoOpuUTend, TAKOI'oc  Kak,

HanpuMep, MeTuJieHxjgopun, N,N-amMderundopmammi.
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(XVli-a) (XI-b)
[l[poMexyTouHBle coenuHeHus GopMyJsH (XIV) MOTYT OHTbH [NOJYYEHH

B3aMMOOENCTBMEM [IPOMEXYTOUYHOT'O COeIuHeHMsa odopmysel (XV) ¢ HoN-NH,

B INPUCYTCTBUM NOOXoHoAwWero pacTBOPUTEJISA, TaKOI'O Kak, HanpuMmep,

CnupT, HanpuMep, 3TaHOJ M TOMy MNogoBHoe.

1 ;Iﬁ NH, Rl

Cy-gankun R |
= | o=c¢ s Ry
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BT EF v, = & XN
& ) N 1= HN—NH, =9 B =N =,
vt . | b=
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(Xxv) V)

(XI-a) MOIYT OHITbH

(XXVII'-a) u

[lpoMexyToOuHEIE CcoeluHeHusa ¢opmyns (IX) wu
BOCCTaHOBJIEHEl B [POMEXyTOUHOE CcoeIMHeHue GopMyJIu
(XXVII’-b) B npucyTcTBuUM nonxonnméro BOCCTaHaBJIMBaKIero areHTa,
TaKoro Kak, HanpuMmep, NaBH;, LiAlHy; wmam Bulli, u nooxonsamero

pacTBopuTesisi, TaKOIO KakK, Hanpumep, TeTparuApodypaH WIM CHOuUpT,

HanpuMmep, METAaHOJI, 3TaHOJ M TOMYy MoHNOBHOoe.
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=) (XXVIP-b)
[IpoMexyTodHOe coenuHeHne  HOpPMyJILl (XI-b) MOXeT  OHTb

npeobpas3oBaHO B I[IPOMEXyTOUHOE coelauHeHMe ¢QopmyJsl (XXVII'-a)
B3aMMOOENCTBUEM o Ci-4—anKuaoauaoM B NpUcyTCTBUM Mg u
nooxonsamero pacTBOPUTEJNA, TaKoI'o KakK, Hanpumep, IUSTUIIOBHN 30Mp
1M TerTparmipodypaH.
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(Xi-b) (XXVvir-a)

-

[IpoMexy TOYHEE coenMHeHus bopmy (XVIITI) MOTYT OBITH
MOJIydeHs B3aMMOIEMCTBUEM [IPOMEXYTOYHOTO COeOuHeHusa  HopMyJibl
(XI-b) c H;N-NH; B NpUCYTCTBUM [IOOXOIAWEIO PACTBOPUTEJIS, TaKOTo

KakK, Hanpumep, COMPT, HaNpuMmep, 3TAHOJ U TOMYy NOIoOHOoe.
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(XI-b) | VIl

[IpoMexyTOUHBle COeOUHEeHUS @opmynu (XXIX) wmam (XXXI) wMmoryT
OBITL  IOJIy4YeHB I'MIOPOJIMSOM npomémyTquopo npooykra  QoOpMyJIBl
(XXXVII), rme Ci-g—ankeHus’ npeﬁCTaBnHeT coboit C,_¢—alJIkeHWU,
HeoBABaTEebHO ‘3aMeUleHHBIM UMaHO, WJM I[IPOMEXYyTOYHOI'O COeIVHEeHWS

bopmy Bl (XV) B NpPUCYTCTBMM [OOXOLAWEI'0 BOIOHOD'O  pacTeBopa
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KMCJIOTBl, TaKOT'O Kak, HanpuMmep, 2 H XJOPMCTOBOIOPOIHASA KMUCJIOTa U
TOMYy NonoBHOE, M B MNPUCYTCTBUM MNOJXOAALWETO PaCTBOPUTENS, TaKOIO

KakK, Hanpumep, CIMPT, HaNpuUMep, MIONPONAHOJ ¥ TOMYy NomobGHOe.
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(XOXVIT) (XXIX)

O—C;gaxun F R}
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bf—é\x = \ % KMCAOTa b= X > d %\
NN = I F

=N ta, 2 LY =N 1=,
Mt 4 W H 2=
b4fb bj=
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XV) OXXXI)
[lpomMexyToOuHBIEe CcOeamHeHus ¢o Mynu (XXXVII), rvne Cjr-g—aJieHun
P P

npencraBJaseT cobont CH=CH, npuUyeM  yKa3aHHHE [IpOMEeXyTOUYHbIe
coenMHeHus [IpedCTaBJIEHH @opmynbﬁ (XXXVIi-a), MOT'YT BRITH
MoJlydeHs  B3alMMOIENMCTBMEM [IPOMEXYTOYHOTO COEeIMHEHUS  (bDOPMYJIH
(XI-b) c peareHToM BurTMra uam Xopnepa—BMMOHca dopMmysiar (XII''),
rge R® npencrasjser cobon, HaanMép, (penmn)sP*-C1l™ ummm (CHsCH,-
0).P(=0) -, KOTOPHI MOXHO paccMaTpmMBarTh Kak NoOXOnOALMMN
rnpenieCcTBEHHUK bocdbopununa, é NprUCy TCTBUN Noaxonsamero

pacTBOpUTesid, TaKoI'O0 Kak, Hanpumep, TeTparnapobdypad.

P—Cl'ﬁaﬂlﬂtﬂ

H 1 'i=o
g‘% ‘&ri\ ¢ ; ¥ ®),
N LA o T Nt L\I/ C_F

a

\

(R4)m : 1-6ANKun

(X1-b) X
(X Vil-a)

TIpOMEeXyTOUHHE COeIOMHEeHMA QPopMyJsl (XXXVII), rne Cr-g—alKeHuMJ
npencrasnser coboim CH=C(CN)-, npmqem yKasaHHbBle [IpPOMEXYTOUHHE
CoenMHEeHMH rnpencraBJIeHH @opmynéﬁ (XXXVII-b), MOTDYT BHITb
[TOJIydeHH  B3aMMOIOENMCTBMEM [IPOMEXYTOYHOTO COeIMHeHMS  GOpMYJIB

(XI-b) c COeIMHEeHUEM bopmy sl NC-CH,;-C (=0) 0-Cy.¢—ankun B
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NnpnucyTCcTBmUMnN nogxomgamero OCHOBaHusa TaKoIo Kak, HaripnMep,

NMUNepuarMH, U TOOXONAWEerO pacTBOPUTENSI, TaKoI'o KakK, HalpuMep,

CIOMPT, HanpuMep, 3TaHOJ.

/0—C1-6anxun
(l:=0
C—CN
1;‘ I R
| TH | 2
X 4 R
\
'“U s o e 55 K
b3- t: b} =N 1=,
(-b) |
POXVII-b)
[IlpoMexyTOWHHE  coeauHeHus  GOpMyJIn (XXXIV) MOTYT  OHITEH

[MOJIYUEeHH  BOCCTAaHOBJIEHUEM npomem&Tquoro coenuMHeHusa  GopMyJIH
(XXXVIII) B npucyTcreum H; wu nogxonsamwero kKaraausaTopa, Takoro
Kak, Hanpumep, nannamMm Ha yIJIe WM HUKeJNb PeHes, u B
NPUCYTCTBMM MNOOXOIAWEI0 pacTBOpUTesiss, TakKoI'o Kak, Halnpumep,

CruMpT, HaNpuMep, MEeTAHOJ M TOMy NnoJnobHoe.

1 F
,-——:‘ /(Rz)l aocmuonneﬂue e & ’\\4 (RZ)n

2
h{ N =1
l—- a2 b 'Ifb4 a—a
Ry
(OX VIl (OXXIV)
[lpoMexyTouHbIe coenMHeHMH @opMynm (XXXV) MOTYT OBITE

NOoJIydeHE  B3aMMOIENCTBMUEM I[POMEXYyTOWHOT'O COenMHeHUA  GOopMyJIE
(VII-a) B NpUCYy TCTBUU TpudpenundpocpuHa n rnoaoxonosuero

pacTBopmuTEJid, TaKOI'OC Kak, Halpumep, aueTOHUTPUII.

P ¢l 1
1 Ph/CH 1 Ry
‘ 4
2)" ,b’-l-\zx NS C et
i\x — 24 S AP
FO/ . o
b==b
b3' -b‘ ®
(Vil-a) [ )
[IpoMexy TOUHEE COeIMHEeHUs @bpmynu (XXXIX) MOIYT ORITH

NoJIydeHsl B3aMMOOEMCTBUEM IIPOMEXYTOUHOI'O COeOMHEHUS dopmynel  (XL)
C TPOMEXYTOUYHEIM coeIuHeHueM o¢opMmyJiel (II-a), rne Wy M W, MMeoT

3HadYeHNsd, YKa3aHHHBHE BHllE.



49

H H
NHz W, N n N N N
“ “
—————
Ws ™ W X

(XL) (il-a)
(XXIX)

CoenuHeHus bopmy b (L), oJiydaemtie BHILEOMNMCaHHEMU
criocofamu, MOXHO cmamesmpoaawb‘ B BUIEe BMECHM CTEPEOM3OMEPHHXK
¢opM, B UYacTHOCTM, B OopMe paueMMUEeCKMX CMecCell DHAaHTUOMEpPOB,
KOTOpEIE MOXHO OTOEJUTL OPpYyI' OT Jgpyra IO M3BECTHHM B [LOAHHOM
obracTu mnpouendypam pasiesieHusa. PaueMuuyeckue COeIMHEeHUS OGOopMyJIbl
(1) MOTYT OHITH npeoBpasoBaHh B COOTBETCTBYyWLIME dopmel
OUMaCTEpPEeOMEPHBIX COJen BsammoneﬁciBmeM C noaxonsmen XuUpasbHON
KUCJIOTOMN . Yrka3aHHEE bopmMu IMacTepeOoMepHBIX coJien 3aTeM
. pasIensoT, Hanpumep, CEeNeKTUBHOM 1282471 bpaxunoHrOM
Kpucrajmmsaumen u M3 HUX  BBEOGJIAKRT SHAHTMOMEpPH 0BpaboTKoii
Weso4Ybio. AJbTEPHATMBHEN Crnoco® pasneneHMs DSHAHTUOMEPHHX GopM
coenmHeHmit ¢opMynn  (I) BKIIOYAET KMUOKOCTHYHO XpoMaToTrpaduio C
UCIOJIb30BaHMEM XMPaJIbHOM CTaUMOHAPHOM Gasel. YKasaHHBE 4UCTHE
CTEPEOXMMMUECKN MIOMEpHHEe QOpME MOTYyT OBITL TakKXe [1OJIydeHBE U3
COOTBETCTBYIOILMX YUCTHX CTepeoXUMNYECKU M3OMEepPHEIX dopmMm
NOOXOOAWMX  MCXOOHBIX MaTepuajioB, INpM YCJOBMM, UTO peakuus
rnporexkaeT crepeocneundpmuecku. Ecmau TpebyeTcs [OJIYYUTh
onpeneJleHHLIN cTepeousoMmep, yKazaHHoOe coennHeHue,
MpearnouYTUTENbHO, HYXHO CUHTEe3UPOBAaThH cTepeocrneundpmueCKUMU
cnocobamy rnoJiyueHus. B ykKasaHHHX crnocofax BHITOIHEM o6pasoM
OynyT MCHOJIb30OBAHE SHAHTUOMEPHO UMUCTHE MCXOMHBIE MaTepualH.

CrneuranmcraM B HaHHOM OOJIACTU IOOJIKHO OLITb [IOHATHO, YTO B
ONMMCaHHBIX Bblle crnocofax ¢(yHKUMOHAJIBHEIE TPYHIHE [IPOMEXYTOYHbIX
coeIMHEeHMI! MOXeT OHTb HeOOXOOMMO 3alMTUTL BAUMTHEMM I'pPyINaMM.

¢yHKUMOHAJbHEE T'DYIIIH, KOTOpPEE KeJlaTeJIbHO 3alUTUTE,
BKJIOYAWT TUOPOKCHU, AaMMHO U KkKapBOHOBYK KuUcioTy. [loaxonaummue
3auMTHEIE IPYNNBE WIS TUAOPOKCM BKJOYAKT TPUAJKUIICUNMIIbHBIE TPYIIs
(HanpuMmep, TpeT-O0yTHUNOMMETUIICMIMII, TPeT-8yTUIIMGEHUIICUINIT WK
TPUMETWIICUIINIT) , OEeH3UJI M TeTparMaponmMpaHus. llonxoInsmmMe =BallMTHHEE

TPYIINBL nJs aMMHO BKJIOUAOT TpeT-0yTUIIOKCHKAPEOHMUII 178312
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OeH3MIIOKCUKapOoHmi. [ogxondmyMe 3auMTHBIE I'PYNNH 4718 KapOOHOBOM
KUCJIOTE BRJIOUYAKT Ci_g—aJIKMJIOBHE UM OeH3UJIOBHE 3QUPHL.

BaumMTy M CHATMEe  3aumMThH  OyHKUMOHAJNbBbHBIX  TPYIIl  MOXHO
NpoOBOIOMTE OO WM NOCJEe CTaluu peaxkuuu.

Vcrnonp30oBaHue 3alMTHEIX rpynﬁ IonHO onucaHo B «Protective
Groups in Organic Chemistry”, edited by J W F McOmie, Plenum
Press (1973) and “Protective groups in Organic Synthesis”, 2"
edition, T W Greene and P G M Wutz, Wiley Interscience (1991).

Hacrosmee u30bpeTeHME OTHOCUTCHA TaKkKe K HOBLHM COEeIMHEHMAM
dpopmysn (VII), (XXVII), (XXIX) u  (XXXVII), xoTopbEe MOTYT OBHTbH
UCIIOJIE30BaHE B KadeCTBE IIPOMEXYTOUYHHX COEIMHEHUM I[IPM CUHTes3e
coemuHenun oopMysiel (I) M KoTopee oBJlajalT TakxXe MHrUbMUpyowen
perMkaumuio BUY aKTUBHOCTHIO.

B uwacTHocTH, HacTodAmee uzsodpeTeHMe OTHOCUTCS TaKxe K

cCoenMHeHM 0 GOpMYJIR

ero N-okcumy, obapMaueBTUYECKM NpUMeMJIEMON aOOMTUBHOM COJM,
JEeTBEPTUYHOMY aMMHY U CTEePeOXVMMMYECKU MN3O0MEepHOoM o¢opme, 1Ie R?,

3-a'- u -bl=b’-b=b*- umewnr 3HaueHud,

R’>, R!, Xy, m, n, -a'=a’-a
YyKasaHHBE 3IOecChb BEHIlE OJA COefMHeHuMr QopMyJisl (1), n Wi
npencrasaseT cobor NOOXOLAWYK yHaadaseMylw TpPynny, Takyl Kak,
Hanpumep, TaJloTeH, HaNpuMep, XJOop M TOoMYy NomotHoe.

Hacrosdmee msobpeTeHMe OTHOCUTCHA TaKXe K COeIMHEHMIO QOpMYyJIH

OH i

1-6anKnn ? ‘ 4 RY,
5'3l'+">(x I A S
\ ) —ZN l=32'
v¥[=vt

Y

ero N-okcuny, @apmaueBquecxn npuemsieMoy anOIUTMBHOM COJU,
YeTBepPTUYHOMY aMMHY U cmepeoxmmmqecxm M3oMepHOit dopMme, Tae R},
R?, RY X3, m, n, -a'=a?-a®=a'- u -bl=b%-b’=b'- umenT =HaUeHuZH,
YKasaHHEEe 3I0ecChb BHIlEe ojA coeguHeHuMn odopmynu (I).

Hacrosamee nsobpeTeHMe OTHOCUTCS TaKXe K COeIMHEeHUIO GOopMyJIsl
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H 1
f 2
GAKeHUI gt Ry
U Z =

s

ero N-okculy, oOGapMauLeBTHUYECKU NpuUeMIeMOM aOIUuTUBHOMN COJIH,
YETBEPTUUHOMY aMUHY U CTEepeoXVMMUYEeCKM M30MepHOM oGopMe, rne RY,
R?, RY Xy, m, n, -al=a’-ad=a’- U -bl=b?-b3=b’~ umeioT BHaYEHNT,
yKas3aHHeEe 3I0eChk BBl OIS coenmnenﬁﬁ bopmysner (1), u Cy_g—anxkeHusn’
npencraBjseT coboit Cr.g—aJIkeHUJ, HéoﬁﬂsaTeano 3aMellleHHBI UMaHo.

HacTosamee u300peTeHMEe OTHOCUTCA TakKXe K COeIMHEHMIO $OpMYJIbl

ero N-okcuny, oGbapMauLeBTUYECKM NpMeMIeMOM aIoOuTUBHOM COJIM,
YEeTBEePTUUYHOMY aMuHy U cmepeoxmmm@ecxm M30MepHOM ¢dopMme, TIOe RY,
R?, RY Xi, m, n, -al=a?-a3=a‘- Mj -bl=b?-b3=b*- umeT sBHaueHus,
yKasaHHele 3I0ecChb BHIIE OJH coenMHeH@ﬁ bopmyner (I), m Cr_g—ankeHun’
npencraeaseT cobon C,_g-ajikeHun, HéoéﬂsaTeano 3aMellleHHBI LMaHo.

CoenuHeHmnsa o¢opmynu (III-b), KaK nsobpaxeHO HMWXe, [NPUHMMAKT
yyacTie B CUHTes3e COoelIUHEHUMN @opm&nu (I).

CjienoBaTeNIbHO, HacTosAmee u3oOpeTeHMe OTHOCUTCH TakKxe K

coemuHeHuio odopmyss (III-b)

2-GANKeHWN

(Ni-b)
ero N-okcuay, oGapMaueBTMUECKM NPpUEMIIeMON AanIVMTUBHOM COJu,
YeTBEPTUYHOMY aMMUHy U CTepeOXMMmqecxm n3oMepHoit bopme, Dre R? u
X1 MMeT 3HadeHud, yKasaHHHe snedb BHIIE IJIA COeOMHeHUM QOpMYyJIH

(I).

MpenarnodyTUTEeNIbHEIMM coeauMHeHusMu QopMmysiel  (III-b) aBisawTcAd
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TaKMe COeOMHEeHMA, Yy KOTOPHX X; MpencrasnseT coboit NH. BoJee

NpeOrnouTUTeNIbHEIMKM coeduHeHuaMu ¢opmynut (III-b) serasoTcsa Takue

coeIMHEeHUS, rge X, npencraBjgeT cobom NH u Cor_g—aJIKeHun
npencrarpjaerT cobomn CH=CH. HauBouiee NpenrnoYTUTesIb HEIMU
coenmHeHMAMM  GopMyIIH (III-b) ABJIAIOTCA  COeOMHEHUS  QOPMYJIH

(ITI-b-1), xKak onNMCaHO S3HeCh BHIIE,

CoenuHeHua  dopMmyn (If, (1I’), (I77), (I'77), (VII),
(XXVII), (XXIX) n (XXXVII) oduapymmsamT AHTUPETPOBUPYCHEIE
CBOMCTBA (uHDMbupyoume oBpaTHYI0 TpaHCKpuUITazy CBROMCTBA), B
JacTHOCTM, MNPOTUB BUpycCa MMMyHomedpuumTa desoBeka (BMU), KOTOpPHI1
ABJISEeTCSA 3TUOJIOTUUECKUM areHToOM CUHIpOMa NprnoBpPEeTEHHOTO

MMMYHHOTO gneduumra (CIIML) y Jsonmert. Bupyc BHMU npelrnouyTuTesIbHO
MHOMUMPYIT T-4-KJIETKM dYeJIOBEKA M paspyllaeT MX WIM M3MEeHAeT Uux
HOPMAaJIbHYK OQYyHKUMIO, OCOOEHHO KOOPpAMHAUMIO MMMYHHOM CUCTEeMbl. B
pesynbTaTe 3TOrO MHOMUMPOBAHHEI MAaLUMEHT MMEeT BCerna NOHMKEHHOM
uycno T-4-kIeTok, KOTOPHE, KPOME& TOro, MOeMCTBYIT aHOMAalbHO.
[lozToMy cucCTeMa MMMYHOJIOI'MYECKOM BamuTh He crnocofHa OOpoTbCH C
MHOEeKLMAMM U HeonnasMamMu u BUY-uHOMUMpOBaHHEN CcyObeKT OBHUYHO
norubaerT ns3-3a YCJIOBHO-MATOI'@HHEX nHbexLUA, TakKux Kak
MHeBMOHMA, WJIM M3-3a PakoBeX 3abojsieBaHuii. [Opyrue COCTOAHMA,
accoumMmpoBaHHEle ¢ BUY-uHbekumen, BKJIOUAKT TPOMOOLUMTOIIEHMU,
capkoMy Kanoum u  uHbekumio  UEHTpaJIbHOM HepBHON CUCTEMH],
XaPaKTepusynuyoncsa NPOIpeCCUBHEM IeMNeJIMHUPOBaHKeM, IIPUBOIALMM K
OeMeHUMM M  CUMIITOMAaM, TaKMM KakK [OporpeccusHasa IOMU3apTpus,
aTaxkcma “ IOe30pMeHTUMpOBKa. BUY-mHbPerkumsa masiee accouMmMpoBaHa
Takxe c nepudpepuueckom HeBpomnaTueit, NpOTPEeCCUBHON
reHepaJM30BaHHOM JmuMbaneHonaTuen (PGL) wu ClHI-accounmpoBaHHBM
koMnyuekcoMm (ARC).

HacTosdume coenuHeHus npOHBnhmT TakKkXe AaXKTUBHOCTEL [IPOTUB
wraMMoB BUY, YyCTOMUMBHX K neKapCTBeHHomy CpenCcTBY WM MHOXECTBY
JIEKAPCTBEHHEX CpencTB, OCOO0eHHO,  wmTaMMoB BMYU-1, YCTOMUMBHEIX K
JIEKAPCTBEHHOMY CpeIOCTBY WMJM MHOXECTBY JIeKapCTBEHHHIX CpPencTE,
BoJjlee KOHKpPETHO, HacToAlMe CcoelMHeHusa OOHApPYXMBAOT aKTUBHOCTDL
NpoTUB WTaMMOB BUY, ocobeHHO, B1U-1, KOTOpPHE MMeT
NproBpeTeHHyKw YCTOWNYMBOCTL K OOHOMY WMJIM HECKOJIBKMM MHIUOMTOpaM

M3BECTHOMN B OaHHOM obracTu HEeHYKJIe03UIOHON oBpaTHON
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TPaHCKPUIITA3H . zBecTHEE B JaHHOM obnacTu MHITUOUTOPEL
HEeHYKJIEO3UOHOM oBpaTHOM TpaﬁbxpmnTasa, B YacCTHOCTH,
KOMMepueckKre MHIMOUTOPH HEHYKJeOBUOHOM OOpaTHOM TpaHCKPUIITAS3H
ABJIAITCA UHIMOMTOPaMM HEHYKJICO3UMOHOM OOpaTHOM TpPaHCKPUIITAS3H,
MHBIMM, YeM HaCTOSAWME COeIMHeHMs, HacTrosume COeOMHEHUS UMEOT

Takxe cjabywn Wi He KMMepnT a@@MHHOCTb CBA3BIBAHMA C KMCJIOTHBM

TJIMKONpOTEMHOM  O-1 JeJioBeKa; ;KMCHOTHHﬁ TJIMKONpOTEMH  O—1
YyesioBEeKa He OKas3bBaeT BJMSHUS MWIM OKasHBAaeT TOJLKO ciaboe
BJIMAHME Ha aHTu-BUY-aKTUBHOCTH HadTOQmmx COEeIMHEHUN .

Brnaromaps ux aHTMpeTpOBMpdeuM CBOMCTBAaM, B 4YaCTHOCTH,
aHTU-BUU~cBOMCTBAM, OCOBEHHO aHTU-BUU-1-akKTUBHOCTU, COeOUHEHUS
dopmysiel (1), mux N-oxcuaw, @apmaueéquecxm npuemsieMele aniouTUBHEBE
CONMM, YEeTBEPTMUYHBE aMMHH M UX CTEPEeOXUMMUECKM U3OMEpPHHE (GOPME
MOTYT MCNOJIb3OBATLCA MNPU JIeUEHUM MHIOMBUIYYMOB, MHOMUMPOBAHHLIX
B/Y, u nonsa npoduiIakTUKM yKas3aHHBX MHOexumMi. OOEYHO, COeIMHEHMUS
Mo HacrosuweMy WM3006peTeHMUI0 MOTYT bmmb MCHOJIL30BaHE [IpU  JIEYEeHMM
TENJIOKPOBHLBIX XUBOTHHIX, ma@mumposénﬁmx BUpYCaMM, CylLleCTBOBaHUE
KOTOPHX orocpenyercsa ©¢oepMeHTOM 506paTHoﬁ TPAHCKPUIITAZ0M WU
3aBucuUT OT Hero. CocTosaHUsA, Koﬁopae MOXHO TIpenynpeluTb WIu
JIeUMTh COeIMHEHUSIMM HacCTOSAmEeIro M3¢6peTeHMﬂ, O0COBEeHHO COCTOSHUM,
aCCOUMMPOBAHHEIX ¢ BUY M OpyrMMM n[aTOTeHHEMM pPeTpOBMpyCamnu,
BKJIIOY AT cnuno, CHMn—accoumméoaaHHuﬁ KOMILJIEKC (ARC}),
NpOTpPEeCCUBHYIO reHepanmsoﬁaHHym nﬁMQaneHonaTMm (PGL), a Takxe
XpOHKUYeckue =3abosieBaHuA ueHTpaanbﬁ HEepPBHOM CUCTEMH, BH3BaHHLE
peTpoBMpyCaMu, Takue Kak, Hanpumeﬁ, BHU-onocpeloBaHHaAsA IOEMEHLUS
M pacCCesHHB CKJepos.

CoenuHeHusa IO HacCToSlEMY M3§6peTeHMm nnm Jodyie Noarpynny
UX MOXHO, CJeIOoBaTeJIbHO, McnonbsobaTb B KadeCTBe JIeKAaPCTBEHHHX
CpenCTB IIPOTUE BhHIIEYKa3aHHBX coc@oqﬂmﬁ. Takoe wKCNOONbL3O0BaHMUE B
KadeCcTBe JIEKapCTBEHHOTO cpencwaaj Wi crnocof JiedeHus BKJOUAET
BBeleHue BUUY-uMHOMUMPOBAHHEM cyG%ekTaM KoJIM4ecTBa, 20PeKTHMBHOTO
nns OopeOeHl C COCTOSAHUSMHU, accoukmpOBaHHuMM c BUY u ppyrumm
raTOreHHBIMMU peTpoBMpyCaMu, ocodeHHo, BUY-1. B YyacTHOCTH,
coeamHeHusa ¢opmysiel (I) MoTyT GHTEIMCHOHbBOBaHH npy M3TOTOBJEHUU

JICKAapCTBEHHOTI'O cperncraa prect JiedeHnusa ninm HpO@MﬂaKTMKM
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BUUY-mHbeKLMA.

C TOUKM 3pEeHMA MUCIOJL30BaHUA coeluHeHun dopmyne (I), 3Imech
npennoxeH crnocob JseueHus TEerJIOKPOBHBIX XWMBOTHEIX, B TOM 4KCJe
aonen, cTpaganmmx BmpyCHmMﬁ MHbOeKUMAMU, ocoBeHHo,
BUU-uHndpexumsamm, wuam cnocob npo@MJaKTMKM TEMNJIOKPOBHEIX XWUBOTHRIX,
B TOM YMuCIle JoOeMr, CTpajanWMX YKASaHHEMM MHOEKLMAMM. YKas3aHHBIA
crioco® BKJIIOUAET BBeIeHue, [IpenrnodYTUTENbHO, repopanbHoe
BBeneHre, 20PeKTUMBHOIO KoOJMYecTBa coeluHeHusa dopmyns (I), ero
N-okcunHoM ¢QopMel, @QapMauUeBTHUUECKM IpPUEMIIEMOM AanOVMTUBHOM Ccomu,
YeTBEPTUUHOTO aMMHa  Mau BOBMQXHOﬁ CTepeou30MepHOM  GOPMEH
TEelJIOKPOBHBIM XMBOTHBM, B TOM UYMCIE JIOOAM.

HacTosamee wusobpeTeHMe OTHOCUTCA TakKXe K KOMIO3MUMM IJS
JleueHUs BUPYCHHX MHbe kUMM, BRJIOY AL E TepaneBTUYeCcKH
50beKTMBHOE KOJIMYECTBO coenvHeHus QopMmysel (I) 1 dapMaLEeBTUUECKU
NnpueMJIeMbIl HOCUTEJIb Mau pasBaBuTelb.

CoemnmMHeHMsS IO HacToAmeMy  M300peTeHul MAM UMX  JIOYD
NOOrpynny MOXHO U3TOTOBUTE B BuIe pasHBX (QapMaueBTUMYECKUX GopMm
Ons  ueneil BBemeHMd. B KavecTBe NOOXOASMMX KOMIIO3MLUMN 3IeChb
MOXHO LUMTUPOBATb BCE KOMIIOSMLMM, OBBIYHO  MCIOJIB3YEMEE  OJS
CMCTEeMHOI'0O  BBeleHMA  JIeKapCTBEHHHX CpencTB. Ons noaydyeHus
bapMaleBTUYECKUX KOMIIOSMUMUI [10 HaHHOMY n3obpeTeHnw 300eKTUBHOE
KOJIMYEeCTBO KOHKPEeTHOTO COeIOMHEeHMA, HeobsazaTenkbHo, B Buie
agOVTUBHOM COJIM, B KAYeCTBE AaKTUBHOI'O MHIDPEAMEHTa CMEWMBAKT IS
MOJIYyUEHMSI TOHKOM CMecHu C bapMaueBTMUECKM MPUEMIIEMBIM HOCUTEJIEM,
HOCHTEeJIb MOXeT MMEeTb pasjiMuHhe QopMel, 3aBucsumMe OT GOpPMH
npenapara, HYXHOT'O Ons BBEOEeHuUs. Takue bapMaleBTUYECKUE
KOMNOSMUMKM XeJIaTeJIbHE B BMUAE CTAHOAPTHOM JIEKAPCTBEHHOW (GopMH,
nogxonsmwen, B YACTHOCTM, MJIA BBEOEHMUS I[1€popalibHO, peKTasbHOo,
MOOKOXHO MM NapeHTepalbHOM MHBeKumel. Hanpumep, npu nosyyeHun
KOMIIO3ULUM B  BuUIe nepopanbﬁoﬁ: JIEKAPCTBEHHOM  QOPMHEI  MOXHO
MCNOJIb30BAaTh JIOBYK OBGEYHYIO @apmaQeBquecxym cpely, TakKylo Kak,
Hanpumep, Boha, IVIMKOJNIM, Machna, cdmme M ToMy riomoBHoe B Cclyudae
NnepopanbHBIX XMAOKMX [IpenapaToB, TakKuMX Kak CyCHNeH3UuM, CUPOIH,
3JIMKCHUPE, SMYJIbCUMM M PAaCTBOPOB, WM TBEepIbe HOCUTENM, TakKue Kak
Kpaxmalel, caxapa, KaoJuH, pasbaBuTenu, CMasLBaplMe BellecTBa,

CBA3yKUME, PpPa3pHXJALIME areHTH M TOMYy [NOINOBHOe B CJydae



55

[IOPOLIKOR, MUJIoNb , Kancysn u TéOﬂeTox. Beuoy JIETKOCTM  MX
BBEIEeHUs, TabJleTkyM M KalCyJH hpeHCTaBnqu cobom HauboJee
ynoBHele NepopaljibHHe CTaHOapTHHE JIeKapCTBeHHHEe QOpME, B 3TOM
ciydyae, OUYEBMIHO, MCIOJb3YIOT TBepnue bapMmalleBTHMUECKME HOCUTEJIN.
B napeHTepaJibHBIX KOMITO3UUUAX HOCUTEeJb OBBEIUHO BKJIOWaeT
CTepUbHY BOOY, IO MeHbmen Mepe, OoJblled 4YacTbl, XOTA MOTYT
ObITb BKJIOYEHH IOPYyTMe MHTPEIMEHTH, HanpuMep, MJd [NOBHIIEHUA
pacTBOpPMMOCTHM. HamnpuMep, MOXHO [ONYyYMUTb MHBEUMpYEMble pPacCTBOPH,
B KOTOPHX HOCUTEJNb BKJOYaeT conesoﬁ pacTBOp, PacTBOP IJIOKO3H
MM CMeChb COJIEeBOT'O pacTBoOpa M pacTBopa INIIOKO3H. MOXHO Takxke
MNOJIyd4UThb MWHBELUMPYEMHE CYCIEeH3UM, B DTOM Cllydae MoI'yT OHTb
MCIOJIb30OBAaHB XMOKME HOCUTEeJIM, CyCHeHaMpyilMe areHTH U TOMY
nogo®Hoe. BkJiOUEHH Takxe NpernapaTH B BMIEe TBepIOHX GOPM, KOTOPHE
npenHasHadapTca IJiS lpeobpas3oBaHMA, HEe3aInoJTro OO0 MNpuUMeHeHus, B
npenapaThl B BuUIe XMOKOM (GOPMEH. B KOMIIO3MUMAX, [NOOXOOAMMXY IJIs
NOOKOXHOTO BBEIEHUA, HOCUTeNnb, Heobdas3arTesbHO, BKIWYaeT areHT,
MOBHIAKIMIA MNPOHMLAEMOCTb, U/UiM ﬁonxonﬂmwﬁ CMauYMBaKIMA areHT,
HeoBA3aTeJBEHO B COYETaHMM C nomxopsaummm nodaBkamy JioOOM MNPUPOILI
B HeBoNbuMxX KOMuMYecTBax, TaKue nofaBku He OKas3bBawT
3HAUMTEJBHOTO BPEeNHOTO HEeMCTBMA Ha KOXy. VYkKaszaHHee JoOaBKU
MOTYyT OOBJierduTh BBeOeHMe B KOXy W/WiIM MOTYT IOMOYb Npu
nonydeHun TpebyeMhX KOMIO3UUUM. Ykasaﬂﬂae KOMIIO3UUUM MOTYT OHITbH
BBEIOEeHE pPa3JIMYHBMM  [IYyTAMH, HamnpuMep B BuIOe  YPECKOXHOIO
njacTepsda, B BMUIOE HAHOCMMODO MATHA MIAM B BuIe Mas3u. CoeIMHeHudA
no HacTosmeMy u300peTEeHMI0 MOI'YyT GHTQ TAKXe BBeNeHH [10CPenNCTBOM
MHTAIAUMM MaIM  MHCyddaauMmM rnpm  noMomy CIocoOOB UM TOTOBHIX
npenapaTUBHEX GOpPM, MCIOJNB3YEMEX B IOaHHOM o6JacTu IOJI BBeOeHUA
NOCPenCTBOM HAaHHOTO nNyTu. Tak, OOHYHO COEeIMHEeHMA HacTOoAWeTo
nzobperTeHns MOTYT OHTb BBeneQH B Jler'KkMe B BMIe pacTBopa,
CYCIEH3MM WIM CYXOI'Q IIOpOolKa. nmdan cucTeMa, paspaboTaHHas ois
OOCTaBKM PpPAaCTBOPOB, CYCHEH3UM MM CyXUX IIOPOUWKOB [OCPeldCTBOM
nepopaJjibHOM MM Ha3aJIbHOM MHTaJdsuMmM WinM uHCyddnaumum, ABIAeTCHA
nonxondmeyn IOjas BBeOeHUA HaCTOHmmx;coenMHeHMﬁ.

Ina I[IOBBIIEHUA paCTBopMMOCTﬂ coemuHeHun odopmynel  (I) B
KOMITO3MLUYU MOTYT OHITb BKJIIOYEHH rnooxonsauye MHTPEOUEHTH,

HanpuMmep, UVKJIONEeKCTPUHH. [IOoOXOOSmMMM LMKJIOIEKCTPMHAMU SABJIAITCA
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a-, B-, Y-LUMKJIOHDEKCTPMHH WJIM MX [POCTHE 20UPH U CMEaHHHE
2dupPHL, B KOTOPHIX onHa nim HECKOJIBKO TPUOPOKCUTPYIN
aHTUMIOPOIVIOKO3MAHLX 3BEeHbEB UMKJIOAEKCTPMHA 3ameleHr C)_g-aJKMUIoM,

OCOBEHHO, MEeTUJIOM, STUIIOM ZRp0%1 MBOIPONUJIIOM, HanpuMep,

NPOM3BOJILHO MeTUNMpoBaHHHE B-CD; IUOPOKCU-Ci-¢—aJIKUJIOM, OCOBEHHO
TMOPOKCUITUIIOM, TMIPOKCHUIIPOMMIOM MJIM THUIAPOKCUOYTUIIOM; KapBOKCU-
Ci-g—aJIKMJIOM, ocoBeHHO, KapOOKCUMETUIIOM  UJU KapBOKCUBTUIIOM;
Cbﬁ—aﬂKMHKapGOHMhOM, ocoBeHHO aueTunoM. OcCoBeHHO 3BacCJyXMBaloLMMU
BHMMaHMUA B KayecTBe KOMIUIeKCo0oBpa3ynlmx CpelcTB n/mnnm
COMOOUNMNBaTOPOB ABJAAKTCA P-CD, NPOMSBOJBLHO MeTuUIMpoBaHHuM B-CD,
2, 6-oumeTnn-p-CD, 2—rmnpoxcmeTun—B—CD, 2-ruopokcunponun-p-CD u
(2-xapboxcuMeTokcu) nponun-f-CD M,jocoﬁeHHO, 2—rmnpoxcnnponmn¥ﬁ—
CD (2-HP-B-CD).

TepMUH CMellaHHBIMA npocron adup OBHadaerT [IPOV3BOLOHLEIE
LMKJIONEKCTpMHA, Yy KOTOPHX, O MeHbllell Mepe, IBe IUIOPOKCUTPYIIIIH
LUUKJIOOEKCTPUHA npeoBpas30BaHH B INPOCTHE 53bupel paz’nnYHBEMU
rpynnaMmM, TakKuMM KakK, HanpuMmep, rnnpoxcmnponmn M I'MOPOKCUBITUII.

CpenHee MOJIApHOE 3aMelneHue {M.S.) VCIIOJIb 3YIOT Kak
rnokasareJib cpelHero  4ucJa MOJIelt  aNKOKCU3BeHLEB Ha  MOJb
aRrMIpomIKo3s. CpenHAsa cTeneHb 3BaMemenHus (D.S.) oTHoCUTCH K
CpelHeMy UYMCJIY 3aMelleHHHX I'MIOPOKCMJIOB Ha SBEHO AaHTUIPOTJIOKOSH.
Bemmumny M.S u D.S. MOXHO ONpeneNMTh Pas3JIMYKEIMM aHaJMUTHUYECKUMU
criocofamMu, TaKMMM KakK SOepHbM MarHUTHHEM pes3oHaHc (SMP), mMacc-
crieTpoMeTpus (MC) M uHbpaxkpacHas CNEeKTPOCKONMUSA (UK) . B
33aBMCUMMOCTIM OT MCHOOJIB3YyeMoI'o crnocofa, IOJA OOHOTO IOaHHOTO
NMPOM3BOIOHOT'O UMKJOOEKCTPMHA MOI'YT OBITE MNOJIYYEHbl He3HAUMTEJLHO
pasmmuanumrecs BeJIMUMHEL. [lpy wmsMepeHMM  MacC-CIOeKTPOCKOoNuen
BenmmumHa M.S., nOpennodTuTesibHO, cocraBjgdger oT 0,125 mo 10 wu
BenmuyHa D.S., npenrnouyruresibHO, cocraBaseT oT 0,125 no 3.

Ipyrue rnogxomamme KOMnosmﬁmm onsa [epopanbHOTO 158107
PeKTa/JlbHOT'O BBEeOEeHMS BKJKYAKT 4YAaCTHULL, COCTOAmMe U3 TBEepIoM
mjcnepcuM,  BRJoYapmeit coeluHeHue dopMmyns  (I) M OOMH WU
HECKOJIbKO NOAXonAWMX dapMaUEeBTUYECKM [PUEMIIEMEIX BOIOPaCTBOPMMEIX
[NOJIMMEpPOB.

TepMuH «TBepOas OUCHEPCUS», MUCHONL3YEeMHI 30eCh, O3HadaeT
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cucremy B TBeplOoM COCTOAHNM (B orTyindpe QT XNIOKOI'O nian

rasoo0pas3sHOTO COCTOAHMA), BKRIOYALWY, O MeHbmel Mepe, IBa
KOMIIOHEHTA, B OAaHHOM craydae coennHeHue bopmy ikl (I) U

BOINOPaCTBOPUMLIMA [OJIMMEDP, B KOTOPOM OIMH KOMIIOHEHT OUCIEepPTMPOBaH
Gosiee  uaM  MeHee  DaBHOMEPHO Ha BCEM [POTAXEHMM  OPYTOTO
KOMIICHEHTa NI KOMITOHEHTOBR (B JaHHOM crydae BKJIIOYAKT
OONOJIHUTeJIbHEle, (apMaueBTUUECKM NPUEMIIEMEIE ATEHTH, MCIIOJIb3YeMEle
NPy M3TOTOBJIEHMM I[IPENapaToB M = OBHYHO M3BECTHLIE B  HAHHOM
obnacTu, Taxkue Kaxk nnacTudUKaToOpH, KOHCEpPBAaHTH WU TOMY
nogoGHoe) . Korma ykasaHHaa OUCNEepPCUS KOMIIOHEHTOB  SBJISETCHA
TakKoOW, YTO CUCTeMa SABJIAETCA XUMUYECKU UM ObUsMUecCKH OIOHOPOIOHOMN
MJIM TPOMOTE€HHOW Ha BCEeM MPOTAXKEHMM MJIM COCTOMT U3 ONHOM (dashl,
Kak onpeneyieHO B TepMOOMHaMMKe, TakafA TBeplas Oucrnepcus 6Byner
Ha3bBaTbCA «TBEpIObM paCTBOpOM».‘ TBepOrle pacTBOpPH ABJIAIOTCA,
NPenrnouTUTEsNbHO, (QUBMUECKMMM CUCTEMaMM, I[OCKOJbKY KOMIOHEHTH B
HeM OOBIYHO ABJAKTCA OUOJIOTMYECKM HOCTYNHHMU [JIA OPTAaHU3MOB, B
KOTOpPEIE MX  BBOIAT. Takoe npeuMymecTBO  MOXHO, BEpOATHO,
OOBACHUTEL JIETKOCTBIO, C KOTOPOI yKa3aHHHE TBeplble PAaCTBOPHE MOTYT
OOpas30OBHBATbL XUIKME pPaCTBOPH npm KOHTaKTMPOBaAHMM C  XMIOKOM
Cpenoy, TaKol KaK XeJlyHOYHO-KMIIEYHEDI COK. JerKocTb pPacTBOPEHUS
MOXHO npunucaTb, I[10 MeHblleHr Mepé, YacTUYHO TOMYy ©GakTy, UTo
oHeprusa, Tpebyemasa 14 pPaCTBOPEHMS KOMIIOHEHTOB W3 TBEPIOIo
pacreBopa MeHbue, yeM BHeprus, Tpefyemasas Ois8  pacTBOpeHus
KOMIIOHEHTOB M3 KPUCTAaJNJINYeCKOM Mnﬁ MMKPOKPUCTAJIMYECKON TBepOoi
dasul.

TepMnH «TBepmas IUCIEPCUA» BKJOYAET Takke IUCIEPCUM,
KOTOpLIE ABJIAIOTCA MEHee TI'OMOI'@HHHMM Ha BCEeM [OPOTIXKEeHMM, ueM
TBepable pacTBOpe. TakMe OMUCNEPCHMM He SABMASKOTCH XUMUYECKU U
dM3MYECKM ONHOPOOHEIMM Ha BCEM MPOTAKEHMM WM BKIIOYAIOT Bonee,
yeM onHy ¢asy. Hanpumep, TepMmuH &TBepnaH OUCTIEpCHA» OTHOCUTCH
TaKXe K CuUCTeMe, MMeoliel 3O0HH UM HeBojbume o6JacTi, B KOTOPHX
aMOpPQHOE, MMKPOKPMCTAIMYECKOE WM KPUCTAJNIMUECKOe COeOUHEeHMe
bopMy el (I) unm aMopdHelt, | MUKDOKPUCTANINYECKMNA M
KPUCTAJNINYECKMIA BOOOPACTBOPMMEII MNOJMMep Win ofa OMCrnepIrMpoOBaHE
Goslee  wmam  MeHee  paBHOMEPHO B  OpyTroil  dasze, BKJIOYaKLen

BONOPaCTBOPUMEI TOJIMMEP WM COeAuHeHue dopMysnsl (I), wuam TBEepOsi
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pacTeoOp, BKJIOYAKIMIA COeIMHEeHue @opmynm (I) m BOIOOPaCTBOPMMEIL
noamMep. Takue SBOHH SABJAOTCH oﬁhaCTHMM B TBEepOOM MOMCIEepCun,
XapakTepHO  OTMeUeHHbBMU Hexowopbﬁ pusnueckor OCOBEHHOCThI,
HeGonpumMM pasMepoOM ¥ pPaBHOMEPHO Y MPOM3BOJIBHO pacnpelneseHHbMU
Ha BCEM MNPOTAXKEHUM TBEPION IMCNepCun .

Ana  nonydYeHMss TBEPHBX OUCMEPCMIl  CYWEeCTBYIOT  pas3JMuHbe
cnocofsl, BKIOYAKLIME 3PKCTPY3MIO U3 paclulaBa, PACHBUIMTENbHYD CYUKY
U ynapuBaHue pacTBopa.

Cnocol ynapuBaHMA pacTBOpa BKJIOUAeT CJEenyImyMe CTaluM:

a) pacTeopeHMe coenuHeHMUs oopMysel (I) u BOOOPaCcTBOPUMOTO
rnosmMepa B rnooxogsumeM pacTeopuTese, HeoBsa3aTenbHO, npu
[OBBINEHHEIX TeMnepaTypax; |

b) HarpeBaHue pacTeopa, NMOJIYUEHHOTO B cTanum a),
HeoOGAsaTeNbHO, B BaKyyMeé HOO TeX I[Op, I[I0Ka pacCTBOPUTENb He
BHIIAPUTHCH. PacTBOp MOXeT OHTb TakKXe BBUIMT Ha GOJbLYyo
NOBEPXHOCTb, TaK uToOH OOpas3OBHBAaJIaCh TOHKAas IJIEHKa M M3 Hee
NPOUCXOAMJIO BHIIAPMBaHUE PacTBOPUTEJIS.

B cnocobe pacCHBUIMTENBHOM CYWKM OBA KOMIIOHEHTa TaKXe
PacTBOPAKRT B NOOXOLAWEM paCTBopmiene u ofpasoBaBUMMCS pPacTBOpP
3aTEM PAaCHBUIAIT Yepes COIIo pacnaﬁmwenbﬁoﬁ CYIIKM C TIOCJenyo MM
BHIIapUBaHMUeM pacTBOpUTeNA 1“3  of6pa3oBaBUMXCH Karesub npu
NOBHIEHHLIX TeMIeparTypax.

[lpennodYTUTENEHEM  CNOCOBOM  MOJIyYeHMS  YKAa3aHHHX  TBepIHX
IVCIIEPCUM  ABJIAETCH CIOCO6 BKCTPY3UM M3 pacljaBa, BKII0Yaoumii
crenymume CcTanuu:

a) CMemMBaHMe  COoelMHEeHus ‘Qopmynm (I) M [IoOXOOAWeEeIo
BOOOPACTBOPMUMOTO IOJMMEPa,

b) HeoBazaTesbHOE cMemBaHuMe HAO0GaBOK C IOJIyYeHHOM TaKuM
obpa3oM CMechb, |

C) HarpeBaHue wu nepememmaaﬁue TakMM oOOpasoM NOoJy4dYeHHOM
CMeCM OO0 NOoJydeHMs I'OMOTEHHOTO paclulaea,

d) nponyckaHue cC anHynMTenbkoﬁ nojadey rOJIY4EHHOTO TaKuM
ofpasoM pacnjaBa Yepes OOHO UM HEeCKOJIbKO COIUI U

€) oxJaxOeHue pachnjaea OO TeX NOp, [OKa OH He OTBEepPIUTCH.

TepMMHE «IIJIABUTH» u «IJIaBJIEHUE» IOJIXHBI OBITh

VHTEPNPETUPOBAHE B WMPOKMX Inpelesax. YKasaHHHEe TEepPMUHBE He
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TOJIEKO O3HauvawT npeofpasoBaHMe M3 TBEPIAOTO COCTOSAHMA B XUIOKOoe
COCTOSIHME, HO OTHOCSATCSH TakKXe K npeobpa3oBaHMK B CTekJoofpasHoe
COCTOSIHME WM BJJACTUYHOE COCTOSHME, U B TakKx TEepMMHax OIWH
KOMIIOHEHT CMecu MoXeT CcTaTh [OTPyXeHHbM OoJiee WU MeHee
TOMOT'€HHO B OPYyI'OM. B HEKOTOPHX Claydasx OIMH KOMIIOHEeHT OyIeT
IJIaBUTLCS UM OPYTOM KOMIIOHEeHT (n) O6yneT pacTBOPATLCH B paclljaie,
obpasysa TakuMm oOBpaszoOM pacTBOpP, KOTOPHM [IpU OXJIAXIEHMM MOXeT
oBpasz0BEBATE TBEPOHI pacTBOp, uUMewuMi OJ1aronpusTHHE CBOMCTBA
pacTBOpPEHUS .

[locne noJsiyyeHus TBEepIOHX OUCMEepCcuMii, KakK ONMUCaHO BhlE,
NoJIydeHHEle TINpOAYKTH MOTYyT OHTb, Heofa3aTesIbHO, pas3MOJIOTEH U
NpoCesHHl.

IIpooykT B BuUIOe TBEPOOM MOUCIEPCHMM MOXHO PasMOJIOTh MU
U3MeJIbYUTh OO0 dYacTul, uMeuux pas3mep MeHbume, dYeM 600 wMkyM,
NpennodYTUTEeNIEHO, MeHblle, yeM 400 MKM, 2] HauboJgee
NIpeanodYTUTeNIbHO, MeHblle, ueM 125 MKM.

YJacTuuerl, TIOJIyyeHHHEe  Kak  ONMCaHO  Bhile, MOXHO  3aTeM
rnpeobpas3oBaTh oBWernpmH ATEIMA criocobamm B bapMaueBTUUECKUE
OOo3MpoBaHHEle QOPMEl, TakMe kak TabJIeTKM U KaIrcCyJh.

OueBUIHO, 4TO CchneuuanaucrT B 2 OaHHoM ofnacTu SyneT B
COCTOAHMM ONTUMMM3MPOBaTE I[lapaMeTpH OIMCAaHHBIX BhHIIEe CIOCODOB
[Iony4YeHuss TBepOhX nmcnépcmﬁ, TakMe kak Hauboree [OOIXOIALUNA
pacTeopuTesb, pabouas TemnepaTrTypa, TMUII MUCIOJb3YyeMOM alnapaTyphl,
CKOPOCTBb pacCnenmMTeNnb HON CYWKH, [IpOIIyCKHasa crnocoBHOCTH B
3KCTpyIepe IOJa paclJjaea.

BooopaCTBOPUMEIMM IOJIMMEpaMM B dYacTuLax SBJAKTCH [IOJIMMEDH,
KOTOphHIE MMERT Kaxyllyilocs BSA3KOCTb IpM pacTBopeHum npm 20°C B
BOOHOM pacTeope npu 2% (Mmacc./o06.) or 1 no 5000 wmMla, 6oJgee
npennodyruresnbHo, oT 1 no 700 Mlla u, HamboJsiee NPEINOUYTUTEJLHO,

or 1 pno 100 mMlla. IllogxomsAmve BOIOPACTBOPMMLIE IIOJIMMEPH BKJIOUYAKT,

HarnpuMep, aJIKMUJILEJIJIONIO B, TUIPOKCHANKUIILEIITIONIO B,
TUMOPOKCUATIKMUITAJIKMUIILL eSO BH, KapOOKCHAJKMUIILEIJIOIOSH , conm
WEJIOUHBIX MeTaJlJIoOB KapBOKCHUAJIKUITLIEJIIIIOS,
kapBOOoKCHUAJIKUITANKUIILEIJIONO03H, CJIOXHEIE 30MpE!

KapBOOKCHUANTKUIILIEJIII0S, KpaXmMmajbl, IE€KTUHEH, NPOMzZBOOHEHE XUWUTUHA,
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oy—, OJMIO- U T[IoJMcaxapuiil, TakMe KakK Tperano3a, aJlbIMHOBAA
KMCJIOTa WM MX COJIM WEJIOUHLIX MEeTAaJUIOB M aMMOHUS, Kappal'eHH,
rajJloaKTOMaHHaHH, TparakaHT, arap-arap, TymMMmapaduk, KaMenb

POXKOBOI'O IOepeBa M KCaHTaHoBasA xamenb, NONMMaKPMIIOBEIE KUCIIOTH U

nx conu, nonuMeTakKpuJiIOBREIS KMCHbTH u nx coaun, COnoJIiMMephu:
MeTaKpuJIaToRB, TTOJIMBUHUJIIOBLIN crmpT, NOJIMBMHWJIITIMP POV OOH,
CONOJIMMEDEI NOJIMBUHMIINIUMPPOJIMOOHa C BUHMUIIQLETaTOM, KOMOBUMHaUMM

MOJIMBMHUJIOBOTO CHIUPTA M MNOJMBUHUINMPPOJIMIOHAE, NOJMAJIKUIIEHOKCU L
" CONOJIMMEPHI okcuma STUNIeHa u okcuma nponuiieHa.
MpennoyTuTe b HEMU BOIOPaCTBOPUMEMA rnoJsiMMepamu ABJISIOTCA
TUOPOKCUIIPONMUIIME TUJILEJIITIONIO3H .

B kxauyecTBe BOOOPacCTBOPMMOTO  IIOJMMepa [pu  [IOJy4YeHUM
BHIIEYKA3aHHEIX YacTHl, Kak OnNMCaHo B WO 97/18839, MoxeT O6HTbH
MCINOJIb30BaH TaKXe OOMH MJIM HECKOIBKO LMKJIIOOEKCTPMHOB. YKas3aHHbEe
LUMKJIOOEKCTPUHE BKJIOYAIT @apmaueBTﬁqecxm nprieMyieMble He3aMelleHHLe

1 3aMelleHHBle IMKJIIOOEKCTPUHE, W3BEeCTHHE B IaHHon ofbnacTu, 6onee

onpemnesieHHo, a-, P- wan y—umxnoneKCTpMHa UM UX QapMaleBTHUUYECKU
npremJjieMele NPOUS3BOIHEE.

3aMelleHHEE UUKIJIIOOEKCTPUHE, KQTOpPHE MOI'YT OLITh MCIOJIb30OBAHH
OJIA T[OJIydYeHMs BhILIEONUMCaHHBIX qacmuq, BKJIOYAIT IIPOCTHE NOJIUIOUPH,
onmcaHHele B naTeHTe ClIA 3459731. CrnenywoliMMM  3aMelle HHEIMM
UMKJIOOEKCTPUHAMU SBJAKTCA MNPOCTHE 2dups, Yy KOTOPHIX BOIOPO.N
OOHOM WMJIM HECKOJbKMUX rmnpoxcmrpynn UMKJIOONEKCTPKUHA  BaMeHeH
Ci-g—aJIKMNJIOM, PMHPOKCM_CLﬁ’aHKMHOﬁ, KapBokCu-Ci.6~aJIKMJIOM  MJIU
Cbﬁ—anxmnoxcnxap6oamn—cbﬁ—anxmnomg WM UX CMellaHHBle [IPOCTHe
30upHL. B 4YaCcTHOCTH, TaKVMN 3aMeleHHEMM LHMKJIOOEeKCTPUHaMK
ABJIAITCA MNPOCTHE 3QUPH, Y KOTOPHX BOLOPOO OIOHOM MM HECKOJbKUX
TUOPOKCUTPYTIT UMKIIOHEKCTPMHA 3aMeHeH Cj_3-alIkuioM, TUAPOKCU-Co_g-
anKuioM, KapOokcu-Cj-;-ajkuioM, wuau O6oJiee oOnpenesyIeHHO, MEeTWUIIOM,
simnom, TUIOPOKCUITUIIOM, runpoxbmnponmnom, TUIOPOKCUBYTUIIOM,
KapBOOKCUMMETUIIOM MIU KapBOKCUITUJIIOM.

OcoBeHHO MCIIOJIb 3y EMbIMU  ABJIAIOTCA IpoOCTHE cliZye)

B-uMkIOOEKCTPUHA, HanpmMep, aviMe TV~ B~ UMKIIO I8 KCTPUH, Kak

onucaHo B Druds of the Future, Vol. 9, N 8, p. 577-578 by M.

Nogradi (1984), u mnpocTele nRoJu3dMPH P-UMKIOLEKCTPUHA, [pUUEM
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NnpUMepaMm MxX ABJAITCA, HaNpuUMep, I'MIPOKCUNPONUMI-P-LUUKIOOeKCTPUH

M TUIOPOKCUDTUI-B-UUKIOOEKCTPMH. TaKuM aJlKUJIOBEM 30MpPOM MOXET
ObBITE METWJIOBEIM B0UP CO CTEeleHb 3aMelleHusa NpUubIu3UTesSIbHO OT
0,125 no 3, Hanpumep, npubausurenrHo or 0,3 Do 2. Takon

TMOPOKCUTNIPONMUIIUMKIIOOEKCTPUH, HarnpumMmep, MOXeT OBITH MoJiy4deH

B3aMMOINENCTBMEM MexOy [-UMKIIONEKCTPUHOM M OKCMIOM [IpONMiieHa u
MOXeT MMEeTh Benuqhﬁy MS npmbmmsurensHo or 0,125 pmo 10,
Hanpumep, nputnusurensHo oT 0,3 mo 3.

IpyTumM TUIIOM 3aMelle HHEX UMKJIOOEKCTPUHOB SIBJISIOTCA
CyJib OOy TUIILUKIIONE KCTPUHEL.

OTHomeHue  coeluHeHusa  GOPMYyJH (I) K BOOOPacCTBOPUMOMY
roJIMMEpPyYy MOXET BapbUPOBATHL B mmpdxmx npenenax. Hanpumep, MOXHO
NpuMeHaTsL oTHoweHusa orT 1/100 mo 100/1. Ilpexcraendioume MHTEpeC
OTHOWeHMa coenauHenusa o¢opMyas (I) K UMKIOHEKCTPUHY COCTaBJISOT
npubnusurensHo or 1/10 mo 10/1. IpeacraBndomme OOJbIUM UHTEpPEC
OTHOWEeHMA coenuHeHus o¢opMysn (I) K ULMKIJIOOEKCTPUHY COCTAaBJIAT
npubnusnrensHo ot 1/5 mo 5/1.

Janee MoxeT OHTbL yIOOOHO MBTOTOBUTE coelnHenus o¢opMmynel (1)
B GopMe HaHOYacCTML, KOTOpHE WUMEnT MOIMdMKATOP [1OBEPXHOCTH,
agcopbUpOBaHHEIM Ha €TI0 I[I0OBEPXHOCTM B KOJMUEeCTBE, HOOCTATOYHOM
IJ1d coxpaHeHusa 30PekTUMBHOI'O CpelHero pasMmepa 4YacTull MeHblle, 4YeM
1000 wuM. CuuTaeTcs, YTO IPUI'OOHHEE MOOMOUKATOPH MOBEPXHOCTU
BRJIOY AT MoIoMdMKaTOPH, KOTOpPHE dusmuecku NpUINIamnT K
[NOBEPXHOCTM coenuHeHus odopmysisl (I), HO He CBSA3BBAKTCA XMMUUECKU
C YyKasaHHeBM coeluHeHueM. llogxonsmpye MOIMOMKATOPE NOBEPXHOCTU
MOXHO, npennodTUTENILHO, BRIOpaTh ns OpT'aHUYEeCKUX "
HeOpTraHMYeCKMX QapMaueBTUUYECKUX IDKCUUNMEHTOB. Takue sSKCUMUIIMEHTE
BKJIOYUAKT pa3JIM4YHbBIE [IOJIMMEpPhl, OJIMI'OMEPHEl C HUBKOM MOJIEKYJISAPHOMN
Maccoy, MNpUPOIOHHE [IPOOYKTH U ndsepxnocwﬂo~amTMBHae BelecTERa.
[lpennodruTresbHee MOAUPMKATODH noaépxnocmm BKJIOYAIOT HEMOHOTEHHEe
M aHMOHOTI'@HHbHle IOBEPXHOCTHO-AaKTMBHEHE BelleCTBA.

Eme oIuH MHTEepecCHHN nNyThb Bxﬁmqeﬁmn coenuHeHun oGopMyan (I)
B KOMITO3MLMIO BKJIIOYaeT B cebsa crnoco® MIPUTOTOBJIEHNA
bapMalleBTUYECKOM KOMIIOSMLMM, [PpM I[OMOWM KOTOPOTO COEIUHEHUS

dopmysiel (1) BrIOYAT B I'MIAPOOUIIBHBEE [IOJIMMEPH M HaHHYK CMecCh
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HaHOCAT B KauecCTBe IUJIEHKMU-TIOKPLITMS Ha MHOTOUMCJIeHHbBEe HeboJsbliue
TPaHyJlbl C T[IOJy4YeHMeM, TaKuM oOBpasoM KOMIO3MUMM, KOTOPAS MOXET
ObiTh JIETKO I1OJIydYeHa U KOTOpas SfABRJIAETCA MNOOXONAWEMN NJA [OJYyYeHMS
bapMalLeBTUMUYECKMX HO3MPOBAHHHX GOPM IJIsS NepopasibHOI'O BBEIEHMS.

YKasaHHbE TIPaHyJEl BKIKYAKNT LEHTPalbHYO, OKPYIJIEHHYI WK
chpepuueckyo CepIUeBUHY, [LJIeHKY~-TIOKPLITHE nus3 TUIPOOUIILHOTO
rnonmMepa u coenmHeHusa oopmynn (I) u, HeoBsaz3aTenbHO, CJON-
MMOKPHTHME OJ1 I'epMeTu3aluu.

MaTepuantl, nogxonsmue ons MCIIOJIE30BaHNA B KauecTBe
CepllUeBMH B I'paHyJlax, ABJALTCA pasHooOpasHEMU, NOpPU YCJIOBMU, UTO
YKa3aHHBle MaTepuasbl ABJAKTCA QpapMaueBTUUECKM MPUEMIIEMEIMUM U
VIMEIOT noagxonAaumme pasMepa U [IPOYHOCTE . [puMepamu TaKUx
MaTepualJioB ABJISIOTCSA NOJIMEPH], HeopTraHuJyeckue BelecTea,
OpPTr'aHMYEeCKME BeUEeCTBa M caxXapuib U UX [IPOUIBOOHLIE.

OCOoOeHHO  BHI'OOHBM SABJISETCA M3TOTOBJEHUE  BhHlleyKas3aHHBIX
bapMaleBTUUECKUX KOMITO3ULMNA B BULE YHUPUMUMPOBAHHOM
JleKapCTBeHHOM  QOpMEl IO NPUUMHE JIETKOCTM €€ BBeIeHUS U
OOHOPOIOHOCTU HOSMPOBKMU. Yﬁn¢mumposanﬂue JlekapCTBeHHEe GOopME,
UCHOJNIb3YyEeMble 3HOeChb, OTHOCATCH K OOM3MYECKM IMCKPETHHM €IUHULIAaM,
NOoOXOonAWL¥MM B KauecCTBe YHUMOUUMPOBAHHEIX 103, I[IpMYeM Kaxnas
eIMHMLIa COHNEepPXUT 3anaHHOE KOJMYECTBO AKTMBHOIO MWHTPEIMEHTa,
BHIUMCJIEHHOTO OJIS BH3HBAHUA HymHoro TepaleBTUYECKOT'O OeNCTBUHA, B
coueTaHuum ¢ TpebyeMuM OQapMauLeBTHMYECKMM HoOCUTesieM. llpuMepamu
TakMX YHUOMLUMPOBAHHRX ﬂeKapCTBeHHHX bopMm saBnawoTca TabseTku (B
TOM ducse TabineTkyM C HacedkaMuM MM TableTKM C [OKPHTUAMUA) ,
KarcyJel, NOWMIIOIM, [MAaKeTUKM C [OPOMKOM, OBJaTkyu, CyNIO3UTOPUM,
VHBELVDYEeMEE pPacTBOPH MM CyCNEeHsuMM u TOMy nonobHoe u ux
pa3IesieHHBle KpaTHHE YacTu,

CnneumanucT B objlacTu JjedyeHusa BUUY-mHbekUMM MOXET OIMpPEeNesmMTb
a3pdexkTUBHOE CYTOYHOE KOJIMYECTBO nus npencTaBJIeHHEIX 3I0ecCh
pPes3yJbTaTOBR MCHHTaHusi. B oBweMm, npenrnonaraercsa, 4ro spdekTmBHOe
CYTOYHOE KOJIMYECTBO HOJXHO Omrb oT 0,01 mMr/kr mo 50 Mr/kr mMacch
Tena,46onee npennhoMTenhuo, or 0,1 Mr/kr mo 10 MD/KT Macce
Tena. MoxeT OHTE NONXOAOALMM Has3HadeHue TtpebyeMmoin OO3H B BuUIe
ABYX, Tpex, dYeThpex wmm Oojyiee cyOno3s, BBOOUMEIX MNPM NOOXOOSLMX

MHTepBaJlaXx BpPEeMeHM Ha MNpoTAXeHuM HHA. Takue cyd®no3bsl MOTYT ORITH
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M3TOTOBJIEHE B BUIOE YHUPULUMPOBAHHBIX JIeKapCTBEHHHX bopm,
HanpmMmep, conepxaummx oT 1 no 1000 Mr, ocobeHHo, oT 5 mo 200 Mo
AKTMBHOI'O MHIPEeOVEeHTa Ha YHMUMOMUMPOBaAHHYI JIeKapCTBeHHY dopMy.
TouyHaa QnOo3a M YacToTa BBENeHMA 3aBUCAT OT KOHKPETHOTO
UCIIOJIB 3yEMOTO coenVHeHus bopMmy s (1), ornpeneJjyIeHHOTOo,

nonoBpepraeMoro JiedeHMAa COCTOAHMA, THAXEeCTUM IIOIBEPITaeMOoro JIedeHU

cocTrosaHuAa, BO3pacra, MacCcCH "n obuero ®M3quCKOPO COCTOAHUA
orpenesyIeHHoIro rnauvieHTa, a TaKxe Ipyroro JIEKapCTBEHHOI'O
cperncTea, KOTOpoOe MOXeT IIPMHMMATDH MHIUBUIOYYM, 4TOo Xopouo

M3BECTHO CHNeuMajmcTy B HaHHOM o6nactu. Kpome TOro, OuYeBUIHO,
4TO YKaszsaHHoe 3(0PeKTUMBHOE CYTOUHOE KOJMYECTBO MOXeT OBThb
CHVMXEHO MWMJIM [OBHIIEHO B 3aBUCUMOCTM OT peakuuMy [NOIBEPTAaeMOTI0
JledeHumio cy®wexTa M/uUaM B BaBUCMMOCTM OT OLEHKM Jledauero Bpauya,
NpOoNMUCHBAKIIETO COeIOMHEHMA HacToAmero uz3obpereHus. 3SdbeKkTUBHEHE
OVanasoHbl CYTOUWHBIX KOJIMYECTB, YyKas3aHHHE 3IeChb BHIlle, HABJISOTCH,
CJIeIOBATEJIBHO, TOJNBKO MEeTONMUYECKMMM pPeKOMeHIaUuMsaAMM M B HUKOen
Mepe He I[pelHa3Ha4YeHH OJAA OoI'paHuyeHusa obbeMa MM UCNOJAb30BaHUS
nzobpeTeHus.

Hacrosamme coennHeHus bopmysiE (I) MOXHO MCIIOJNBE30BATh
OTIOEJIbHO WM B KOMOMHAUMM C OPYTMMM TepaneBTUYECKMMM areHTaMu,
TaKVMMM KakK aHTUMBUPYCHHE CpencTBa, aHTUOMOTUKM, UMMYHOMOIYJIATOPHI
MM  BAKUMHB OJI9 JIeYEHUS BUPYCHHX MHOekuUMM. MX MOXHO Takxe
UCIOJIL30BAaTh OTIOEeJILHO nnu B KoOMBMHaUUMU c OpyTUMM
NpoduIaKTMUECKMMM areHTaMM OJI1S NPOOMUIIAKTUKM BUPYCHHIX MHOEeKLM.
Hacrosauue coenqMHeHus MOTYT OHTL NCIOJIE30BAHH B BaKUMHAX %!
criocofax g 3SalMTH MHIMBMIYYMOB OT BUPYCHHEX MHOexkUut Ha
NPOTAXEHUM [MPOIOJIXKMTENbHOI'O Iepuoda BpeMeHM. CoeOMHEeHMA MOXHO
MCIIOJIE30BaTE B TakMX BakuuHax Jaubo oTmenbHO Jubo BMecTe C
APYTUMM  COEIMHEeHMSAMM HAacToAmlero u3obpeTeHUMS MM BMecTe «C
IpYy MMM AHTUBUPY CHEIMM areHTamm criocoBboM, COBMEC TUMBIM c
OBWENPUHATEIM MCIIOJIb30BaHUEM MHTUOUTOPOB OOpaTHOW TPaHCKPUITAa 3
B BakKUMHAaX. Taxk, HacTodlMe  CoOeIMHEeHMS  MOXHO  CMelaThb C
bapMaueBTUUECKM NPUEMIEMEMU AOBIOBAHTAMM, OOBUHO MCIOJbL3yEeMBIMM B
BakKlUMHaX, U BBeCTM B MnpodpmiiakTudecku 3¢PekTUBHOM KOIUUECTBE IJIg
3allMTHl  MHOMBMUIAOYYMOB HAa MNPOTAXEHMM [IPOINOJIXMTEJSIBHOTO Iepuona

BpeMeHu oT BUYU-uHdexumm.
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KpoMe TOTO, B KauecCTBe JIeKapCTBEHHOTO CpeIcTBa MOXeT OHThb
MCIIOJIb30BAaHA kKoMOMHAUMA  aHTUPETPOBUDPYCHOTO cCOoenOuHEHMSA )7
coenuHeHus Qopmynel (I). Taxum oépaBOM, HacTrosmee usobpeTeHue
OTHOCUTCSA TakKXe K MNpOOyKTy, conepxaimeMmy (a) coeIMHeHMe QOpMYJIH
(I) “ (b) Ipyroe aHTUPeTPOBUPYCHOE coeagmHeHUue, B BMIOe
KOMOMHUPOBAHHOT'O Mpenapara Mg OOHOBPEMEHHOTO, pasnesIbHOTO WM
[OCJIeNOBaATENEBEHOTO UCIOJIb 30BaHUA npm JeYeHUn NPOTUB BHUY.
PasiuuHele JekapCTBEHHHE CpenCTBa‘MOPYT OuTh OO6BeIMHEeHH B BUIe
OIOHOTO npernaparTa BMecCTe C dapmaLeBTHUUECKHU npremiieMeMY
HOCUTEeJIAMU. YKaszsaHHbBMM IOPyI'MMU aHTMpeTpOBmpyCHmMM CoeOVHEeHUAMU

MOTYT OBTb M3BECTHHE aHTMpeTpOBMpyCHbIe coellMHeHMAda, TakKue Kak

CypaMMH, [EeHTaMMOMH, TUMOINEHTMH, KACTAHOCHNEpPMMH, IJeKacTpaH
(nexcTpaHcynedar), odockapHer-HaTpui (TpuHatpunpocpoHodpopmuar),
HYKJIeO3MOHBIE  MHTUOUTOPH  OOPATHOM  TPaAHCKPUITASH, HanpuMep,
SUOOBYIOUH (3’ —asungo-3’ ~-0eOKCUTHUMUINVH, AZT), ONOaHoO3UH
(27, 3" ~opuneokcumHoOz3MH; ddl), =zanumrabud (omMoeokcuUMTMIMH, ddC)
umm  nammBymuH (27,37 -muneokcu-3' —THMauMTUIONH, 3TC), cTaBynuH
(2',3'—ﬂmnePMﬂpo—3'—ﬂeOKCMTMMMHMH,‘ d4T), atakaBup u TOMY

nonoGHoe; HEeHYKJIeO3UIOHHE MHIMOUMTOPH of6paTHOM TpaHCKPUITAa3b,
TakmMe Kak HesupanuH (ll-uukiaonponun-5, l1-ourunapo-4-MeTusn—6H-
ounupuno [3,2-b:2' ,3’-e] [1,4] omazenmH-6-oH), adaBupenL,
OenaeupianH, TMC-120, TMC-125 wu Tomy nomobHoe; odochoHaTHueE
VHIMOUTOPE OOpPaTHOM TPaHCKPUIITA3H, HalpuMep, TeHOGOBUp M TOMy
nonobHoe; coenuHeHns TUIa TIBO (Terparmopoummaaszo(4,5,1-
jk][1l,4]06enz3ommazsenui-2 (1H)-oHa M -TuoHa), HarnpuMep, (S)~-8-
xnop-4,5,6, 7T-Terparnnpo-5-mMeTuin-6- (3-mMeTmi-2-

B6yTeHws) ummnnaso[4,5,1-3k] [1, 4] 6enzoouasenmuu-2 (1H) -TtuoH;

coenmMHeHmusa  Turna o-APA (o-aHuaMHOPeHMNaueTaMMHa) , HarnpuMmep,
o- [ (2-HuTpodenusn) aMmmHo] -2, 6-guxjopbeH30NnalueTaMn g u TOMY
nonoGHoe; MHIMOUTOPH  TPaHC-aKTUBUPYKIMX OeJIKOB, Takme Kak

TAT-uHTMOMUTOPH, Hanpumep, RO-5-3335, wau umHruburopel REV u Tomy
nonobHoe; MHIMOUTOPH MpoTeasH, HalnpuMep, MWMHIMHABUD, PMTOHABUP,
caxmuHaBup, JIOINIMHaBUP (ABT-378), HendMHaBUD, aMIipeHaBup,
TMC-126, BMS-232632, VX-175 u ToMmy nomnoGHOE; MHIMOUTOPH CJMSHUA

KJjeTok, Hanpumep, T-20, T-124% m Tomy nomoBHoe; aHTATOHMCTH
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peuenropa CXCR4, Hanpumep, AMD-3100 u Tomy nomofHoe; MHIUOUTODH
BUPYCHO UHTeIrpashH; HYyKJIeOTMHONONOOHEE MHIMOMTOPE oOBpaTHOMU
MHTerpassl, HanpuMmep, TeHOPOBMP M TOMY INOOOOHOE; UHIUOUTOPH!
pUOOHYKJIeOTHAPpEe OyKTa 3k, HanpmMep, IMOPOKCUMOYEBUMHA U TOMY
nonotHoe.,

BBeneHMeM COeOMHEHUM [10 HacTosmeMy H300peTeHMI© C OPYyIMMU
QHTUBUPYCHBEIMM aT'€HTaMyi, KOTOpHEe HaleJleHbl Ha pasHbele COORTUS
BUPYCHOI'O LMKJIa XU3HM, MOXHO YCWUJIMTE TepaleBTUYECKOEe neMcTBUue
YKa3aHHEX coenunHeHuM. KoMOMHaLUMOHHEE Tepanuyu, KaK ONMCAHO BHIIE,
obHapyxmuBaeT CuUHeprudeckuin 3¢0deKT B MHTUOMPOBAHMU penaMKauum
BMY, Tak Kak KaxXOblil KOMIIOHEHT KOMOMHAaLUMM INEeMCTBYEeT Ha pPas3JIMUHLI
camT penaukauum BUY. Mcnosib30BaHMe TakKMxX KOMOMHALMM  MOXeT
CHUBUTL 1003y IOaHHOIO OOWeNpUHATONO AaHTUPEeTPOBUPYCHOTO AareHTa,
KOTOPBI OOJIXeH TpeBoBaTbcA | IS OOCTUXEHUSA HYXHOTO
TepaneBTUYECKOTO WM MPOPUITAKTUYECKOTO INeNCTBUSA, I[10 CpaBHEHMIO
CO cJyyaeMm, KoTIa TaKoOM areHT BBOOAT B KaueCTBe MOHOTepanuu.
Takue koMOMHALMM MOTYT CHUBUTBH WU MCKIIIOYATL [10GO4YHEIE HEMCTBUSA
OOWENPMHATON AaHTUPETPOBUPYCHOM MOHOTEepanuu, B TO Xe& BpeMsa He
Mellad AaHTMBMPYCHOM aKTMBHOCTHU afeHTOB. YkamaHHBle KOMOMHalUUM
CHMXAIOT MOTEeHUMaJ YyCTOMUYUMBOCTMU K fepannm OHMM areHTOM, B TO Xe

BpeMA MMHUMMUIUDYA J'IIO@YIO . ACCOUMMPOBAHHYK® C 3TUMM TOKCUYHOCTL.

Takue KOMBMHaLUMN MOTYT TaKxe [IOBEICUTb 3bdeKTUBHOCTD
OBWEeNnPUHATOTO areHTa Bes [IOBHIIEHU S CBA3aHHOM c 3TUM
TOKCUYHOCTMU.

CoenHeHusa IO HacTosleMy Msoﬁpemeﬂmm MOT'YT OBITE TakKXe
BBEIEHbH B KOMBMHAUMU C MMmyHomonynmpymmMMM areHTaMmm, Halpumep,
JIEBaAMM30JIOM, OpONMPMMMHOM, AaHTUTEJIaMM NpoTMB albda-uHTepdepoHa
yesioBeka, MHTepdpepoHoM-anbda, UHTEepJIeNKMHOM 2,
MEeTMOHMHBHKedpanmmHoM, musTUIIMTHMOKapBamMaToM, GaKTOPOM HeKpos3a
ONyXOJiM, HAJNTPEKCOHOM U TOMY nonoBHoe ; aHTMOMOTHMKAaMM, HAMNpUMeEp,
NeHTaMUIONHUBE TUOPATOM u TOMY nonotHoe; XOJIMHEepIMYe CKUMU
areHTamm, Harnpmumep, TaKpVHOM,  -PUBACTUTMMHOM, IOHEene3suioM,
raJjlJaHTaMMHOM U TOMYy I1onoBHoe; BiiokaTopamu KaHAaJIOB NMDA,
HanpuMep, MEeMaHTMHOM, OIa MNpodumilakTuky uiu 6opsObl ¢ MHPEeKLMel U
3ab0oseBaHMAMM MM CuUMITOMaMu 3aboJIeBaHMM, AaCCOUUMUPOBAHHBIX C

BY-uHdpexkumenr, Taxkumm xak CIONI wu ARC, Hanpumep, IeMeHLMUA.



66

CoenuHeHue ¢QopMynel  (I) MOXHO Takkxe KOMOMHUMpOBATH C OPYI'MM
coenoMHeHueM Qopmynet (I).

XoTsa HacToAmee wulobpeTeHMe CHOKYCHMPOBAHO Ha MUCMOJIb30BaHUM
HacTOAWUMX COENMHEHUM IJA NpodunakTUKM MM JedeHus BUU-mHbekuM;
HacTosmMe COeOMHEeHUsT MOXHO TakKke UCIOJb30BaTk B KadecTBe
MHTUBUpYRUMX areHTOB ISt IPpyTUX BUPYCOB, KOTOPHE 3aBucsaT OT
AHAJIOTMUYHHX OOpaTHHX TPaHCKpUNTas miaa oO0s3aTesIbHBIX COOBITMNI B UX
LUUKJIE XWU3HM.

Crenywomye nNpuUMepH NpelHasHadyeHH U8 WIJIOCTpalMM HacToSAWero

usobpeTeHNn.
JOKCcrepuMeHTaNbHa 4YacThb
Huxe «IMO» oBozHadaeT N, N-numernnpopmamm i, «DIPE»
oBosHauyaeT OUN3OINPONNIIOBEIA s¢up, «TT'O» obo3Hayaer

TeTparuipobypaH, «IMA» ofBoszHadaeTrT N,N-nuMmeTunauertammn, «IMCO»
obos3HavaeT OMMeTUJICYNbdokcul, «DME» of6o3HauaeT  OVMMETHUJIIOBLIM
30up, «EtOAc» oBos3HauaeT 3TMJaueTarT, «EDCI» O3HadaeT
N’ - (aTunkapboHummugoun) -N, N-oumMeTun-1, 3-nponaHaMaMmH.
A. Tlony4YeHye NPOMEXYyTOUHHIX COeOMHEHUN
Mpumep Al

a) lNonyyeHMe NpPOMEeXyTOYHOI'O coenmHeHusa 1

(=

nBulLi (0,012 Mone) mpoGaeasioT no kamjasaMm npu -70°C k cMmecwu
N’ - (4-6pom-2, 6-guMmeTundenmns) -N, N-grMe TmiMe TaHMMMIOaAMM Ia (0,0078
Monb) u TIr'® (20 mn) B Toke N;. CMmech nepemeumBaloT npu -30°C B

TeueHMe 30 MMHYT, 3aTeM oxJaxnaoT no -70°C. To kanjaaM Oo0B8aBJISKOT
cMech OM® (0,078 mMomp) m TI'd (30 mmu). CMech NepeMewMBaKwT NIpu
-70°C B TeueHMe 2 yacoB, 3aTeM HarperpawT no 0°C, BeumpawwT B Hy0
M BKCTPAarMpyioT sTujaueTaToM. OpraHMueckuit CJoi OTHeJNsoT, CcyuwaT
(MgS0Q4), OUIBTPYIOT M pPacTBOPUTENb BHMNapupawoT. Buxonm: 1,8 T
[IpOMEeXyTOUHOT'O coenuHeHus 1.

b. HosydyeHne MNpOMexXyTOdYHOI'O COeIMHEeHUs 2
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Cmech OuaTwi (umaHoMeTus) pocponara (0,0037 wmosms) u TI'O
(10 mn) oxnaxnaior no 5°C B Toke N;. Topumsamy no6aBaAOT TpeT-

oyrokcun kammsa (0,0037 wmonb). CMech nepemeumpalor npu 5°C B
TeueHne 30 MMHYT, =aTeM lIepeMellMBalT IpU KOMHATHOM TeMiepaType
B TeueHue 30 MuHyT. JOoGaBISIOT CMEChb IMPOMEXyTOUHOTO coenuHeHuMsa 1
(0,0024 moys) m TI'd (10 mMn). CMmech I[epeMellMBAKOT [IPM KOMHAaTHOM
TeMrneparype B TedeHuMe 1 daca, saTeM BoummMBawT B HyO nu
akcTparupyiloT CH,Cl;. OpraHmueckme cCJjion ornesisor, cymaTr (MgSO4),
duneTpyloT U pacTBOpUTENb BHNOapupakoT. Boxon: 0,82 r  (100%)
NPOMEeXYyTOUHOI'O COeIOMHEHMS 2.
c) MoaydeHue MNPOMEXYyTOUYHOI'O COeIUHEeHUA 3 M [IPOMEeXyTOUHOTIO

coenuHeHus 22

2 4

3 MM&

CMecb MNpOMEXyTOWHOro coemuHeHus 2 (0,059 wmoas) u ZnCl;
(0,299 wmose) un osranona (150 MJI) [epeMemMBaRT U KUIATAT C
OoOpaTHEM XOJIOOMJILHMKOM B TeueHue 24 YyacoB, =3aTeM BLUIMBAKWT B
pacTeop K;CO; (10% B BOmE) ™ axcﬁparmpymT CH,Cl,. OpraHuueckuit
cJioM oOTIOeN[anT, cymarT (MgSQ,) , QUL TPYIOT n pacTBOPUTETb
BrinnapmpamoT. Ocratok (9 1) kpucrammmsywT u3 DIPE. OcTaTok
OTOUMILTPOBHBAKT M cymar. Brxon: 0,8 1 (6%) $pPOMexXyTOYHOTIO
coemMHeHUA 22. OuIbTpaT KOHUEHTPUPYIOT M I[I€peKpUCTaJIJIM30BEBAT
n3 DIPE, nonyuyad npyu 3TOM 6 I NPOMEXyTOYHOI'O COeIMHeHMA 3.

B anbTepHAaTUMBHOM Cllydae I[IPOMEXYyTOUYHOE COeIMHEeHMe [OoJIydanT
TaKxe CJeIyLMM CrnocofoMm:

Kk pacTeopy 159 r 4-mton-2,6-auMmermsibeH30J5aMmuHa  J0BaBJALOT
63,8 1 auerara HaTpMUA. PeakKLMOHHYK CMeChb  BBIOEDXMBaKOT B
arMochepe aszora. [JobaBasior 7 T YBnaxneHHoro najagusa Ha yIJe
(pPd/C, 10%) wu 64,4 wMn axpmﬁoummpmna. PeaxkUMOHHYI CMechb
HarpeBakbT no 130°C u nepeMemmBaKwT Ha MNPOTSXEeHUMM HoWM. Ilocne

OXJIaxXOeHUs OO KOMHATHOM TeMmnepaTyph mnoBaensior 0,5 a1 Tojyosa u

0,5 51 N,N-mguMeTmnauerTammuna. PeakKUMOHHYK CMeCh OQUMILTPYKT UYepes
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OMKAIUT U ouiIbTp npomeBaloT 0,5 ﬁx ToJsiyona. K cMmecm nofaBjgioT
BoOy (6J1) M rnepeMeumBaiT B Teqeﬁﬁe 30 MmHyT. CJiom pasgenswor. K
BOOHOMY cJicl0 noGaBnfdioT 1 7 TOdyoJla M CMeCh I[epeMemmMBalT B
rTeyeHre 30 MuHYT. CJiOM pasesiioT CHOBa. OTHEJeHHBe OpTaHUYecCKue
cyioM cobuparnT M pacTBOPMTENb BHMIAPUMBAKWT, MoJiyyas npu 3ToM 123
NpoMeXyTOYHOI'O COeIuMHeHus 3.

[IpoMexyTOUYHOE coenuHeHue 3 npeobpaszynT B ero
TUOPOXJIOPUAHYI COJIb CJenyouMM oﬁpésom:

K cMecu 123 1 npomexyTquoro;coenMHeama 3 B 630 Mn sTaHona

noGasnswoT 1,25 71 OMM30MNPOMMIOBOTO 3dupa. PeaKUMOHHYI CMech

BRIIEPXMBAKT B aTMocpepe asora. CMece HarpemaoT mno 60°C u
nepemeunsairT B Tedenue 30 muHyT. HoGamasior 120 mMiu 6 H pacTeopa
COJISHOM KMCJIOTH B 2-TPOINaHoJia M CMeCh [epeMelMBaiT B TeueHue 30
MUHYT. [locne oxJjaxneHus no Komaéwnoﬁ TEMIEPaType pPeaKUMOHHYIO
CMeCb QuUIBTPYT M OCTaTOk npoMmeiBaioT 100 M 2-nponaHoJia.
ObpazoBaBuMiCA OCTATOK CymaT NPM MNOHMKEHHOM HaBjeHum npu 50°C.
Beixon: 103r (77%) coJu xnopnbmosonoponﬁoﬁ KU CJIOTH (1:1)
NPOMEXYyTOUHOI'O COoeOMHeHus 3.

[lpoMexyTouHOe coemmuHeHme 3 (E) nosyuaoT craenywommMm ofpasoMm:

x) IlosydyeHue MNPOMeXYyTOUHOI'O coeImmHeHus 3a (E)
CH=CH-C(=0)-NH,

NH,

coammeme°® 32 (E)

B 10 mn cyxoro auerouuTpusa pacreopsior 2,00 r (10,0 MMoib)
4-6pom-2, 6-ouMeTunauumnuua, 1,07 r (1,5 3kB.) akpuiammpga, 224 wmr
(0,1 3KB.) Pd (CAc) 5, 609 MT (0,2 3KB. ) TpUc- (2-
merundenms) pocpuia u 1,52 r N,N-musTmsisTaHammHa. Yepes CMecCh
nponysaor N, B TeueHue 20 MMHYT M CMeCb [epeMellMBalT Ha
NPpOTAXEeHUN HOWU npu 70°C. Cmecs pasbaBiAaT 150 MJI
MeTuJIeHxJjiopunia, NOPOMBIBAT HACHIUEHHHM BOJHBEM pacTBOpoM NaHCOs,
cywar (Hacem. NaCl, NayS04) u dunsTpyoT. PacTBopuTesnk BHIIAPMBAIOT
M OCTaTOK I[epeMeuMBalOT B IJUMMIONPONMIIOBOM 2bupe C noclenyiolmm

¢pmnprpoBaHmem. Buxon: 1,51 © (79,5%) NpPOMeXyTOUYHOTO COEIMHEHUS
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3a (E).
y) [lonydyeHue npoMexyTouHoOTo npoaykra 3 (E)
=CH-CN
NH;
Npom OMHOe
coen.ue:zlrue 3 E)
POC1l; (3  ma) oxyaxnamoT no 0°C wm poBamngawr 500 wMr
(2,63 MMOJIb) MPOMeEXYyTOYHOIrO coemuHeHumsa 3a (E). Cnycta 30 MMHYT

oxXJlaxjamouyio ©GaHw y6mpa10T n CMeCh IlepeMellMBamnT Ha IIPOTAXeHUNMN

HOUM  IIpU 20°C. CMmechb noBapJssgioT N0  KalAM K 150 mn
IOUM30NPONUIOBOTO 3bupa Mnpu sﬂepquHOM nepemMeumpaHmumn. Ocanok
OTOUNbTPOBHIBAIOT U [IPOMEIBAIOT OMM3ONPONUJIOBEM 3dMpoM. OCTaToOkK
nob6asnaT k cmecu 100 mn sTmunauerara/100 M HACHUWEHHOI'O BOIHOTO
pacTBOpa NaHCO3 71 CMEChH repeMemmBanT . OTnesiAanT caon
sTualeTrara, cymaT (Hacu. NaCl, Na,;S0y4) n duneTpyioT.
PacTeopuTene BenapusawT. Bexon: 380 Mr (84%) npoMexyTOUHOI'O
coenuHeHus 3 (E).

d) THosyyeHue NPOMEXYTOUHOIC coenuHeHusa 4

H Br

Tf&m

Cuvecr 4-6pom-2, 6-guMmeTunbeHszonammHa (0,024 wmosb) um HzS04
(30 M) nepemeumBalT npu -5°C. MemneHHo poBasisilT KNO; (0,024

MoJIb) . CMechb nepemeumBawT npu -5°C B TeueHue 30 MMHYT, BBUIMBAKT
B HyO u skCTparupyloT 3TujlaueTaToM. OpraHMYEeCKMUM CJION I[IPOMEIBAIT
H-,O, oTHeNAnT, cymarT (M9804),: ¢mnsTpyoT u pacTBOpUTESb
BHIIAPUBAKT . Ocrarok (0,058 r; 95%) OUMIAIT KOJIOHOYHOM
xpoMaTorpadmeil Ha cuaukaresie (2JUOEHT: UMKJIOTEeKCaH/sTuiauerar;
70/30; 15-40 wMxM). YncTue @paxnmm cobupanpT U pPacCTBOPUTEDb

BHINApMBAKRT. BexoO: 4,1 r NpoMexyTOYHOTO coeIluHeHusa 4.
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Mpumep AlA

[Tony4yeHue MNpoMexyTOYHOT'O CcoenuHeHus 28

1-XnopnupponnaomH-2, 5~auon (0,032 mosp) noBamnsirT npu 60°C
K CMecu STWIOBOTO 3d¢Mpa 4-aMuHO-3-MeTUIOEH3O0MHOM KUCJIOTH [CAS
40800-65-5] (0,029 momp) B CH3CN (50 mu). CMmMechr nepeMemmMBawT U
HarpeealT Inpu cJjaabom xnnﬂqenmd c obBpaTHEM XOJOOMUJILHUKOM.
HobapnsawT 10% Ky;CO3. CMmech SKCTbarmpymT CH2Cl;. OpraHuuyeckuinn
cJon OTHOeJNAT. OcrarTok (6,6 ) oOuMIAKT KOJIOHOUYHOM
xpoMmaTorpadueir Ha cuamkarese (2J0eHT: uukigorekcaH/EtOAc; 85/15;
15-40 mMxM). YucTee o¢parkumm cobmpabm Y pacTBOPMUTEJIb EBHIIAPUBAIOT.
Beixon: 5,2 I nNpoMexyTOUHOTO coeIuHeHusa 28 (84%).

lpumep A2

CMechb 3 4-( (1, 4-mpurnopo-4-okco~-2-
NUPUMMIOMHMIT) aMUHO ] BeH3oHuTpuna (0,12 wMone) B POCls (90 i)
rnepeMewMBaKwT U KUMNATAT C oOOpaTHHM XOJOIMJIBHMKOM B aTMmochepe
aproHa B TeueHue 20 MMHYT. PeaKUMOHHYK CMEChb MEIJIEHHO BBUIUMBAKT
Ha 750 MJT cMmecu nen/sona un TBEpOyo YacTb OTHesIanT
bmnerpoBanueM. TBepHoe BemwecTBO cycneHaupyiorT B 500 mn Boas u pH
CYCNeH3uM peryJupyioT OO HeuTpalbHoro pobarisieHuem 20% pacrsopa
NaOH. TBepnooe BelecTBO CHOBa OTOeNsoT GuIETPOBAHMEM,
cycrieHaupyior B 200 Mn 2-nponaHoHa u pobaensior 1000 mia CH,Cl,.
CMmech HarpepawT OO Tex TINOp, I[OKa BCe TBeploe BeUeCTBO He
pacTBopuThCca. Ilocjyie oxNlaxneHus OO KOMHATHOW TeMIepaTyph BOOHEHI
CJIOM OTHEeJIAIT M OpTaHMYecKuit cJoit cymar. Bo BpeMa yoajeHus
ocywampmero areHTra o(uiabTpoBaHuMeM B ¢uiabTpaTe of6pazyercsa Oesoe
TBEepOoe BelleCTBO. DanpHenmee oxJaxneHue dunbTpaTa B
XOJIOOMJIbHUKE C nNocJjiegymoumM ¢uIbLTpoBaHueM gnaeTr 21,38 o (77,2%)

[4—[(4—anp—2—nMpMMMﬂMHMH)aMMHO]GéHBOHMTpmna (npomex. 5).
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Mpumep A3

a) IllonyuyeHMe MNPOMEXYTOYHOTO COeOMHEHMUS 6

nBuli (0,024 mMosas) JO0GaBaALT no kannaM npu -70°C k cMmecwu
N’—(4—6pom—2,6-nmmeTmn¢eﬁmn)—N,N—nnmeTmnmeTaHMMMAammna (0,0157
MMonb) u TI'® (50 mn) B Toke N;. CMech nepememwmsanT npu -30°C B

Tedenne 30 MMHYT, 3arTeM oxjaxmailT no -70°C. IdoGaBiasgoT pacTeop

2-MeTunnponadana (0,055 Mmosne) B TP@ (50 mn). CMmechb mnepeMelMBaT

npm -70°C B TeueHMe 2 Yacos, saTeﬁ HarpepawoT no 0°C, BLUIMBAKT B
BOOYy U 3kKcTparupyilor CH,Cl,. Opraﬁnqecxmﬁ CJIOM OTHEeJAKT, CcyuaT
(MgS04) , oGuabTpywT M paCTBopMTenQ BHMapuBawT. Ocrartok (6,7 1)
OuMIAIT KOJIOHOYHOMN xpomaTorpa@Meﬁ Ha cuMKaresie (aJI0eHT :
CH,Cl,/CH30H/NH40OH, 95/5/0,5; 15—4Q MKM) . [Be opakumu cobupanT u
pacTBOpUTENb BHNapuBawT. Ppakuus i: BEIXOO 1,5 I [NPOMEXYTOYHOT'O
coemmHeHus 6 (38%). |

b) IMosiyyeHre NPOMEXyTOWYHOTO COeOMHEeHUs 7

Tpuc-[2-(2-meTokcusrTokcu)arunlamua (0, 0193 monb) noBaBisoT
Npy KOMHATHOM TeMIepaType K pPacTBOPY NPOMEXYyTOUYHOTO COeImMHEHMS
6 (00,0048 wmMone) B CHZClj (20 Mn). [lo uvacTam poGaBnasawT KMnOy
(0,0193 mMonb). CmMmechb nepeMemMBamT:an KOMHaTHOM TeMIepaType Ha
NPpOTAXEHMM HO4YM, 3aTeM QUILTPYIT uYepes UueJuT M npoMeBaioT CH,Cl,,
Opranmueckuit cijioit npomeBailoT 10% KpCO3, ormenswor, cymar (MgS0y4),
OMIBTPYIOT M pPaACTBOPUTESNb BHIAPUBAKT. Brxon: 1,2 1 (100%)
NPOMEXYyTOUHOTO COenuHeHusa 7.

c) TlonyueHMe NPOMEXYTOYHOI'O COEeIMHeHMS 8

CMecb INpOMeXyTOYHOT'O coeluMHeHmsa 7 (0,0043 wmosb) u ZncCl,
(0,017 wmomb) B 3TaHose (20 M) nepeMelMBanT W KUNATST C

OoOpaTHEM XOJIOMMIILHUKOM Ha NpOTSAXEeHMM HOUM, BeuIMBawT B H,O wu
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sKCTPparupyioT cMecbkild CHyCl,/CH30H. OpraHuyeckuit CcJjoi OTHessoT,
cywar (MgS04), (UIBTPYOT ¥ pacTBOPUTEJIb BHNAPUBAKT. BHXOM:
0,94 r (82%) npoMexyTOUHOI'O CoelOMHeHus 8.

d-1) MonydyeHue nNpPoOMexyTOYHOI'O coeOuHeHMA 9

i¥sqeacl]

CMechb NPOMEeXyTOUYHOT'O coeOMHeHns 8 (0,0049 MOJIB ) n

npoMexyToyHoro coemHenua S5 (0,0025 wmomp) nepeMeuwmpaioT npu

150°C B TedeHue 2 YacoB M  paCTBOPHAOT B cMecu 10%
K,CO3/CH,C1l,/CH30H. OpraHuueckui qnoﬁ orhenswnT, cywaT (MgSQ,),
OuIIbLTPYIOT u PacTBOPUTEJSb BuﬂapmsamT. OcraTok (1,3 T)
kpucTtasnmusywor 13 DIPE. Ocaznok ow@ﬁanpOBMBamT M cymatr. MaTOYHRIM
CJIOM OuUMWAIT KOJIOHOYWHOM XpoMarorpadmeir Ha cumkarese (SJI0EHT:
CH,Cl1l,/CH30OH 98, 5/1,5; 15-40 MK@). UucTee o¢pakuum cobupanT u
pacTBOpPUTEJIb BHIIaPUBAIOT . BLIXOQ : 0,21 T [MPOMEXY TOUHOT'O
coemuHeHus 9.

d-2) MosydeHMe MNPOMEXyTOUHOTO coeluHeHusa 29

X,

CMech [IPOMEXYTOYHOTO coenmHeHus 28 (0,023 MOJb ) n
NPOMEXYTOUHOI'O cCoeIMHeHMA 5 (nosydeH 0o crnocody A2) (0,025
MoJib) B 3 H HC1 (10 mm) nepememmaémm npu 105°C, saTeM HarperpawT
IO KOMHAaTHOM TeMrnepaType M QuiIbTPywT. Ocanoxk npomuBaioT DIPE u
cywaT. Buxon: 8,4 I nNpoMexyTOYHOI'O coeluHeHus 29 (96%).

(d-3) MonyueHue npomemyquHoro coenmueHus 30
' R
1SRN
‘ N
CMeck 3TUIOBOrO sdupa 4-amMmHO-3-XJIOPOEH30MHOM KUCJIOTH [CAS

82765-44-4] (0,02 mMosnb) u npomexy&oqﬂoro coenoMHeHusa 5 (noJsiyueH

no cnoco®y A2) (0,0243 monb) B l-MeTunnupponuimH-2-oHe (40 wmi)
nepemeuBaoT npu 180°C B TeueHue 2 yacoB, 3aTeM BLUIMBAOT B H,0 u

SKCTparmpyioT Tpu pasa EtOAc (80 wa). OpraHudueckuint cJion
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ormensawT, cywaT (MgSO;), OoUIALTPYOT M pacTBOPUTENbL BHIIApPUBAaKT.
Ocrarok (10 I') OuUMIAT KOJIOHOYHON xpoMarorpadmemn Ha cuUIMKarene
(pymoeHT: 100% CHpCl,; 15-30 wMxM). e opaxkumm cobupainT U
pPacTBOpPUTEJIE BHIIAPUBAKT. BBIKOL: 1,7 » F1 m» 1 1 F2. F2
PacTBOPAIOT B IOUSTUIOBOM 3dupe. Ocamok OTPMILTPOBHBAKT U CymaT.
Beixon: 0,95 r mpoMexyTodHOIro coenuHeHusa 30 (12%).

e-1) IlonyyeHMe NPOMEXYyTOWHOI'O coeluHeHusa 17

OO

NaBH; (0,0001 Monk) poGaBasoT OO udacram npu 5°C Kk cMmecu

N
H

IPOMEXYTOUHOTO CoenuHeHus 9 (0,0001 MOJIb) B 2TaHone (7 MI) B
Toke N;. CMech nepemeumpalor npm 5°C B TeueHme 1 uyaca, BLHUIMBAKT
Ha Jen u sxcTparupylorT CH,Cl,. OpraHuueckuit CJOM OTOeJISIoT, CyuwuaT
(MgS0Q4), OGUIBTPYIOT UM pacTBOPMTENb BHNapupawor. Ocratok (0,1 1)
kpucTamnusywrT u3 DIPE. OcraTok oOTOMIBTPOBHBAKT M CcywaT. BuHxon:
0,044 r npoMexyTOUYHOI'O coeguHeHus 17.

e-2) lNonydYeHue MNpoMEeXyTOUYHOTO COeOMHeHUs 32

oo,

1,6 M BuLi (0,009 wMoab) mpoBaBnsior nopum -78°C k pacTBOpy

T O

"

H

[IPOMEXYTOUHOE coenVHeHNre 31) (rmony4deHo rno
crnnoco®y Ada) (0,0029 wmMosb) B Tf@ (25 Mnn) B Toke N,;. CmMmechb
nepememmpalor npu -78°C B TeueHue 10 MMHYT, BaTeM HarpeBawT OO
KOMHAaTHOM TeMllepaTyphl UM [epeMeumMBapT B TedeHuMe 3  YacoB.
JoBasnsawr HyO. Cwmecshb SKCTparMpybm CH,Cl,. OpraHuYecKuUMn CJIoN
ormenawT, cywaT (MgSO0,), @ﬁanpyﬁm ¥ pacTBOPUTEJIb BHIIAPUBAKT.
OcraTok (1,28 T) ouMIAT KOJIOHOYHOM  xXpomaTorpaduen Ha
cuamkarejye (BJI0eHT: CHZClz/CH3OH/NH4OH, 98/2/0,1; 15-40 wMkM).
Tpu dpakuum cobupanT u paCTBopMTemb BrNapuBawT. Brxon: 0,189 n»
bppakumm 1, 0,14 r dpakumm 2 u 0,5 r dpakumm 3 (48%). Opakuuwo 3

ouMmaKT  KOJIOHOWHOM  xpoMmartorpadpmeir Ha  kKpoMmacule (DJII0EHT @
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CH,Cl,/EtOAc, 80/20; 10 mMxM). [Be odpakumm (Fl, F2) cobupawor u
pacTBOpUTeEsib BLHIIAPUBAIT. Buxén: 0,25 » F1 (24%) m 0,1 » F2. F1
KPpUCTAJIM3YIOT M3 JIUSTUIOBOTC 3dupa. Ocalok OTOUILTPOBHBALT U
cywar. Bexon: 0,21 r npoMexyTOUYHOD'O coeluHeHus 32 (20%).

e-3) IoJsyuyeHue npomemymdqﬁoro coenuHeHusa 34

oL,

PacrtBop MerunMmaramnmiiogupma (1,0 M pacTBOp B IOUBTUIIOBOM

N

sdupe) (0,6 M) nOBABIAAKT K PACTBOPY I[IPOMEXYyTOUHOI'O COeIMHEHMUS
Bf:“fﬁ

33 Y (nonmyueno no chnocoGy A5.a) (0,0006 Mmoab) B

Tr'® (3 wi). CMech IepeMenMBaRT B TeueHMe 2 4yacoB. [HobaBJiswoT

H,O. CMechr OUIBLTPYIT Yepes3s  LeJuT. HoBasnswT  H;O. Cmechb

skcTparupyiT EtOAc. OpTraHMYecKMit CJoit orgesdwnT, cywaT (MgSO,),

buneTpyT M pPacTBOPUTENDL BunapMBamT. OcraToxk (0,05 r) ouumanT

KOJIOHOUWHOM XpomaTorpadmuen Ha cmnﬁxarene (smoeHT: CH,Cl,/CH30H,

96/4; 15-40 wMxM). UucTeHe ¢pakuum CcoBupanT U PacTBOPUTEIb

BurnapusaiT. Bexon: 0,015 r npoMmexyTodHOTO coenuHeHusa 34 (7,2%).
[Ipumep A4

a) [NonyueHue npomexyTOQHoro coenomHernms 10

KO\N

Cmecs 2TUn-3, S-muMeTuin-4-ruapokcubensocara (00,0025 wmousb) u

l,4-nomokcana (2,5 wMJ) rnepeMemMBapT MNPM KOMHATHOM TeMmnepaType B

TOKE No. HoBaBispoT TMOpuL HaTpu (0,0033 MOJIb) . CMmechb
nepeMemMBaKpT B TedeHue 2 MMHyT. JoBaBJIAKT INPOMEXYyTOUYHOE
coemuHenne 5 (0,0028 mosp). CMmech NepememmBanT B TedeHue 10
MUHYT . DoBasigoT 1-MeTun-2-nuMpposIMaONHOH {2,5 MJI) . CMechb

nepeMemmpaioT npu 150°C, BummBapT B HO M 3KCTPArMpylT CMECHK
CH,C1,/CH3;0H. OpraHnunueckum cJon OTHOessnT, cyumam (MgS0y,) ,
PUILTPYIOT M pacTBOPUTEJNb BeIapusalr. Ocrartok (1,7 T) ouMmaoT

KOJIOHOWHOM XpoMaTorpaduenm Ha cuiamkarese (aJgmoeHT: CH,Cl,/CH;0H,
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92/8; 15-40 wMkM). UucTee ¢pakuuMm CoOMpPalOT U  PaCTBOPUTEJD
BHITapuBawT. Buxon: 0,7 r npomemywbqnoro coenmHeHna 10 (70%).

b-1) lonydyeHue NpPOMEeXyTOYWHOT'O coeaMHeHusa 11

"\O\N

PacTBOp npoMexyTOWHOIo coemmHeHusa 10 (00,0005 wMonw) B TTO
(5 w™n) nobamnawT no kamaaM  npum 0°C k  cycnensum LiAlH,g

(0,001 mons) B TI'® (5 mna) B Toke Np. CMmech nepemeumBanT npu 0°C

B TeueHue 1 uvaca u BeumBawT B HO (0,5 mn). HOoBaensior CHoCl,.
OpraHudyeckum cJiol  OTIHEeNAoT, cyumaT (MgS0Qy), duneTpyloT U
pPacTBOpUTEND BHIIAPMBAIOT . OcrarTok OUMIAT KOJIOHOYHOM

xpomarorpaduein Ha kKpoMacuie (aJimoeHT: or 100% CH,Cl, mo cmecu
99/1 CH,C1l,/CHs0H; 5 MKM) . QMCTue bpakumm cobupamnT u
pacTBopuTenk BenapuBawoT. Ocrarok (0,1 1) kpucranamsyorT wus3
IM3TUJIOBOTO 3bdupa. Ocaﬁox OTOUMNIBETPOBEBAIOT U CymaT. Brxon:
0,043 r npoMexyTOUHOTO coelMHeHus 11 (24%).

b-2) HNoayueHue npomexyT¢quro coenmHerus 37

Jacacy

LiAlHs (0,0196 mone, 0,75 1) mobGamissioT no yvacram npu 5°C
CMECH [MPOMEeXyTOUHOT'O coeIMHeHus 29 (nonydedHo no cnocoBy A3d-2)
(0,0098 mMonb) m TI'® (100 mn) B Toke N,. CMmechb repeMellMBaoOT [IpU
KOMHATHOM TeMnepaType Ha MNPOTAXEHMM HOUM, BbUIMBawT B EtOAc,
daTeM B HxO wu ¢uaeTpywT uepes uenuT. OpTraHMUECKMI CJIOH
ormenAawnT, cywar (MgSO0,), @MﬂpryDT M pacTBOPUTEJIb BHIIAPUBAKT.
Beixonm: 3,4 r. JaHHY® (pakuvio OYMHMA0T KOJIOHOUYHOM XpoMaTorpaduei
Ha kpomacuie (smoeHT: CHpCl,/CH30H/NH,OH, 97/3/0,1; 15-40 wMxM).
YucTele dpakuum CcoOMPAT M pPacCTBOPUTEJb BHIIAPUBAKT. BHXOn 1 T
(27%) . DanHHy®o Qdpakumio KpUCTAUNIM3YIT U3 cMmecum DIPE/CH;CN. Ocamdok

OTOUINbL TPOBEBAOT n cywarT. Brxon: 0,03 T [IPOMEXYTOYHOT O
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coenuHeHus 37.

c) MNonyyeHue MNpPOMEXyTOYHOI'O coenmHeHus 12

N

CMech MNPOMEXYyTOYHOI'O coenmuehmn 11 (0,0043 mosb) B CHpCIl,;
(50 wuT) nepeMeuyBaiT npu 0°C. Ilo kanjgsaMm pobaeasior SOCl;
(0,0206 Monp). CMech BHJIMBAKT B c&ecs JenaHasa Boga/K;CO;. CMmechb
nepeMemrBaKpT [IpUM KOMHATHOM TeMrepaType B TeuyeHMe 5 MUHYT.
OpraHudyeCcKui cJIon oTneJsnT, dymaT (MgS0y4) , buncTpyor u
pacTBOPUTENL BHIIAPMBAKT. BhXOI: 1;5 T [POMEXYTOUYHOT'O COEIMHEHUS
12 (98%).

d) TNomyueume npomexyToﬁHoro coengmMHeHusa 55

REgeN

N
)

PeareHT IxoHCa (0,0084 MOJIb nodaBagnT K cMecu
[IPOMEXYTOUHOTO coeauMHeHusa 19 (cm. Tabauuy 1) (NoJyyeHo 10
criocody Adb-1) (0,0028 MoOJNB) ‘M alleTOHa (50 wy1). CMmechb

rnepeMelBaoT [IPpY KOMHATHOM TeMlepaType B TeueHMe 2 YacoB, 3aTeM

BeMBamT B H,O M nommenaumBaioT NaHCO3. Ocanok oOTOMIILTPOBHBAKT U

cymaT. Bmxonm: 1,39 »r. OcTaTok (0,1 1) ouMmawT KOJIOHOUHOMN
xpoMaTorpabuein Ha cunuKarese (3JI0EHT: CH»Cl,/CH3;OH/NH4OH,
85/15/1, =arem 100% CH3OH). Uucryro OJpakuuio KPpUCTANIUSYIOT U3
cMecu n3onponaHoa/DIPE.  Buxon: 0,071 r [IPOMEXYTOUYHOT'O

coeIoMHeHMsa 55.
Hpmmep‘A5

a) llonydyeHMe MNPOMEeXyTOYHOT'O coenmHeHus 13

O,
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CMmechb NPOMEXYTOYHOTO  COeNMHEeHMS 19 (cMm. Tabnuuy 1)
(nonyuyeHo no cnoco6y A4.b-1) (0,0037 mose) u MnO, (0,0185 mous)
B CHzCl, (100 wmJ) nmnepeMewMBaKT MpPM KOMHATHOM TeMIepaTtype Ha
MPOTSAXEHMM  HOuu, 3aTeM QUIBTPYIOT uUepe3  LUEJuUT. duneTparT
BRHINApMBaKwT. Beixom: 1,3 b npomexymoqﬁoro coemmHeHua 13.

b) TonyyeHre npoMexyTOYHOTO coenuHeHus 21

o,

CMeCb MPOMEXYTOYHOTO COEIOMHeHMS 13 (noJiyyeHo Mo cnocoby
A5.a) (0,0029 momb) u HN-NH,, H,O (0,0058 mosb) B EtOH (10 ™)
nepeMemrBapT IIPpYM KOMHATHOM TeMneparype Ha [IPOTSXEeHMM HOUM.
PacrBopuTens BrMnapMBapT mgocyxa. meon: 0,53 I nNpPOMEeXyTOUHOTO
coenuHeHusa 21.

[lpumep A6

[TosryyeHue MpoMexyTOYHOT'O coenmMHeunus 14

I'mopasuH {(0,0077 wMoJb) noBaBnHmT K CMEeCUM COeIMHeHus

H
bopmy b (monyuyeHo no cnocoBy A3.d-1) (0,0005 mMone) u
EtOH (10 ). CMecp nepeMeumMBawT U KUIOATAT C obpaTHEM

XOJIOOMJIBHMKOM Ha T[POTSXeHUM Houn. JobBaBmsawor ruagpasmud (0,028
MOJb) . CMeChb MepeMemMBalT M KMUOATAT C OOpPATHBHM XOJOIMUJILHMKOM Ha

NPOTAXEeHUM HouM. Beixom: 0,28 I nNpoMeXyTOYHOTO coemmHeHus 14.
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Mpumep A7

a) TMoJiyyeHue NPOMEeXYyTOYHOTO COEeIMHEHUS 23

o,

CMecChb MPOMEXYTOUHOTO coenMHehuﬂ 35 mrtﬁﬁ:lw(nonyqeﬁo rno
cnocoby A3.d-1) (0,0056 monb) M 3 H HC1l (60 mn) um iPrOH (15 mu)
nepeMelMBanT U KUNATAT C 06paTHmﬁ XOJIOOMJIbLHMKOM Ha IPOTAXEeHUN
Houu. Ocanok oOTOUIILTPOBHBAKT, npo#maamT H,O, pacreopsior B DIPE
M cywaT. Bexom: 2,3 T npomemyTqudro coennHeHua 23 (100%).

d) TlosiyyeHue MNPOMEXYTOYHOTO COEIOMHEHMS 56

.

CMecb MpoOMexXyTOYHOIo coenmHeHms 10 (nosydeHo Mo cnocoby

A4.a) (0,0012 wmoms) u 3 u HCL (26 mn) wu iPrOH (4 wi)

nepeMeuMBaoT M KUNATAT C OOpaTHHM XOJIOOWIBHMKOM B TedeHue 12
JacoB. PacTBopuTesnb BHNapMBaKWT Jgocyxa. OCTAaTOK pPaCTBOPAKT B
(CH3) »CO. PacTBOpUTENDb anapmadmw. OcraTok PacTBOPSAT B
OINSTUIIOBOM 32¢upe. OcCamgok oTOuUNbLTPOBHBAKT M cywaT. Buxon: 0,4 ©
(78,5%) . HaHHYK® peakUMOHHYK CMeChb MNepemeumBaioT npu 60°C B
TedeHue 20 MmHyT. Brixonm: 0,19 r. JaHHY® Opakuyuio KpUCTAJIIIM3YIT
n3 cmecu H,0/2-nponaHoH. Ocalok OTOMIbLTPOBHBAKT U CymWaT. BHXON:

0,12 T NpoMeXyTOUYHOTO coeImuMHeHus 56 (26%).
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[lpymep A8

a) IlosrydeHMe NPOMEeXYyTOHWHOTO COoelMHeHus 24

“\@\

CMeCb npOMeXyTOYHOIO coemmMHeHus 31 (mosaydeHo 1o cnocoby
Ad . a) (0,0005 MOJIB ) n 3TUIIOBOTO sbupa
(TpudeHnnpochopaHunMOeH) ykCyCHOM ~ KMCJIOTH [CAS 1099-45-2]
(0,0006 Monb) B TI'® (5 mMu) nepeMémMBamT npu B80°C B TeueHue 48
YacoB, BHUIMBAKT B H0 M sxcmparnpymT CH,Cl,. OpraHuueckuil CJou
oTnenanT, cywar (MgSO4), duabTpywT M PACTBOPUTENL BHIIAPUBAIT.
Ocrarok (0,4 T) KpPUCTANIU3YIOT U3 ﬁIPE. Ocamok OTOUIBLTPOBLEBAIT M
cywar. Bexon: 0,08 1 (33%). JHaHHyo obpakumo KPUCTAJJINZYIOT U3
cMecu DIPE/CHsCN. Ocagok OTOMABTPOBHBAKT M  CyWaT. Beixon:
NPpOMexXyTouHOe coenuHeHme 24 (33%).

b) NonyueHue npomemyTOQHoro coenmMHeHusa 25

o

NMunepnouH (0,0011 MOJIb ) JoBaBIALT rnpu KOMHAaTHOM
TeMmneparype B TedeHue 30 mMuHyT. JIoBaBJIAKT NPOMEXYTOUHOE
coenuHeHMe 31 (noJy4deHO IIO crnocoby A4d4.a) (00,0005 monb). CMmech

fepeMenMBaioT OPM KOMHaTHOMN TeanpaType B TedeHume 1 daca,
BouMBaT B H;O M skcrparupyir CHyCl,. Ocamok OTOUILTPOBEHIBAKT U
cymar. Ocratoxk (0,2 1) KpUCTaNAM3YOT U3 CMecCHU CHsCN/DIPE.

Ocanok OTOMNLTPOBHBAKT M CyWaT. BHXON: 0,048 T npoMEeXyTOYHOTO

coemuHeHusa 25 (19%) (o.nJa. 222°C).‘
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lpyMmep A9

[TonydeHue NpoMexyTOYHOI'O COoeIuHeHusa 26
H n

o,
oqencH

CMmecsb (nonyyeHo no cnocoby A3.d-1) (0,0011
MoJib) m Pd/C (0,2 r) B MeTaHoOJe (30 MJI) TUIOPUPYIOT IIPM KOMHATHOM!
TeMllepaType B TeudeHue 2 4YacOB INpM HOaBJieHMM OIOMH ©Oap, 3aTem
duIbTRYOT yepes LeJInT. Henur MPOMEIBAIOT CH;0H. dunsTpaT
BHNapuBawT gpgocyxa. Ocrarok (0,3 1) KpUCTalIM3YIOT U3 CMECcUu
2-nponaHoH/CH30H/oMaTunoseit  sdup. OcCamok  OTQUILTPOBEBALT U
cymwmatr. Beixom: 0,07 r ¢pakuun l.:¢paxumm 1 oummamwT KOJOHOYHOM
xpoMaTorpadmuert Ha KpoMacuie (»JjuoeHT: CHpCl,/CH30H, 95,5/0,5;
5 MkM). CobupawnT Tpu ¢pakuUU (F1, F2, F3) wu pacTBOpUTENDL

BHIIapueakoT. Bexom: 0,0516 r F1l, 0,1 » F2 w 0,15 » F3. F1l

PacTBOPAT B IU3TUIOBOM 3dupe. Ocalok OTOMILTPOBHBAKT U CyliaT.
Beixon: 0,028 © npoMexyTOWHOTO coemmHeHus 26 (8%) (r.nma. 272°C).
MMpumep A10

[TonydyeHMe NPOMEXyTOWHOIO coenuHeHusa 27

a
e
Noqeaol
Cmecshb (nonyyeHno no crnoco®6y Ad.c) (0,0005
MOJIb) M TpubeHundpochuHa (0,0005 Mouib) B CHiCN (10 ™)

rnepeMemiMBaKT UM KUNATAT ¢ OOpaTHHM XOJIOOUJILHMKOM B TeueHue 2,5
CYTOK. PacTBopuTesb BHIAPUMBAIT Jgocyxa. OCTaTOK pacTBOPSKOT B
OM3TUIIOBOM 3¢upe. OcTaTok OTPMUALTPOBEBAKT U CymaT. BHXOXO:

0,34 r nNpoMexyTOWHOTO coemuHeHma 27 (94%).
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lpumep All

lToslydyeHMe NPOMEXYyTOYHOI'O coenuHeHus 58

| /éintj(n

CMmech 4-6pomMm-2, 6-guMe TUIOEHS0JIaMMHA (0,013 Monb) u

T
SN

[MPOMEXYTOUHOT'O coenMHeHﬁﬂ 5 (0,013 Monb) nepememmBawnT npu 150°C
B TeueHMe 1 uyaca. CMecs BHﬂMBamT;B 10% Bomgueltm pacTBop K;CO3 m
SKCTPArvMpyioT CMecChlo CHﬂHQ/MeOHj (95/5). OpraHuueckuin cJon
ormendawT, cywar (MgSO,), @Mﬂbmpybw U pacTBOPUTENbL BHIIapUBAKT.
Ocrarok KpUCTAaJJIM3YKT ns OVM3ONPONUIIOBOTO s¢upa. Ocanoxk
OTOMIBETPOBLIBAKT M CyuwaT. B&xon: 2,3 ©r (45%). MaTOuUHHN pacTBOP
OWMIIAIT  KOJIOHOYWHOM xpomamorpa@ﬁeﬁ Ha cuJIukarersne (mrI0€HT :
CH,C1,/CH30H-NH,40H, 98,5/1,5; 15-40 MKM) . YucTrie dpakumm
cobupanT U pacTBOPUTENb BHnapMBamﬁ. Brxon: 0,90 o (17%). Obwun
BHIXOH [POMEXyTOYHOT'O CcoenmMHeHus 5 cocraejgseT 3,2 T (62%).

[lpoMexyTouHOe coeOMHeHue 59 noaydanwT aHaJOT'MUHO.

[poMexyTodHOe coenuHeHre 59
B rabmmuax 1 M 2 repeuucsieHH IMpPOMeXyTOUHHE COeIOMHEHMUS,

KOTOprIe INPMHMMAKT YydacTue B I'IOJ'I:yquMI/I COenOMHEeHU HacCTOAWeIro

n300peTeHus
Tabnuua 1
R‘l
R xrﬁjfj’nw_<::>_{w
2N
R® ‘
N mpomex. | N X1 R> R R* | ouznueckue
coenuHeHus | npuMmepa IOaHHBIE
11 A4b-1 0 -CH,-0OH CHj CHs;
12 Adc 0 -CH,-C1 CHj CHs
16 A3le NH | -CH(OH) - CH; CH;
CHj
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—CH (OH) -

17 A3e NH "CH; CHs;
CH (CHs) »
18 A3e NH | ~CH (OH) -~ | CH; CHs
CH,-CH; |
19 Adb-1. |NH|-CH,-OH ?CH3 CH;
15 Adc NH | -CH;-C1 | CHs CH;
24 ABa O |-CH=CH- |CHs CHs | T.mu1.180°C; (E)
C(=0) -0-
CzHs 3
25 A8b o §f>_‘:ﬂa& "CH; CHs | T.nn.222°C; (B)
35 A3d-1 | NH|-CH=CH- | CH, CHs | T. 1. 200°C; (E)
C (=0) -0-
CoHs |
23 ATa NH | -CH=CH- | CHj CHs
COOH
34 A3e-3 | NH|-CH(OH)- |CHs H 1. 182°C
CH;
36 Adb-1 | NH| -CH,-OH | CHg H m1.210°C
37 Adb-2 | NH|-CH,-OH |Cl CH;
38 Adb-1 |NH|-CH-OH | C1 H It 226°C
39 A3e-1 O | -CH(OH) ~ CH; H .. 160°C
CHs
40 Adb-1 | S |-CH,-OH | CHs CHs | T. . 173°C
41 A4b-1 NH | -=CH,-OH Br H .om.234°C
32 A3e-2 O | -CH(OH)- |CHj CH3 .na.193°C
CHj
12 A4b-1 | NH|-CH;-OH | Br CHs | T.1mu1. 250°C
43 A4b-1 NH | -CH,-0H OH H .rn.l24°C
44 A4b-1 NH | -CH,-OH H H Lm1.215°C
45 Adb-1 |NH|-CH;-OH |O-CH; |H
16 Adb-1 | NH|-CH,-OH | CFs H an.194°C
47 Adc NH | -CH,-C1 | CL CH;
48 Adc NH | -CH,-C1 | Cl H
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49 A3e-1 O | -CH,-OH CHQ H
50 Adc 0 | -CH,-C1 1CH3 H
51 Adb-1 |NH|-CH,-OH | C(CH3)s |H
52 Adc NH | -CH,-C1 CHj; H
53 Adb-1 NH | -CH,-OH 2- CHj;

 dypaHun
54 Adc NH | -CH,-C1 Br CH;
57 AT7b O‘ -CH=CH~ CHj CHjs

COOH
Tabnuua 2
. 3 N :
X Ny
~

N npomex. | N nmpumepa X, R’ dUBUYECKUE
coenMHeHnA IaHHEE
20 A3e NH —-CHOH-

‘ CHj;

B. llonyueHue KOHeqhmx COeOMHEHUN
Npumep Bl
[TonyueHue coeﬁmuenmq 1
UI)\
CmMmech [IPOMEeXYyTOUHOT'O coeluHeHus (0,034 MOJIb ) 7

NPOMEXYyTOYHOT'O coeimHeHns 5 (0,0174 Mosb) nepememuBanT 0pu

150°C B TeueHue 1 yaca u pacTBOpPAKLT B cMecu 10%
K,CO3/CH,C1>/CH30H. OpraHuueckmuit cjioit oTnensaoTr, cymar (MgSO,),
dunbTPpYIOT M pacTBOPUTENBL Bunapmsamm. OcraTok (10 1) ounmapT
KOJIOHOYHOM Xpomarorpaduen ﬁa cunmkarese (2J10eHT @
CHpCly/aTunauerar, 80/20; 15-40 MxM). ®pakumio 1 KpUCTANIUBYOT M3
1PrOH. Ocanmok OT)MIILTPOBHBAIT U cymaT. Beixom: 1,3 r 4-[[4-[[4~
(2—umaHosTeﬂmn)—2,6—nmmemmn@eﬂmn]aMMHo]—2—

NMPYMMIAMHWII] aMMHO ) BeH3oHuTpMIa (E) (coemuHeHue 1) (20%).




84

[Ipumep B1lA
CoenuHeHue 1 noayyamT cnenymmmm oBbpasoMm:
cMece 93,9 r (0,45 MoNb) CONMM XJIOPUCTOBOOOPOIHONM KMUCJIOTH MU
[MPOMEeXyTOUHOT'O CoeaMHeHusa 3, nohyquHoro no crnocoby npuMmepa
Alc), m 109 r (00,4725 Mmonb) npomekyTOHHoro coemuHeHus 5 B 1,8 &
alleTOHUTPUIIA MNOJydalT B aTMochepe asora. CMecCh MepeMeurBapnT U

KUINATAT C OOpaTHHM XOJOAMJILHMKOM B TeueHMe 69 yacoB U 3arem

HalT el BO3BMOXHOCTL OXJamuTbCca HOo 55°C. CMmecer OUIBTPYOT U
ocTaTok npomeisanT 200 M aueTOHMTpmné C MnocJienyplieil CyIWKOoN Nnpu
MOHMXEHHOM gnaBjieHuM npu 50°C Ha: [IPOTAXEHUM HouM. [loJIydyeHHoe
TBEepHoe BelecTBO B koyuuecTrBe 144,6 r (0,3666 MOJIB) pacTBOPAIIOT
1 n 10% BomHoro pacreopa K;CO3. CMeéchb nepeMemvBamwT NpM KOMHAaTHOM
TeMreparType C nocuenymoumMm QuibTpOBaHMEM. [lONYyYeHHHI OCTaToK
NPOMEIBAIT OBAaXOH BOOOM C nocnénymmeﬁ cyuxkon npu 50°C npwm
NMOHMXEeHHOM HaBJieHuM. OCTaTOK pacmﬁopHmT B 6,55 51 mM3omporaHojyia u
CMe&Cb KMIATAT C OOpaTHHM xononmnﬁnmxom, 3aTeM [epeMelMBaKT Ha

NPOTAXESHUM HOUM M QUIBTPYIOT I[IPM KOMHATHOM TeMmneparype. OCTATOK

cywar npm 50°C npu NOHMKEHHOM ntheHMM. Breixon: 113,2 r (68,6%)
4—[[4—[[4-(2—umaHosTeHMn)—2,6—numémun¢eﬂmn]aMMHo]—2—
NVPUMMIMHWIL] aMuHO ] 6eH30HMUTpMIa (E) (coemmHenue 1).

NpumMmep BlB

AllbTEPHATUBHO  COE€OUHEeHue i MOJIy4YalT  TakKxe  CJleOyouuM
obpas3om:

a) CMmecCb M[pPOMEXYTOUYHOTO coénmneumn 58 (0,00021 wmousm),
MOJIY4EeHHOTO no crocoby npuMmepa All, aueroHuTpusa (CH,=CH-CN)
(0,00213 wmoar), Pd(OAc), (0,000043 wmosb), N,N-OM3TMISTaHAMMHA
(0,000043 mMome) wu Tpuc-(2-merundpenmi)docémuHa (0,00021 wmomb) B
CH3CN (7 mn) nepemMemmMBapT B TIepPMeTUM3MPOBAHHOM cocyde npu 150°C
Ha InpoTsxeHuMm Houu. J[JobamjsawoT H0. CMmech skcrTparupyoTr CH,Cl,.
OpraHuueckuit cJion OTIOeJIAIT, cymar (MgS0y), duneTpynTr WM
pacTeopuTenb BeNapupaklT. OcraTok (0,15 r) ouMmawT KOJOHOUHOM
xpoMaTorpaduen Ha cunmkarese (asmoeHT: CH,Cl,/sTunauerar, 80/20;
15-40 wmxM). Odpakumio 1 cobupanT M pPacTBOPUTEJNhL BHIIAPMBAKT,
nojgyd4as IpU 3ITOM 0,045 1 4-[[4-[[4-(2-umaHOBTEeHMN) -2, 6-

IVIMe TUNQEeHWIT] aMMHO ] - 2 -TMPUMMAOVHNUI ] aMUHO ] GeH30HUTpUIa
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(E/Z=80/20). TBepnoe BeWeCcTBO KPUCTAIIMIYLT U3 IOUITUIIOBOTO
3pupa. Brixon: 0,035 T 4-[[4-[[4~ (2-umaHO®TEeHUN) -2, 6-
ﬂMMeTMﬂ@eHMH]aMMHO]‘Z—HMpMMMHMHMHIaMMHO]GGHBOHMTpMHa (E)
(coemmuenHue 1) (55%).

b) lpomexyTouHEM npomykT 59 B kommuectBe 4,41 r (10 MMOMb)
n 15 wMa N, N-gumeTunauetraMmpga cMmemmpapT B 100 M kosbe B
aTmochepe azora. K pmaHHoOM cMmecum mobaeasawT 0,98 r aueraTa HaTpusd

(12 mmonb), 107 Mmr (0,1 MMOJNB Pd) 10% Pd/C (Bnaxuemt) u 1 M1

(15 mmMoib) aKpUJIOHUTPUJIA . Cmech HarpeBawT npu 140°C u
MOHMTOPMHT pPa3BUTUA peakuuy MNPOBOMAT XMIKOCTHOM xpomaTorpadpuen.
B pezynbTaTe peakUuMm IIOJydalT 4—[[4—[[4-(2—umaH03TeHMH)—2,6—
nMMeTMHQeHMH]aMMHo]-2—nMpMMMHMHmnIaMMHo]6eH30HMTpmn

(E/2=80/20), KOTOpPHEIY MOXHO npéoﬁpasosaTb B 4-[[4-[[4-
umaHOSTeHMH)—2,6—nmmemmn¢eﬂmn]aMMHo]—2—

NMPUMMUIOVHUI ] aMMHO ] 6eH30HUTpMi (E), Kak ONMCcaHo BHlE B [IpUMepe

BlBa) . ‘
llpumep B2
a) lonmyuyeHue coemuMHEHUS 2
CMmechb N\‘/u\l:;l\”“(nonyqeﬁo no cnocoty A3.d-1)
(0,0002 wMoab) 2~ 6eﬂao®ypaﬂmn60p0HOBom kucnoTet (00,0005 wmonm),

Pd(PPh3), (0,00002 wmosme) um Nap,CO3 (0,0007 momp) B DME (3 M)
rnepeMemmBaloT " KUNATAT c oBpaTHBM XOJIOONJIb HUKOM B
TepMeTU3INPOBAHHON Tpybke B TedeHme 3 uyacoB. [JobBasasawor H;0.
CMeck BKCTPaIrupymoT smunaueTaTOM.‘ OpraHWYeCcKUM CJIOM OTOEeJSnT,
cywar (MgSO4), ouaeTpyoT U pacfaopmwenb BHIIapmupawT. OCTaToOK
(0,126 1) ouMmamT KOJIOHOWHOM XpoMmaTorpaduer Ha CuUIMKaATese
(anwoenT: CH,Cl,/CH3;OH, 98/2; 15—40:MKM). dycTrle ppakuum coduparmoT

M pacTBOPUTEJIL BHIIAPUBAWLT. Buxog: 0,011 r coemmuenus 2 (10%).
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noJiyyeHue COenMHeHMH 3

CmMmechb (nonyqeﬂo rno cnocoby A3;d—l)
(0,0002 wMoJB), _TpM6yTMH—2—@ypaﬁhncwaﬂﬂaﬂa (0,0005 w™Monb) i
Pd (PPh3); (0,00001 w™Mmonr) =B nmoxdaﬂe (5 m™Mn) nepememmBapT Ipu
go°cC. PacTBOpPUTEJb BHMNAapuBawT. OCTATOK OUMIAKT KOJOHOYHOIM
xpoMaTorpaduerr Ha cuimkarese (smwoeHT: CH,Cl,/CH30H, 98/2; 15-40
MKM) . YucTeHe odpakuumn co6mpamT; M pacTBOPMUTEJIb  BHIIAPUBAIKT.
OcTaTok (0,025 T) KpMCTannhsymT "3 DIPE. OcTaTok
OTOMIBETPOBHBAKT M cymarT. Bumxon: 0,021 r coenuHeHus 3 (22%).

c) Honyqeﬂme>coenuueﬁmn 104

RN N
oo,

. ‘
CMmecshb (nomyyeHo rno criocoby  A3.d)
(0,005 MOJIb ) , ; é[CAS :73183-34-3] (0,0055 MOJIE ) ,

Pd (PPh3)s (0,29 1) m K;CO3 (2,8 », 0,02 mMosb) B Tonyose (100 wmn)
M cMeck B3TaHos/Boma (oT 5 mo 10 M) nepeMewMBAlT UM KUINATAT C
oBpaTHEM XOJIOONITb HUKOM B TeyeHue 2,5 CYTOK. HoBarysoT
5-6pomMbpypan-2-kapbasboermnn (0,0055 wMonb) n Ky;COs (1,4 1,
0,01 MOJIB) . Cmecshb nepeMeuuBanT 7 KUOATSAT c oOpaTHEM
XOJOOUJIbLHUKOM Ha T[IPpOTAXeHUMM Houu. Cmechb (2,25 1) OUMIAnT
KOJIOHOUHOM xpoMaTorpadmenn Ha cCUIMKaresne (asmoeHT: CH,Cl,/CH30H,
or 100/0 nmo 99/1; 15-40 wMxM). UucTHe obpakuuu cobupaiT U

pacTBOpUTENb BHIIapMBaLT. BHxon: 0(135 r coemmHeHusa 104 (6%).
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Npumep B3

NonyuyeHne coenmHeHus 4

H&j:i]rMH
CMecChb MpOMEeXyTOYHOI'O IpolykTa 15 (cM. Tabauuy 1) (nojgyueH
no cnocodby A4.c) (0,0005 monb) m NaCN (00,0011 mosab) B MO

(5 mi1) nepememupBaioT npu 80°C Ha MNPOTAXEHMM HOUM, BbUIMBAKT B H,0

M SKCTpaArMpyioT sTulaueTaToM. OpraHMYECKMM CJIOM OTIAeJIAIT, CyllaT

(MgS0O4), GunbTpyloT U paCTBOpMTeHb:BHHapMBamT. Ocratok (0,15 )
OUULAKT KOJIOHOUYHOM xpomarorpaguen  Ha KpoMacue (B70eHT :
CH,C1,/CH30H, 99:1; 10 wMxM). UYncTee dpakumm = cobupawT U

pacTBopuTesb BhnapueaioT. OcraTok (0,024 D) OUMWAKT KOJOHOYHOM
xpomaTorpaduern Ha runepcune (SJIOEHT: aueToHuTpus/H,O, 52/48;
8 MKM). UucTee ¢pakumMm CoBMpPART M pPaCTBOPUTEJL BLHITAPUMBAKT.
Beixon: 0,02 1 coemuHeHusa 4 (10%).

IIpuMmep B4

a) NMonyuyeHme coelmmHeHUs 5

O ;
mUH

CMmech \[::1\‘N(nonyqeﬁo no cnocoby A3.d)

(0,0006 momb) u TuoMmopdosmua (0,5 r) nepememmBaioT npu 120°C B

TeueHue 48 yacos, pacTeopsiT B CH;Cl, M pacTBOpMTENb BHIIAPUBAIT.
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Ocrarok (0,44 r) OuUMMAKT KOJIOHOUHOM XpomaTorpaduert Ha Kpomacuie
(amoeHT: CH,Cl,/CH30H, 99/1; 10 MKM). CobupaklT uucTeHE Qpakuum u
pacTBOpUTEesNL BHNapusamoT. Bexom: 0,06 r (20%). HOaHHyo obpaxkuuo
KPUCTAJUIM3YIOT M3 CMeCHu OUSTWIIOBHIN 30up/2-NpOonaHoH. Ocamok
OTOUIIL TPOBHIBAKT M CYWAT. BHXOM: 0;035 I coenmMHeHus 5.

b} MNonyueHne coemmHeHus 6

e

l\l

N.

~

CMmech TIPOMEeXyTOWHOI'O COoeImuMHeHus 15 (cMm. Tabmmuy 1)
(moJsyyeHa no cnocoby Ad4.c) (0,000137 mosm), N,N,N’'-TpuMmerus—
l,2-3TangnamMmbia (2 3kB., 0,000275 wMome) wu KyCO3 (2 o2kKB.,
0,000275 wmonp) B CH3CN (mocTaTOYHOE KOJMUECTBO) IepeMelMBanT
npu 80°C B TeueHue 12 YaCOB. HOGaBnHmT H,O0. CmMmech 3KCTpParupymoT
CH,Cl,. PacTBOpuUTENb 3KCTPAKTOB ‘BHHapMBaDT. OcraTork OuUMWAKT
xpoMmarorpaguen. dpakumMy npoaykTra cobupanT U pacTBOPUTEIb
BuinapmpamoT. Brixom: 0,006 » coemuHenmsa 6 (10,16%).

c) TonyueHue coenuHeHusa 7

i

CMecb [POMEXYyTOYHOTO CcoemuHeHusa 15 {cMm. Tabauuy 1)
(nonyueHo o crnocoby Ad.c) (0,0005 MOJIb ) B
3-I'MOPOKCUNPONAHHUTPUIIE (2 MJI) MepeMelMBalT Ha NPOTAXEHMM HOuM,
BeutMBaloT B HO0 u  skcrparupyior CHzCl,. OpraHmyeckuit  CJon
ormenawT, cywar (MgSO4), OUIBTPYWT M pPacTBOPUTEJSIL BHIIAPWBAIT.
OcTaTok  OUMWAKT KOJIOHOYHOM  XpomMmaTorpaduen Ha cunukarese

(mmoeHT: CH,Cl,/CH3OH/NH4OH, 99/1/0,1; 15-40 MxM). CobBupainT OBe
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bpakumm (Fl, F2) u pacTBOpUTeNb BHNapmpawoT. Buxon: 0,034 r Fl u
0,514 r F2. F2 npomuBaoT 3 H HCl wu oskcrparupywT CHyCl,.
OpraHmndeckum choﬁ OTHOeJIfAnT, cymar (MgS0y,) , bunsTpyioT n
pacTBopMTesb BHMNapUBawT. OCTATOK KpUCTaIuM3yioT u3 DIPE. Ocamnok
OTOUIIETPORBLIBAKT M CymaT. Brxon: 0,039 r coemunennsa 7 (18%).

d) THonyueHue coemmHeHusa 105

~N-

T
CMech TMpPOMEXYTOYHOTO coemuHerMs 50 (nojlydeHo no crocoty

Ad4c) (0,001 momp), KCN (0,0011 Moﬁb) m KI (0,00005 mons) B EtOH

(15 wy1) rnepeMemMBaKRT M  KUOATAT C OOPATHEM XOJOIMJIBHMKOM B

TedeHne 4 4Yacos. PacrBopuTesib | BHIAPMBAKT OocyxXa. OCTaTOK
pacreopsaioT B cMecu CHpCl,/H,0. CMecyr akcrTparupyior CH,Cl,.
OpraHudeckui cJoMn OTHneJIfaT, cyuwarT (MgSQ,) , 1B TPYIOT 7

pacTBOpMTenb BhHNapusaoT. OcraTok (0,31 T) oYUMmAKT KOJOHOUHOM

XpoMmaTorpadmuem Ha KpoMmacuie (anmehT: unkjorexkcal/EtOAc, 70/30;

10 mxMm). CoBupakT Tpu dpakumum u pacTBOpMTEJIb BHINIAPUBAKT. Bexon:

0,044 1 é¢pakumm 1, 0,11 o @paxﬁmm 2 n 0,055 r opakuun 3.

dpakuupo 3 xpucrammsyor w3 DIPE. Ocamok OoTOMNLTPOBHBAKLT U

cywar. Bmxonm: 0,046 r coenuHeHus 105 (12%) (r.ngo. 140°C).
HpmmeijS

a) lonyyeHue coenuHeHus 8

poacl

CmMmechb [pOMexXyTO4YHOIO coelnuHeHuAa 9 (0,0001 MOJIb ) %8

HO”

rnapokcunammHa  (0,0002 mMomb) B EtOH (7 M) nepeMemmBsanT npu
KOMHATHOM TeMnepaType B TeueHue 3‘qacoa, BemmBawT B 10% KyCO3 u
skcTparupylT CH;Cl,. OpraHud4eckmuiti CJIO# OTHEJIAT, CylaT (MgSQy) ,
dunsTpyloT u pacTBOpUTENb BHITAPUBAIOT . OcrarTok (0,1 T)

Kpucrammmsywor wu3 cMmecum DIPE/CH3CN. Ocanok OTOMIIE TPOBEIBAKT U
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cywar. Buxon: 0,026 r coemuHeHus 8.

b) MNonyueHue coemmHeHus 9

oo

CMechb [IPOMEXYTOUHOT'O COenMHeHUus 9 (0,0002 MOJIb ) u
O-merunrunpoxcmiammia (0,0003 mone) B EtOH (10 M) nepeMemmMBamT
PV KOMHAaTHOM TemriepaType Ha I[POTSAXEHMM HOUM, BHUIMBaWT B H,O0 u
skcTparupyior CHyCl,. Opraﬁmqecxmﬁ:cnoﬁ ormensawT, cywaTt (MgSOy),
duneTpyrT M pacTBOpUTeJib BHINapupaipT. Ocratok (0,13 r) oumwamT
KOJIOHOUYHOM XpoMaTorpaduen Ha KpoMacuie (a710€HT :
uukjorekcaH/iPrOH/NH4OH; 5 wMkM). CobupanT uUMCThHe OGpakuum u
pacTBOpuTesb BhnapuBailT. Ocratok (0,06 1) kpucTammsywT u3
DIPE. Ocanok oTdmibTpOBHBAKT M cymar. Buxoxm: 0,036 r coenuHeHusd
9 (34%). :

HpmmeijG

a) IlosyueHue coemuHeHumit 1 m 10

X

CoenmHeHue 1= E), CoenuiHerue 10=
Cmveck xJjiopmza (umaHomerusi) rpudenmndocdondma (00,0022 Mmonb) u
Tper-06yTokcuna kaaus (0,0022 Monﬁ) B Tr'd (7 wmJj) HOepeMelMBaoT
npm 5°C B TeueHme 30 MMHYT B TOKe N, 3aTeMm nepemeumpanT npu 5°C

B TeueHMe 30 mMunHyT. JoBaBJSIT CMeChb [POMEXyTOWHOI'O COeIMHEHMS

13 (0,0015 mMosb) m TI'® (7 mi). CMeChb IepeMelMBaKRT B TeueHue 8
4yacoB B TeMHOTe, BeuMBawT B  HO0 wum  skcrparupywr CHyCl,.
OpraHundecKun cJon OTHEeJISoT, cymaT (MgSQy) , dUIE TPYIOT 14

pacTBopuTeJib BHNapupawoT. OcraTok (1,4 1) ouMmawT KOJIOHOYHOM
xpoMaTorpaduen Ha cuIMKareJe (®J0EeHT : TonyoJs/iPrOH/NH,0H,
96/4/0,1; 15-40 wmMxM). Coémpamf ope dpakuun (F1, F2) 1
pacTBOpuUTENb BHMNapueaior. Buxox: 0,165 v F1 (E/Z=32/68 (30%) wu
0,225 o F2 (E/Z2=90/10) (41%). F2 KpuUCTalIM3YyKT M3 CMEeCcu



91

CH3:CN/musTunoBeit 2¢up. Brxon: 0,036 1 coenuHenus 1 (7%). F1
OuMWAT  KOJIOHOYHOM xpomaTorpaneﬁ Ha  KpoMmacule (DJI0EHT :
ToJryoJsi/iPrOH, 98/2; 5 wMxM). UYucrHe odpakuum cobupair U

pacTBOpPMUTENb BHNapupawT. Buxon: 0,029 r coemmnuenus 10 (5%).

b) HonydeHue coemuHeHMs 11 (Z) n coemmHeHus 103 (E)

jSoqenol

Tper-Byrokcun kammsa (0,0196 Mmonb) nofaBisalwT o 4YacTAM [pMU

5°C k cMecu OuUTUIOBOTO 3dmpa (l-umaHosTumn)docdoHOBOM KUCIIOTH

(0,0196 mMonb) B TI'® (25 Mi1) B TOKE N,. CmMmech nepeMeummpamwT Ipu

5°C B rTeuenme 30 MMHYT, BaTeM NpPM KOMHATHOM TeMlepaType B
TedueHue 30 MuHyT. JoBaBisioOT pacméop NPOMEXYTOUHOTO COeIMHEeHUS
13 (0,0130 wMomp) B TI'® (25 w™n). CMmMech rnepeMelwMBALT IpU
KOMHAaTHOM TeMmlilepaType Ha npOTRméHMM Houy, BeumMBawT B H;O M
skcTparupyior CHpCl;. OpraHudeckui cJjion oTnensioT, cywat (MgSOg),
dUIBTPYIOT M pacTBOPUTEJNb BHIapuBawT. OcTtaTok (5,8 I) ouMWawT
KOJIOHOYWHOMN xpomarorpadpuen Ha cuamkarese (2J10€HT @
TogsyoJsi/i1PrOH/NH,40H, 92/8/0,5; 15-40 wmkMm). CobupawT ueThHpe
dpaxkumn (F1, F2, F3, F4) u pacrBopuTesb BHIIAPMBAKT. BLIXOL:
0,21 » F1 (cmecp Z/E=90/10), 0,836 r F2 {(cmech Z/E=57/43), 0,9
r F3 m 0,87 r F4. F3 xpucrammayilor u3 cmecu DIPE/iPrOH, nosyuas
npu 3toM 0,7 1 coemmHenma 11 @ (14%). F4 KpuCTaM3yKT U3
DIPE/iPrOH, noaydas npu sTtoM 0,67 r coemmHeHusa 103 (13%).

c) HNosydyeHue coemmHeHmlt 12 m 13

N, N

HN\IZZ:E/,NH

coemmHeHue 12=(E)
coenuHeHue 13=(Z)
Tper-ByTokcun kanma (00,0008 mMonb) pmofaBiAwT MO yacTsaM Opu

5°C k cMecu IOUMITUIOBOTO 23dMpa (uMaHoMeTu 1) PocPOHOBOM KUCJIIOTH
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(0,0005 Mone) B TI'® (20 M) B dee N,. CMmechb IepeMeumpaiT I1pU

KOMHATHOM TeMmnepaType B TeueHue 30 MuHyT. JoOaBJsoOT OO KallaM

o

pacTBop nonyqeno no croco®by A3.d-1) (0,0005
MOJIBb ) TT'® (4 wm). CMecb MnepeMemMBaKT [pPpUM  KOMHATHOM .
TeMnepartype B TeudeHue 4 uwacoB, BeumBanT B H,0 M s3KCTparupywoT
CH,Cl,. OpraHu4YecKMint CJION OTnenHm*, cymar (MgSOy4), OouIbTPYRT U
pacTBopuUTeslb BHIIAPUBAKWT. BHXOI: 0,3 . JaHHYK O(pakuuio ouMmLaKT
KOJIOHOWHON xpoMmaTorpadmuent Ha Kpémacmne (amoeHT: CHCl,/CH3CH,
99/1; 5 MxM). Cobupailt qmcmﬁe bpakuMmM u  pacTBOPUTENDL
BEIMapueakoT. Bmxom: 0,21 1. Haﬂﬁym bpaxkumio ouMmaKT KOJOHOYHOMN
xpoMmaTorpad¢men Ha KpoMmacuie (snbeHT: UMKJIOTeKCaH/3TniaueTar,
50/50; 10 wmkM). CobupanT OBe @pdxumm (F1, F2) u pacTBOpMUTENb
BetapupBaloT. Brexon: 0,04 » Fl u 0f047 T F2. Fl1 cywmar npu 70°C B
TedyeHne 2 uyacoB. Buxonm: 0,038 r coemuHeHus 13 (18%). F2 cymar
npm 70°C B TeuyeHue 2 YacoB. Bmxon:10,04l I coenuHeHus 12 (20%).

d) MonyuyeHme coeauHeHms 14

N
TpeT-Byrokcun xamma (0,0013 wmonws) nobamasior npu  5°C K
cMecu mMa3TuiIoBoro 3dupa (umaHoMeTun)dpochdoHoroir kumcyorel (00,0013

Monb) B TI'® (10 mMn) B Toke N,;. CMechb mnepememmBaioT npu 5°C B

TeueHue 30 MMHYT. JoBaBJaglOT CMecCh
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W\QTH

Monk) wm  Tre® (10 wMn). CMmechk  MepeMeuMBanT NpU  KOMHATHOM

(nosriydyexno rno cnocodby A3.d-1) (0,0009

TeMnepatype B TedeHue 4 Yacos, BEUIMBAOT B H;O u skCcTparmpymoT
STUIIALEeTaTOM. OpraHnyeCcKu CJI08% OTIOeJIfanT, cCyumaT {(MgS0y),
PUIIETPYIOT M pacCTBOPUTEJb anapMBémT. Ocratox (0,17 1) ounmmair
KOJIOHOUHOM xpomaTorpadpueir Ha kpoMmacuine (sgoeHT: orT 100% CH,Cl,
no cmecu 99/1 CH,Cl,/CH30H; 5 MKM). CoBupanTr InBe odpaxkumm (F1,
F2) un pacrtsopuTenb BunapmMpaoT. Buxom: 0,054 r F1 u 0,05 0 F2.
Fl xpucrammmsywor us cMecu DIPE/CH3CN. Ocadok OTOMUJILTPOBHBAOT U
cywaT. Bmxon: 0,046 r coemuHeHUS 14 (12%) .

e) HNonyueHue COénMHeHMH 15

O

4-0dropCeHsonaueronuTpua (1,2 ske., 0,000175 ma) moBaBasoT

N

K CMeCHu MnNpoMexyTodHoro coenmHeHuMa 13 (0,000146 wMmomb) B CHsOH

(1 mm). [Ipn KOMHAaTHOM TeMrnepaTrype DOoBaBJIAKLT NaOCH3/CH;0H

(1,2 sxe., 0,000175 wMonr). CMmecb nepemeumBawT npu 60°C B
TeyeHue 2 YacOB, BaTeM BHUIMBAOT B CMECh JIe-BONa U BKCTParupyoT
CH,Cl,. PacTropuTesib BHINAPMBAIT. OCTaTox ouMHanT XpoMaTorpaduen.
dpakuMM npoaykTa cobupawT U pacCTBOPUTEJIL BHIIAPUBAIT. BHXOM:

0,009 r coemviHeHua 15 (13,42%).



94

f) HonyueHue coénMHeHMH 106

oo

N

CMechk IpPOMEXYTOYHOI'O coenMHéHMH 13 (nonyueHo no crnocoby
A5.a) (0,0005 monb) M nunepuIuHa (0,0005 MOJIb) B 2TaHoJge (5 mi)
nepeMemmMBamwT I[IPpM KOMHATHOM TemnépaType B TedeHue 30 MHMHYT.
HoBaBnsawT 4,4—nmmeTmn-B—oxconeHTahHMTpmn (0,0011 w™ousb). CMmechb
nepeMemmBaKnT Npy KOMHATHOMN Temnépawype Ha T[PpOTAXEHUM Houwu,
BHUIMBAIOT B H,O0 mn SKCTparMpymf CHzCl,. OpraHuueckum cJjon
ormessailoT, cywar (MgSOs), OMABTPYOT M pacTBOPUTEJb BHNAPUBAKT .
Ocratox (0,3 1) oummawnT KOHOHquoﬁ XpoMaTorpadueil Ha kKpoMacuie
(symoenT: CH;Cl,/CHsOH, 99/1; 10 MKM) . UYmcThE Opakuuy cobupanT u
pacTBopuTens BHINapuBanT. OCTaTok (0,2 T) KpucramnmsyioT u3 DIPE.
Ocamok OTOUIBTPOBHBAKT M CylarT. Eﬂxon: 0,141 © coenunenus 106
(54%) (T.nn. 193°C). |

lpumep B7

llonyyeHne coemmHeHus 16

CMechb IIpOMEXYTOUHOI'O coenmﬁeﬂnﬂ 14 {(0,00005 wmMosb) u
AUXJIOpaHTMIPMUIA THUOYI'OJIbHOM KUCHAOTH (0,001 Monb) B OMOKCaHe
(10 mn) nepememwmBawT npu KOMHaTHoﬁ TeMlepaType. HOobassaswoT H,0.
CMeck skcTparupyiT CH,Cl,. [aHHylo bpakuypo ouUMNET KOJOHOYHOM
XxpoMmarorpadpuen Ha cuiiMkarese ‘(snmeHT: CH,Cl,/CH3;0H/NH,40H,
90/10/0,1; 15-40 wMxM). UucTee dpakumm cobupawT M pacTBOPUTENb

BenapusawT. Buxon: 0,027 r coemvHenus 16 (95,6%).
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[lpuMep B8

MonydeHue coefuHeHus 17

CmMmecs NaOCH; (0,001 MOJIB ) 17 2= (OMMeTHuIaMmMHO ) —N-

rmapokcusTanumMugammaa (0,001 momes) B EtOH (10 M) nepeMemmBapT

NpM  KOMHATHOW TemrnepaType B TeueHue 30 MuHyT. HJoBaBiasawoT

v

r

~N (rioslydyeHo 110 cnocoéy‘A3.d-1) (0,0005 mMonb). CMmechb
[epeMeunBaioT ¥ KUINATAT C OCPATHEM XOJIOOMILHMKOM Ha I[POTAXEHUU
Houu. J[JoBaenswr H,0. CMechb sxcmpafnpymT CH,Cl,. OcraTok ouumanT
KOJIOHOUYHOM XpoMaToTrpaduen Ha cumkKareJe (2JII0eHT @
CH,C1,/CH30H/NH4CH, 95/5/0,1; 15-40 MKM) . yycoele bpakummu
cobupamoT UM pacTBOPUTENDb anapMBami. Beixon: 0,07 r coenmHenus 17
(31%) .

Hpmmep;B9

[losiyyeHne coeldmHeHMsa 18

HN\C(NH
nBuli (0,0038 mone) nobaBasior no kamyiam npu -70°C k cMmecu

iPr,NH (00,0038 mMomawr) u TI'®¢ (5 MH):B Toke N. CMeck HarpepawT Qo
-20°C, nepememnBawT B TedeHue 30 MMHYT UM CHOBA OXJIAXOAKT IO

-70°C. o kanjaaM nobapBJjflT pacTteop CH;CN (0,0038 w™Momep) B TI'®
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(6 ma). Cmech HarpepaboT xno -20°C, nepeMewmBaT B TeueHue 1

Jyaca, CcHoBa oxJjaxzmawor ngo -70°C. [Jo6BaBjasgioT CMECh [POMEXYTOUYHOTO

coenmHeHusa 13 (0,0009 mosap) u TI'® (1 ma). CMech nepeMeuMBaKT B

TedyeHMe 2 4acoB, BHIMBAKLT Ha Jen npu -30°C 1M 3KCTPaTUPYIOT
3THUJIaueTaToM. OpraHu4eCcKui crion oTnensmoT, cyuarT (MgSO0y) ,
OUIBTPYRT M pacTBOpUTENb BenapupawT. Ocrarok (0,433 r) ounmawnT
KOJIOHOYHOW XpoMmaTorpadueit Ha cunmMkarese (symoeHT: CH,Cl,/CH;0H,
98/2; 35-70 mMxM) . IBe dpaxkuuu cobupalT U pPacTBOPUTEJIbL
BHINapuBawT. Brxom: 0,056 » F1 wm 0,23 o F2 (78%). Fl
KpycTagamaylrT u3 DIPE/CH3CN. Ocalok OTOMILTPOBHIBAKT M Cyliar.
Buoixon: 0,036 © coemmHeHusa 18. '
[MIpumep BSA

a) IonyueHue coenmHeHmsa 107

7
H
HN N
X
® \Q\
=
nBuli [1,6] (0,0026 wmomb) xmoBGamasgoT no kamaaMm npu -70°C k
CMecCHu IpPOMEeXyTOUYHOTOo coeamHeHusa 13 (nonyueHo no AS5.a) (0,0008

Monb) B TI'® (10 mn) B Toke N,. CMmeck nepememmsapor npu -70°C B
Teuedue 30 MHMHYT. Mo kannaM OoGaBJAT PacTBOP  XJOpUIa
(xnopmeTu) rpubeHundocoouma (00,0026 Monﬁ) B TIr'd® (5 Mn). CmMmechb
rrepeMelBanT INPpM KOMHATHOM TeMrnepaTrType Ha NpPOTSXEHMM HOouu,
BeJIMBAKOT B BOOy M 3KCTparupywr EtOAc. OpraHMUYEeCKut CJIOM
ormendapoT, cywar (MgSO4), oUABTPYIOT M pacTBOPMTEJE BHIIAPUBAKT.
Ocratok (0,7 r) oumMmamnT KOJIOHOYWHOM XpoMaTorpadmern Ha KpoMacuie
(msmoeHT: CH,Cl,/CH30H, 99/1; 10 MﬁM). UpcThle ¢paxkumm cobupanT u
pacTBopuTesb BHMapueawT. Ocratok (0,155 1) ounmawpT KOJOHOUHOM
xpoMaTorpadmenn Ha Cl8 (aJm0eHT: OQS% CH3CN/NH4 Ac, 60/40). Uucrhe
bpaxkuum cobupaklT U pPacTBOPUTEJIb EunapMBamT. OcraTok (0,051 1)

kpucTannmmsayiorT us3 DIPE. Ocamok OTOMILTPOBHBAKT U CyWaT. BHXOM:

0,029 r coemmHenma 107 (9%) (r.na. 250°C).
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b) HonyuyeHue coenmﬁeamq 108 n 109

(2]
coenunenne 108 © coepMHenwe 109
nBuLi[l,6] (0,00261 monwb) moGamssalT no kannaMm npu -70°C k

cMecu xJiopurna (xnopmerui) rpubeHunpocdoumsa (0,00261 mone) B TrO
(10 mn) B Toke N,. CMmechr nepememmpBawT B Teuenue 30 MuHyT. IO
KaruiAaM noBaBlNART DPAacTBOP NPOMEXYyTOYHOTO coeluHeHus 31 ([oJiydeHo
no cnocoby Ad.a) (0,00087 wMomb) B TI'® (5 w™Ma). Cmechs
rnepeMemMBaKpT NpU KOMHATHOMN TemnépaType Ha TIPOTSXKEHUM HOUM,
3aTeM BeUIMBaKT B H;O0 M sxcrparupyiorT EtOAc. OpraHuyeckuy cJyon
ornmensswT, cywar (MgSOy), anbmpbe M pacTBOpUTEJIb BHIIAPUBAKT.
OcraTok (1,1 r©) ouumanT Kononoqnoﬁ XpoMarTorpadmuelt Ha cuIMkarese
(3JI0eHT : CH,C1,/CHsOH/NH,40H, 98/2/0,1; 15-40 mMkM) . Uycree
bpakumm cobupanT M pacTBOpPUTENb  BHapupaioT. Ocrtarok (0,3 1)
OuMIAIlOT KOJIOHOWHOM xpoMaTorpadmeint Ha runepcuse Cl8 (a3JmweHT: - 5%
CH3OH/NH,AC, 70/30). Cobupaior jnBe dpaxkunm (F1, F2) 17
pacTBopuTesnb BHnapuBawoT. Buxonm: 0,097 r F1 m 0,085 » F2. F1
kpucrannusywrT mu3 DIPE. Ocaznok OTQManpOBuBawT n cymar. Bexon:
0,045 r coemmuHenus 108 (14%) (r.ma. 165°C). F2 kpUCTaJIM3YOT U3
DIPE. Ocanoxk oTdunbTpoOBHBAKT M cywmaT. Brxon: 0,049 r coemMHeHUsA
109. (15%) (r.nmn. 200°C).

c) NonyueHue coemyHeHus 110
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nBuLi[l.6] (1,1 mn, 0,0017 momp) noGaBnsgoT MO KaMJAM [IpH

-70°C K cMecH 1,1,1,3,3,3—re&cameTmnnmcmna3aHa (HN (TMS) »)
(0,0017 wMomp) u TI'® (6 wMn). CMmech nepemeumpainT npu -70°C B
TeueHne 30 MmHyT. Hobamnsawr umaHodpropmermn (00,0017 moaw). CMmechb

nepemeuyBaioT B TeudeHume 30 wMuHyT. JOGABNIAKT IUSTUJIOBHM 3dUp

XJIOpaHTruapuia docdopHoOK KMCJIOTHI (0,0017 MOJIb ) . CMmech

nepemeumBapT npu -70°C B TewveHue 15 MmHyT. [lo kannaMm nobabBiiglT

nBuLi[l.6] (1,1 ma, 0,0017 Mmosnp). CMech MepeMelBAlT B TeuyeHUES
30 MuHYT. JoBaBndawT pacTBOp [POMEXyTOUHOI'O coeluHeHus 31
(nmosydeHo no cnocoby A4d4.a) (0,0008 mMonb) B TI'® (4 miu). CmMmechb

nepeMemvBapT P KOMHATHOM TeMnepaType Ha [NPOTAXEeHMM HOuH,
BeUIMBaAwWT B H,O0O wu sxcmparmpymf CH,C1,. OpraHMyYecKkum cJjon
ormenswnT, cymatT (MgSO4), QUIBTPYIOT U pacTBOPMTEJIL BHIIAPUBAKT.
Ocraroxk (0,5 r) oymmawnT xonouoqﬁoﬁ XpoMarorpadueit Ha CcHUIUKATeJe
(symoeHT: CHyCl,/EtOAc, 95/5; 15-40 MxM). CobupalT deThpe dpakuum
(F1, F2, F3, F4) wu pacrTBOpUTENb BHIIapupawnT. Buxon: 0,026 o
coemmHeHmus 110 (8%) (r.mu. 254°C).

d) HNonyueHme coenmmHenmsa 111

Br

 “Br

PacTteop (CuCl), (0,00015 Mosmb) B BOOHOM NHs; (500 M)
JOOaBJAKLT K CMEeCHM IIPOMEeXyTOUYHOTO coeluHeHus 21 (rnojJydeHo o
cnnocoBy A5.b) (0,0014 momp) B IOMCO (1 mu). Ipu 0°C noBaBiswT
pacTtBop CBry (0,0044 momp) B JOMCO (1,5 Mn). CMmechb NEepeMeWMBAT
NpyM KOMHATHOM TeMnepaType Ha npOTémeHMM HOYM, BBUIMBAIOT Ha Jien u
¢uneTpyloT. OpraHMyeckuin cJjion npomuBamwT CH,Cl,, cymar (MgSO,),
duneTpYIOT M pacTBOpUTeJIb BHIapmpaior. Ocrartok (2,73 T) ouMmanT
KOJIOHOYROM XpoMaTorpaduein Ha cmnﬁxarene (zyoeHT: CH,Cl,/CH30H,
or 100/0 mo 99/1; 15-40 wMkM). CobupanT mOBe OopakuuMuM u

pacTBopuTeNb BrHnapuBawoT. Brxon: 0,007 r ¢dpakumm 1 m 0,11 r
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bpaxkuum 2. dpakummo 2 KpmcmahnmsymT us DIPE. Ocaznok
OTOUIILTPOBLIBAIOT M CYWAT. BRXOI: 0,075 T coemmHeHms 111 (T.rmJj.
223°C) .
[Ipumep BY9B
a) NlonydeHue coemuHeHusa 112

N

(E)

[lepeMemnBaKwT CMecCh - NPOMEXYTOYHOTO COeIVHEeHUs 23
(0,0005 mMonsm), l—rmnpoxcmﬁeHBOTpnasona (0,0007 wmMmoms) wu EDCI1
(0,0007 Monb) B CHoCl, (10 mi) u T (2 mn). OobBaBasgioT pacTBOP
NH (CH3) 2. HC1 (0,0006 wmMomb) u EtsN (0,0005 MOJIB ) . CMmech
rrepeMellMBanT [IpUM KOMHATHOM TeMnépaType B TeyeHue 12 dacosB.
HoBasmnawT HO0. CMmech skcrparumpywr CHpyClz. OpraHmdeckuit ciou
orgensawnT, cywatr (MgSQO4), OUIBTPYIOT M pacTBOPMTEJb BHIIAPMBAKT.
OcTaToK OuMLAKT KOJIOHOYHOMN xpomamdrpa@meﬁ Ha KpoMacujie (DJI0EeHT:
CHp,C12/CH30H, ot 100/0 mo 90/10, 5 MxM). CobBMpawT uYMCTHE Opakuuu
U PacTBOPUTEJIL BHIIAPMBAIT. Bmxon:§0,124 T (58%). JaHHy®0 bpakumo
OUMUAKT  KOJIOHOWYHOM  xXpoMaTorpaduein Ha KpoMacuJe (2J10€HT @
CH,C1,/CH5CH, 99/1, 5 wMxM), CoﬁmpawT YMCTHE bpakuum wu
pacTBOpMTENb BeNapuBaoT. Brxom: 0,045 r coemmHenms 112 (21%)
(r.1. >264 °C).

b) MNonyuenue coemmHeHus 113

|
NN

(E)
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[lepemMemBaKT CMECh NPOMEXYTOYHOT'O COenMHEeHNA 57 (noJsiyyeHo
rno crnnocodby A7.b) (0,0002 Mdnb), l-ruopokcubeH30TpPpMasoa
{0,0003 mMome) m EDCI (00,0003 Monw) B CHoCl, (10 mn). JHobaBadgoT
N-MeTus-1-0yTaHaMuH [CAS 110—68-9] (0,0002 MOJIb) . CMmechb
rnepeMewMBalT IpM KOMHATHOM TemnépaType B TeueHue 12 4acos.
HoBasmnsaiwoT HO. CMmeck 3kcTparupyiorT CH;Cl,. OpradHuMyeckum CJon
orgmesswT, cywaTr (MgSOs), OGUIALTPYOT M pPacTBOPUTEJb BHIIAPMBAIOT.
Beixom: 149 1. Odpaxkuuio OUMIEAIOT TKOHOHOHHOﬁ xpoMarTorpadmuenn Ha
kpoMacuile ( (3J0eHT: CH,C1,/CH30H, or 100/0 ot 90/10; 5 wMxwM).
CoBupaknT uyucTee OfpakuuMyM UM pacTBOpPUTEJb BHINaApMBaKT. BeXon:
0,065 r. HaHHY© dbpakuupo pacTBoOpAKT B DIPE. Ocanok
OTOUILTPOBEBAKT M CyWaT. BHXOHN: 0,035 T coemuHeHus 113 (30%)
(r.nm. 212°C). |

c) lNonyuyeHme coenmHeHusa 114

(s,

ooy

HepéMemMBamT CMEeCh [IPOMEXYTOYHOI'O coeluHeHus 23 (MoJIy4YeHOo
rno crioco®y  A7.a) (0,0005 MOJIBL ) , l-TuoppokcmbeH30TPMa30Na
{0,0007 mosmp) wu EDCI (0,0007 wMomb) B CHyCl, (10 wma) wmu TI'o
(2 mi). JoBaBaAwT 3-(MeTMHaMMHo)nponaHHMTpmn {0,0006 wMoab).
CMmech TIepeMemMBaKOT IpM KOMHaTHOM TeMmnepaType B ieqeﬁme 12
gyacos. [HoBariusworT H,O0. CMmech askctTparupylor CH,Cl,. OpraHudYecKum
cJom OTOEeJIST, cyuarT {(MgSO0,) , duneTpyOT u pacTBOPUTEIb
BEIIIaPUBAOT . OCTaTOK OUMHMAKT KOJIOHOUHOI XpoMaTorpadueit Ha
kpoMacune (aJmoeHT: CHCl,/CH30H, or 100/0 mo 90/10; 5 Mkwm).
CobuparT 4YuCTHE O¢pakuMM M pacTBOPUTEN:L BHIAPUMBAKT. Boxon:
0,068 r. IaHHY® dpaxkumio KpUCTalIn3yIior us DIPE. Ocanok
OTOMILTPOBHBAKT M cywar. Buxom: 0,032 r coenuHenusa 114 (14%)

(r.m. 168°C).
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d) TonyuyeHMe coenmuHeHus 115

i

\N

2

N
T
CMmech F (0,000195%Monb) 1 MeTunamMMHa (2 3KB.,
0,000390 Mome) B TI'® (5 Mi) u EtQN (0,054 mn) nepeMemwmBamwT OpU
KOMHATHOM TeMrepaType. JoBasisoT ﬁDCI (2 sxB., 0,000390 mMmosb) u
l-rnopokcubensorpuazson (2 3KB., 10,000390 MOJIb) . PeakUMOHHY®
CMeCh [lepeMelMBaKnT [IpU KOMHATHOM iemnepamype B TedeHue 12 uyacos
u pPacTBOPAKT B H,O. Opraﬂmqeéxmﬁ cJIon oTOeJgnT, cyuwar,

PMIBTPYIOT M PAacTBOPUTEINb BHINAPMBAKT. [IPOOYKT BHIOEJAOT M OYMWLAKT

KOJIOHOWHOM XpoMaTorpaduen. Bmxoh: 0,026 1© coemuHeHusa 115
(17,92%) .
Mpumep BOC

[TonyueHue coenﬁnenmn 116

[eg ol

CMecb MpPOMEXYyTOYHOT'O coenuHeHmsa 13 (rnoaydeHo no crnocoby
A5.a) (0,000291 wm™Moaw) 17 runp%suna M30HMKOTUMHOBOM  KUCJIOTH
(2,5 sxB., 0,000728 Momb) B smanéne (1 mMnm) m CHpCl, (2 Mn) wu
nNepeMemMBaKRT M KUNATAT C OOpaTHHM XOJOIWJILHMKOM B TedeHue 12

JacoB. PaCTBOpMTeﬂb BhIlTapyBaKwT OocyXa. OcrarTok oYMuaKpT
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xpoMarorpabmuen. Buxonm: 0,033 r coénMHeHMH 116 (24,50%).
MpuMmep B9D

a) NonyuyeHue coenuHeHus 117

QN

uaHoGoporunpun  HaTpusA (0,0024 MOJIEL ) OODaBJAKT  IIpU
KOMHaTHOM TeMIepaTrype Kk paCTBopy‘npomemyTquoro coenvHeHus 26
{(nonyueHo no cnocoty A9) (00,0008 MOH&) B bopmanbmermnme (0,5 mi)
n CH3CN (20 mn) B TOoKe Ns. Hoéaanémm YKCyCcHy® kucnaory (0,5 ).
CMecChb MNepeMeWyBAT NPU KOMHATHOM TeMrnepaType B TeueHMe 2 Yacos,
BeMBanT B 10%  pacTBop Hx0/K3CO3 m  skcTparupywr CHpCl,.
OpraHmuuecku cJIoM OTHOeJIsnT, cymart (MgSQy4) , OUIIL TPYIOT u
pacTBOpUTeNb BhHOapuealT. Ocrarok (0,3 ) ouMmaKwT KOJOHOYHOM
XxpoMaTorpajuein Ha Iunepzone (enmeﬁm: CH,C1,/CH30H, 97/3: 5 MkM).
UucTee OpakuuMu COBMpPAT M PaCTBOPUTENb BhMapuBawT. Beixom: 0,08
by (28%) . DaHHYIO dpakuuio j KPpUCTANJIN3YIOT ns cMecH
2-NpornaHoH/ I3 TUJIOBHIT 30up. Ocaﬁox OTOMIILTPOBHBAKT U CyNAaT.
Bexon: 0,012 r coemuuenusa 117 (5%) (r.nn. 132°C).

b) Nonyuenme coemmHenusa 118

o

N,

l

CMmech &

(nonyuyeHo no cnocody A9) (0,0015) =n
TeTparunpo-2, S-oumeroxkcudpypara (00,0077 MoNMb) B YKCYCHOM KUCJIOTE

(10 wMJ) nmnepeMeMBAKT M KUNATAT C oOpaTHBEM XOJIOOUJIBHMKOM B
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TeueHMre 1 uyaca, 3BaTeM BBUIMBALT BjCMer NensaHoM BoOobl M KyCO3 u
akcrparupylorT CHCl,. Opraﬂmqecxmﬁ:cnoﬁ orzenswoT, cywar (MgSO4),
duneTpyloT U  pPacTBOPUTEJsb BHINapupBalT. OcTaTok (1 1) ouMmamoT
KOJIOHOYHOM Xxpomarorpabuen ha cunmkarese (oJI0eHT:
umkjorekcaH/EtOAc, 95/5; 15-40 MKM). UncTee odpakuum cobupainT u
pacTBoOpUTENDb BEIIIApMBAIOT . Bmxon§ 0,23 r. HauHy  dpakumo
KPUCTAIMBYIOT nus cMecu DIPE/ousTUNOBLIA sdup. Ocanok
OTOUIBLTPOBHBAKT M CywaT. Bexon: 0,075 T. JarHYIO ©$pakuMio CHOBa
KPUCTAJIIN3YIOT us cMecH DIPE/nMeTmnoamﬁ 3%up. Ocanok
OT}MIIbTPOBEIBAIT M cymarT. Buxon: 0,027 r coemmHenms 118 (5%).
[MpuMep B9E

a) INosyueHue coemvHenus 119

Tpubyrundpocoms (0, 0015 Monb§ nobGaeraAwT kK cMecu Byr-2-
edHouHuTpuna (0,0015 wmMosaw) B TIO X8 M) . CMecChb [epeMellMBaKT U

KUMNATAT C OOpaTHEM XOJOOWUJIBHUKOM B TeueHuMe 2 yacobB. JoBaBJISoOT

(nosnyueH mno cnocoby Ab5.a). (0,0005 wmomb)

CMech nepeMemMBapwT UM KUMNATAT ¢ OOpaTHEM XOJOOMIBHUMKOM Ha

npoTaxeHuu Houy. JobamjapT }hOJ Cmeck skcTparupynor CH,Cl,.
OpraHuuyeckun cnon oTnensanT, c&maT (MgSQ,), duine TpyoT n
pacTBOpPUTEJIb BHIIAPUBAKT . OCTaTOKj(O,618 ') OUMWAKT KOJOHOUHOMN
XxpoMmarorpadpuerr Ha KpoMmacuie (snheHT: 100% CHCl,, 10 mMxwM).
ColupanT nOBe dpakuuu u paCTBopMTénb BHapuBakwT. Beixonm: 0,03 1

coenmHenus 119 (13%).
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b) HNoayueHue coenumHeHua 120

//1
A=y

ReACH

=N

[lpoMexyTO4YHOE CcOeIuHeHue 13; (nonyyeHo no crnocofy AS5.a)
(0,002 Mosab) noBaBAgWT K CMecHu nponaHnMHMTpmna (0,004 Monb) u
nunepuanHa (0,004 monb) B STaHoné (10 mm). CMmech nepeMemmBaKwT
npM KOMHATHOM TeMmlepartype B Teﬁeﬂme 5 MuHyT. PacTBOpMUTENH
BRIIapmBawT. OcTaTok pacTBopsioT B CHyCl, M ouMmamwT KOJOHOYHOM
xpoMaTorpadmern Ha CUIMKaDese ((sn@eHT: CH,C1,/CHs0H, 98/2, 15-40
MKM) . CoOumpamnT uucThe (pakuuM U péCTBOpMTeﬂb BHINApMBaKT. BEXOn:
0,6 r coemuHeHusa 120.

IpumMmep B9F

[MonyuyeHue coenﬁHeHMH 122

nBuli [1,6 M] (0,0016 mosns) poBaBnasiT No karuisaM npu -78°C
K CMeCy MNpPOMEeXyTOUHOTO CoenMHeHMH‘27 (nonyueHo no crnocoBy AlQ)
(0,0004 Monp) B TI® (10 Mn) B Toke N,. CMech NepeMemyBaiT npu
-78°C B TeueHue 1  yaca, 3aTeM HarpeBaiT OO  KOMHAaTHOW
TeMllepaTypel, [epeMeluBanT B Teqeﬁme 30 MMHYT M OXJIaXOamwT IO
-78°C. JoBGaBJAT pPacTBOP 2—nmpanHKap6oxcanbnermna (0,0004
MOJIb ) B Tre (10 wMn). CMechb inepememMBamT npu  KOMHaTHOM
TeMriepaType B TeudYeHue 2 4Yacos, BanBamT Ha Jieg M B3KCTParupyioT
EtOAc. Oprannuyeckust cjnoit ormenswoT, cywar (MgS0,), ouabTpyoT 1

pacteopuTenb BoNapuBalT. Ocratork (0,32 1) ouMmamwT KOJIOHOYHON
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xpoMaTorpadmnein Ha cuJMKarese (mmoenT:  CH,Cl,/CH3;OH/NH4OH,
98/2/0,1; 10 wMkMm). Cobupapr JgBe OdpakuuMM U pPacTBOPUTENDb
BelNapuBakoT. Bmxom: 0,021 r coemmHeHus 122 (10,4%) (T.nJt.
120°C) . |

lIpumep B10O

MonyueHue coenmHeHusa 20

N

K cMecu coemvHeHuMsa 19 (cM. TaGmmuua 3) ([DOJYYEHO MO criocofy

Bl) (0,0014 monp) B CH30H (15 mn) B Toke N, nofaBjgioT YacTsaMU

NaBH; (0,0015 wmonp). CMechb nepeﬁemnsamm npu 5°C B TeueHue 1
yaca, BeummMBawT B HO u SKCTparMp&mT CH,Cl,. OpraHudYecKu#l CJIONA
oTnensawTr, cywatr (MgSQ,), anpry@T M PpacTBOPUTEJIb BHIIAPUBAKLT.
OcraTok (0,15 T) ouMmaKRT anOHOQHOﬁ XxpomaTorpaduen Ha
cunmkarene (azmpoeHT: CH,Cl,/CH3OH, 99/1; 10 mMxM). UucTee oOpakuum
cobupanT u paCTBopﬁTenb Bunapmsémw. Ocrarok (0,068 r, 12%)
KpucTasmulyonT u3 DIPE. Ocagnok OTQManpOBmBamT M cywaT. Boxon:
0,032 r coemnuHeHus 20. |
Mpumep Bll

MTosrydyeHue coenmHeHus 21

10aol

CMecb coeluHeHus 2 (cM. jTaGnmuy 3) (0,0002 w™Momnw),
3-THUeHUNBOPOHOBOM KMCJIOTHI {0,0005 MOJIL) , Pd {PPhj) 4
(0,00002 mMmoab) m NayCO3 (0,0007 qub) B DME (3 M) nepeMemwmBaKwT
M KUIATAT C oOpaTHEM xononnnbumxoﬁ B I'epMEeTUM3UMPOBAHHON TpyOke B
TeyeHue 3 4acoB. ﬂocaannmmi H20. CMmecs 3KCTPaATrUpPYIT
3TUJIALEeTaTOM. OpraHuuyeckun cnoﬁ OTHnesIsnT, cyumar (MgSQy),
dUNETPYIOT ¥ pPacTBOPUTENb Banapmaabw. OCTaTok ouUmAKT KOJIOHOYHOM

xpoMarorpaduenn Ha cunmkareye (simoeHT: CH,Cl,/CH3;0H, 98/2; 15-40
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MkM) . CobGupawT umucTHe ¢pakumm u pécmsopMTenb BEINAPUMBAKT. BhXOXN:
0,04 r coemmHeHMa 21 (40%). '
[IpuiMep 812

[loJlyueHMe CoeIMHeHus 23

2.
oo

CMechr coenmuHeHUAa 22 (cM. Taénmuy 3) (nonyyeHo no crnocofy
B4.a) (0,0002 mMonmep) M HUKeJA Pe#en (0,1 ) B CH30H (10 wmn)
nepeMemrBaKnT pM KOMHaTHOM Temneﬁamype B TeueHMe 15 MMHYT npu
naeneHun H, 2 Bapa, 3areMm @MhprymT yepes uUeJuT. Uenurt
npomelieailoT CH3OH. o¢uneTpar Bunapmhamm. Bexon: 0,48 1r. HOaHHY®
dpakuUMO OUMIAT KOHOHOHHOﬁ'XpOMaTérpaneﬁ Ha KpoMacuiie (BJI0eHT:
CH,Cl,/CH30H, 99/1; 15-40 MkwM). Cobmpamm oBe odpakuumu (Fl, F2) u
pacTBOpPUTENIb BHIIAPMBAKT. BHXOX: ‘0,13 r F1 mu 0,13 r» F2. F2
KPUCTaJINIUBYIOT M3 OU3TUIIOBOIO GQMPa. Ocanoxk OTGUIBTPOBEHBAKT U
cymaT. Brxon: 0,09 r coemmHeHus 23 (20%) .

Ilpumep B13

[lonyuyenne coepnmHeHus 24

N o

Cmech coemmHenua 1 (00,0004 mons) um Pd/C (0,07 r) B CH30H

(10 M) TuOpUPYIOT IIpYM KOMHATHOM TemrepaType B TeueHMe 5 uacos
npu nasjgeHum H, 3 BGapa, 3arem @M@bmpymT yepes LUeJIMT, [pOMBIBAOT
CH,Cl, u pacTBOPUTEJIb éﬁnapMBamT ﬁocyxa. OcTaToOKk KpUCTAJNIM3YIT
n3 DIPE. Ocanok ow@mnbwposuaamﬁ n cywmar. OcrmaTok (0,7 1)
ouumaKnT KOJIOHOYHOMN xpomaworpa@ﬂeﬁ Ha KpoMacue (aM0eHT:
CH,Cl,/CH30H, or 100/0 mo 99/1; 51MKM). Cobupalor umcThe odpakuumn
M pacCTBOPUTEJSIE BHIIAPMBALT. OCTaTBK (0,06 1) KpUCTAMIIU3YOT U3
DIPE. Ocanok oTOMIBTPOBHBAaKLT U cymar. Bexon: 0,04 T coemuHeHus

24 (27%).
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Mpumep B1l4

[lonydyeHue coemmMHeHUa 26

60% NaH (0,0004 Monb) HOBABJAKLT [PM KOMHATHOM TeMrnepaType
K cMecu coenuHeHus 25 (cMm. Tabmuuy 4) (nonyyeHo no crnocoBy
B6.c) (0,0004 wMomp) B TI'®¢ (30 mn). CMmech [epeMeUMBAKT IIpU

KOMHaTHOM TeMnepaType B TeueHme 1 uaca. [oBaBnsawr pacteop I1CH;3

(0,0004 mosmb) B TI'® (30 Ma). CMmech mnepememmsanT npu 60°C B
TeueHre 2 YacoB, 3aTeM oxnamnamw,‘BHnMBamT B H»O u skCcTparupyoT
CH,Cl,. OpraHuuYeckKuit CJIOi oTnenaonT, cymatr (MgSQy), dunbTpyoT 1
pacTBopuUTEllL  BHIIAPUBAKT. OCTaTOK: (0,12 1) ouMmamT KOJOHOUHOM
xpoMaTorpadpuen Ha KpoMacuie (J10€HT ; CH,Cl,/CH50H, 99/1;
10 MxMm). CoBupaloT uucTHE OQpakuMM M pPacTBOPUTEJIb BHIIAPUBAIT.
Brixon: 0,049 r coemmHeHuAa 26 (32%).
Npumep B15

a) Ionyuenme coenuHenusa 123

PeareHT JxoHca (0,0056 wMosb) mnobBamasior npu 5°C K cMecwu

coenuMHeHusa 18 (noJyrydeHo 1o cnbcoGy BS (0,0029 wMoNb)) M

2-nportaHona (20 Mi) B Toke Nj. Cmer rnepememuBaiT npu 5°C B
TeueHUe 2 YaCOB, BaTEM BBUIMBAKT b H,O, nommenaumpawT NaHCO3 u
skcTparupywr CH,Cl,. Opranmqecxmﬁfcnoﬁ orTmesawT, cywar (MgSO0,),
UL TPYIOT M pPacTBOPUTENb BunapMBémT. OcraToxk (1,5 1) ouMmamnT
KOJIOHOYHOMN XpoMaTorpadpuen Ha cuukarerne (2J10€HT @

CH,C1l,/CH3;0H/NH4OH, 98/2/0,1; 15-40 MxM). CoBupanT nse odpakuum
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(F1, F2) wu pacrBopuTesb BHNapusawr. Bmxon: 0,122 r F1 (11%) wun
0,19 T F2 (17%) . F2 KpUCTAJININ3YIOT us3 DIPE. Ocanok
OTOMIIBTPOBHBAIT M CymwaT. BHXOXL: 0,034 T coeamHeHusa 123 (7.mJ.
150°C) . |

b) MonydyeHue coénMHeﬁme 124
N

m,.

CMmecp coeauHeHua 123 (0,0dOS MoJib) M POCls (1,5 mi)
nepeMeumBaioT npu 80°C B TeueHue 2@ yacoB, BeuMBaKT B 10% cMmechb
abna M Kp;CO3 u skcTparmpyioT cMmecbio CH;Cl,/CH3;0H. OpranHmueckun
clon oTHesfnT, cywamT (Mgsoq),? buneTRYIOT u pPacTBOPUTEJb
BenapueawpT. OcraTtoxk (0,14 ) oqmﬁamT KOJIOHOUHOM xXpomaTorpaduein
Ha KpoMacuie (BJI0eHT: CHZClz/CH3¢H, 99/1; 10 wmMkM). CobupaioT
yucTele bpakuuMM U pPacTBOPUTENb ?BunapMBamT. Brxonm: 0,026
coenuHeHusa 124. |

Hpmmep%BlG

a) IonydyeHue coénMHeHMH 125

5 H NaOH (2 wnm) noéaBnHmTj no kannam npm 50°C k cMmecu
coenmHeHua 104 (cm. Tabauuy 3)% (nonyyeHo no crnocoby B2.c)
(0,0003 Momp) ™M NH,OH, HC1l (0,0¢04 MoOJIb) B 23TaHose (10 wmi).
CMech nepemeumBaioT npu 50°C B Teqéﬂme 2 yacoB. [Be TpeTu CMecH
BHIIAPUBAKLT. CMechk  BHUIMBAKT B iHzO n srcTparupyioT CHpCl,.
OpraHudeckuit cjoi npomeiBawT 10% KpCO;, cymar (MgSO4), duabTpynoT

Y pacTBOpUTENb BHMNapusBawoT. Bexon: 0,21 r coemmHeHms 125.
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b) TonydyeHue coenmMHeHMs 126

,.

1, 1’ ~KapOoHMNOMMMM A 30N (0,0b12 MOAb) OOBGABJIAIT K CMEeCcHUu
coemguHeHmsa 125 (0,0003 Moab( B TP@ (20 M) . CMmech nepemMemyBawT
M KUIATSAT C OOpaTHBM XOHOHMﬂbHMKO# Ha MNPOTSXEHUM HOYM, BHUIMBAKT
B H,O0 m askcrparupyior CHCl,. Opraﬁnqecxmﬁ CJNOM OTHeJIdAlT, CcylaT
(MgS04), OuAbTPYT M pacTBOpMTENbL BrIapuBakT. Ocrartok (0,17 1)
O4YMAannT KOJIOHOYHOM’ xpomamorpa@ﬁeﬁ Ha KpoMacuie (3JI0eHT :
CH,C1,/CH30H, 98/2; 10 mMkM). ConpémT IOBe (¢pakKlUMM M pPaCTBOPUTENb
BunapuBamwT. Beixopm: 0,035 r Opakumm 1 m 0,05 r dpakumm 2. O6e
dpakuMUM CMeWMBaKT U KpMCTanHMBYDT;Mé omaTuioBoro sdupa. Ocamokr
OTOMIABTPOBEIBAIOT ¥ CymaT. BrXOI: 10,05 T coemuHeHusa 126 (38%)
(r.rin. >260°C) ., 5

Mpumep B17

MMonydeHue coenhuenmg 253

V4

E)

a) B 100 mn xonby nomemaioT 2,53 M aueroHurpuna, 0,056 1
(0,253 mMMomb) Pd(OAc), u 0,154 1 (0,506 wmMMOJDB) TpUc- (2-
MeTundeHmn) pocpmuHa B aTMmMochepe asora M CMECh [I€PEMEUMBAKT B
TedeHue 10 MMHYT. K cmecu nQGaBnamT 1 r (2,53 wMMOIB)
[IPOMEXYyTOYHOTO coenMHeHuA 58,: 0,51 MJT (3,8 MMOJIb )
N, N-ousTtunsradamMmHa u 0,36 1T (5?06 MMONB) akpulaMmuma. CMechb
HarpesawoT I[IPpM KUISYEHUM C o@pa&HmM xojmoounbHukoM (80°C) B
TeUeHMe 5 OHeN, noJjydas [Ipu 3TOM 28% coenuHeHusa 253.

b) B 100 wMmn konBy B arMocdepe asora seomaT 0,8

(4,33 MMonb; 1 SKB.) [NPOMEXYTOUHOIrO coeamHeHusa 3a (E), 1 1
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(4,33 wMMoJNIB; 1 3KB.) npomemymo#uoro coenmmMHeHus 5 w 16 wMn
2-niponaHosia. K paHHOM cCMecu nobaBnHmT 0,72 mMn 6 H HC1 B
2-nponaHoJsie. CMecChb nepememmaamw? npu  KUIIgYEeHUM C  OoOpaTHbM
XOJIOOWJIbHMKOM B TeueHMe 72 dacoB ﬁ 3aTeM OXJIaXIalT, M[OJyyas Mpu
3TOM COJIb XJIOPUMCTOBOINOPOIHOM KHUCJIOTE COENMHEHMS 253, mT.e.
coennHeHue 254, |

CoenuHeHme 254 MOXHO npeoﬁpésoBaTb B CBOOOOHOE OCHOBaHue
10 M3BECTHHIM B OaHHOM o6jacTu MernaM (cM. Taxkxe npumep BIA).

]

Coemuuenme 253 MOXHO IpeoBpa3oBaTb B coenuHeHue 1 1o

criocofy, ONMUCaHHOMY BHIE B npmmepé Alc)y).

B crnemyomux Tabmmuax 3, 4 M 5 nepeumclieHsl CcOeOMHEHMHA

bopmyser (I), mnodyuaeMmule MO OLOHOMY M3 BHIIEyKa3aHHBIX MNpuMepos (N

npumepa) .
| Tabmuua 3
R‘Iﬁ% Ny g
|ChSY
R} 2N
N
N N R’ R* dusuueckue
coemuH. | npuMmepa 1 IaHHbBIE
T.ny. °C/(MH+)*
2 B2a 2-BensobypaHun H T.m1.>240
21 B11l 3-THeHUsN H T.nn.220
3 B2b 2-pypanun H T.mn.228
28 B2a 2-THUeHMI H T.nn.235
29 B2a deHunn H T.nn.230
1 Bl1/B6a | -CH=CH-CN H T.nn.245, (E)
30 B2a 2, 4-guxnopdeHnn H (460)
31 B2a 2-6eHsz0 [b] THeHMn H (448)
32 B2a l-HadTaneHmn H (442)
33 B2a 3-xnopdeHunn H (426)
34 B2a 3-aueTunpeHmn H (434)
35 B2a 3-MeTUNdeHNN H (406)
36 B2a 2-HadTaneHun H (442)
37 B2a 4 -xnopBeHun H (426)
38 B2a 4-meToKCHbEeHUT H (422)
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39 B2a 4-MmeTHnTUMOOEHN (438)

40 B2a @_mm

19 Bl §/R\O T.nmn.220

8 B5a -C (=N-OH) ~CH (CHs) 2 T.nna.156

20 B10 ‘(ﬁo T.m.205

27 B1 r‘\(\o T.nj.193

41 B10 T.na.200
O

42 BS5a W T.nja.155
e

43 B4db ‘A/\'< > T.nn.110

44 B5b l;‘;/\o T.nn.110
y :

45 B5a -C (=N-OH) ~CHj; T.n.135

S B5b -C (=N-0-CH;3) - T.m.185
CH (CH3s) 2

46 B5b P T.rut.164

47 Bdb -CH,;~N (CH2-CHs3) » T.mi.150

48 B4b u,(\O T.mi1.85

15 Bo6e { E:: (4061)

49 B6e ¢ E:: (449)

50 Bée r ﬁ: (487)

51 Boe £ f" (493)

52 B6e T j:: (473)

53 Bée : f‘: (443)
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54 B6e J,VES (446)

55 B6e o ﬁ (449)

56 B6e ‘ f: (521)

57 B6e H\ﬁd“! (457)

& | B4b “CH,-N (CHj) ~CHp— (430)
CH,-N (CH3) 2

58 B4b p (506)
H\,N\/\(g

59 B4b ‘(\O“’“‘ (428)

60 B4b (532)

N\

OO

61 B4b -,(\,C\/(\O (504)

62 B4b 1/\0/\0 (503)

63 B4b (472)
L(\

64 B4b {\,C\),_O (491)

65 | Bdb —CH,-N (CHs) ~CHg— | (415)
CH,-CH,~CH3

66 B4b (442)
o

67 B4b m/;p. (410)

68 B4b -CH,-N (CH3) -CHap- (401)
CH,~-CHj

69 B4Db 5,/\.0 (399)

70 B4b "/\’Cf (396)

71 B4b ~CHp-N (CH-CH,-0- (461)

CHs) 2




72 B4b (485)
:_(\
73 B4b | (456)
JK/N\O/CH!
74 B4b Hf‘{::h-{f) (492)
75 B4b —CH,-N (CH3) —CH,- (412)
CH,-CN
76 B4b (443)
bW
77 B4b %/‘{:] (397)
78 B4b i/‘{:i (417)
79 B4b Hf\f:\<j> (464)
80 B4b —-CH,~-NH-CH,-CH,— T.mm.105
N (CH2CH3) 2
81 Bl i T.nn.240
82 B10O i T.nn.170
24 B13 —-CH,-CH,-CN T.mm.208
83 B8 "\Q/O T.m7.>250°C
14 B6d f: T.mi.158
84 B6c -C (CH3) =CH-CN T.nma.224°C (E)
18 B9 —~CH (OH) —-CH,-CN T.mm. 252°C
85 B4db (474)
&
86 B4b (473)
%/\E=m
87 B4b (426)
'
88 B4b (424)

'1/\5 |
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89 B4b Y ™ H (446)
AN
90 B4b i/‘g H (397)
91 B4b ‘“i”h H (438)
TNy
92 B4b 3 H (438)
P
93 B4b i/\& H (410)
94 B4b “ﬂ'_b’ H (410)
95 B4b H (478)
?«3
B
96 B4b 'I.Af> H (473)
103 B6b -CH=C (CH3) -CN H T.n1.210°C (E)
11 B6b -CH=C (CH3) -CN H T.nm.246°C(2Z)
10 B6a —~CH=CH-CN H T.nn.258°C(Z)
4 B3 -CH,~-CN H
o
17 B8 :K:jn/\,,\g: H T.ns.110°C
97 B8 Wm’ H T. 1. 240°C
16 B7 :k(N_o—\';sa H T.nn.>250°C
7 Bdc -CHz—O—CHz-—CHg—CN‘ H T.nn.>260
5 Bda 4 -roMopdonmHMI -NO, T.nn.268
98 Bda 4-mopbonmHM -NO, T.nxn.210
22 B4da l1-nunepuanumi ~-NO, T.nja.252
23 B12 1-nunepuarHMI ~NH, T.nn.262
12 B6C H C(CH;)=CH-| (E) (381)
CN
13 Béc H C(CH3)=CH- | (Z) (381)
CN
127 Bl —-N(CH3) 2 H T.nn.228°C
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123 Bl5a -C(=0) -CH2-CN ‘ H - T.nn.150°C

116 BOC RIJ::T ‘ H (463)

128 | B9C ilj::L ; H (480)
{==N’ 13 i

129 BSC W H (452)

130 | B9C “CH=N-NH-C (=0) —CH, H (400)

131 | B9C “CH=N-NH-C (=0) - H (425)
CH,-CN :

132 | B9C ff‘(RII*J 3 T H (468)

115 | B9Bd ~C(=0) -NH-CH, H (373)

134 | B9Bd ~C(=0)-N(CH3)z H (387)

135 | B9Bd ZC(=0) -N (CH3) ~CH;~ H (401)
CHj -

136 | BOBd ~C (=0) -N (CH;-CH;) H (415)

137 | B9Bd ~C (=0) ~NH-CH,~CH; H (387)

138 | B9Bd ~C(=0) -NH-CH,-CN| H (398)

139 | B9Bd C(=0) -N (CH;) ~CHz- H (412)
CN |

140 BO9Bd -C(=0) —NH—CHZ-CE¢H H (397)

141 | B9Bd ~C (=0) -NH-CH,- H (399)
CH=CH,

142 | B9Bd ZC(=0) -NH-CH (CH3) H (401)

143 Bl N {CH>-CH (CH3) 2] 2 H T.nJj.238°C

144 | B13 ~CH,-CH (CN) ; H T. 1. 160°C

106 | B6f “CH=C (CN) -C (=0) - H (E) .01, 193°C
C(CHs) 3

145 BOF H—O H (E) T.rm.299°C

146 | BOF ?—’_C} | H T.nu.258°C

147 | BOEa “CH=C (CN) ~CH,-CN H (Z/E=88/12)

(406)
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148 B6C -C (CH,-CH3) =CH-CN H (E) T.m.173°C

149 Bé6C —C (CH (CH3) 2) =CH-CN H (E) T.m1.132°C

150 B6C -C (CH (CH3) 2) =CH-CN H (Z) o.m.132°C

151 B6b -CH=C (CH3) -CN H (Z) T.m1.246°C

152 B6b -CH=C (CH3) -CN H (E) r.m1.201°C

153 B13 -CH=CH (CH3) -CN H T .. 187°C

124 B15b -C(C1)=CH-CN H

154 B9Ba -CH=CH-C (=0) - H (E)
N (CH3) ~CHp~CN

112 B9Ba -CH=CH-C (=0) - H (E) T.m1.>264°C
N (CHz) 2

155 | BY9Bc J,,\‘TO«& H (E) T.ma.156°C

156 B9Bc {:) H (E) T.ru1.168°C
f&.\g ;

157 | B9Bc &‘(O H (E) T.mm.>265°C

158 B9BC -CH=CH-C (=0) - 3 H (E) T.m1.>260°C
N (CH3) -CH,~CHj3

114 BI9BC -CH=CH-C (=0)- | H (E) T.r.168°C
N (CH3) - (CHz) 2-CN

159 B9Bc ~CH=CH-C (=0) - H (E) r.m.249°C
N (CH2-CH3) 2 |

160 | B6b —C (CH3) =C (CH3) ~CN H (E)

107 B9Aa -CH=CH-C1 H (Z) T.ma.250°C

161 B9Aa -CH=CH-Br. H (zZ) T.nm.248°C

111 B9Ad -CH=C(Br) H T.nm.223°C

122 BOF g—/_D H (E) T.m1.120°C

162 BOF g_/‘C" H (E) T.m1.>260°C

163 | BOF H—O H T.m.128°C

164 BOFF :’\_\O H T.mn.104°C
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125 Bl6a ,-W H

104 B2C < D ¥ H

165 BOF J‘\O H T.mn.112°C
166 BOF = 5‘ H T.nn.194°C
167 BOF E_-N H T.m5.191°C
126 Bl6b :’\O/cn H. T.a.>260°C
168 Bdc ~CH;-0-CH,~CHj3 H T.nn.201°C
117 B9Da H -N(CH;3) 2 T.nj.132°C
120 BO9EDb -CH=C (CN), H

253 Bl7a/b | -CH=CH-C (=0) NH, H (E)

254 B17b -CH=CH-C (=0) NH, H (E) (HCL

*(MH') ofosHauaeT Maccy anTOHMpOBaHHoro COeInVIHEeHUs; ee

onpenesifanoT MMKpomacc-cneKTpomeprM, CHabXeHHBM npobon oJida
3JIEKTPOpPAaCIILIIeHUS C nMKBaannyanﬁM aHan3aTOpPOM.
Tabmuua 4
3 _
~
R? e~ | 3
3 N
Ne INe R® R? | ousmueckue
COeIuH. npuMepa IOaHHBIE
T.moJa.
°C/ (MH+) *
25 Béc -CH=CH-CN H T.0m. 256°C
99 B3 -CHZ"CN H T.rJ1. 184°C
100 B4b —CH2-N (CH2-CH3) 2 H T.n.172°C
102 B13 -CH;-CH3;-CN H T.r. 224°C
101 Bdb -CHy-N (CH3) ~CH,-CH,-CN H T.nj. 196°C
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26 B1l4 -CH=CH-CN CH3 | T.0m. 195°C
169 B9Bd -C(=0)-N (CH,-CHs) 2 H T.nja.l72°C
170 B4b ~CH,-N (CHs3) ~CH,~CN H
171 B4b Tf\<:ﬂ H (398)
172 B2a 2_6 H T.m.158°C
173 B4b -CH-N(CH3) -CH,-CH2-N (CH3) > | H T.nn.196°C
174 B4b ~CH;-N (CH3) ~CH=N~CN H |T.m1.254°C
175 B1l4 2-dypaHun CHz | T.nn.178°C
118 B9Dd 2,_,{'_':, H |1e64°C
176 B14 ?ﬂ<j CH3 | T.nm.188°C
177 B9Aa -CH=CH-Br H (2),
T.J1.169°C
110 B9AC -CH=C (F) -CN H (E),
T.1J1.254°C
178 B6b ~CH=C (CH3) -CN H (7)
179 B6b -CH=C (CH3) -CN H (E)
180 B9Bb s <:> H (E)
-'J\/\g
181 B9Bc -CH=CH-C (=0) ~NH- H (E) (426)
UMKIoNnponnmin
182 | BYBc -CH=CH-C (=0) -NH-CH,-CH,- |H | (E) (427)
N (CH3) 2 |
183 B9BC ~CH=CH-C (=0) ~NH~-CH,~CH,- H | (E)(458)
CH,-0O~CHj
184 B9Bc ~CH=CH-C (=0) ~NH=CH,- H (E) (442)
CH (CHs)
185 B9Bc -CH=CH-C (=0) ~-NH-CH,-CH,-CN | H (E) (439)
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186 BIBC sg,\yﬁT:j (E) (468)

187 BIYBC ~CH=CH~-C (=0) ~NH+CH,~-CH,~- (E) (471)
CH,-N (CHs) » |

188 B9BC —CH=CH—C(=0)—NH%(CHQ3—O— (E) (472)
CH,—-CHj |

189 B9Bc -CH=CH-C (=0) ~NH-CH,-CH; (E) (414)

190 B9BC -CH=CH~C (=0) -NH=CH,-CH, -0~ (E) (444)
CH; |

191 B9BC ~CH=CH~C (=0) ~NH~CH (CHs) , (E) (428)

192 B4b (* (E) (491)
-H\/\/“\/C"

193 B4b :R‘,\/<:j (E) (444)

194 Bdb -CH=CH~-CH-N (CH3) ~CH,~-CH,- (E) (439)
CN . |

195 " : | (E) (483)

196 B4b ~CH=CH-CH,-N (CH,~CH,-0O- (E) (488)
CHs) 2 i

197 B4b 2 §1<:> (E) (476)

198 B4b ~CH=CH-CH,~N (CHs) ~CHy-CH,— (E) (428)
CH;

199 B4b -CH=CH-CH,~N (CH3) ~CH,-CH,- (E) (485)
N (CH,~CHj3) |

200 B4b -CH=CH-CH,~N (CH,~CH3) -CH, (E) (414)

201 B4b -CH=CH-CH,~N (CH,+CH,~CH3) 5 (E) (4586)

202 B4b -CH=CH-CH,~N (CH3) -CH,~CH,- (E) (442)
CH,-CHs |

203 B4db (E) (438)

)
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204 B4b H\_VO (E) (442)
205 B4b r\_\//"\ (E) (455)
UCH;
206 Bdb CH=CH~-CH,-N (6eHnsnn) -CH,- (E) (533)
CH,-N (CH3) 2
207 B4b -CH=CH~-CH,~-N (CH3) 2 (E) (457)
208 B4db -CH=CH-CH;-N (u30nponun) ; (E) (456)
121 B9Bb —-CH=CH-C (=0) -NH; (E)
209 B9Bb {A&/@ (E),
T.mJ.116°C
210 BI9Bb o s (E),
\/\!’"\Ok(% T.nJ.254°C
211 B9Bb ~CH=CH-C (=0) ~-N (CH3) -CH»~- (E),
CH,-OH | T.0J1.222°C
212 B9Ba ~-CH=CH-C (=0) -N (CH3) -CH,~- (E),
CN | T.nJja.198°C
213 Boc -C (CH3)=CH~-CN (E)
214 B9Bc ~CH=CH-C (=0) =N (CH3) -CH,- (E),
CH,-CN T.0151.204°C
215 B9BcC ~CH=CH-C (=0) -N (CHs3) ~CH,- (E),
CHj; .. 211°C
216 B9Bc P O (E),
VT T.J1.246°C
217 B9Bc ~CH=CH-C (=0) -N (CH,-CH3) » (E),
| 7.y, 226°C
218 B9Bc £ ,< > (E),
\/\! T.rJ. 196°C
219 B9Ba —-CH=CH-C (=0) -N (CH3) 2 (E),
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T.J1.225°C

220 BOE -CH=C (CN) -CH,-CN H (z2),
T.mi.195°C

109 B9Ab -CH=CH-C1 H (E),
T.nJ.200°C

108 BO9Ab -CH=CH-C1 H (zZ),
T.r.165°C

221 B9Ba -CH=CH-C (=0) -NH~CHj3 H (E),
T.1.260°C

222 B9Bb -CH=CH-C (=0) -N (CH,-CH,-0- | H (E),
CHs) 2 7., 158°C

223 B9Bb A O H (E),
\/Ny T.n3.208°C

224 B9Bb H\"\[F’ : H (E),
T.y.208°C

113 B9Bb —CH=CH—C(=O)—N(¢H3)~CH2— H (E),
CH,-CH,—-CHs ‘ T.ma.212°C
225 B4b —CH,-N (CH;-CH>-CN) » H T.nm. 154°C
226 B2a 2-¢ypaHun H | T.nn.162°C

*(MH') oBo3HauaeT MacCy MPQTOHMPOBAHHOTO COENUHEHUA; ee

OrpenesyidaioT  MUKPOMAaCC-ClEeKTPOMETPOM, cHab®xeHHBM npofon ons
SJeKTPOpAaCHbUIEHMA C OMKBAIPUIYJIbHEHM aHaslM3aTOpPOM.
i Tabnmua 5
da f
x! ,ﬁ
O
R R;I:¢’N S
N | N R R X duznUecKre
coe- | npu- OaHHBEEe
IOMH. | Mepa T.mn.°C*
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227 B13 -CH,-CH,-CN CHj; -NH | 7.nm1.186°C
228 B4b ~CH2-N (CH3) - CH; | H -NH | T.nm.138°C
CH,-CN
229 B6b -CH=C (CH3) -CN CHs; | H -NH | T.nm.190°C
230 Bo6c —-CH=CH-CN CH; | H -0~ (E)
T.na.254°C
231 B6b -CH=C (CH3) -CN CH3 | H -O- | T.am.150°C
232 Béc -C (CH3)=CH-CN CH; |H -0- | (E),
‘ T.J1.234°C
105 B4d | -CH,-O-CH,-CH3 |CHj3 | H -O0- | T.nmn.140°C
233 B6b ~CH=C (CH3) -CN CH; | C1 -=NH | T.nn.214°C
234 B13 -CH,-CH,-CN CHs | H -O- | T.on.199°C
235 B13 —-CH (CH3) =CH;,- CHz | H -O- | 7.nm.195°C
CH
236 B13 —-CH,~CH (CH3) - CHs: |H -O- | T.nn.161°C
CN
237 Béc -CH=CH-CN CH; | H -NH | (E),
T.MJI.>264°C
238 B3 ~-CH,-CN CH; | C1 -NH | T.np.184°C
239 Bo6c —CH=CH-CN CH3 | 2- -NH (E),
dypanun T.1.175°C
119 BOE -CH=C (CN) ~CH,- | CH; | 2~ -NH
CN dypaHun
240 BOF sL\_O CH3 | C1 -NH | T.nn.248°C
Z/E=50/50
241 B4b | -CH,-N(CH3) - CH;3 | Br -NH | T.nn.148°C
CH,-CH,-CN
242 Bl -CH=CH-CN H Mzonpo- | -NH | (E) 30%-(2)
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nun 70%
243 B4b ~CH2~N (CH3) - CH; | C1 -NH | T.nma.85°C
CH,-CH,-CN
244 B6c -CH=CH-CN H Br ~NH (E),
T.11a.270°C
245 B6c —-CH=CH-CN H -0OCHsj; -NH (E),
T.0J1.258°C
246 Bob -C(CH3)=C(CHs3) CHs; |H ~0- (E),
-CN T.11.214°C
247 Bob -CH=C (CH3) -CN CH; | Br -NH |(7.mn.212°C
248 Bo6c ~CH=CH-CN CH; |Br -NH (E),
T.nJ.250°C
249 Bob ~CH=C (CH3} -CN H ~0CH; =NH [ 7.nn.166°C
250 Bob —CH=C (CH3) -CN H Br -NH [ T.pnm.186°C
251 B13 -CH,-CH,-CN H -QOCH; -NH |(T.nn.228°C
252 B4dc -CH,-0-CH3-CHz~ | H Cl -NH {T.pnm.168°C
CN
133 B6c -CH=CH-CN CH; | Cl -NH (E),
T.1J1.258°C

C. ¢apMakoOJIOTMYECKMI1 NpuMep
dapMaKoJIOTUYECKYIO aKTMBHOCTb HaCTOSWMXK coeavHeHu
MCCNIeOOBANM C MCIOJIb30BAaHMEM CJIeOYoWero MUCHHTAHUA.

IOoa oueHKM in vitro aHTm—BMq+areHTOB MCHoJb30Balin OHCTPYIO,

YYBCTBUTEJIBHYIC UM  aBTOMAaTUM3IMPOBAHHYIO [polelypy  aHaJamMsa. B
KadecTBe LeJjieBon KJIETOYHOM JIMHUA CIIYyXnjia BNUY-1-
TpaHchopMupoBaHHas T4-kJIeTouyHas = JIMHUSA, KoTopas, Kak  6blIO

nokazaHo paHee (Koyanagi et al.,jInt. J. Cancer, 36, 445-451,
1985), saBaAeTCA OYeHb UYYBCTBUTENbHOM k BUU-uHPerUMM U [1O3BOJIAET
BUY~-nHOMLUMpOBaHue. MHrubupoBaHue BNY-UHIOIYyUMPOBAHHOT'O

3abosieBaHuUs KIJIETOK UCIOOJb30BAJIML B KadecTBe KOHEUHOM TOYKM.
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XusHecnocobHocTe kak BUU-, mrak qr JIOXHO-MHOUUMPOBAHHBIX KJIETOK
aHaJImsupoBalu cneKTpOQOTomeTpmqécxnm criocotom NnocpencTBoOM
yMeHblleHMAa 1n situ OGpommma 3;(4,5—nMMeTmnmmason—2-Mn)—2,5—
ombpeHunrerpazsonusa (MTT). 50% uMToioxcmqecxym KOoHUeHTpauuw (CCsg
B M) onpenensaoT Kak KOHueHTpaumﬁ COeIVIHeHMA, KOoTopas CHKXaer
NOTJIOWEHNE JIOKHO-MHOUUMPOBAHHOTO KOHTpoOJIbHOTO ofpasua Ha 50%.
[IpoLUeHTHY® 3amMTy, IOCTUTHYTYIO coénMHeﬂmeM B BUY-mHIMUMPOBaAHHEIX
KJETKax, BHUYMCJAIM cllenyomer GopMyJsion:

(ODDwry - (ODC)ev
(ODcImock - (ODC)urv BHIPAXEHO is %, B cuiny dero (ODr) gy

npencraBsaseT Ccoboit  OITUUYECKYIO ﬁnowﬂocwb, M3MepeHHY JHaHHOM
KOHUeHTpaunen UCIHTYEeMOTO coenﬁHeHMH B BNY-mHOMUMPOBAHHEIX
KJIeTKax; (ODc) auy npencrasJigeT Eoﬁoﬁ ONTUUECKYI [1JIOTHOCTh,
UM3MEPEeHHYI0 IUJIA KOHTPOJIbHEX Heoﬁﬁaﬁowaﬂﬂux BUY-mHOMUMPOBaHHEIX
KJIeTOK; (ODc) mock  MpencTaBaseT ¢060ﬁ ONTUYECKYK IJIOTHOCTH,
U3MEPEeHHYI IJIsd KOHTPOJIbHHX HeOGpQOOTaHme JIOXHO-MHOUUMPOBAHHLIX
KJIETOK; BCE BeJUYMHE OITUYECKON ﬁnOTHOCTm onpemenanu npu 540
HM. Jlo3y, INOpPU KOTOpOM HOCTMPaeTCA 50% BammTa no BHUWEYKa3aHHOMN
dopmysie, onpenensoT kak 50% MHrMbmpymmym KoHUeHTpauuo (ICsy B
M) . OrHomeHue CCsog K ICsg onpenenkmm KaK UHIOEKC CeJIEKTUBHOCTMU
(SI).

B rabnuue 6 repedncClieHH Benkqmnu PICso (-log ICsp), pCCso
(=log CCsp) m pSI{(pCCso—-pICsg) dnn coenuHeHuit odopmyJil  (I).
Hanpumep, coenuHeHMe C BeanMHoﬁ IC:g IO”M, T.e. pICs=9% wu
semMumuoit CCsp 10™°M, T.e. pCCso=5, wmmeer ST 10°M/107°M=10000,
T.e. pSI 5-9=-4,

Tabnuua 6
N coenmHeHMua | pICso (M) | pCCso (M) pSI

21 8,4 4,9 -3,5
3 8,4 5,5 -2,9
1 9,4 5,0 -4,4
34 8,0 4,8 -3,2
19 8,4 4,8 -3,6
45 8,7 5,0 -3,8
49 8,0 4,8 -3,2




70 8,1 4,8 3,3
75 9,0 5,0 ~4,0
78 8,4 4,9 -3, 5
79 8,0 5,3 =2,7
84 9,0 4,5 =4, 5
18 8,8 4,9 4,0
25 9 4 -5

24 9,1 5,7 -3, 4
81 9,1 5,6 -3,5
11 9,2 5,7 -3, 5
10 9,2 6,3 =2, 9
174 8,8 5,3 =3, 5
227 9,5 <4,0 |<-5,5
144 8,6 6,4 =2,2
229 8,8 <4,0 |<-4,8
118 8,4 4,1  |<-4,1
177 8,3 <4,0 |<-4,3
106 7,7 5,2 —2,5
145 8,7 5,3 =3, 4
147 9,4 5,7 =3, 7
148 8,8 4,9 3,9
230 9,2 <4,0 |<-5,2
231 g, 2 <4,0 |<-5,2
232 8,4 <4,0 |<-4,4
105 7,2 <4,0 |<-3,2
110 8,6 1,3 4,3
233 9,3 5,7 =3,6
234 8,7 <4,0 |<-4,7
235 9,3 <4,0 |<-5,3
236 8,8 <4,0 |<-4,8
149 9,1 5,3 -3, 8
150 8,8 4,8 =4, 0
237 8,9 <4,0 |<-4,9
151 9,1 5,5 23,6




152 9,1 4,8 -4,3
178 8,8 5,7 -3,1
179 8,9 <4,0 <-4,9
153 9,2 6,3 -2,9
124 8,5 4,7 -3,8
238 9,5 5,6 -3,9
112 9,1 4,9 -4,2
244 9,2 4 -5,2
209 8,6 4,9 -3,7
210 8,3 4,8 -3,5
155 8,8 6,3 -2,5
156 1,7 51 -2,6
158 8 5,5 -2,5
212 9,1 5 -4,1
114 8,6 5,1 -3,5
213 9 4,7 -4,2
214 8,6 5,1 -3,5
215 9,1 5,5 -3,6
216 8,2 5 -3,6
219 9,1 5 -4,1
245 8,8 4 -4,8
146 8,4 5,4 -3
247 9,2 6,2 -3
248 9,3 5,7 -3,5
249 8,5 4 -4,5
42 9 6,3 -2,7
251 8,9 5 -3,9
133 9,2 4 -5,2
9 8,8 4,8 -4
239 8,9 5 -3,9
241 9,4 5,3 -4,1
126 8,4 4,9 -3,5
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$OPMYJIA M3OBPETEHMA

1. CoenunHeHue dopMyJH

ero N-okcun, oGapMaueBTMYECKM MNpueMieMas AaNOUTUBHASA COJIb,
JyeTBepTUYHOEe I[POMBBOOHOE aMMHA M CTEPEOXMMMUECKM UW30MepHasd

dopma, rHe

~a'=a’-a’=a’-~ npexncramBnser coGOIt IOBYXBaJIEHTHHI ~ paduKal
dopmMy Jibl

-CH=CH-CH=CH- (a-1);

-N=CH-CH=CH- (a-2);

-N=CH-N=CH- ' (a-3);

-N=CH-CH=N- (a4);

-N=N-CH=CH- (a-5);

~b'=b?-b’=b’- npencrasiaseT coBoM  OBYXBaJIEHTHHM  paOuKan
dopmMy Bl

-CH=CH-CH=CH- (b-1);

-N=CH-CH=CH- (b-2);

-N=CH-N=CH- (b-3);

-N=CH-CH=N- (b-4);

-N=N-CH=CH- (-5

n pases 0, 1, 2, 3 wym 4, u, B ciayyae, korgma -a'=a’-ad=a’-
npegcrasiseT cobon (a-l), To n MOXeT OHTL Takkxe paBeH 5;

m paBed 1, 2, 3, wu, B cnayuyae, korma -b'=bi-bi=b’-
npencrasisaer cobon (b-1), To m MOXeT OLITL Takxe paBeH 4;

R! npencraBJAeT coboit  BOHOPON; apwi; dbopma;
Ci-e—ankunkapObonmi; Ci-g—ankmi; Ci_g~aJKMUIOKCUKaApOOHMI; Ci-g—aJIkKul,
3aMelleHHRIA bopmmiiomM, Ci-s—anKuIKapbOHNIIOM,
Ci-6—@JIKMJIOKCUKAPOOHMIIOM, Ci-g—aNKMUIKAPBOHUIIOKCU; Ci-g—aJIKMIIOKCU—
Ci-g—ankMIKapOOHNUII, 3aMeleHHEI Cbﬁ;anKMHOKCMKaPGOHMHOM;

KaXxIOel Ra, He3aBUCHMO, npencrasiaeT cobom THMIPOKCH,
raJjioreH, Cyﬁ—aﬁxmn, HeoOa3aTesNIbHO 3aMelleHHEINA LLMAaHO 1283071
—C(=O)R6, C3-7-LUMKIIOAJKMUII, C}ﬁ“anKéHMH, HeoBsa3aTeslbHO =aMelleHHBN
OOHUM WMJIM HECKOJIbKMMM aToOMaMM Tralorl'eHa WM uMaHo, Ci_g—alIKMHMII,

HeoOA3aTeJbHO 3aMeleHHb OOHUM WM HEeCKOJIbKMMM aToMaMM rajioreHa
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C1-6—aJIKMJIOKCUKAPOOHMUI,

UM  UMaHo, kapbokcui, UMaHO, HUTPO,
|

aMMHO, MOHO- WU M (C1_g—aJIKMJII) AMUHO, [oJIMITajJoTreHMe T,

[IoMrajoreHMe TUJITHO, —S(=O)pR6; —NH—S(=O)pR6 —C(=O)R6

-NHC (=0)H, -C(=0)NHNHz, -NHC (=0)RS,

Y‘l

C (=NH)R® mom panukan GopMyJIsl

rae kKaxIue A;, He3aBUCHMO, npenCTaBnHeT cobom N, CH wunm CR®

u A, npexncraeJseTr cobom NH, O, S MﬁM NR®;

X1 npencraenseT co6oit —NRS,'¥NH—NH—, -N=N-, -0-, =~C(=0)-,
Ci-g~asxangumn, -CHOH-, -§-, —S(%O)p—, ~X,-Ciy—alKaHOIUUI- WK
-Ci-4—ankaHoumi—X,-

X, npencrasnasgeT coBon —NRS, %NH—NH—, -N=N=-, -0-, -C(=0)-,
-CHOH-, -S-, -S(=0)p-;

R’ npencrasnger co6oi NHR'3; | NR¥PR!Y; -C(=0)-NHR'?; -C(=0)-
NRVRY;  -C(=0)-R'; -CH=N-NH-C(=0)-R'®; C,.¢-ankun, saMemeHHH!
OOHVMM  WMJIM  HECKOJIbKMUMU saMeCTmEenHMM, KaxOell U3  KOTOPHIX
He3aBMCMMO BHOpaH wu3 umaHo, NROR!?, -C(=0)-NR°R!®, -C(=0)-Cj_¢-

ankuina wmm R’;  Ci_g-ankwmi, 3amem
|

KaxXOull M3 KOTOPHX

~-C (=0) -NR®°R??,

3aMeCTUTeJIsIMA,
NR°R!C,

BoOopona, CBSA3aHHHE C OIHMM M TeM

Ci-q—aJIKAHINNIIOM; Ci-g—ankui,
BHIOPaHHEM M3 LUMaHO,

R?

3aMecTrnTeJIeM,

Ci-g—ankuina WU ;

3aMeUleHHbBI OOHMM UJIu
KOTOPHX
-C (=0)
HECKOJIbKMMU 3aMEeCTHUTEJIAMU,

NRORY?,

He3aBUCHUMO BHﬁpaH nus

-Ci-¢—afkuia wuiam R'; Co-¢—an

w
KaXIbl |
U3 TaJjoreHa,

R’;

LMaHo,

Cz-6~aJIKMHUII, 3aMelle HHLIA

3aMeCcCTUTeJIAMAU,

LUMaHo, NR9R1°, C (=0) -NR9R1°, |

RB)—CL4—aHKMH; R’ mnun ~X3-R’;

X3 npencraeaseT coboit -NR°-

-S¢(

-S-, =o)p—r

-C(=0)-Ci.¢-anmkmuna umm R’,
3aMeleHHbIN
Ci-¢—anKMIIOKCU-C1-g—AJIKNII,

HEeCKOJIb KMMM

uMaHo,
C(=0) -NR’R'?,
-C(=0) -Ci-¢~ankmna wumm R’;

~NH-NH-,

-X2-Cj_4—ankaHIomUmiI—,

€HHEIM OOHUM MM HEeCKOJIbKUMU
He3aBMCuMO BuOpaH M3 LUKAaHOo,
M Toe 2 aToMma
e aTOMOM yIUlepona, 3aMeHeHH]
TUMIPOKCU U

-C (=0) -NR°R?Y,

BTOPEM

_C( O)_

NROR1O ,
Heob6sa3aTelIbHO
Kax I

=O)

3aMecTHnTeJI aMu,

NR°RY?, -C¢

ns3
_NR9R10’
KeHWJI, 3aMeuleHHHM OOHMM WM
U3 KOTOPHX HE3aBUCUMO BHOpaH
-C (=0) -Ci-¢—asnxkuiia uam

OOHUM 1200141 HeCKOJIbE KMMM

KaxXOsll U3 KOTOPHX HEe3aBMCMMO BHOpaH U3 rajioreHa,

_C(=N“O—

-N=N-, -0-,

=Ci_4—ankaHOUMI-X5— —Ci-q—

’
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ankaHIMUn-Xop=~Ci-g—ajJKaHInumIi-—, -C(=N-OR8)—CLA—anKaHnwmn—;
npudueM X;, npencraBisfger coﬁoﬁ%—NH—NH—, -N=N-, -0-, -C(=0)-,

-S- -S(=0)p- u

X2, NpencrarBiasgeT coboi —NH—NH-, -N=N-, -C(=0) -, -5-
-S(=0)p-7
R* npencraeyseT coBoit  rajioreH, TUIOPOKCH, Ci-¢—anKMI,

Ci-7—umkiioankmis, Ci-g=aJIKMIOKCH, uﬁaao} HUTPpO, noauranoreH-Ci.g—
aJIKWII, nonmranorea-cbﬁ—anxhnomcm, aMMHOKapBoHUT,
Ci-s—~alIKMIIOKCUKAPOOHMUI, CL4—anxmnKép60HMn, dopMuIl, aMMHO, MOHO-
unm v (C1og—asiKkuil) aMmHo uim R’ |

R® rnpencraBifaeT cobom BOOOpOn; apu; bopmmn;

Ci-g—ankunkap®oHun; Ci_g—ankui; Ci.gralIKMJIOKCUKAPOOHMI; Ci-g—ankKui,

3aMelleHHbIM bopmumaioM, j Ci-¢—ankunkapOoOHNIIOM,
C1-6—QJIKMJIOKCUKAPOOHMIIOM nim Ci-g—aNIKMIIKAPBOOHUIIOKCH }
Ci-g=ankunokcu—Ci_g—alkKUIrapOoOHUII, 3aMelle HHEIMA

Ci-¢—@JIKMJIOKCUKADPOOHMIIOM;

R npencrasnasgeT coBon er-ankun, aMrMHoO, MOHC- wuiu Iu (Ci-g—
aJlKuJ1) aMUHO WMJIU nonmranoreﬂ—clq—aﬁxmn;

R’ npencraBiseT cobom MOHouﬂKanecxMﬁ, SMUMKIINYECKUIA WU
TPULMKIIMYECKUNA HaCHIlIEHHBI, %acfmqﬂo Ha ChIlle HHBIM ZApR% |
apoMaTUMYeCKuil KapBOUMKI WU MOHO@MKaneCKMﬁ, OUMUMKJIMUECKUIA WM
TPULUKIIMYECKUN HaCHILEHHbI, ﬁacwmqﬁo HacChllle HHbIN NI
apoMaTMUYeCKMM TeTepoUuksa, TIhe kamnaﬂ M3 yKas=aHHHX CUCTEM
KapOOLUMKINYECKUX  UIU reTepoumxﬁmqecxmx KoJiel,  MoxeT  OHTh,
HeoBOsa3aTelIbHO, 3aMelleHa ONHMM, nB§MH, TpEeMs, YeTHPbLMS MM MATBI
3aMecTUTeJIaMHA, KaxIae U3 Komoﬁmx, He2aBUCKUMO, BeIOpaH "3
TajloreHa, TMIPOKCHU, MepkKanTo, Ci-g—alkuia, I'MIOpokcu-Ci-g-alkuia,
aMMHO-Ci-_g—ankuia, MOHO- nnmn ﬁM(CLﬁ—aﬂKMH)aMMHO—CL@—aHKMHa,
dopmuia, Ci-g—ankunkapboHuna, Ciy—uMKIIOCAJIKMUIIA, Ci1-6—aJIKMJIOKCH,
C1-s~aJKUJOKCUKapBoHMUIa, Ci-¢—QIAKUITHKO, uMaHo, HUTPRO,
nonuranoreH-Ci-g—aJjikmia, ‘ noamraJyioreH~C,-g-aJIkKUJIOKCH,
aMmHokapBoHmia, -CH(=N-0-R®), R’?, =X3-R’ wmmm R’®*-C,.4-ankuna;

R’® npencraBnAaeT coBoy MOHOUMKIMUECKMWM, OMUMKINYESCKUN WU

TPULMKIINYE CKUM HaCHIEHHHHA, YACTUYHO Ha CHILE HHBIA M
apoMaTUueCKMit KapOOLMKI WM MOHOUMKIMYECKUM, OULUMKIMYECKMIA WIn

TPULMKIJIMYECKUNA HaCHIEHHH, YACTUUHO HaChlllle HHBIN NI
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apoMaTUYECKMM TIeTepouMKs, rIOe kamnag U3 YKA3aHHBEX CUCTEeM
KApOOUUKIIMUECKUX MK reTepoumxﬁuqecxmx KoJiel, MoxeT  OhThb,
HeoBA3aTeJIbHO, 3aMmelleHa OIHUM, nB&MH, TpeMsa, YEeTHPbBMA WM NATHIO
3aMecTUTEeJ AMU, KaxIOeld U3 KOTO&HX, HEe3aBUCUMO, BHIOpaH U3

rajoreHa, IuMAPOKCM, MepkanTo, Ci-g-ankmia, TIuapokcu-Ci-g-ankuia,

aMMHo-Ci-_g—ajikuia, MOHO- Ui hM(CL{—aHKMH)aMMHO—Cyﬁ—aHKMHa,
bopmunia, Ci_g—anxkmunkapOboHuna, Caﬁ-umxnoanxmna, Ci-g—aJIKMJIOKCH,
Ci-g—ankusgiokcukapBoxua, Cyﬁ—a#KMHTMO, LIMAaHO, HUTpPO,

nosmuranored-C;_g-ajikuia, 1 nommranoreH-Ci_g—aJIKUIJIOKCH,
aMMHoOkapOoHMNa, —CH(=N—O-R8);

R® npencraBnseT coGoit BOmOPONm, Ci-g4—aNKWJI, apwus WM apui-

Ci-q—anxkui; |

R u R, kaxmowi HeQaBMCMMO,i NpelnCcTaBlAT CcoBoll BOOOPOL;
TUIOPOKCH ; - Ci-g~aJIKUI; Cbﬁ—anknnoxcm; Ci-s—aJKMIKApPOOHMII;
Ci-¢—aJKuJIOKCUukapboHmII; aMMHO; MéHO- nnm Oou (Ci_g—aJKUJI) aMUHO;
MOHO- WJIMU nm(Cpﬁ—anxmn)ammuoxapﬁbnmn; -CH(=NR'Y!) wmm R’, rme
KaxOhass M3 BHIUEYNOMSHYTHX Cyﬁ‘awKMHbHHX Tpynn  MoxeT  OHTb,
HeobsazaTeNbHO U Kaxias Mﬂnmamnyangno, 3aMelleHa OIHUM MJM IOBYMS
3aMecTUTeNIAMA, KaXOel U3 Kowoémx, He3aBUCHUMO, BHIOpaH U3
ruapokcu, Ci-g=aJIKMJIOKCH, TMHPOK#M—CLﬁ—aﬂKMHOKCM, kapbokcuna,
Ci-g—aJkuiIoKCcukapBboHuna, LUMaHO, aM#Ho, MMMHO, MOHO- MM 1oun(Cqi_g—
aJIKWUJI) aMUHO, nonnranoreumeTuﬁa, [oNuraloTreHMEe TUIOKCH,
NOJIMIaNOT €HME TUJITUO, -SK=O)pRﬂE -NH—S(=O)pRﬂ -C (=0) RS,
-NHC (=0)H, -C(=O)NHNH,, -NHC(=0)R®, -C(=NH)R®, R’; um

R® u R MoryT OHTB B3ATH BMecTe C oSpasoBaHueM

ABYXBAJIEHTHOT'O MUJIM TPEXBAJICHTHOI'O pagukana @opmymﬂ

-CH,-CH,-CH,-CH,- (d-1)
-CH,-CH,-CH,-CH,-CH;- (d-2)
-CH,-CH,-0-CH,-CH,- (d-3)
-CH,-CH,-S-CH,-CH;- (d-4)
-CH,-CH,-NR'%-CH,-CH,- (d-5)
-CH,-CH=CH-CH,- (d-6)
=CH-CH=CH-CH=CH- @7

R npencraenser cobon LIMaHo; Cir-g—anku, HeoBs3aTeJIbHO
3aMelleHHB1  Cj_4—ajIKMJIOKCHU, LMaHO, aMMHO, MOHO- wuiam au(Ci_4-

aJIKMJI) aMUHO nim aMMHOKapOOHUIIOM; Ci-a—anKuIKap®oOHUII;
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Ci1-4—aJNKUJIOKCHMKAPOOHMI ; aMMHOKapdonmn; MOHO-— NI o (Cqi_g-
aJIKUI) aMMHOKApPOOHUIT;

R!? npencraeiaser cofoil Bomoponl uiu Ci-_g—afKui;

R u RY, kaxnoen HesaBMCMMo,jnpencTaBnng CoBoit Ci_g-ankui,

HeoOA3aTEeJIEHO 3aMelle HHBI UMaHo M aMMHOKapOOHWUIIOM,

Co_g—aJIKEHUN, HeoBaAsaTEJNIBHO | 3aMelleHHEIM LMaHoO NI

!
i

aMMHoOKapOoHmoM, Cy_g—aJIKMHUI, HebGHBaTeanO 3aMemeHHE LMaHo
WM aMUHOKAPOOHUIIOM; |
RS npencTapyigeT coboim Ci-g—=allkuJi, SBaMelleHHENM LuaHO MM
aMMHOKapOOHUJIOM; |
R'® npencraBnseT co60oit Ci-g-allkujl, HeoBABaTeNbHO BaMelleHHE

LMaHO MJIM aMMHOKapOOHMIOM, uiM R';

p paBHO 1 mum 2;

apujyl npencrasiaseT cobon @eHMﬁ UM deHmsI, BaMeleHHBN OIHUM,
IOByMs, TpeMsa, 4YeTHPbMA MM MNATHI0 3BaMeCTUTEJIAMM, KaxIbll U3
KOTOPHIX, Hes3aBUCMMO, BHOpaH U3 rajoreHa, I'MIPOKCM, MepKalTo,

Ci-¢—aJKUJa, TUIOPOKCU-Ci-g—alJIKMIa, aMMHO-Ci-g-alIkmMia, MOHO- WM

oy (Ci-¢—ankui) aMmHO~-Ci_g—aNKuia, : Ci-¢—ankuyakapBboHMIa,
Ci-7—UMKJIICAJIKMIA, Ci1-6—QJIKUIIOKCH, Ci-g—ankuinoxkcukapboHuia,
Ci_g—aJIKMIJITUO, UMaHo, HUTPO, noauranoreH-Ci-g—alJikuia,

nosmraJioreH-Ci_g—alIKUIOKCH, ammnoxipﬁonmna, R’ mmn -X3-R’.

2. CoenMHeﬂme no n.l, roe RafnpenCTaBnHeT coBom Ci-g—aJjIKuJ,
SaMelleHHHM, [0 MeHblleil Mepe, onﬁﬁm 3aMecTuTesieM, BHOpPaHHbBM U3
UMaHo, amMmHokapboHuIa, NR°RY® s R7; Ci-¢—aJIKWUJI, 3aMeleHHu, 0
MeHbuen Mepe, OOHUM sameCTMTéneM, BEIOpaHHEIM us3 UMaHo,
ammHokapGonmna, NR®RY® umu R’ M ¥y KOTOpOTO 2 aToMa BOIOPOZA,
CBA3aHHLHE Y OJOHOTO M TOI'O Xe ‘aToma yTJiepona, 3aMeHeHH Ha
Ci-4—anKaHIUNI; Ci-g—ankui, 3aMelle HHBA TUIOPOKCHU u BTOPLM
3aMecTUTesieM, BHIOPAHHEM M3 LMAHO, aMMHOKapOOHMIA, NR°R'® wmm R7;
Ci-6—aJKUIJIOKCU—-C,_¢aJIKUJI, saMeleHHHIA, 10 MeHbllen Mepe, OIOHMM
3aMecTUTesIeM, BHODPaHHEM M3 umaHo,:aMMHoxap60Hmna, NR°RY® ummm R7;
C2-6—a@JIKEHWUJI, 3aMeleHHH, 10 MeHben Mepe, OINHMM 3aMecTUTesneM,
BRIOPaHHEIM M3 LUUEHO, ammaoxapéoamﬁa, NR°RY® umm R7; Co-g—AJIKMHUII,
3aMelleHHBIM, [10 MeHblle}l Mepe, onHﬁM 3aMecTuTesieM, BROPAHHBEM M3
uMaHo, ammHokapboHuJa, NRR®  ym R7; —C(=N—O—RB)—CP4—anxmn; R’

um -X3-R’; R? npencraBnser coGoit ranmoreH, rTHumpoxcu, Ci-¢—alKui,



Ci-7—umrnoankuis, Ci-g—aJIKUMIJIOKCH, u#aﬁo, HUTPO, TnoauranoreH-Ci_¢-
anxkui, nonuranoreu—cbﬁ-anxﬁnoxcu, aMMHOKapOoHU,
Ci-s—aJKMIJIOKCUKAPOOHUI, Cbﬁ-aHKMnKéPGOHMﬂ, dopMmII, aMMHO, MOHO-
unm o (Ci-4—anaxmii) amuHo; R’ npencmﬁanﬂeT CoBO MOHOLMKIIMYECKMIA,
BULUKIAMYE CKUN 1282478 Tpmumxnmqe$xuﬁ HAaCHIUEHHEIN, YaCTUUHO
HaCHUEHHE WJIM apoMaTUdYeCKUH Kabﬁoumxn MM  MOHOUUKIWUECKUN,
OULIMKJINYE CKUN nnm Tpmumxnmqeéxnﬁ HaChIEeHHBIN, YaCTUUHO
HACHIUEHHEIN MM apoMaTHuYeCcKmui ifemepouuxn, e Kaxmas u3
YKa3aHHHX CUCTEM Kapsoumxnmqecxmﬁ WM TeTepOoLUMKIMYEeCKMX KoJel
MOXeT OwvlThb, HeobBA3aTeJbHO, 3am%meﬂa OHHMM, IOBYMA, TpeMmd,
YeThpbMS NI NATHD sameCTMTehHMM, KaX Oel ns KOTOPHIX,
HEe3aBUCHMMO, BuOpaH U3 IrajnoreHa, r%npoxcm, mepkanTo, Ci_g-ankuna,
TnOpokcu—-Ci_g—ankuia, aMMHo—Cyﬁ—dnxmna, MOHO- 4502951 oy (Ciog—
aJnKun) aMmHo-Ci_g—alkuia, Cbﬁ~anxmhxap60Hmna, C3-7-UUKJIIOAJTIKMKIIA,
Ci-¢g—aJKUJIOKCH, Cbﬁ—anxmnoxcmxapﬁbauna, Ci_—aJIKUJITHUO, LUMaHoO,
HUTPO, nonmranoren—cbg—anxmna,g noJmrajgoredH-Ci_¢g—aJIKMJIOKCH,

aMmHOkapBoHmuna, R'%, -X3-R™® wmum RF—CL4-anxmna; R'® npencraBiseT
cobon MOHOUMKJIMYECKUNA, 6mumxn$uecxmﬁ 128107 TPULUKINYECKUN
HaCHIIeHHbIM, YAaCTUYHO HaCHILeHHHM M#M apoMaTUUYEeCKUM KapOOUMKJII MU
MOHOUMKJIMUECKNM, OULUMKIANYECKUNA M#M TPULMKINYESCKUIM HAaCHIIEeHHEN,
YaCTUYHO HACHIEHHBI WU apomawmqeéxmﬁ TeTepOUMKI, I'IOe Kaxiasg K3
yKazsaHHBIX CUCTEM xapéoumxnmuecxm# WM TeTepoUuMKIMYECKUX KoJell
MOXeT OHTh, Heobsa3aTeNIbHO, sambmena OOHUM, IOBYMS, TpeMmd,
YeTHPbMS nIn MNATLIO sameCTMTe@aMM, KaXOs ns3 KOTOPHIX,
Hesz3aBUCUMMO, BHIOpAH M3 raljioreHa, r%npoxcm, MepkanTo, Ci_g—ajikuna,
ITMOpoKcu—-Ci_g—alnkuia, aMMHO—Cyﬁ—aHKMHa, MOHO— nnn om (Ciog—
ankumn)amMmmHo-Ci_¢—aNikmia, Cpﬁ‘aﬂKMhKaPGOHMHa, Cs-7—UMKIIOaNKUIA,
Ci-¢—aJIKUMJIOKCH, Cpa—anxmnoxcmxapﬁbumna, Ci-g—anKuUITHO, uUMaHo,
HUTPO, nonmranoren—crﬁ-anxmna,i nonuranoredH-Ci-¢—aJIKMJIOKCH,
aMmMHokap®boHuia; R mun Rm, Kaxjuﬁ He3aBUCUMO, npencTaBianT
Bogopon; TIuapokcu; Ci.g—aJKkui; CL4;anxmnoxcn; Ci_g—ankunkapboHum;
Ci-g—aJKUIJIOKCUKAPOOHUII; aMMHO; Méuo— uan  amn (Ci-g—aJIKWJI) aMUHO;
MOHO- WJIM nm(Cbﬁ—anxmn)aMMHoxaprumn nImn R7, roe Kaxinag us3
BHILEYNIOMSAHYTHX Ci_g=—alKMJIbLHHEX rpynﬁ MOxeT OBThL, HeoBg3aTeNbHO U

Kaxnas MHOUBUAOYAJIBHO, 3BaMelleHa OHOHMM Win IBYyMA 3aMeCTUTeJIaAMHA,

KaXIObA us3 KOTOPHIX, HEe3aBUCHMO, BHIOpaH n3 TUIPOKCH,
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Ci-¢g—aJIKMUJIOKCH, TMIOPOKCU-C1-g-AJIKMIIOKCH, kapbokcuina,
Ci-s—ankunokcukapbonmsia, UMaHO, aMMHO, MMMHO, MOHO=- MM IOU (Ci-gq-—
aJIKMJI) aMMHO, noamMrasioreHMeTuIa, [oJIMIraJloreHMeTUIJIOKCH,
nosmMrasoreHMe TUIITHO, -5 (=0) 4RS, -NH-S (=0) ,R®, -C(=0)RS,

-NHC (=0)H, -C(=0)NHNH,. -NHC (=0)RS, -C(=NH)R®, R’.

3. CoenomHeHue no n.l umm 2, nMemmee dbopmy Ty

i

Toe |

~al=a%-a3=a‘~, -b'=b?-b3=bi-, #1, R, R’ R', m u X; wumenT
3HauYeHMsa, yKazaHHee B Io.1l; n’ paaén 0, 1, 2 mnu 3, u, B caydae,
korma -a'=a’-a’=a‘- npencraenser jcoﬁoﬁ (a=1), n’ MOXeT OHTb
Takke pasHo 4; R npencmaBnﬂe% coBoit ranoreH, Ci_g-aJKuUI,
TPUTAIOTeHMEe T, TpuranorenmeTmnéxcm, LIMaHO,  aMMHOKapOOHMWJI,
Ci-g—aJIKMJI, BaMelleHHEN! LUMAaHO WM aﬁnnoxapéoﬁmnom;

npu  ycJioBMH, yro R¥ ﬁaxonMTcg B napa-rIioJIoXeHuUn
OTHOCUTEJNBbHO uYacTu NRY.

4. CoenmHeHHue 1o JwoOOMy U3 nﬁ.1-3, uMmenmee QopMyITy

rge
-bl=p?-p3=p?-, RY, R?, R} RY m u X; wuMmeooT sBHaueHusd,
’
ykasaHHee B n.1; n’ u R¥ umenr sHaueHus, yKasaHHee B II.3.

5. CoenuHeHue 1o JwOBOMY U3 nq.1—4, nMeplee QOpMy Ty

]
[>asacut

R!, R?, R®, R' u X, uMeoT =HAaYeHMs, yKazaHHHe B n.1l; n’ u

roe

’

R* uMeT 3HauyeHUs, yKasaHHHE B I.3.

6. CoemuHeHue no Jwbomy u3s nn.3-5, rne R? npencrasnser
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cobom uMaHoO, aMMHOKapOoOHMN UM Cilg—aJIKMJI, SaMelleHHBM UMaHO WK

AMMHOKapOOHUJIOM. !
7. CoemuHeHue no JmoboMy w3 n.mn.l-6 mns MpUMEeHeHUss B
KadecTBe JIeKapCTBEHHOI'O CpencTBa.
8. [IpMeHeHMe coeluMHeHus no Jwowdomy wu3 n.n.l-6 aons
NOoJIydeHUA JIeKapCTBEHHOTO CpencTBa; AN MNpPpodMNakTUKM WM JIeUYeHUs

BU-unbpexuun (BUpyCa MMMyHOIOeduuMTa uesoBeka) .

9. [IpuMeHeHue CoenVHeHUs 1o n.s OIS [IOJIy4YeHns
nexapcheHHoro cpencTea onsa ﬁnpo@mnamexm 183071 JleueHm s
PE3UCTEHTHOM K JIeKapCTBEHHOMY cpe#cway BY-mHpexuun.

10. dbapmaueBTUYECKASN % KOMIIO3MUMUSA, BKJIOYA0LAa A
bapMaLeBTHYECKN NPHMEMJIEMEI HOCMT#Hb M, B KauecTBEe aKTUBHOIO
MHTpeOueHTa, TepaneBTUYEeCKH SQQeéTMBHoe KOJIMUECTBO COEeOUMHEHUSA
no JiodomMy M3 mnmn.l-6. j

11. Cnocof6 nonyueHuMsA @apmaueEquecxoﬁ KoMno3uluumu no .lo0,
OTNIMYAUMICS TeM, qUTO TepaneBTMQecxm sddexkTMBRHOE KONMUUECTRO
coenMHeHus 1o JgoboMy U3 n.n$1—6 TIWATENBEHO CMeWMBAKT C
bapMalleBTUYECKM NpPUEMJIEMbIM HOCMTedeM.

12. Cnoco6 noaydeHus coenmnedma no n.l, 3akIOUaIMNCS BO

a) BRaVvMOIOEMCTBUM npomemyToqﬁoro coedmHeHusa oopMmyJiel (II) c

[NPpOMEeXyTOUHEM CO€IOMHEeHUEM @opmynﬂj(III)

?l 2 | 3 !
w Ne_;—s ®, );L-\Xr-ﬁ L ? ®2),
MU EE - % o IrNYNER

ZN s 4 - ' ( -~
i=a? b (Rf): | b3=l=b4 ~ZN I=y2
®n

(1))
o 0

roe W, npexncraBsisgeT coboi nanonﬂmym yoanseMmyn TIpynny, u
R', R?, R® R' X;, m, n, , —a1=$2—a3=a4— n -bl=b?-b3=bi- umenT
3HayeHMsa, yKa3aHHHe B I.1; |

b) B3aMMomeMcTBMM MNPOMEXYTOUYHOI'O COeIMHeHUusa odopmyssl (IV) c
NPOMEXYTOUHEM COoelMHeHueM Qopmynul (V) B NPUCYTCTBUM MNOOXOIAMETO

KaTanamsaropa, IoOXonAle CONM U NOOAXOIAWETO pacTBOpnUTEIia
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il | v ¥
W, /-_-%‘ (Rz)l L X /'—_Q: (Rz)"
g+%?r1[j:TrN7?\/§; X r? —_— 2 ) ~j/' ( <3

() ] (1-a)

rne W, npexncrasnsaer coboM n&nxonamym yoanseMmyl TIpynny, u
R}, R?, RY, Xy, m, n, —al=a%-a3=a"- h -bl=b?-b3=bi- umeroT 3HaUeHus,
yKazaHHeEe B n.l, u R7’. npencrapiaseT coboM MOHOUMKJIMYECKYIO,
OUUUKIMUECKY® MM TPULUKIIMYECKYIO ?pomammqecmym cucrTeMy KkoJiel u
R® npencraenseT coboi BopoHaT UM &pM(ClqaﬂKMH)CTaHHaH;

C) B3aUMOIENCTBUMU ﬁpomemyToqﬁoro coenuHeHusa odopmyne (IV) ¢

[POMEXYTOUHEM COenMHeHueM GopMmyssl (VI)

v (1b)

roe W, npexncraBnseT coboi nonkonﬂmym yoanseMymo Tpynny u RH
R’°, R*, X1, m, n, -a'=a®-a’=a'- u -b'=b®-b’=b’- umeor s3HAUEHNS,
yKasaHHele B n.l, wu R’ npencwdanew coBoM MOHOLMKJIMUECKYIO,
SULMKIMUECKY WM TPULUMKINYECKYIO Hacumeuﬂym CuUcCTeMy KoJiell;

d) B3aMMOIEMCTBUYU npomemyToq%oro coenuHeHusa o¢opmysau (VII)

C nonxonsumen LMaHUIOHOM COJIBIO B [IpucCyTCTBMUHA noaxonodauero

pacrTBOopuTeNnsa j
: -Ga.m(un
N\ (Rz)n Llnamm-mu cos -yx 2)n

}, -\ 3 | 7' .\3

¥ /\ S E—

"\ ; b3=|

b !
| R4y

vin

‘ (o)
roe Wi npencrasiseTr cobom ndnxonﬂmym yhansiemyn rpynny, u
Rl, Rz, R4, X1, m, n, —al=a?-a3=a"- h -bl=b?-b3=b*~ umenT 3HaueRnus,
- yKasaHHBHE B N.1; i
e) B3aMMOIEMNCTBUU npomemyTqubro coeagMHeHnA odopmyss (VII)

C INpPOMEeXyTOYHEM coenuHeHueM odopMmynu (VIII), Heofas3aTelnbHO, B
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NnpnucyTCTEUN NOOXOOAWEN CONM U rnogionsmeroc pacTBOpuUTeId

W, . l

| -6ammn
G K o — Y
9 ﬂ# | bk:v
(vin)
(vi) | (1-d)

roe Ws npencraeiaseT co6oit n@nxonﬁmym yIajnsieMyo Tpynny, un
R}, R?, RY, X;, m, n, -al=a’-a’=a’- u -bl=b?-b’=b'~ umeroT 3HAUYEeHUH,
yKasaHHEEe B . 1, u Q npencwasnheT coBoit R’; NR°RY wumm Ci_e-
aJIKUJIOKCH, HeoBA3aTesIbHO samemeﬂﬂﬁﬁ CN, R’ wmu NR°R!?;

f) BzaumMonencTseuu npomexyToqﬁoro coemnuHeHnsa ¢opmyns (IX) ¢

NPOMEXYTOUHEM COeIUMHEHUEM @opmynaj(X) B MNPUCYTCTBUM [NOOXOIAETO

pacTBOPUTENA
P ol Ci-gankun .
— ) . @ Ra—O—N=% ¥ \
| N\ Ak ‘ ,b } Ii—ﬂf R
“\f@/%?’* w—ome =¥ DY X8
t?}>3=|=of'~ AN W=y b'lf)‘: ZN al==,?
®
®)g

(1X) (-8)

roe R!', R?, R%Y R% Xy, m, n, -a'=a’-a’=a'- u -bl=b?-b’=bi-
MMeKT =BHadYeHMUs, YyKas3aHHHe B I1.1;

g) B3auMMOIeNCTBUU npomexymoqﬁoro coennHeBusa oopmynel (XI) ¢
peareHTaMmu BurTura U XopHepa-OMMOHCa bopMy Bl (XII),
npencTaBagomMMy CoB0i MOIXOOSmMit hpenmeCTBeHHMK dpocoopunmna, B

MNMPUCYTCTBUM [MOOXOOAWEN COJIM M NOOXONOAuero pacTeOopUTEIIA

c'

RC

_ B 2
o=C 4 h

b]_l \ N\ ‘ k“ A b . P —\
b\2 : F—E/\IL/ Qal-_-.{ *R _KR bg /XU 1 ?

(X1) (X
(-9)

roe R', R%, RY, X, m, n, -a'=a?-ad=a’- u -b'=b%-b3=b*- umewoT

|
3HayeHMd, ykKasaHHhe B n. 1, R® mpencrasiser coGoit BOOOPOL WM
Ci-q-ankwi, R npencrasnseT coboit Bomopor, Ci_g-ankun uau R’, mopu

YCHOBUM, UTO CR® =CR? orpaHudeH Cjy.g—alIKkeHUJIOM U RP rnpencraBJisgeT
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coBomt (denms);P*-Cl™ mmm (CH3CHp-0) 3P (=0) -;
h) BzaumMomeMcTBUMN npomemymoqﬁoro coenmHeHusa dopmynr (XI) ¢
MNpoMeXy TOUWHBIM coeaVHeHNeEM @opﬁynu (XIII) B [IpUCyTCTBUN

nogxomAauerc pacTBOpuUTelIiA

c w' .
¥ B!
0= ¢ R®Y 1 |
RS prhon A e
KRG RS EL o *"%w Cry”
®n
(Xi-a) )] 0

rone R', R*® RY R’, Xi;, m, n, -a'=a’-a*=a’- u -bl=b’-b3=p’-
MMEIT BHaudeHusd, YyKas3aHHHe B II. 1,‘Rc npencraejdgeT cobol BOIOPON
mma  Ci-g-anxmy, RS npencraBnser co6oit NR°R, -C(=0)-NR°R!?,
-C(=0) -Ci-e—aJIKMJI uIu R7;
i) B3aMMOOENCTBMM MPOMEXYTOYHOI'O COelMHEeHUs ¢opMmyJisl (XI-b)

Cc 2-6yTeHIOMHUTPWIJIOM B IPUCYTCTBUM TpubyTundochmHa ¥ NoAxXonAUWETO

pacTBOpPUTENS

_ P P
L N\ a Y q? 1 Q\ 7 f R
?;t%frﬁ:;j/&?fr%§m+ ,QF=ém h? @fﬁ:;l’N\Q:kf

et
| wi=,? NC Eﬂzﬁ 1=y
®n

(XI-b) | (-h)

roe RY, R?, R% X;, m, n, -a'=a?-a’=a‘*- u -b'=b’-b’=b’- umernrT

3HadYeHus, ykazsaHHHEe B II.1;

j) B3aMMOOEeNCTBUU npomexyToqﬁoro coenuHeHnsa ¢opmyns (XI-b)

C NponaHOMHNTPUJIOM B NpUCYyTCTBUU nooxomauero OCHOBAaHMHA "

nogxonAmeroc pacTBOpUTENSA

NQ\}N

i i

O=T et ' <R o
y’jyx | N§T’ \7<~ 23 4 ‘

B PA &a,_ Iy S b3= =b4 5

5

®* )

(XI-b)

(")

k) B3aMMONENCTBMM NPOMEXYyTOYHOI'O coelviHeHus odopmysel (XI-b)
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c¢ CH;~CN B [OPUCYTCTBUM TIOOAXOIAWEIrO YHOCHAWEIro IMpOTOH areHra,
nonxonawero cybcrpara ons yHo¢ﬂmero [IPOTOH areHTa 7 B

NpUCYTCTBMM MNOINXOOAWEI0 PacCTBOPUTENIA

CN
! R ? [
o= N & : Z)n OH ? 2
- X SN /m‘s\‘ L N & &)
%TYTJ <1-—23 -i-(:;H@,---crl-—-»b%J \‘)ﬁ Q\h—-é
b3=|=b4 a =2 b= -_-b4 ~N —_ 2
®Hm R4

(XI-b)
(-

roe R}, R?, qu X1, m, n, —al-—faz—a3=a4— u -bl=b?-b’=bi- umeinT

3HayeHuH, yKaaaHHme B nn.1l;

1) BzaMMOIEMCTBUU npomemyToqéoro coenuHeHus oopMmyne (XI) ¢
peareHTaMu BurTHra %8871 Xopneba—SMMOHca bopMy b (XII"),
npencTaBlsgoLyMM COBO0M IMOOXOISMWMMA hpenmeCTBeHme bocdopunmuna, =B
npucyrcreuMM nBuli » nomxonsmero p&cwsopmmenq

rano

Lee

R% 1
l T | " c Rl

o=cC N N s R®RY, | 2
bl i Ny /’:., (R o
RGBS SR S
bv=|=p | h3'|=b4 ==,

R ‘

Xxn oan

(-

rone R}, R?, R%Y, X;, m, n, —al%a2~a3=a4— u -bl=b?-b3=b*- umeiT
3HaueHMUdA, ykKazaHHee B 1.1, RC nﬁencmasngeT cofolm BOIOPON WU
Ci-s—ankms, RS npemcraenser co6oit BOmopon, Ci-g-ankua wiamu R’, npu
ycnosum, uro CRS =CR® orpaHmueH ng—anxeﬂmnom v RP npeacrasnser
coboit (permn) ;p*-C1” uma (CH3CHp-0) 5P (=0) -

m) B3auMOOEeMCTBUM npomexyToqﬁoro coemuHeHuss dopmyJiel (XI-a)
C [IPOMEeXyTOYHEIM COeOMHEHUEM @oﬁmynm (XIII') B [PUCYTCTBUU
nonxXonAmero peareHra XopHepa- 9mmoaca, nBuli, 1,1, l-TpuMmerns-N-

(TPpUMETHMIICUIINI) CUJIaHaMMHA U nonxonﬂmero pacTBopuUTesns



139

R® | RE .
c R
0=+ 2)" : bl-l-\ N. 1!1 + RY,
/X ‘—U \‘3 Hzf—'k "">b\: /\x U (Il_%
rano b3:ll=b4 ~ZN al_f_azl

. (X
(XI-a) (0

roe RY', R?, R, X;, m, n, -al=a?-a’=a'- u -bl=b%-b’=b’- umewnrT

3HayeHusA, ykasaHHHe B n. 1, R® npencrasnser cofoii BOOOPON WM

Cis—anmxma, RS’ npemcramnser co@oit CN, NR°R!?, -C(=0)-NR°R!,
-C (=) -Ci-g—anaxkua uam R7;

n) B3aMMOIOENCTBUN [IPOMEXYTOYHOTO coenVHeHus dbopmy el
(XVIII) c CBry B TIIPUCYTCTBUM [MOOXONAWEN COJIM B KadecTBe

KaTanmsaTopa, IIIoaXonsauero OCHOBaHI/I:H N I[NoOXoOoAWeIro pacTBOPUTEJIA

_NH | —

rﬁ 2 ? ?l Br o

(|:H N 2)' ‘ Py N N

'\y\x \’/ « .\3 CBr, —> 1\21 /') \l/ (* (O]

> =y 2 ‘ b3—|—b4 1_32’
P in ®n :
R ‘
Xviiy

()
O) B3AaMMOLEMCTBUM [IPOMEXYTOYHOIO coenuHeHusa odopmysu (XIV)

c Cl,C=S B nNpucCyTCTBUM NOIXOLAILETO PaCTBOPUTENSA

IS e
:ﬁ:\f(f\:l/ . /E -->*\ LY ’_VM
4,m ‘

b*
®

Xiv)
(I-m)

roe Rl, RZ, R4, Xy, m, n, —a1$a2—a3=a4— u -bl=b?-b’=bi- umenT
3HayeHUA, yKa3aHHHe B 1I.1; |

p) B3aMMOIenCTBUM npomexyToqﬁoro coennHeHusa odopmysiel (XV) C
NPOMEXYTOUHLIM NPOOYKTOM $OPMYyH (XVI) B NPUCYTCTBUM [IOOXOIOAWETO

pacTBOpPUTENA
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0=C N —at R | L ®?),
- Z N P{ 1 =X N, ; 4
; }?FT[;ET’M\>\ ﬁ3+ \ka)\.P_,. ; )( l QT/N7%:3§;
b;'=b4 - 8= - NE, S N al'=azl
®m ®5n
xv) Vi) (-n)
roe R!, R?, RY, X1, m, n, -alza?-a’=a’- u -b'=b?-b3=b*- umenr

3HAUYEeHMA, yKa3aHHbEe B I1.1;

g) B3auMOIOeNCTBUM npomexymoqﬁoro coenuHeHus o¢opMysnn (XXIX)
c NPOMEXYTOYHEIM COeIMHEeHUeM Q&pmynm {XXX) B MpUCyYyTCTBUU
rmopokcubeH30TPpMasosa u 3TMHH#MGTMH&MMHOHpOHMﬂKapGOHMMMMHa,
nogxXonAmwero pacTBoOpuUTeNa Wu, HéOGHsaTeano, B NPUCYTCTBUU

nonxongamwero OCHOBAHUA

fwmw
?OOH Rl °=j; R!
I-TZ'ﬁa"KQHHn' lli\ 4/([(2)“ bl_l-;ﬁanxeuu;; 1!; . @
7 ﬂ\

A |NY 7~ 83 4 NHRRO——» 7 \\> | Y /"_%
b P N { i Q {
btt%‘ S l==p2 b42: =N \le=s 2

R ®

(XXIX) OKX)
(-0

rme R!, R?, RY, R R, X1, m, n, -a'=a%-a’=a‘- u -pl=b’-
pi3=p*- uMepT 3Ha4yeHus, yxasauuké B n.l, 17 C}ﬁ—aﬂKeHMﬂ,
npencraryasgeT coboi Cog-aJIKeHWI, HéooqaaTeano 3aMelleHHBIM LUMAaHo;
r) B3aMMOIEeNCTBUU npomexymoqﬁoro coemmHeHuA QopMyJibl (XXXI)

C IPOMEeXYTOYHBM COeOMHEHUEM @opmﬁnm (XXXII-1) wmam (XXXII-2) B

rnpucyTcTBUMU rmnpoxcmGeHBOTpmasona,

STMﬂﬂMMeTMHaMMHOHpOHMHKaPGOHMMMMHaj N nomxogduero pacTBOpUTEIS
1

1, HeoBsazaTesIbHO, B npucyTCcTBMU ndnxonﬂmero OCHOBAaHMA

x ?RBRM
COOH i . @), ?1 )
; L ®2,
& ) =N <Y=h | 2=y 4 =N Qh—{
b'=v ; b@ﬁm a
R
0OKX) (OKXI-1)
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f — 1
COOH ‘ ?

a L. 4 RY,
hg'-* U S e — IR
b

OXI2)
6ood) (-p-2)

rone R', R%* R* R!3, RY, X1, m, n, —al=a’~a’=a’'- u -bl=b’-

b3=b*~ umeroT 3HaYeHUsa, yKasaHHHe B M. 1,

i
|
'

S) B3auUMOIOEeNCTBUU npomexywoq#oro coenuHeHus odopmyJel (XI-b)

C T[NpPpOMEXYTOUHEM COEeOMHEHMEeM @op&ynﬂ (XXXIII) B OpUCYTCTBUU

nogoxoJameroc pacrTBopuTeNia

RIS
|
O
l /N—N(r? %1
4 09h | L ¢ R®Y,
ITVU 5 P%"k@("}f“y
g (ol A

(XI-b) . POl (-q)

roe R', R% R R', X;, m, ﬁ, -al=a’-a’=a’- u -b'=p®-b3=p-
MMEKT 3HadeHus, yKasaHHHEe B II. 1;?

t) BOCCTAHOBUTEJIbHOM MéTMnMpOBaHMM IIPOMEXYTOUHOT O
CoenMHeHus bopmy el (XXXIV) Q#pmanbnePMAOM B IpUCYTCTBUU
nonoxonsAmero xaTaam3aTopa, nonxonﬂﬁero BOCCTaHOBUTEJIbLHOTO areHTa

M MOOXOINAWEero pPacTBOPUTENSA

1 R]
NH, N ? s ®RY, | Lﬁmﬁ?z N | . ®,
g‘l‘% I YNTI'-—R%(R + HCH(EO) 33 H/\) I YW
b\ ) =N I=2 ! K ~ZN =1
b3=|="b‘ a =y : b (llif):, Y
o ;

OOXIV) )

roe Rl, RZ, R4, Xi, m, n, —al%az~a3=a4— n -bl=b%-b3=b*- umenr
3HaueHus, yKaz=aHHHe B I1.1;
u) B3aMMOIENCTBUM NPOMEXYTOYHOTO coennHeHmnA dopMy JIEL

(XXXIV) c 2, 5-muMeTokcuTeTparuapodypaHom B IPUCYTCTBUN

nonxXoname KUCJIIOTH



142

) |

L ®Y),
? “/\ ‘—O/ ;‘a3 CH, ocH, § -‘XX NYN\ < %
b\ e l\ 4 I N .
fb b= a s al=a2

(XXXIV)
(I-s)

roe RY, Rz, R4, Xi, m, n, —a1¥a2—a3=a4— n -bl=b?-b3=b*- umeor
3HayeHus, ykKasaHHHEe B 0.1,

V) B3aMMOOEMCTBUM npomexywoqﬁoro coenuHeHus odopMmyne (XXXV)
C NPOMEXYyTOUHBIM CoeIuHeHueM ¢QopMmynn (XXXVI) B npucyrcreum nBuli

M NOOXOOAWEIrO PacCTBOPUTEJA

Ph@
h\f Cl }Izl Hﬁ ]fl
/,—5‘ X N. /—-g(‘ ®
b\” '7"‘ I\FNQ\/’ * K—cHO—> % x\I/ (' d
= 4 al==y? be'b4 =N a =32
v%[=s ®n
xR

(XXXV) ooV
()
roe Rl, Rz, R4, R7, Xl, m, n, ~al=a?-a%=a%- yu -pl=p?-p3=bi-
VIMEIOT 3HaudeHus, yKas3aHHuee B .1,
n, ecan HeoOXOIMMO, IMNpeobpasoBaHUM COeOMHeHUr oGopMmysn (I)

IpyT B JHOpyra Mu3BeCTHEMM B JaHHOM of6jacTu crocobamm u manee,

ecmm  HeobOxomuMmo, npeobpasoBaHue coeauHeHuitr odopmynsl  (I) B
TEpaneBTUYECKN AaKTMBHYKL HETOKCUYHYID KMCJIOTHO-aOOUTHMBHYI COJIb
0BpaboTKOM KMCJIOTOM nnu, HaodopOT, npeodSpa3oBaHue dopmel
KMCJIOTHO-AOOUTMBHOM COJM B csobonuoe OcHoOBaHMe oOpaboTKon
mwesoub M, ecam HeobxoouMo, nbnyqeﬁme UX CTepeoXMMUUYECKU
U3OMEepHEX GopM, dopMm N-OKCUIOB mnd YeTBEPTUUHLIX aAMMWHOB.

13. MNponykT, conepxaummii (a)'éoenmneﬁme no JiwboMy OOHOMY M3
n.n.l-6 u (b) nOpyroe aHTmpeTpo#MpyCHoe coenuHeHue, B BuUIe
KOMOVMHMPOBAHHOT'O IIpernapara OJs onhospemeﬁnoro, pasmesNbHOT'O WM
nocJie JOBATEJIbHOTO MCHOJbL30BaHUSA npﬁ Jgedyenun BUU-umHbpexuMM.

14. dapMaleBTHUUECKAS % KOMIO3MUMSA, BKJIOYAKA A
bapmaleBTUYECKU [IPUEMIIeMBI] HOCMTéﬂb U, B KauyecTBe aKTMBHOTO
MHTpenMeHTa, (a) coemMHeHMe no JudoMy OIHOMY U3 n.n.1-6 u  (b)

APYToe aHTHMPEeTPOBUPYCHOE COeIMHeHUue.
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15. CoemuHeHue QOpPMYJIH

P . T,
SO -

ero N-okcul, OapMaueBTHMYECKM MpUeMyieMas aIOOUTMBHAA COJb,
YeTBEDPTUUHEI aMMH M CTEepeOXMMMYECKM M30MepHas dopma, Tme R, R?,

R*, X;, m, n, -a'=a?-a’=a’- u §-b1=b2—b3=b4— MMET SHadeHUs,
yKasaHHee B .1, m Wi npeJCTaBnném coboll nomxomaumyw yoaJsdeMyl
TRpYyniy. ‘

16. CoenwviHeHue QopMyJIH

11“”“ ‘ ¢ R
5,‘,1. "{\" /"as OOV
St e

‘)m

ero N-okculh, O¢apMaueBTMYECKM nNpuemseMas aNAUTMBHAs COJb,
YeTBEPTUYHLI aMMH U CTepeoxmmmqecﬁm M3oMepHas dopma, rme RY, R?,
RY, Xi;, m, n, -al=a’-a’=a'- u §—b1=b2-b3=b4— MMEKT 2HaueHud,
yKasaHHele B II.1.

17. CoenmuHeHue @opmynu

@@

b3= =pt

(XXIX)

ero N-okcuz, @apmaueBquecxd npremneMas anOMTMBHAas COJb,
YEeTBEPTUYHLIA aMuH U cmepeoxmmmqecém usomepHas dopma, rme R!, R?,
R, X;, m, n, -a'=a%-a%=a’- u }bl=b2—b3=b4— MMET SHauYeHus,
yKasaHHele B n.l, u Cr.¢~ankKeHms’ néenCTaBHHeT cobomt Cy_g—aJIKEHMUI,
|
HEOBA3aTeNbHO B3aMemeHHH UMaHo. |

18. CoenmuHeHue odopmMynu

O Cy-ganknn %

0 1
-sammmn

r-(:( >é OV

b3= =b
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ero N-okcun, @apmaueswmuec&@ npuemsieMas anlIuTMBHASA COJb,
YeTBEePTUYHEIM aMUH U cwepeoxmmmqeckm n3oMepHasa odopma, 1roe R!, R{
RY, X4, m, n, -a'=a’-a’=a'- u -bl=b%-b3=b'- umewnT 3HaYeHud,
yKazaHHele B 1.1, u Cr-g—ankeHus’ HbenCTaBﬂHeT cobon Co_g—allKeHWJI,
HeoBA3aTeNbHO BaMeElleHHBIT UMaHo. j

19. CoenuHeHne odopMyJIH

(Ijll-b)

ero N-okcun, bapMauLeBTMYECKU NpuemseMas AalluMTMBHaSg COJb,

JYeTBEPTUYHEIN aMuH U cwepeongmqecKM usomepHasa dopma, rme R? u X

MeeT 3HaudeHUA, yKa3aHHHe B I1.1.

[Io noBepeHHOCTHU




